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1. R4
(1) #n%
TV AL R
TIA L U — L
TIVA R g — =
(2) F*4&
Fulmeta®
() &#MDHE%
—%4 Mometasone Furoate (kT 5,
2. —f&4
(1) & (8n%ik)
EABS T T UHNKR ATV (JAN)
(2) *& (&%)
Mometasone Furoate (JAN, INN)
Q) RTL

T R= KON L R=V 1 VB ER  -methasone

3. BERAX(TRER

4, HFRARUSFE
45130 1 CarHz0Cl206
y - 521.43

5. L4 (Mfik)

(+)-9,21-Dichloro-11 3,17 a -dihydroxy-16 a -methyl-1,4-pregnadiene-3,20-dione
17-(2-furoate) (IUPAC)



6. EAA. A4, KBS, ESES

TREREY Y0 E  S-2640 (AHf)
Sch 32088 (#}H)

1. CAS &&=

83919-23-7
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1.

YMELENTE
BHEFBEITH - EE R REERLE R Y (1989)

(1) 4128 - 44K
Hfo~E A D mEomETH 5,

(2) Bt

®RIM—1 AEH
GAIEIREE 20 = 5°C)
TR WE 1g ZENTICETAEEE (mL) | BARB G ICX DEMEDRGE
VASR=F VN 8 DS
TR 15 PRI T
Y/ A=0= & 84 12 RREIT T IN
1,4V %Y 14 RRET T
T R= kU * 70 RTEITIZ < W
Bl = F v 70 %%FL <
A B ) —)u 128 Tz <
% J—)L (95) 156 ic <
=& )—)L (99.5) 172 AT IZ W
T H ) —v 461 RITFIZ < W
VIF )T —T )L 1774 @wr%um<w
7K > 10000 F ARG
n-~¥49 > 10000 T & A EET IR

ko JFER GREAIE 1) ZMoREEE [FARRICEE L CRIRAIR E 35 & &, ol MEMET 2%, REBICHRESIE 128
WHT 27 ORRROEMEL, JREZVDITHEM LI L SICE LIEEO® (1¢g/70 mL) TRLTE,

(3) kimtE
Y SLTY AN
105°C, 3 FEM DRSS CREE L%, 25°C, 10 ~ 90%RH T 200 FeffE L, HEHE
IC R0 REOELERE LIfER, 138 A STRIEE RS R0,
4) MR (9fER) , B, BEES
Al £ 218°C (43fi#)
(5) EAGEMBETH
A% L0
(6) NERE

suanRvh, BT F LR OA 7 % ) —nt pH 2 ~ 10 O pH FEER & O 2 J& R o A
REBICH T 550 (25°C) ZHIE LERESE, 33 To pH BICH W TKBEIZITSEL L 720,

(7 #OtD X4 RIEE
FEHEE ()f : +56 ~ +62° (#Mt%, 0.1g, 1,4-Y4F4>, 10mL, 100 mm)



2. AMRAOERERTICETHREN
(1) BFEEMTICBT D2EN
RM—2 AMRSOREN

RIS B
SRIRIX > RAE A ;fﬁ‘ gg T O B
7= g (FEREICH L 0)
. . . PR - B k7 L
e i P
EMRRS | i mem | a8 | Lp
o . PR s B ki L
i
60°C plLEER ) 6 » H N
MHoH - R
25°C, 90%RH mEh | en A | N ji{m L
I & 2kl L
Ffﬁu_ﬁ‘ft% TS
40°C, 75%RH magE | 6 | AL
’ S8 B L
. :_ VEIR - 072 L
95°C, 10000 Ix vae—u | 120w | Lo
KT, o FERR : Z1E72 L
e mam | 0R | L T
0.1 mol/L HEFATAHL, g PRIR - Ak L
25°C MR 10 H GE 15 ~ 2%IET
et (pH 4) A, P PRIk - B ki L
95°C e T s T R
77 VT (pH 8) e PERR : 21675 L
Wi, 25T MR 10H GE30%IET
IRIREE T D KRR, . PR B ki L
WS | 40C RO | 3 an w1~ a%ET
0.1 mol/L Y EEIRIR, . PR - B k7 L
40°C BER | 3H | an L
et (pH 4) A, . PR - B ki L
40C BB SH g L
TNAHIYE (pH 8) . PRIk B ki L
Wi, 40°C BER 3R | an g 70 ~ 5%IET
UL, e PEAR : (L8 U
95°C, 10000 Ix MR | ORI | g L 3 o

% : JiliEY ; HPLC (High Performance Liquid Chromatography ; ik v~ ~ 75 7 ¢ —)
GRBRIA R DVERLIE)
BRIRAH 0.01 g ZHEEICEY, A V7 a ) — L& IZ2 THED LIERIZ 250 mL &35,
ZOWR 10 mL ZEREIZEY, 7K, 0.1 mol/L s S IIAEMEK 2 I 2 CIEMEIZ 20 mL & L, 3k
Wk ET 5,
BHFHFIT) - R RKRGE RS (1988)



(2) BRIEIIRIC K2 AR
T T VPRI WD TER LT3 L, RO 3FETH 5,

®IM—3 2HEY

B4 HEIE 20

21-Chloro-17 « -hydroxy-9 8,11 S -oxido-
16 o -methyl-1,4-pregnadiene-3,20-dione
17-(2-furoate)

(o]
Cl
., I
HC \/ Ny
4,9 « -Dichloro-5( o furyD)-(17R)-spiro HOLL Jrld o
[118 -hydroxy-16 a -methyl-1,4- H;C]”H -~ >\ -
androstadiene-17,2’(3’'H)-furan]-3,3’-dione jxi Ny Sy - -3
1 1
Cl
R S
il
0 - N -"l:-"' W
4-Chloro-5"-( o -furyD)-(17R)-spirol9 8,11 HiC \/ \Qf‘r -‘\'\D/
-oxido-16 « {/“a\_ =0
-methyl-1,4-androstadiene-17,2(3'H)-furan] HC [ ~o -CHj

-3,3’ -dione e e e |
&
o, S

3. ARG OHEREHBRE

(1) 4 Y =7 FRKIZ X2 BERIE
(2) A F URBREIRIC X 2 BAIG
(8) TRAMEUL A7 kL

(4) s (e F i ALEY)

4. AYMRSDERE

k7 v~ N757 40—



V. RHFIETSEHE
1. #If

(1) HE5HRRE

(2) FIRDORER, SEEUMER

®NV—1 H, SHNERUHER
WFE4 TILARRE DAY Y—L | ZAE0—S3Y
WMHEACORD L) | AA~BFEAGOR | A BEH O® TdH
PR - FIE ERTH B, OOEMNRYERTH | 2, (m—T3 )
(k) D, (Z7U—2)
(3) &HIDME
KNV—2 HAOME
R7e4 JILARERE FILARY )—L JLAa0—vay
R TE
(Tﬁ%‘i@@r%ﬁﬁ) 20 ~ 45 mm 25 ~ 50 mm —

I A7 by RA—=2—THE

(4) #Aa—F

Ly (A% ET 2 — 7%, EEORGICHRLTND, )
(5) pH, =BEEL, #5E, LLE REXQ pHEF

#&IV—3 S0 pH
WFE4 TILARRE DAY Y—L | ZrE0—S3Y
pH — 3.0 ~ 5.0 35 ~ 5.5
(6) BMEADHE
BRI
. HA DAL
(1) BHES CEHERS) DE=
®N—4 BH-EE
FE4 TILARRE DAY Y—L | ZrE0—S3Y
sy FRABS TGN | RABS T TR | AR T TN
(ftg LR AT L AR VT T L LR LEET AT L
& 1 mg 1 mg 1 mg




(2) Fht

Uty U Uk

®NV—-5 FHFmY
K 7E4 JILARERE FILAZY ) —L )lLrA420—-3y
N-AFn-2-v'nml | voByroTF | AT —),
Ry, REg7abr L |, ZURUUSH | 7rELy 2 ) a—
v, VUEg, TAa | Bz ATI)L, /AN, ERaF T 0
A e VEE, UV | TTUCVEBEBYALEX [ EAakra—R,
& VIR T AT, | v, R AR T | VEEZKEF R D
W7 74, Al Ve Frz—7 | &Ky, VB
wor) v, & —1, A

Q) HTEMBROHEAKRUVEE

BARRNA

AR L TEAT S HFAIOREE

BN A

BEF, AFOSEMEITHT IR

BARRNA

HADBEEHTICHEITHREM
1) 7N RABEE

XNV—6 HHOREH (EKE)

AR . AR PR HA R
BB RE ES —
55y mt RERE | mn s | 1228 | 2428 | 3657
i 1 ZlE ZiE IRE
5gFa—7MuER | 25°C, 60%RH L L 7L
= ,g/jqj: E&:\ =]
ORefe 1) B ‘E‘((f) 99.0 100.7 101.4 100.5
E (o}
it i 1 PR ZL PR
ﬁ 10 g = — 75 | 25°C, 60%RH 7L 7L 7L
1T (R 2 WS PNEY)
= 58 (SaIS)) i) =N
; 100.5 100.5 100.3 99.9
B (%)
. Ak 21k 21k
3 NS PEc=] ey k
YT LD g5c, go%Rm | T ' 2L 2L 2L
200 g ALY e ——
(R s) ‘5‘(0%) 100.3 100.4 100.4 100.6
(o)
*1: MEACORDLNRFERT, DINERRTBOYRD D,

*2

 FRERICHT AR

%) , HIEL ; HPLC

&R (2016)




Q) 7V AZ 7Y —A

RV—1 HHOREME (FU—L)

Ny PRAFSRA: ¥ LRAFHA
X455 e HH BREAAAE 3w A |64 A |9 A |12 % A(18 » A|24 » A|36 » A
& e | AEORD S | L | e | Zb | ik
ii iR PEIR LR SIS mU | aL | wL | el | FE R ORE
7 | 10gT7NMIFa—7 | 4mus
i e 99.3 99.0 | 99.6 | 99.9 | 100.1 | 100.6 | 99.3 | 98.9
5 (%)
R PRAFSR: ¥y PRAFHA
X5y I RE IHH P ERBH 4G IRF 1% A 2 % A 3% A 4 % H 6% A
HED2H 5
PR " Bk L | kL — bl L —
35°C, 75%RH 75 PR
10g77/1/‘:?:1—7 A= %3
e 99.3 99.5 100.5 — 99.8 —
(%)
HED2H 5
e PR " 2L | BfeZe L — 2L —
i ¢ 75oRH MR | e | 2 25 25
sl RY =F LR A EL %3
B e 99.3 100.3 100.0 — 100.1 —
(%)
. | BfRoRD S
PR o 7L — *1 — *2
40°C, 75%RH D75 IR
10g 7 NITFa2—7 | m%3
e 99.3 98.5 — 98.8 — 99.4
(%)
R PRAF4e B LRAFHIR
B BEETE R IHHE R BR A Ry 100 FERE 200 FFE 300 HFE]
Ao b2
= e - B L 7z L 7z L
ik %if, 10000 Ix | e = M M
A 110 g7 A3 Fa—T7 | 4m
by o 99.3 99.8 99.1 99.2
(%)
— CRBREEML TV
k1T EAEARDLRD BN K
%2 MREE DR B AR E IR

CRRERICHTOER (%),

MEE ; HPLC
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Bk (B S B LRI
X5 AT RE HH BREAMAE |3 w A6 A 9% A (125 A|18 » A|24 » A|36 » A
. . | 2 | &b | &b | 2k | 2k | &b | &b
FI 4 VISH R 22 22
5 I | RREEIOW | 5 U | el | sl | AL | &L | AL | &L
byl ‘
Jins IR /él\%*
f—? 10g KU =F L (%) 99.7 99.6 | 99.4 | 99.7 | 99.6 | 99.1 | 98.7 | 98.5
[N
pH 4.52 451 | 450 | 4.50 | 4.51 | 4.49 | 4.49 —
R PRAFSME AR PR HIR
X5 LT RE THA | ABRERLGH 1% A 2 5 H 3% A 6 % A
PR | MO | k7 L X (AP b L X (AP
AT
ik 35C, 75%RH HR*
%ﬁ 10g #VTFLU | (%) 99.7 99.8 99.7 98.2 97.7
pH 4.52 451 451 4.51 4.48
¥ FRERICHTIER (%) , WEE; HPLC
Yy 2R SR RLE AT NS (1996)
RBR [ExeE Skl B LRI
X5 LT RE HAH AR B AR 24 WERE 96 IHFfH 168 MR
PR 2 B DR 7L il L 7L
B s, 180001k | At
K10 gBU=FLUIE | (%) 101.7 101.9 102.3 102.1
pH 4.41 4.47 4.47 4.46
¥ FrRERIOSTSEaE (%) , HIERE ; HPLC
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1. fuFH L DERASELL (MEEFHNEIL)
RV—9 T ASHEELMNAR (EFF LORSEL

- 1 : 1
Bl A& 35 A4 EY S PRAF
v |
<A S T s (ZNAH) (fths FH Al
B g ks 0.5 » A 1 %A
S|, ECM,C 32 A LHED 8 8
i IS NN
(a3R) 40°C A o o
5C O O X
shE*2 .
TR R 0.1% | (Fi) 23 40054(: 8 8 8
(k)
<> 5C 5.11 5.46 5.35
pH |23 ~ 24 5.11 5.46 5.48
40°C 5.11 5.53 5.86
P 5C 100 99.4 99.1
() |28 ~ 24 100 98.7 98.4
40°C 100 93.1 91.9
A P 5(3240(: EE A AR 8 g
- 15 72 K
(@nﬁ) 40°C 5 272 ] O O
5C O @) ®
SR
23 ~ 24°C O O O
] N
E'(%;Z e () 40°C o o o
< B R — 4 > 5C 6.47 6.36 6.46
pH |23 ~ 24 6.47 6.34 6.46
40°C 6.47 6.01 6.14
P 5C 100 96.6 99.0
() |28~ 24 100 98.2 99.2
40°C 100 95.5 92.4
N P 5C24°C Hee 8 8
B - 5 MR T
(ta5h) 40°C H & 0 o
g 5C O ® ®
ERHEGRE (=3 | S |28 ~ 24C O ® ®
—] 40°C O ® O
(k) 5C 6.86 6.77 6.84
< HBESE=IA> pH |23 ~ 24 6.86 6.71 6.75
40°C 6.86 6.81 6.48
e 5C 100 100.6 98.9
(n) |23 ~ 24 100 95.5 94.7
40°C 100 86.3 79.5

*1: 0 &bl
*2: 0O Bfb7e L, X 4yHf
* 3 WIHIEIC T B ETR (%) TFoR, JEW ; HPLC
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At o S (FAAB) (AAD
BRAA R 05 #» A 1 %A
! m;i%4c REO 8 8
(&.738) RN [N
40°C O O
. 5C O A A
I — . *2
ﬁ?7U*A(“’: fgﬁ)23~2ﬂ: o o O
o 40°C O X x
(FLAIE) -
< B BB = H G = 5C 5.38 5.77 5.87
s > pH |23 ~ 24C 5.38 5.15 5.78
40°C 5.38 5.07 5.69
P 5C 100 100.5 101.7
(o) |23 ~ 24C 100 100.3 103.2
40°C 100 101.4 102.6
. 5C O O
*1 =
%i 23 ~ 24C| | REn O @)
(ta78) e NRAVA ATSLAN
40°C O O
5C O O O
y*% %2 .
7R ) LS (ﬁ%) 23 ~ 24°C O O 0
0.033% 40°C O A A
(tE) 5C 6.35 6.10 5.98
< HAHTH> pH |23 ~ 24°C 6.35 6.06 6.00
40°C 6.35 6.09 6.06
3 5C 100 97.9 99.8
E'(f) 23 ~ 24C 100 96.5 94.4
’ 40°C 100 94.7 94.5
A m;iimr REn 8 8
(&.38) R N[N
40°C O O
. 5C O O O
° %2
%;”“”7U“A f;%) 23 ~ 24°C O O O
i 40°C @) X X
(FLAIE) -
< KT — Kot 5C 5.09 5.45 5.31
> pH |23 ~ 24C 5.09 5.35 5.29
40°C 5.09 5.69 5.64
3 5C 100 100.4 103.8
E'(f) 23 ~ 24°C 100 106.1% 105.4%
’ 40°C 100 104.2% 113.4%

# o AEHET S D DIFERABERFICBWTKRGOERIZL Y Bog EEERE L Z22EABED b/
(fTF : T AF v 7 BIRTOR)

%1: 0O ekl

%2: 0 k2L, A FANHY, X 45HE

* 3 PIMMEICRIT 257 (%) C©For, WIEWE ; HPLC
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St wn | e (FAA%) (AR
BH AR E 0.5 » H 1 %A
5C
AN PTG REn 8 8
) e VB R E R 5 5
sz | 5C © © =
NRAZT LYY — A (i) 23 ~ 24C O O O
10% 40°C O O o
("T‘L%”‘fﬁ? 5C 7.45 7.49 7.56
<R > pH |23 ~ 24C 7.45 7.59 7.59
40°C 7.45 7.70 7.66
. 5C 100 101.9 100.9
&4 B 0
(o |28 ~ 24C 100 102.7 104.5
’ 40°C 100 103.0 105.0
. 5C
AN PYRPS REo 8 8
(a.38) o TN NS AT 5 5
g 5C o O O O
RARETL VT R Cem) |23~ 24C O O O
B 10% 40°C O X X
GRLAIE) 5C 8.14 7.54 7.41
<R > pH |23 ~ 24C 8.14 7.54 7.61
40°C 8.14 8.24 8.11
3 5C 100 101.2 103.9
E'(f) 23 ~ 24°C 100 104.4 103.9
(o)
40°C 100 102.5 99.6
5C
AN PTG REn 8 8
(£23H) e W B IR E R 5 5
. 5C o O O
*2
BFSFFILa—T ?ﬁ%) 23 ~ 24°C O O O
7 ) — 1 20% 40°C O O O
GlAme 5C 6.58 6.47 6.56
< B — BN AR > pH |23 ~ 24C 6.58 6.58 6.58
40°C 6.58 6.51 6.76
s 5C 100 100.1 100.1
E'(f) 23 ~ 24°C 100 103.7 103.3
© 40°C 100 99.1 101.0

*1: 0 &fe/e L

%2: 0O k72 L, X 4y
%3 WIHMEICH T 2R (%) THER, HERE ; HPLC
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<ot > Y Py (7L A H) (fl st A1)
aLGLE 0.5 » H 1 %A
5C ) @)
k1
fﬁg}g) 23 ~ 24C i%i%iﬁ: O O
40°C @) @)
e 5C ) ) @)
EARARZ D=5 | (xm) 23 ~ 24°C O O O
0.3% 40°C O X X
(FLFAIE) 5C 7.92 8.05 8.03
<IIVER> pH |23 ~ 24°C 7.92 8.19 7.96
40°C 7.92 8.06 8.17
. 5C 100 101.4 96.9
E'(f) 23 ~ 24°C 100 101.1 101.8
’ 40°C 100 100.4 98.8
LN 23 ic24"(3 HE&n 8 8
i O 7R ER
(a77) 40°C Ci o o
5C O O O
k2
EILRARY TR ?ﬁ%) 23 ~ 24C O O O
#E 0.3% 40°C O X X
(FLAIME) 5C 6.54 6.47 6.73
<ILAR> pH |23 ~ 24C 6.54 6.48 6.68
40°C 6.54 6.72 6.46
P 5C 100 105.0 98.9
o 23~ 24°C 100 106.9 100.3
40°C 100 104.8 105.1
S|, iC24oC FE AL EED 8 8
B W BRI
(a77) 40°C Gl i o o
5C @) @) X
s *2 o
23 ~ 24°C ) ) @)
Al = 59, (Fm)
X(Zﬂ;; LB 5% 40°C o e) e)
< B> 5C 6.06 6.62 6.42
pH |23 ~ 24C 6.06 6.37 6.77
40°C 6.06 6.48 6.45
4 e 5C 100 98.8 95.7
o |23~ 24°C 100 97.1 90.2
40°C 100 93.3 88.3

*1: 0 &fe/e L

%2: O b7z L, X Syd
%3 WIHMEIC T 2R (%) TFER, HERE ; HPLC
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1

B & A4 ¥ RAF
1% |
<@t > HH Sef (F A 5) (s F))
BRAARE 05 #» A 1 %A
5C
MR |y | BEACBED - o
B B e
(fa74) 100 Ry NS TN o 5
. 5C o) O O
10% %V FAmot | B2 93 ~ 24C o o o
U T (Fm)
) ; H =L 4OOC O O O
(i) -
CHEIEE — Y 7 5C 2.32 2.30 2.42
— > pH |23 ~ 24C 2.32 2.95 2.41
40°C 2.32 2.26 2.40
. 5C 100 97.6 101.2
[ =N 0
o |28~ 24°C 100 98.6 99.2
40°C 100 93.2 94.1
. 5C
B oo | BEAEBED 8 8
= T8 B e e A
(0 78) 40°C F [ o o
5C @) X X
*2
T — LR ?ﬁ%) 23 ~ 24°C O @) o)
5% 40°C O O @)
(‘ZEET@ 5C 6.17 6.90 6.69
<vA 7 EPD> pH |23 ~ 24C 6.17 6.68 6.71
40°C 6.17 6.69 6.70
P 5C 100 97.3 98.5
S .
o |28~ 24°C 100 93.5 93.2
40°C 100 90.4 92.8
gn B 753;—\\/
(&) 0 1B B e i o ot
2 5C @) @) X
NSy I E | mm) |23 24C O A A
3% 40°C O O O
() . 5°C 3.40 3.54 3.54
AR > pH |23 ~ 24C 3.40 3.65 4.10
40°C 3.40 3.71 4.14
P 5C 100 101.0 101.5
=2
o |2~ 24°C 100 100.5 95.4
40°C 100 99.5 95.4

*1: 0 Z&fe7e L

*2: 0O Bib7e L, X 4yHf
%3 WIHUEISH T 27 1FER (%)

TR, WiElkE ;s HPLC
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Bic & 3R A 4 ¥ AT
% |
A wo | (FAA%)  (AEAD

DR AR 0.5 # /1 1 »A

5C o) o)

s o 7§ A=)

@i (22~ 20 mepeemik © =S
40°C HEA HEA

LT 5C o) o) 0

aRGHE (i) 23 ~ 24°C O O e)

(FLAIME) 40°C O O @)
<Hrs=n-= 5C 7.74 7.75 7.21
—Ha > pH |23 ~ 24C 7.74 7.57 7.28
40°C 7.74 7.80 8.00
. 5C 100 98.5 101.5
E'i) 23 ~ 24°C 100 103.9 103.6
40°C 100 96.4 88.3

. 5C O O

B og ggc| | HBO o o

(ta78) s Vg B 737 i 5 o

S e 5C o) @) o)

L AKX Iva—1 (Ei) 23 ~ 24°C O O O

7 —A51% 40°C O O O
Glae) 5C 7.94 7.76 7.32
< B — SIS > pH |23 ~ 24C 7.94 7.68 7.20
40°C 7.94 7.82 7.66
P 5C 100 110.7% 108.0%
E'i) 23 ~ 24°C 100 106.0% 106.1%
40°C 100 100.1% 97.7%

. 5C O O

N P O o O

(ta78) 40°C RSN AT p 5

5C O O O

%2

FAT AT ) — f;f%) 23 ~ 24C O O o

2 10% 40°C O X %
CLAWE) | 5C 8.04 7.83 7.62
< H Hridsgk > pH |23 ~ 24°C 8.04 7.86 7.73
40°C 8.04 8.07 8.03

w3 5C 100 99.1 98.5

E'(f) 23 ~ 24°C 100 102.5 98.0
° 40°C 100 110.7% 109.9%

# o REHIET 5 2 WIKIRSBERF IV TR ORI LD BT EE &) & < e 2R A0 bz

(AT : 7T AT v VKB TORME)

*1: 0 b7l

*2: O k7L, A FAHW,

X oyt

*3 0 WM R D5k AFR (%) TFow, WiEik ; HPLC
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1

ANSHCX 5 G
b il I (FAAz) (AR
Ay o~
BH A6 0.5 # A 1 %A
AN 23 iC24°c HEn 8 8
= W6 L E A
(fa58) 40°C H * 0 0
P 5C 0 O O
B R 0.5% e |28~ 24T O O O
GELAIME) 40°C O A A
<Y —A-T— 5C 7.58 7.90 7.91
YA > pH |23 ~ 24°C 7.58 7.93 7.99
40°C 7.58 8.08 8.13
J—— 5C 100 102.4 99.8
o) |23~ 24°C 100 103.3 102.7
° 40°C 100 100.2 92.9
5C
BB | D | BEEAEED 8 8
= TN NS AT
(ea7) 20C [ P S
5C 0O O X
e %2
AT N7 7 BH ffﬁ) 23 ~ 24T O o) e
i) e = 2 2
<HANT 7 —=f 5C 6.21 6.48 6.48
AL > pH |23 ~ 24C 6.21 6.46 6.50
40°C 6.21 6.55 6.38
4 e 5C 100 99.6 100.5
o) (23~ 24°C 100 100.9 94.1
40°C 100 96.3 89.3
*1: 0O ez L
*2: 0O 7L, A FAPMEY, X 5B

* 3 MIMEIC A9 25647 R (%) TFon, WiEd ; HPLC
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KN—-10 JILA25)—LEMSAR (EFRE) L0REEEL

*1: 0O &bz L
*2: 0O &7z L

%3 FTRERICHTIEE

%) , HIEL ; HPLC

) 1 1 1 2
B A SE A4 Ny RAT
|
S wa | aw | rAm) wmEAD | Ak GwskaAD
BRLAEHE 105 » A1 1 » A BHMGARE 105 » A1 1 % A
5C . - — . — —
g1 Clweay EL AL
e |28~ 24C| neo © O [0 O ©
i 40°C 7 ) —n O o 5 ) — A o o
5C — - - - - -
*2
ELATED R ffﬁ) 23 ~ 24| O o o o o o
e v 40 O O O O O O
< H B = A7 > 5C - - - - - -
pH |23 ~ 24C| 5.02 4.83 5.91 5.83 5.26 6.00
40°C 5.02 4.76 5.85 5.83 5.21 5.91
age | °C N - - N - -
(o |23~ 24| 998 100.4 | 105.5 93.9 101.0 | 103.4
0 40°C 99.8 103.2 | 106.5 93.9 105.2 | 104.4
5C — -
k1
5(71\&%3}%) 23 ~ 24°C| BEOD @) O
" soc |77 O O
5C - - -
” _ . %2
ﬁjw V—nl=ya ff@) 93 ~ 94C| O o o
= 40°C O O O
(RLAIE) ‘
< H BB = A = 5C - - -
> pH |23 ~ 24C| 471 4.66 5.21
40°C 471 4.52 5.13
5C — — —
PN = 31
E'(f) 23 ~ 24C| 1004 | 101.7 | 100.7
0 40°C 100.4 | 101.7 | 1055
5C - - - -
5%%*1 23 ~ 24°C| REOD O O EFN) O )
(E27H) we | 7V-21 o o sy—nt o o
5C - — - — — —
o k2
A ‘Zﬁﬁ) 93 ~ 24| O o o o o o
) 40€C ° ° c ° o o
< KB TH— KR 5C - - - - - -
> pH |23 ~ 24C| 5.19 5.15 5.24 5.18 5.15 5.20
40°C 5.19 5.32 5.65 5.18 5.30 5.49
GRS °C N N . n N -
(o |23~ 24| 9838 98.9 101.8 97.0 99.6 101.8
° 40°C 98.8 102.2 97.8 97.0 98.9 101.8
— B A ENE LT




) 1 1 1 2
B & A4 ¥ RAF
% | % |
< oiia > FH pan (7L A H) (fl st A3 (7 A %) (fh s+ A
BHAGRE 105 AT 1 % A BHMGRE 105 » A1 1 5 A
5C - — - —
*1
f*é’zﬂ) 23 ~ 24 f'fj; O O ﬁ)@f; O O
wH 40°C O O O O
wme | °C - - - - ol B
FS5FFILa—1 () 23 ~ 24°C O @) @) O —HERoE 1 —F
7 — A 20% 40°C O O O O —ERorEE | o
(FLAME) 5C — — — — — -
< B — BULFDAIEE > pH [23 ~ 24C| 5.61 5.80 5.88 5.97 6.04 6.24
40°C 5.61 6.34 6.49 5.97 6.50 6.62
P 5C ] - — _ _ — —
(n) |23~ 24C| 976 99.4 99.1 99.7 100.5 103.5
o 40°C 97.6 99.7 103.8 99.7 103.5 105.3
. 5C - —
*1
?égﬁ) 23 ~ 24°C f'fjl e e
i 40°C @) @)
. 5C - - -
*2
A RA K2 U —A ?f?ﬁ) 23 ~ 24°C @) ) )
0.3% 40°C @) @) O
(FLAIME) 5C — — —
<= LR > pH |23 ~ 24C| 7.65 7.71 7.53
40°C 7.65 7.56 7.38
s 5C o N - )
(n) |23 ~ 24C| 987 100.4 104.4
¢ 40°C 98.7 103.0 99.3
5C — —
A1 o~ | BtD
"t 123 ~ 24C o) O
Eu 7 J— A
(ta738) 40°C v - _
5C - - -
*9
FA T AT — ffﬁ) 23 ~ 24°C @) o) — e
2 10% 40°C - - -
(FLAM:) 5C — — —
< HHrgE > pH |23 ~ 24°C| 4.91 4.83 4.89
40°C - - -
5C - - -
PEN=R 1
E'i) 23 ~ 24°C| 965 95.3 96.6
0 40°C — - -
— = lBR A EE LT

*1: 0 Zfe7e L
*2: 0O &7z L

*3: RRGRICKT HEE

%) , HEL ; HPLC

H#H
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KN—11 T 30— av s BRl (EHE COEAZEL

~ 1 : 1
B & A4 Ny RAF
% |
< oiia > i H pan (7 RX %) (fh st A
BRAARE 05 # A 1 %A
5C - -

sMBL*1 .

() |23 ~ 24C|  memwnik O O
40°C - -

s | °C - - -

AFT I TAm | 23 ~ 24°C @) N CRERLY) VR

— gy 40°C - - -

<WEHEN=IA= 5C — — -

A T.=7 HiEE > pH (23 ~ 24C 7.20 7.17 7.09
40°C - - —
5C - - -

L Bk g

E‘(i) 23 ~ 24°C 96.5 91.8 94.7
40°C - - -
5C - -

HMBL*1 .

(wam) |23~ 24C|  meorvzik O O
40°C - -
5C - - -

S "2 .

snvnmis | G (%~ 24C 0 ; ?
<=FmT7y—~v-—
kﬁr#E:H:> 5OC - - —

pH |23 ~ 24C 4.53 4.45 4.50
40°C - - -
5C - - -

=R T

E'(i) 23 ~ 24°C 96.6 100.4 102.9
40°C - - -

— RBRAEER LT\ ey

*1: 0 b7 L
*2: 0 &7z L
*3: RTAEICKTL2EHSE (%) TR, WEE ; HPLC

FE EIZ) R REREGEAT A (1994)

EE) A OMREA (S44) 132017 R 9 AR CORMLIRI LEHEESE L Lz,
FERNICER U Tl OIS CE A 95 Z &,

8. Atk
Y LR
9. EYMFHRERE
A% L7
10. SFPOERRS OREBHABRE

1) ZNAREE, TAAFO— 9
1) A V=7 FRKIC X 5 BERIS
2) g~ NI T T 4 —

Q) ZNART Y — 1
1) A V=7 FliKIc X 5 2EKIG
2 Wilkra~ 757 4—




1. FIDOFENESTDERE
ks v~ N77 74—
12. Hif
A L0
13. EAT STIREIED 3 5 5D
(1) srfesn (BRI
1) 21-Chloro-17 « -hydroxy-9 8, 11 B -oxido-16 a -methyl-1,4-pregnadiene-3,20-dione17-

(2-furoate) : A XY T T U ANKRUERT AT VDK 1125 OFIRIEIER = B9 5, ik
Xix TRI—3 g =a

2) 9 a -Chloro-16 o -methylprednisolone 17- (2-furoate) : PEIRITARHTH %,
(2) GHAEL, A RRF DRI RS

Mometasone 11,17-di- (2-furoate) : isd THIWHIRIEIER & 7”7,
(0]
C—CH,CI

14, FRMNBELGESR - HESRRECERICET 158
RN
15. FllgE

#IV—12 FIEE
Hr7e 44 T2 Je o
DNEAEEL, BREEE, OV AT CIERICIERANC X
DR ER R HND Z N d D,

TR R ERE

PEGE, A, OB AT T EICHAA, 2

TAB DY — e \
A7 Y (LHIE & 5 RS T B LB = & 7 5,

MEGE, RAN, U5 WS THEICHERA, 1
(LA & B BRI 2 5D = L8 B,

TNAFa— g

16. £

BARRNA



V. ARICEYT SEB

1. ZPREXIEER
S - KEXE BTHEEAREZE0)  F ERRAE AXKE RS -+55 R
TEh, EPE EMPHKEE AMOJILR, BEEMEEET) . SHBHELK B
AHRKTYTI F—TR, REABEE DNLEHEMERES, dvonN—U%K RBEUHEREER -
o4k, XEE#H BXERE FARBREE

2. ERUVAE

BE, 181 ~%E, #BEZEBHMEHT D,
HE, ERICKYBERBT 5.
3. ERPRREAE

(1) BRERT—21\yir—o

A% L7

(2) ERERZNE

ERREEIZBWT, 0.12% X% A ¥V U ERRT AT VTN 0.064% X4 A4 vy Tae sy
BT AT NVERE « 7 ) — L EMIRIEL LTz “E B EBERER K O MR AR B C O 2h MR
XHEIE 1692 I TH Y, HEHEIL 86.2% (1458 i) ThH o7z 19,
(1 B&GEEIT 1 ~ 31T, AMMTES] 1692 #iH 1671 #1] (98.8%) T HMEEAN AT
b, 21 FlcEEE (ODT) 2MTbiiz, )

KV -1 HEEHERERHR

g 7 — A e
/384 BRI | AR s aht: | AR | g et | AR

BRI (%) BRI (%) AR E Ak (%)
5 - AR EET! 235/262 89.7 167/185 90.3 95/99 96.0
it 174/192 90.6 152/191 79.6 26/31 83.9
WG E 23/31 74.2 18/28 64.3 — —
EANEA 27/31 87.1 22/26 84.6 — —
B - RS 29/30 96.7 26/29 89.7 — —
mEEh 30/31 96.8 32/32 100 27/27 100
PRI RE2 28/29 96.6 28/31 90.3 23/29 79.3
I3 IR 20/20 100 15/16 93.8 — —
%EEW%IUT?% 15/20 75.0 17/20 85.0 — _
J AL 0 R 21/22 95.5 12/15 80.0 — —
VIR R 26/26 100 27/27 100 — —
T =T 16/20 80.0 18/21 85.7 — —
NOEMERHE - 7 A K 13/22 59.1 14/28 50.0 — —
KIGIERE 16/17 94.1 7/8 — — —
ERIIE 8/9 — 8/11 72.7 — —
M e 14/24 58.3 12/25 48.0 17/27 63.0

* o (HRIIERADWEREM xS B15%) X 100
1 AR B A ROE 2 B TeE
2 HFRBEDE, Ao TR, [HEZERS S ES
FREREIEIZD « BEPREEZSE, 1990, 6 (7), 1407
FREREIEIZ > « BRPREEZSE, 1990, 6 (7), 1447
FREREIEIED> « BEIREESE, 1990, 6 (8), 1655



(3) ERAREEHER

1) SR 4
@ fdpER ABM: (18 ~ 55 %) |

[ZBWT, WL D ERIC 7 v A Z KB &5

TBAA LI XOMmE 2 NVF Y — UEOHER 2 HiE LT,

7. 7IVAXWE 5 g/H ODT (FZ[H 14 FEE) |

AR NI 12 9,
TV A ZHE
g =V F 7 — Vi)
B, JEvEE
M HTEIZEE LT 89,

SRR 0.12% % A & ik
O BN DT 89,

A
WARATIC

10 g/H ODT (%[ 14 FE[H)
IR TR B2, Mg vF Y — Ul
@7-B3pgﬂ0*@mlﬁ@%@%mb,iﬁ*ilﬂvZE%Zﬁ@

R

j:

(o

k% 3 AfE

~EEL

E T AR DR R

(%) O—0: IAAXHHE 5 g
L OO : 7L AXHKE10
Iﬂl 200 A—N: /\\‘/& A7 V“Tjélfﬁgﬁélx:f/wk% 10¢g
ﬁ mean £ S.E. (n=17)
=2 150
p| 2
F
100
|
L
{E 50
%
= O mEm 1 P 3 i 5 § e
| S EAE R | =—  mEmm
BV—1 mEFINF/—ILOEBROHER (FRLLEHER)
1 (ug.dL)
H 15-
=2 ) ©@---& . _x-"I~_  eEETTTEE T -
L B \\?@
3 10k o
] OO : /I AXE10g
: * O—0 : =¥ A5V E BT A7 LKE 10 g
i « R B
{g 5 mean = S.E. (n=8)
(7 1 A= —iklR)
KRS L CHEESESH Y (p<0.05)
0 (58 Hris, Scheffe %)
1 ] 1 1 L 1 1 ] 1 1 1 1 1 !
0] 1 2 3 4 5 B 7 8 =] 10 11 12 13 (&)
[wmigm | sEAEEEE |~ EEsm—

BV—-2 IWFILFJ/—ILO#R (U ARF—N"—HEK)

REZIED :
R S

SEHE & BRIR,
SEHE & BRIR,

T AT VECE 10 g/H T, Iy 2T Y —/HEIZ

iEHik (ODT)

GHURAT I, M= /LTF Y —IL

(2& v 3 HRIXIE 5 Ak L & X1,

DL

2L

1990, 24 (2), 581
1990, 24 (4), 2003



SO L O MR

@ fERERAFBYE (81 ~ 51 %) ITBWT, MIEE AL OERIZ 7 VA X EE 10g/HEZ 1 HH -
0 20 BEfEIEEHE (ODT) 12X 5 HEEAT Lzl oRERICB N T, IijEa/LF Yy —
BB R EGITRD SR by 72 10,

(g /ar)
154

Ifil. 10+

b

JL
mean = S.E. (n=5)

—\ N

Jv

T T T 7T T
0 1 2 3 4 5 6 7T 8 9 10 1 128

BV-3 mEFILFI—ILOHER
BOBZIE S, 1990, 32 (3), 395
2) B ZEMETER

R N BE 16 1] (33 ~ 54 %) 1BV, HIBEMIZ 6 W7z > TEENE (ODT)
([ 12 BE, 18D 55 5 BElAN) (2L, TARAXEE, 0.12%F A4V v HERRET
AT VARE, 0.064%F ALV T 0 A UERT AT IVEE KON T IV A X B R & A
L, BEOREIORE, WIRKELEE, MBSO HEIC X5 R EZEMER 2 Ll Uiz,
ZORER, 7N A ZPEREFZ RS 3 FEHFNITHA LR ZTRO bT, TV A ZREDRK
JEZEREERIL 0.12% % 2 &V U ERRT 27 VHE K TN 0.064% X4 A4 7 a et
VERT AT VHERE L [RFRE CTHh o7z 0,

O A TEAER 12 ecm? I BBREEA 80 mg & 1 H 1 [\IEBARIC 12 i ODT T 5
HE/MEX 6 @E#ES L, BIURNRA (OET) ICXLDHEEDES @{E'Jﬂi, RIEOWRZ, fid
P& Ehit
{mm) WERABET
esr : mean t SE. (n = 16)
o | {Scheffak)
24l
22|
20t

74y, AT RY )
o—e: AN

181 o HERAE A F TONE S
' o—0! YTOEA LB A2V NE

1 1
i 1 2 3 4 5 8 7 B 9 10 (|
5 .

54 A% AR | {5 L SR ——

BV—-4 REOE=ORAE

95— ACRAHIE - LR L IRIR, 1989,28 (13), 4979



(4) RRIIHER
M ERR L
(5) #&REEAIEAER
1) E|EALLTREREHER
ZUER R L
2) HEEGAER
O EWNTEM S 7072547 Hiak R o plig
1H2 ~ 3[EIEMSEA L, AARERBREITS7 D,

®V-2 (1) AUMEEHERR

. " D W E s R©
H 55 22 HRAND JEB —
L b LR =3E| A JE B Py % S W
MFO 61 37 60.1 | o N
R 3 ¥ BVO 61 30 49.2 '
1 A - FERRE MFO oL 57 93.4 . s
138 BVO 61 52 85.3
MFO 60 39 65.0
1387 BVO 60 35 583 | NS | NS
) MFO 60 50 83.3
a5 RIS - P -
o | EHHLRGS - HRATE | B0 o e o] NS | Ns.
MFO 60 56 93.3
3 A BVO 60 55 917 | NS | NS
MFO 60 27 5.0 | | .x
1 BVO 60 13 21.7
; MFO 60 15 50 | .| va
2 BVO 60 32 53.3
MFO 60 52 867 | .. | wx
I 3 3 BVO 60 42 70.0
MFO 62 21 EEN .
138 BDO 62 20 32.3 5.
MFO 62 47 75.8
4 2 BDO 62 12 677 | NS | NS
MFO 62 57 91.9
3 BDO 62 55 ss7 | NS | NS
MFC 60 40 66.7
) NS | NS
N \ 3H 66.7
5 | s - g : DVO 60 10
MFC 60 55 LT | o | ns
138 BVC 60 56 93.3 S, S,
MFC 61 37 60.7
138 BVC 61 10 656 | NS | NS
\ MFC 61 50 82.0
TR - R ST -
6 | EHEHMLANRIS - R SERRE 2 J BVC ol = 3.6 N.S. | N.S.
MFC 61 58 95.1
3 @ BVC 61 59 967 | NS | NS
MFC 62 16 255 | . | wx
1 A BVC 62 9 14.5
; MFC 62 16 2 R
2 BVC 62 35 56.5
MFC 62 52 89 | | .4
S 3 3 BVC 62 46 74.2
MFC 58 15 2.9 | o | ns
138 BDC 58 19 32.8 S, S,
. MFC 58 35 603 | | .
2 BDC 58 16 79.3
MFC 58 11 07| o | es
3 A BDC 58 53 91.4

O MFO, MFC : 7V A XK 7 U — A
BVO, BVC : 0.12% X% A %V LV EBHBRT AT NLRE -7 U — A
BDO, BDC : 0.064% X% A%V o7 a A o Bz A7 Vg7V — A
@ 372 D L, 1
® S: HFEME, W: Wilcoxon DFF X JEMFIRE [N.S.:p = 0.05 3* :p<0.05 *3*:p<0.01]



KV-2 2) AMEERLEBHAR

MFO & BVO & o Hhifg®

Sl B )

A A8 BELH [ fEHI% | MF>» BV | MF>BV | MF = BV | MF<BV | MF< BV f’lﬁgﬁw

EiEELgs - |3 HE 61 4 14 35 1 N.S *

1 BMAREE [15m%| 61 6 17 29 1 % % sk

1% | 60 2 9 41 7 1 N.S. N.S.
BN (b ArS ——

2 mmg%ﬁ; 23H% | 60 2 9 37 12 0 N.S. | NS.
3 1l 60 0 12 41 7 0 N.S. N.S.
1A 60 5 22 30 3 0 * % * sk

3 SRR | 28% ] 60 5 28 24 3 0 % % * K
3 H# 60 11 25 21 3 0 % % * %k

MFO & BDO & @ Lhig®

3 . - G 22

. P8 BE2H | fEH1% | MF>BD | MF>BD | MF = BD | MF<BD | MF< BD S W
1#%| 62 0 18 37 7 0 % *

4 BEMERRE |2z | 62 0 19 32 10 1 N.S. | N.S.
3% | 62 1 15 34 10 2 N.S. N.S.

MFC & BVC & D L#®

A b B2 H | iEFI% | MF>BV | MF>BV | MF = BV | MF<BV | MF< BV S W

5 TEENEs . (3 B[ 60 0 9 41 7 3 N.S. N.S.

FEHREE | 1% | 60 2 16 30 3 N.S. N.S.

1A 61 0 9 39 13 0 N.S. N.S.

6 jﬁ”ﬁfhﬁéi‘iu”? 2| 61 2 10 34 14 1 NS | NS
BURREE e 61 3 7 41 8 2 N.S. | NS.

1A 62 1 13 45 3 0 * * %k

7 SRR | 2m%| 62 9 20 28 4 1 % % % %
3 W14 62 8 19 29 4 2 * % * 3k

MFC & BDC & @ iriig©®

. . e WG 2

. P8 B2 A | fE6I%k | MF>BD | MF>BD | MF = BD | MF<BD | MF< BD S W
1% | 58 2 4 32 18 2 % %k *

8 | SWHEERE [omu| s8 2 5 30 19 2 * *
3 H# 58 3 4 26 19 6 % % * %k

O MFO, MFC : 7V A Z &7V — L
BVO, BVC : 0.12% % A % Y LV HEFET AT VEKE -7 U — A
BDO, BDC : 0.064% X% A %Y a4 VT AT NKE -7 ) — A
® S : HEFHE, W : Wilcoxon OFF5fF A FIEE  [N.S.: = 0.05, % : p<0.05 33 :p<0.01]

LG EIE A « BRARESK, 1990, 6 (7), 1407



Q@ _HEMREERBRORE (T —4)

7. AR O b D BE I LT, 01%TAX Y VT T VR UEET AT LER
B (MF) & 01% X% A%V USRI AT AMEZENEN 1 B 2 BIEMEA L, A4
HeERBR 21T > 72,

FRAHKS T T U RIVR R AT VEE X, BRAHIEIZBWNW TR 2 XY R AT
JVEEZHE U CREZADNRD b il 9,

RKV-3 (1) AMEDLEHER

T - N HEGEE (%) FRE AR

- A S =4 )

HIHER BRI m s T MPe [ MP= | rlein)
0.1%XZAKZV > | 8 HfE 30 10 (33) 3 (10) 17 (57) N.S.
HEBET AT VEE | 15 B 30 18 (60) 4 (13) 8 (27) p=0.02

Medansky, R. S. et al. : Sem. Dermatol., 1987, 6 (2), 94

A PEIELL EOWRHRF 2 XRIT, 0.1%FEAZ Y T T HNVRUBEATARED 1 A 1
[FIHEAMBAARE S 0.1%XZ A XY ERRBRT 2T )VHCE O 1 A 2 [AI SR & ORERF L
EiToTl-, FOMRR, TAX LTI UNNR VBT AT NAMENEESIR Y R L, BEE

NRD BT D,
£V-3 (20 BIEOHREE
0.1%FAX Vv 0.1%Z A X v
75 VIR VR AT VRE HEET 2T LVHE TRAERE R
Blgin 10 1 1H 2 (G B HTiE)
iE % SRR C* JEBIEL SRR AC*
4 B 54 3.6 54 3.8 N.S.
8 H# 54 2.9 54 3.6 p < 0.001
15 B4 54 2.6 53 3.5 p < 0.001
22 H#% 52 2.3 52 3.3 p < 0.001

* Il (D, EFULeE (), REEYE ), BESE @, ~£ (6), &k (6)
Rosenthal, D. et al. : Curr. Ther. Res., 1988, 44 (5), 790



R o R

@ HERETO 0.1%FAX Y 7T VR UEET AT )VEE O R G SEHEE A5 A5 beieakBR

#

(o T — %)

HEESELL EORIEE 51 BlZIBWT, 0.1%EAZ Y 7 T U ANR BT AT VEE (MF)
E 1%t Rueansy U #E (HC) # 1 H 1[0 6 BMSBAG L, /A kEERBRAETT, Aok
Lzt (BUEZEMRIEN) 23l L7z,

B2 JEZEE DV CIIEBGNALN 3 X 3 em OFAPA A BIESALIC IR, FRIEZEAMEICET 5 70T
R CEMmAE LR, JEH b, SRR, #Rgk, MG, WM, RIETER) OF M, FRE AR
IF 2 IR D & THIRIIZHIET 5 Z LI X 0 aHti L 7=,

ZOFER, FEFTROWNEIL 0.1%FE A XY 7T HIVR BT AT VRE BRI ER
oz, (p<0.001)

—J7, RREZEMEOIMEITIEHRBLE 6 zIC 2 FlRRD b, 26055 16k MF, HC i
FNC R REIEEAL 25580 B, 1 6li% MF 12 L 2 B ETLENRD S iz,

LIED X 952 MF 1 HC 2k LT, ARMEICHEAENREO N —FH T, RESEHEIEMIC
FFEAEERB LN LG, FIEHEEWER & OTRBEEEZ T 52 ERRBEN
727

(%)
75

8 TLANKE ANR BT AT VEE
e 8 1%LFaaLF U k%
* : p<0.001
mean * S.E.
|
8 15 29 43 (H)
(n=49) (n=48) (n=45) (n=44)

g
UL U U o
*

X FEITROEFEEDO AT L RO - ESR
BV-5 0LI1%BEARYUISUANLRUBIRATILRELE 1%E FOOLFY VRE

DERBARHRER
Katz, H. I. et al. : Int. J. Dermatol., 1989, 28 (5), 342



3) REMHER
R85
RRAT b
U—Lbz
JERIL,

BRICBIT A IyE o vTF ) — U EIC R IFE T
v — PR, SRR N OSBRI E R I 7 VA ZRBE R N T VA X T
BMEA L, #0 1 HEEHE 5 g Rifi, 5g Al E 10 g A&V 10 g LLED 3 B

MF = F = ABEOHERS 2 it L72As R, SEIE = v — Ve, S

M (36 ~ 99 HI#) %@L T, FUEME (3.7 ~ 13.0 pg/dL) * O&EPHNTHRE L, #lEl1

EREEh

(ugrdL)
15

10

e\ S UTHE

e FH B N OSBRI O Z= 12 S K FEAI ST D b o 72 9,
* 1 E T RSB DR

’

TINAZERE S gk
DINASEE SgDIE10g Fi
DTN 10ghl L

mean £ S.E.

(Y DEEITAERIE

0
—e
A—a

(2) 5g&i
(4) 5SgllE10gFEi
(2) 10gBlE

12 8T 1:8% (#)

KV —6

(ng/dL)
15¢

10r

(8)
(13)
(6)

TV A B EREE R R
* 2 ¢ fEATRISIER O IR (42 ~ 99 B IH)

ZILAAEE DB 1 BR5EH FILFY—-ILEOHD

CDINVAF =4 b g Rl
o D TMAFZ) =4 5g bl E 10 g Kifl
v TVAF =4 10g Bk
mean = S.E.
( YHOEFITIERIR

(2)
(9) (4)
(6) (3)

(1)  5gki
5g ML E 10 g Aink
10gkl L

T

12 #7 18% (H)

Bmv-1 2

%3 MRAT R GUEF O IR (36 ~ 91 HfH)

WArA4a5 1 )—L #E1 BR’EERN MFIILFYV—ILEDOHKRE
ARG EIZD - BRREZE, 1990, 6 (8), 1655



4) BFE - RRERIGHER
MBI L
(6) AEAIEFR
1) ERABERE - HEEARERE (HARE) - HERTHEBRER (TREZEBRKRER)
@ {5 A plAs A A
7. OUEESER] 1993 4 12 A 1 BHAD 1996 4E 11 A 30 H D 3 4E[MI T, 4[F 811 Mgk )5 9840
& NEE LT,
A . BEBBIGR R
A RIEREAT T 25113 9456 Bl T v, dESRIL 84.3% (7973 ) Th o7,

RV -4 REFERDR (ERARERAE)

B4 e ) 0 2 A o G B EEES (%)
1BI5 - e HRRE 6287/7198 87.3
3 550/750 73.3
W 153/224 68.3
HILRZE 16/20 80.0
W - hEB 211/226 93.4
mEsh 240/253 94.9
FEE R 201/281 71.5
%I HIEATBE 72/81 88.9
BHEMAPR=Y T~ h—F 2 6/11 54.5
i L (8 R 14/21 66.7
VBT E RS 54/59 91.5
T = YR 16/19 84.2
JEEMEREE - 7 a A K 21/50 42.0
KB RE 7/10 70.0
EEPRINS 2/2 —
MM B AE 123/251 49.0

aat 7973/9456 84.3

ko (EBIERAINEREMI xS BIE) X 100
v. 2tk
[FRVI—2 EIEHORBBURN SR
@ FeplFRA

7. REEREBICRT SR

a. B RFIONEEXIIZNE 16 HED S B, [HHAGETH A OPEER DL B IEIEFIE 3 IE
WD W E B2 ONTALRIE, BEMBRRT ) 7~ =T R, REALAERE, v N
— 79", NEEMERIE - ruA R, KEER, EREEO 7THERE FFERR) OFDIMHERD
ZREVEOFHEZ BHIIZ, 1996 4= 10 A 1 225 1998 42 3 H 31 HD 1 41T, 4[# 131
Mgk 2 B 597 Bl & IR LT,



b. ZEEBIERR DR : B INEFEANR 51X 584 il TH Y, UERIT 72.6% (424 #) TH 7=,
FV-5 KREJEREKHDR (THEE BFEKRB) (AT HHAHE)

BB B A S R ok S 511 YEER* (%)
R SE 39/52 75.0
BHEMAPR=Y T~ h—F 2 36/50 72.0
i AT 53/60 88.3
Ty =T IR 101/124 81.5
OEEREE - e A K 80/150 53.3
RIIETE 40/49 81.6
BRI IE 75/99 75.8

&l 424/584 72.6

* o (SEEGIEUA R 515 X 100

c. LM ARG S B 595 Fld, EITEANZ 18 B (3.0%) (2 20 AR bivlz, F72
b DI GEARR 5 18, R fEEENE 3 1F, BMMAEILE OE) 3 Thote,

A . AEFEIFIIRTT A A

a. B HEERHC BT 2 R R OHARIZB T 2 ARAIOFBE2MET 2 BT, HERD
FEGNZ DWW R A 2 D 27 6, Fenldilds (REsBIcxid 234 76 1 flog
7128 Bl & IUEE LTz,

b. FAAERER : 28 BIOWEFERZRIWER TR Do iz, £z, HIRGIEHRAE 21T - 725k
H, WERER KON IC BT 2 ARKIOEEITRD e h o7z,

RRBEHLE L TEEFEDOANRRIEER L HBROME

Y LR



VI. EMEREICETHEA

1. FEZRNICEEHSILEMRITILEDEH
B JE& S A R RIS BB AR | v

2. EEEH

(1) YEREML - EFAEF

1) {ERTNL : #5580 2§

2) {EHIEF : aTFaxTaA RiE, EIHEANO LY 72— EEABRENICBITL CGEls %
EHEALL, AE iz mRNA BAIE ISR RINER Y RaLvT v 245K T 5,
AR Y UIREICE END T 7% RUBRIE, RARY N—F A (PLA2) 2LV iE
B, RE2Z TR e AL S50y, harRExhy, afar)z b
20, RIECEET D, VARaLF i3z o PLA #ETH Z L2k, HKIE
ERZRBTHHDELEEZ LTINS 16,



(2) ERhEENTHHABRKE

1) B Je i A a1 H
fRERRCN 12 B2 k15 & 9 2 R E A ERER (RIRAVEE) I2BWT, XX Y 7T
RUBRT AT VB RO U — A, 0.12% X% A XV VEERT AT VEE KON U — A
HoA TR B2 I A8 I RE %2 7% L 72 17,

RVI—1 EEOEIREERAOGRS EHE

fEFEE R 1241 (19 ~ 24 5%)

ik

KHANK) 60 mg ZIFEBIC 2 BEEEE (ODT) 12X ) &E5#R
EL, BRE15D ~ 24 K% O EE A E 2 AR AIE

A7

BHHEOFmAEZ, 2L 0), %5 1, B5 (), HE 3)
&L, A HIERF R OO -2 R A K A PR

Tr RS+ O I

T3 TR O 1 [T o

157

101

051

* O—0O :BAZS T TUHNVRUBT AT VEE
O---0 :0.12% % A &V T 2T VikE
* * 1 p<0.05 (Gristrik)

n"*u\

05} /

0 N P PR
0 2 4 6 8 10 12 14 16 18 20 22 24

(B2
wBREREgoRE T

* O—C HAESUTTUHNRUBEEAT VT Y — A

Lor y OO 1 0.12% K A Y U ERRBTAT AL Y — L

* 1 p<0.05 (SHHriR)

el
© AN

0’1111 I TN TN T I 1 >3
0 2 4 6 8 10 12 14 16 18 20 22 24

T

FVI—-1 KRELEIEEOHRS



R

2) BRRIEITHT DFH (vU X, Ty )

O RFTHRAEEH

0.1%FAX Y 7T AVKR VR AT NE L, SFERIEET /VIZH LT, R 5IZX
D 0.12% X% A X U ERRET AT VEE RN 0.064% XX A X o 7a et VBT AT
JVERE O H T, TR RFTHLRIEER 27~ L7z 19,

77 = S R A )V A
v b (Wistar 52 n=8)

7Y N - BT RINEIE
Z v b (Wistar 52 n=8)

L SRR R

o
(mL) (mL) O kwmeEsEe
m Dunnett % 0% Tukey % BELERE (vs SEALE X REE) W 01%EAFY 7T AH BT AT LEE
* 1 p<0.05 A 012%F A B CEREET AT ALK
mean + S.E. 25| 0 : 0.084% <4 A 3 /v P 0 ¥ VBT A7 LB
12+ .
10t ﬁ _Kf--""' -
I Vs B
08 F Q'// g\:
i 3 L
06+ e !
R 72 20¢ TI
o4l & e - ‘
[ o " Student’s t-test (vs fEALIE % HHE) ‘.*" *
4 B 01%EAFY YT T H ARV EEE AT AR *:p<0.05 T
02+ f,,.f A 0.12% 2 A B Y L EEET AT SR ~ mean = S.E.
' O : 0.064%~<H A &/ P70 4 v Bx A7 V8% +
1 2 3 4 5 (R 1 2 3 4 5 6 7 8 9 10(H)
h 5= I ORI | K i A
BIE L AF7 =100 2 H M (4 BEl/ H )85 L7,
RVI—2 RBEREICHTLHERELE (1)
FVI—2 HERECHTIEALE (2)
AL et FRAE LS9 D TR (%)
01%FAHZ V7 [0.064% K X & o) o . | E
SRRSERBITE Fonnm g | o vTn e | Y 2
F KT 257 K s 7
b 2 & I i G S E A %
Z v b (Wistar % n=5or 6) 32.6 L7 15.8 2
paper disk PIZEERNHI1EH s " .
5 b (Wistar % n=8) °32 253 09 b
7a b o H A E A s . .
<% (ICR% n=10) 53.2 41.9 44.9 b

—35

% : p<0.05 %% :p<0.01 (a; Dunnett DL E LM ELE, b ; Tukey D% EH LI EER)



© FA1EH & RIER & Tt
EABS T T URANR BT AT VR, BEIRTOR )N very strong D HALLL_E DK FEE]
BRERNLVEY LD~ ATORERBRICBW T, RFHREER (7 v b ol B3R ED
FWERD) 238 <, EEH (RFrPiREEMN) SRIEH (BEZERMEEMH, 2F1EH) & oIkt
PN KE D72 19,

FVI-3 BIFEERILEVEOLBRER

= w1l T227 | SEAET Y o,k | TETAS T oo vonsy
R E L A A= 77y = K" IoETvm | Ly | EEERT A
BFrt REIER
(A)
1.0 0.16 1.01 r_Q;éé_j 036 0.22
BT % 1R 8.33 )03
(B) e prtutututunell I | 1.64 -
1.0 0.22 | | l—‘ [
4.34
& & A IS, X 3.03
(@) T 1.49 ' AN
(7] S
1.0
Ef[ i ) 14 S 0.73 0.75
A/B¥2 £ 0.52
0.30 0.24
1.0
* OBk 0.79
A/CH2 -
0.04 0.36 0.43 0.07

(ICR%~7UAn=6,8)
FERES T T IR BT AT )L % BB &R DA S A B L7,
1A 7 a bl E R Ve
B; KEDE X EH
C; MfRZEfEEm
X2 A/B, A/CHIZEEA RS VT L, TEEEENR RIS W & 2T,
*  REEHIEMTH D,
~ U A TOHERBRICBN T, T2 RPT P2 iE e (A)/ B RS ZEfE E R (B) U R TP S EAE
HAA/EFERHC)TERELIZEE, FERAEZ) VT T UV RUBR AT AN A/B=1, AIC=1 &
720 RO OB B AR VT N U CRFTIIRIENER & BB ZEMEVER, Rt REER

ERGEM E NI RE S TEREL TV D,

(3) fERFI - FAREERT
DR L



VI. EMEREICEY 5EE

1. M REOHT - AlEx

(1) AELEMNGLPRE
BRI L

(2) HEMFREDERRM

Q) EBRRARTHRIN-IDRE

1) HEEA
RN B 3 1l (50 ~ 55 k) ORI K OEERIZ 0.1%EA X Y 7T I VR U BRT A
TVERE 10 g/ H % 24 FEHEE (ODT) KV HEEEM L, TAX Y VT T VR R
T 27V (MF) KOZFOERBEHOMBEFREEL T A L) T v BAIZEVRELE, £
ORGSR, MBEFIIIRECAERE L L TRIHSNED, ZOREIMmD TR, Hi 12 R
%O IMAEFEE (mean = S.D.) %129 = 58 pg/mL T&h - 7= 20,

{pg/mL)
200 + O : AL VT T UHIVIRVEBRT AT )V
@® : 63 -hydroxymometasone 17-(2-furoate)
A : mometasone
150 | mean + S.D. (n=3)
Jiilk
e
o100
b3
B
50 -
0

0 4 612 24 28 32 18 73 (B57E)

0.1%FA XY 27T HNRVER (pg :1lpg D100FRDL)
T AT VIRERE (BEE)

EVI-1 0.1%EA%2V 273 hIRUBRIRTIVERERERZERED W ZUEOXEREY
DIIEHREDHER



2) JELGEERAR

R N B 5 51 (81 ~ 51 5%) O OFEBIZ 0.1%FEA X Y T T U VR VT A
TNAHRE 10g/H% 1 H 20 Rl ODT 12XV 5 HEER L CEBA L, TEAX Y V7T VR
Vg ATV (MF) KOV O EREOMFEFRELZ T A A L T ALV HE LT,
ZORER, MF O MAEhRE XS AA LG 16 Fef#12 92 = 39 pg/mL L7220, LFZIZIZFR T
KETHERE L, 5 HHEDOA 107 = 18 pg/mL &O0C@EEZ /R L2, A TH%IZIX 19 = 11
pg/mL & 720 LIttt S ivZe o7z RHIBRA 20 pg/mL) . RETPED X ERBR MR H i ah ik
SN olz (RHESR 10 pg/mL) 19,

(pg/mL)
200 mean = S.D. (n=5)

150

100 -

FRERRE

50

- 1 L 1 1 e A rFe F FY
0=0™1"2 3 4 5 6 7 8 § 10 1113 (A)
N I | O |
0.1%FAX S T T VKR
T AT NARE RS (EEHE)

BVI—-2 0.1%EA%2 V275 VAIVRVBIZTIVEEEGREMEEO NF OmiEhREOHR

@) B
DR L

6 BE - HHAROES
DR L

(6) BEH ORE1L—v3>) BIFICEYH L EMFNDEEHER
BB L

. EMEERN/INS A —5

(1) fRFAE
ALY R L

(2) WRARIEE TEH
BRI L

@) N"AATRALASEY T«
M ERR L

(4) HRZRETEH
YR L

&) 29IVT7IURA
YR L

OB i

EER R L



() mFEEBHFEER
MmAEEA & DA % in vitro THITE LT,
UCHEFR T A XY VT T U HNVR R ATV 10 ~ 52 ng/mL 27225 XM L=t b
4% 1 mL Z@0508E (1000 X g, 4°C, 15 min) L, AHEOBEREZNIE LI-MER, & o
MR RS AHIL 99%LL ETh -7 2,

. BRI

BRI L

(Z &)

UC T SHAEREA XY V7 T AR VBT AT L (MF) 2881570 A ZE
U—2ka—ra %7y b (SDXR), vHFX (AARAGKE) O RS IIBRELE (f
JERRERE) (CHEEE L L & ORBERINE FRICR LTz 37,

RUI—1 HERSHOEREIR (v, 9Y9F)

(3 5l D fE)
| g || et | e | AT T | EREOLIED
HE (/¢ Hifll B Ehd 0.13 4.4 4.6
i (/¢ B i shd 0.44 9.5 10.0
e | 7 V—1 Hfdi R E g 0.07 2.8 3.2
He | m—sa | Bifd B E g 0.06 3.0 3.3
7> b iia (/¢ BmERE | T 0.18 7.1 7.8
(SD %) i3 LG EEE | RiEhd 0.48 7.8 8.8
i3 g B |2 BEREME - 7.7 0.96 27.7 29.3
e i g A | 8 WEEME - 9.1 2.54 46.2 49.1
X HE (/¢ BEE |8 MERIME : 3 1.32 37.2 39.2
i3 LG EEE | 8 WFEE - 8.1 3.29 49.1 53.2
(gi* WO || B | #ERE | RHShT | 055 1.2 1.89
fefE) | B | K £/ wENE | 8 MERIME - 2.6 4.199 | 11.39 15.59

1) MF#%& (ngeq/mL) , 7 v MI&R5HE 72FBE T, vX3RER 120/ o —7
2) BEBIZHT D%, F5% 120 £ T

3) IR, FEPHEHIERAEILENEY R ORAET D DEIE (%) , &5% 120 £ T

4) 1 FlDfE

5) PR AR kIR 4 3 ik =R

6) 5% 168 Kl £ T

kil
(1) Mm% — AP @idEHS
M ERR L
(Z &)
[RVI—2 e NG R ORI S
(2) mi%k— AP BB
BRI L
(Z &)
JRIE~OBITHE (Z v 1)
HR 19 HEHDZ v  (SD R) I UCHERRTERA XY 7 T U VIR VR AT V% 0.5 mglkg
TG LI2Ga, RIE~OBITRERO b, RHRMEFRIRED 1/3 726 RREOBITIEE
D BTz, FRE DM~ DRI bR > T2 19,



Q) ZLiA~DFBITHE
MEE R L
(& &)
At F~OBATE (7> F)
W% 10 HOWEF DT v b (SDR) I UCHEFREA XV VT T U NIVR VR AT )V %
0.5 mg/kg 2 TG L7256, FITREL, &5 4 FE%ICREIRE 25.7 + 2.9 nglg (£
AR T T UHNR BT AT AR s Lok, &5 84 19.6 = 1.4 nglg, &
5. 24 W§[#]#% 12.6 £ 1.3 nglg, &5 48 §fil#% 2.7 = 0.7 nglg, &5 72 KFE& TR
RLLTF oo 14,
4) HEERADBITHE
M ERR L
(z &)
(RVI—2 i FGREOMBEN A SR
(5) ZDOMEH~DIEITHE
MR L
(z &)
M TR GEFOREAN oA (T v )
Z vk (SD%, ff) | UCHERREA LY 7T HNARETZT V% 0.5 mgke/H, 16
HRELEGER T #%5- U 7z el 5% OB BUNBEIRE (mean = S.E.) 1%, TR, FHEN
b\fﬂ@?ﬁﬂﬁﬂ%ﬁ ICBWTHRHBRUT TH Y, oI REI ORI ERRE T 5 4 B
Z\ IR R LTz,
4 Hﬂﬂ:‘FEﬁfﬁf VgD e D B WIRENED b, DWW TG, B, fHELOCAEiEED
JIECE Do 7= 20,
R—2 ERETESHOEBASH

HEAR TR e HEAR TR RE I HEAR T e
ifn 5 48.1 + 3.8 ZH T IR 55.3 = 5.7 | ‘B 18.8 = 2.3
R4 110.0 = 18.1 fifa Ji — B2 32.3 = 1.1
K 50 = 0.5 Lok 41.8 = 2.2 B 102.1 = 7.5
4N 6.2 + 0.4 fii 112.3 = 19.0| H5H# 174 = 1.0
RS N.D. iR 866.7 = 63.2| FEH LIk | 252 = 22
i N.D. ik 205.8 + 2.4 | HINAR 37.7 = 1.0
AR ER 71 + 1.4 JIE ek 64.1 = 9.9 H 69.6 = 12.0
N—H—l| 615 = 4.2 ANk 69.3 = 59 |+ 8| 193.7 = 39.8
FR R 754 + 11.8 k=S 100.5 = 17.9| [Ei% 306.3 = 35.2
RPN il 59.2 = 3.4 HEfEls | 128.5 £ 204| RS 105.7 = 11.6

JHTRESLEE - ngeq. /g XiE mL, N.D.: BHRFRLLT, — : #Eed
(1) RHERLL R VR BHRER

REELIIAHTH 525, MBFEFITIE, KEDLREAE L LTRSSz 10,
( TVIL 1. (3) RfIRAUBR CHERR S 7z PR ] OIHSM)



Z #]

R (7 v M)

UCHERREA XY T T U ANR BT AT VAT v b (SD K, M) XKOU¥F (AKX

HEfE, 1) 12 0.5 mgkg TG L-BEomEF, REH5 & OURF ORI OV TR
L7-, 3840

1) £ & U THg TG S, (R ofE ) 5O 17 (7 furoyl ZOWIEE, @ 6 B LD KEEL,
@ 21 (20D Cl DIKFRIE~DIEHD 338 Y OSSR RHHREE & B 2 b,

2) MAEFTIET v b, UHFFIIHHT LIENTRORRICEN TS, BUHEWE O ER5E
REALARD Mometasone furoate (MF) THh Y, —7KpLfiTh 5 4 KL O MmgEH
TEFEIIMET ~ h T 18.1 ng/mL, M ~ b T 22.4 ng/mL, 7 Y- ¥ T 2.8 ng/mL TH - 7=,

3) MR RHY
HEREZ ~ b D 24 FEE F CTONRAFITITHR G- B O 78% N [FIN S 7=,

F723I1% 17-OH /& (Mometasone ; M-1) , 63 -OH f& (9 a -Chloro-6 8 -hydroxy-16
o -methylprednisolone ; M-14) , 21- 4 VAR VK (9 « -Chloro-6 3, 11 3,
17-trihydroxy-16 o -methyl-1, 4-pregnadiene-3, 20-dione- 21-oic acid 17- (2-furoate) ;
M-27) ThoTlz,
7D 24 i £ TORITHTIEIHRK G- B DR 19% 23 B v 7z, FE2RGE T M-1, M-27,
63, 21-(OH)2 /& ( 9 «- Chloro -6 § -hydroxy -16 « -methylprednisolone 17-(2-furoate) ;
M-13) Th o7,

4) JRHPRHY
T FTHEHEEED 3 ~ 5% Lkt iviehro7c, R CTHE—BIREICEED Do b D
T M-14 Th o7z,

rrrrrrrrrrrrrrrrrrrrrrrrr C—CH,Cl
0 ! HHSC
B HO. -~ OH
e geHCl BCT H CH W76 (B)
: H Hf N i i H W-7-5  (B)
unknown conjugate (B, U) -—_ ll[-K(')‘ H OCHH‘ § —_— A CUH
D R o o N
: ¢uib f : OH N
s : M-7 \
[ tLW””;\\ ,,,,,,,,,,,,,,,,,,,,,,,,,,,,
B PO s / 0 o
@ (Zw b, 99%) N C~CH,0H (l CH,OH
- x HH;C
/ 8—(‘1[(‘1 AN HQHH-‘F,/k—on 5 }/ OH
¢-CHCl HH.C 0 l'(,:l/H\f ACH A eH
HELC 0 @) Mot A -o-c-d ) 7 ‘-I‘ﬂi‘“ H ,I:; oy M
HOw A~ A -0-C4 e HCTH | cH, O GPF o
HETHT Newy, @ | — Kjam 'l ‘ on W1
L g A .
I H 07 ~F . M-12
NS Ly na E W-12-8 (B, U Vs
FASTUIIUANRSBIATA \@) \\/ W-12-5 (B, U
0
\ o / N C-CH,0H
C-CH,0H 0
HHC 9 ot g o4 B
HOLL -~ 043 T 1 - 0
W16 B .h% ch. O . PN CH;
W-11-5 B, U ALYy I’j:(.l B . W-13-6 B U 'Y
PNPSSR oY W-13-s (B
- N-13
M-11 oM
l o 0
w C-CO,H G :glucuronide
CO.H C-CO.H . o i S :sulfate
0 — HH:C Lo % 30 B : Rt
no Sy A e Y H e ‘ wo UG Aot Y :
AT H \)\,CH‘ o S‘?T];J 0 C%y? PORCTW ] Neom, O U R -
A I A I S LSy ROBCRHEND
aly ! AL P al L os2 i SYX¥OHBHLAE
(o] M-33 o H o7y !
M-32 OH 4oy

BBt E LY
[

BVI-3 EAZVYVISUALRUVBIXTILORE (5v )



(2) R#IBIET BBk (CYPAD0 %) D4 Fig
M ERR L
Q) VEEBNROEERVZTDEE
M L7
4) REVOEEDFERULLE
MR L
(z &)
R OTEME (w0 R)
R M-1 1%, ~7 & (ICR %, i) O7 v bl HZEMH 2 R & 9 2 PiR0EEH
DIREIZIBNT, EAX S T T U TVRCERT AT VT g L CHEE A TlX 0.001 524
F, 5 HHhEREEAN Tl 0.007 f5 DD THIWEMZ R L7,
6) EHERBMOEER/I/NTA—4F
MR L

6. HEit

(1) BEt &R B H2RE
R OYRH

(2) Hettz=

(3) HEith=RE

1) HiE[E®A
R A BME 3 HIIZ 0.1%F A X V' 7 T U HIVR VBT AT VERE 10 g/ H % 24 W8 EHE
(ODT) &Y BEERA Lz L EDRPPRMEEZ T A A L T v EAICEVRIE L, R
IR ESNTZDITEAZ Y VR EAZ YV 68-E Raxy 7 I WNR VBT AT LT
HV, RPPEIFEIL 0.0005 ~ 0.0009% TH -7z 20,

2) R A
fERERR A B 5 BIC 0.1%FEA XY > 7T HVRVERT AT VECE 10 g/H% 1 H 20 K
ODT (2 &V Hifelafi L7z & E ORPBFYRMRE T A A L 7T v ALV ME L, R
HIZHRIH SN DIEEICREWEA XY VKR 6B-8 RRXUERAZ Y VT T U TINVA VR
TATATHY, JRPBREYEEERITSEA EOK 0.001% Th -7 (5 HRIEBARE) 10,

1. FSURKE—S—IZHIT B
BB L

8. BHMEI-LIBEE
AR L



. 2% (ERLOIESF) (Y HEE

1. EERBLEZDER
Y LR

2. ¥RRERLTOEA (RAEEREED)
[#5 (ROBHEICEIFERALENCE) ]

1. #E-HE - REAN—3 - VM LVARBRMERVBMERERE (FE, 1TCo4%)
[ShoDERENMERTIEETNNH D, ]

(g &)
RIS R A VE o OFEBEYER O TR MBI ER 12 KV, EREERENEES 28201 H 5,

2. FHOBES<xt LBBEDCREEDHSEE

3. BRIZEADHLIELHNEER [FARUDOEMOBERVBROBENNH D, ]

(fig &)
B R A VE > OFEWER TRGHESF RIS ER ) (IS L~ T, BEO RO A(E
ENBIET 2800 H 5,

4. BB (R—Fxv MEIEKRC) , B2 ERERLULORE - FE [REOBELIFIEH,
BENEBETSIETANH D, ]

(fie i)

55 2 FEVRTEMELL OB - BREFERC, £ OO RIS K 2 B EIE S~ ORI B AV R e

SAHAEERE, B 3. L AROBH CHEAER TH L, LL, X—F =y MREFE 1 ERN

% 2 FERAEMEOBME « BRIGIILL T OB TR S 5

® —F =y MNF
T B9 B BB AR V8 o BRSNAIME T S v, s BTk U CREIRANICEHE 23 72 ST
Wb,

& 551 E MO 2 BEERAEMEDOBME - i
B 1 ERMETIIIE R LR b, IBVE, EmAENR, 1 EBLINICHEE L, %REE
TSR0,
52 FERAEMEME CIE, MRME N R O IR I & EE 5720, AlDREL
R E &N R>BW, ITROZ AT 2, LEER-o T, Almafri#E L, YA
IEFAUS AR R AR Z v, 10 HRIZ TR L, WHELRETH 5,
55 2 FETRAEMEBME CI3 BT X 2 MRRRE D BRI 2§ T M ST BRI OR BB ITHIRF T
P, REANSIEE LB AICIIEE £ TIc 4 BTS2 03 L L, BEFKR L2720 R
oD,




w

>

BB B ARV E AN B OBISIIBME I Z B O TS 1 20 LS 2 oMk &R 04 k-
FALTE THERTORTH Y, AiE s U CIIPIREERZHFE L, %F I L OIRBEE
FINHER 2 LER S D, £, 6 2 EEVEOBREEIVE E TIIRAHRTE 2
DS, RAEPEEME CIXR IR A MM L, AETRE 28 b S RIS EAY 5.2 5 DT,
BSIZHO IR & LT R OWIIRAE Z (L 5 B TIgR & BRI~ & Tk
WEWbnTWg, H 2 U EOAIMICEHEMN T 25 L BEZIRT 2O THEENLEL
HbHOIL TN D,

Zz &)

VEfR RIRIED - IRYERERLY:, 1992, p.93, EFEPE, HL

KIHEE - 85, 1978,4 (1), 23

BX O EIEH  AARHEYE, 1984, 51 (5), 867

ORI R, 1988, 39 (8), 1085

. DREXIIRICEET SERALOIE L TDER
R LR
RZERUVASICEET SERALEDIRE L TDOERA
R LR
. RERBEAREL TDOERA
R LA

. BEEGERNIB L ETOEBEHARVLER X

(1) REBEZHSEDS - RERICIIHH LAV EZ2FRIET0, L2 EPHHT 24
LN H5EI20E, o2 COBUNLGHRER (£58A) . REERIC L 216K AT 0,
XiFznb o EERT 5 L,

(fig 7

R BB ARV v OIRBRER TREMSIER] 12XV, BEERMEDHEEL KT LN H 5,

Il B ARV CANVHBIORRRIC X0 2 U 72 BRIl O g0l i O 2 BN EAE (L L7

JEGIN S 5, T2, BOOHERICEIBRERERLVE L ZHEHL TWDE I BICh P XICL D

VRO HFREMEALBEDFEAE LT 0, 77 b E— MR E RITEIE BB A VE AN TR L7212 b

ML PTWREICT FUEKEIZ X 0 BEMREZ 1325 L T DREF BV, 7 A LV REGE T

Al R AR VE VAN B W TR IRE IR 25 L T DEFI b & YD, RBOER

ROWBIE VB TIED 508, BGRYGZ A O I2 « BB R~ BE S RIE G AV Al D

HER IR TH 5,

Zz &)

FIFZED AT A RAVHA—FE &V T7, 1995, p. 44, EFEY ¥ —F 4k, Kk




(2) REXERRICH-5LEEOERE (D) FOMAIC LY, BIFKERLVE HlZ 2y
5 LTIEGE LIRBRRIER DR H b oI d Z &R H 2 DT, FilhaaRE RKEMLH
R EE (ODT) &tk 5 2 &,

(fi# )

B BB ARV E v ANV ARI O MHRIER CTH 5 TR B-RIEREMSI) 13, KEXIIEM
W27 B IREFHOMH (Fri ODT) THILL, HRIEIEMEEmOEEFNE &0, I, /NipH
THRET HAMREMERE L 725 L Wbt T s,

ESHED I XAUE, RS R RBEREIHNE, —MACHIRIEIS D —F =\ strongest (1 #F)
TITHAMBAMAT1IH 10 gbllk, ODTT1H5 gl EEHLAZGAICKZY, strong (TEE)
TIIHMBMCT1IHA20gE, ODT T1 H 10g A EZMALEEE, 3 ~ 4 A THLDN
%,

Bl R R BRI 2 = T RIS B ARV E AN A & N IR o AE et B o T,
strongest OAMNHAAIZBMEBEMAT 1 H 10 g K 40 g Z2HEHA L2 AI, _FAX Y~
(Rinderon®) OWMRIKITZN N1 H 18 (0.5mg) i 248 (1.0 mg) & FSORIRKE
FREEREIIHI 23 8 D L Wbl TS,

e

EIEEE1Z 7>« Therapeutic Research, 1988, 8, 222

B EE D« AVE v LR, 1987, 85, 1337
HHEFZIEN  EFEY v —TF b, 1986, 22, 295

R[5 =46t : PTM, Vol. 8, 1997, 7 (6) AUG.

(3 EHERICLY, FAMEERZRE LT VWO T, RS ERITERSCOITM O X 0 &
TR RFTRRIECER 5 Z &,

(fi# )
Bl R AR VE ANRAIONRFERFTIEIER Cb 5 B EZEME, AT v A FERSIIHRIETS
PEDS EOERANE E IR TR S,
FrlC B, S, B0, AL CITEIE BE A LE  OBRINADNE < 78 D 7o SR ETRIEIE R A3
FELLT R, s O TR O E K OEAMIMIC S B2 ET 5,
BTEE S K uE, #AMMIXREIERIERZEEB L C, XAV UERBTATNVIRE Y T A
T4 EMLAN, B, SEE, AR, MBS CIERZMDT, 2 BEEUN T IS0R 2D
HZIZI3mb b,

)

R[5 =46t : PTM, 1997, Vol.8, 7 (6) AUG.
SHEEEED  BARESHH, 1993, (3625), 135




(@) ARAFNOE I X 0 IIEROUEN I SN WS UTIER O AL 2 2 DA, HHZ Pk
THI L,

(fie 3)

AR R AR VE VANHAI A BN & RIS 5 2 &3, Bl RERVE VEESSRAIORIE
AREBRAIETL20HTHD, LIch> T, BIBRERVECFIOINFIZ LD BERER B
LT bIEEMIC O 20T, 55WVEIEERLVE ANV X720, HDUVEIEA
T A RERIAAFNCEL L2 0 RPUSIE U THIET 20 ERH 5,

(Z &)

EIFREZNED : AT 0 A RAVHAIReE &V T7, 1995, p. 60, EFY ¥ —F L4k, Kk

. HEEHR

(1) BtRAZSELZDEH
RSN

(2) BtREFELZTDER
Y LW

. BMER

(1) BMERDOBME

HGRIRFIZ I 1T 2 2 MRl S5 1749 Filrh, RIFEAIE 75 B (4.29%) , 90 fF (#KF 813
Fl 28 Bl (3.4%) , 381f ; 7 U —2A 714 il 40 Bl (5.6%) , 4514 ; m—3 =3 2 222 f
7B (8.2%) , TR IZRBD LT,

Fheb Ok, EERME23 1 WE T ; 7V —2100;, v—r a6, BEK20
e BRE 6 : 7V —AL 130 m—3a v 1) % Thot- 19,

PR TR D 22Tl 5451 9577 B, EIEMAIX 175 6 (1.83%) , 194 {4 [(#K
B 3239 il 54 B (1.67%) , 591F; 7 U—2 3132 5l 54 ] (1.72%) , 61 1F; n—
3 > 3206 i 67 Bl (2.09%) , T4 1) IZFROH BT,

Fheb Ok, KRB 6T 4 BRE 184 ; 7V —2 191 ; m—rar 35 1), BERX
211 (W 2k, 7V —2 61k ; m— a2 131 EThoTo,

(2) EXRGEIER & MHER

RETE BRAE RBOAE GEEFH)  REBEES~OMHICEE L OIRETE, &
EWEAEZTZENHLOTEETD I L,

RESNIRMNC O 2 IRFEHEOM M, #EHE (ODT) 1I2LY, kR, REANEENDL D
oY WA Ry SR




Q) TDthdEIEM

BHE

_— 0.1 ~ 5% 0.1% Al AW
EOET | BRE ORI LB

B MG, BUERR | % D5

B | MERIE (SR SEE (0> 2 PR, 1| 74 /v A BIE
REt? |5, BER 0% RS

BRI, T SKREE
% - OPHERE R (1F1F,
O PHSS MR, W, R

Z Ofthd o, EBAMAEILR), 2T
BERGREAR ™3 B NBRE (R 2,

AT v A R - i
EHLIR, %5, 2%, &

FM
T - TR - BB BUE SRR RE
A BUE R D=4

H1: ZOXIRERRD bz GE il zZ 552 &,

H2: ZOX)RIERNS S bN-GAICE, @O RiiEA, FIEEASE 2L, JERNES
MICEE L2 WAL, ARloERZ2hikd25 2 L, (HEYE (ODT) OBAICEZ Y
SSERAN

S EHHERIZEY, 20X RERESLONTEHEICIIZOMHEZELEZ, BIBRER
NWEVEGH LRWERICHI D X 52 &,

W4 REIEMICOR 2 KEHOMEH, EEE (ODT) 2L W H Li-Fg, BhHHiklc X
D AVERIE B RS RE R I D ERMEDN B D2, 5 & I HERITHRE OIRRE 2 B152
LM BHRAICHET D &,




(fig &)
RU—1 FERARLEREARUVNEAZE
BIfEADEE (ER) | REER [ B H ik
1. BB
HEME A 1. CS*OZEAEM T bbbtk (1. fiEEH, PEAONFH,

(B P HIE, FARE
)
bl Snd
(BYENZ, %
B, HOE)
DA AR

SiE, PUBH, Hi7 LLX—, HUIE
DOFER YD 7= DIE R A L D
PIEITH L, AR &2 &
w2 b,
CERICES B oV, AEREED
FARANE DK ),
. BEENE (ODT) OHAEZ 0o,
(BRI CHBE SN EHE L3 v
FMEo< %, )

[\S]

. CS*AA A DO H Ik,
. ODT #1770,

2. XD RBERK

TEIERT

(WP FEEROLIL S &
[ U CHE, ¥, T
%o, PRI <
HEDOHEENZHT
BN DD, )

1. CS*™IZ & 2 BENEMFR OBRE L
2. CS*IZ L D BNeomis, r 7 F D
ik @),

CS*IZ L 2# B turn-over (FEH
) bl L, BEEREO
turn-over MEdE L, FIFEFLOPAZE
kD,

a)

3.

1. AT CS*shHAID B A2 H 1T 5
L withdrawal dermatitis 23 2
2D, INHOERDD
LA ka1l CS*4H
KoFEHEELEX, CS*2EH L
RVEERNCE VR 2 Dk,

. T I AU 750 ~ 50 mg
O G EREA] (7 ANT
=)L RRE) oM (2 ~ 3
) & 0,

ESHRELE %
OBERE%R

(HP AR 0 NI 4 58
L, OPHE ZICEHE
PRI RS, £
T PERaR, iR,
i )s S, JOBMED R
D ER, )

1. ALBE : CS™IC & 2 M BE DA M —HEL
BlkiE, (A7 mA REOHESM)
% LiIXLiE, SE, (R7n
A FSIFEOHEBI)

2.

1. #hxalZ CS*AHAIOFER%Z 7= L%
Z, C8* & &H L7aWEEA ) » &%
25,

. T FTH A7 U (250 ~ 500
mg/H) Wk (2 ~ 35 H) esb,

. FECS* HHAIOER [ AT
=)L Rige), AUkl o] |

. CS MR [CS*sLAAIDOHIEIZL S
BB OBENSE RS, Bzl
ZFL R=>1 ~ 3Tab/H 9] ,

ATAA FEE
(P fE =G, EBHE M
BYLIR, RBT)

1. &R turn-over #iil, RBIFHRMES L
P R ME Lo 2 BN E R
Do THENENRT S 2,

. MAEBEOEMEDT=® CS*Izk v b
bEaNmENENHERFCE el
DIEBRIRRE L 72 B 2,

TR2AZ CS*™SMHA DM 2 22 LIEZ,
CS*Za A LAV B2 %,

3. I BE AR AR -ORRAE (S k9 B RERE O
HIVERNC & 5 B IEga{L ab,
2 CS*DH > BMERLE U ERNBEMMRL |CS*A IO IEIZ L v [EfE I 5 aid,
TWbEEZ26ND5,
=ESNES CS*IT L D AT = AR ab, CS™sHAIOF I, (L DOHAEIF 1
~¥#H A TIHRE)
ARREEZEL 1. EHNC L BBADTZD (2) b, 1. CS™AHAI DO HIE b,

(FZJERzi b, ik
Wk, FU A LTU
W, Do o7k
U, £oFD)

o

FLAMEEFNC & £ 5 R mEiEtEAl o
BRIBEM N 7 F U BRE, HDHW
WIRLr I F o BRI LD
JEIRRE & 72 0 FE A4 OWE ORI % =
FRed < 7ed A,

CS™* o Bz fg il & I VE I & 5 2 BE
PR, BRSO R EREREDIR T B & 2
bILD,

2. UkV (2 ~35H) TXJ
— VERE YDA S,




BlEAOEE (EK |

REREA

| WES &

3. BEUE

GRS, HLBE, Z |1. CS*ZD b DIZ L DT L X —ME
D BE, VAR SRS JE% D,

- BEFIEC S DI PUS ST ARIRIR & L CHE

A,

- BEROBAEWE, HUEH], it A,

1A 25 BURUCOTRRIR & L THE
A

R CS™ M A Z RIE L, B
JERO—RENEIREZAT 5, il CS* S
i, I CS™HMRHRANCLHE, HHlD
W, miRAn, B CSTNR,

4. TEEK - BITEERERENH

(L= vF > —
fEDIET)

1.

2.

RRRWIN S 47z CS* O FEBAERIC &
%,
K& T RN D72 2 IR o
M, ODTIZL W bbb shdkEh
D5,

VB B2 EHFEH T2 on K
AcHos P,

MBS T = v F ) — U %
ET D,

5. B
(IR JE~DEH (1. CS*IZ L W EKDOERRRHENEE |RBHEZZ v,
FEIZ B 1 B R ETT SHREN EHS 2 m),
i, FENE, ANE (2. CS*IZ X W KEEORENEE SN
) HEWbhbRTnG m,

* calFazxsos R (RIBRERLVEY)

PRI —BRIED « B R ILIRERFL, 1966, 20 (6), 573

(Z &)
FKVI—1  BIVEHZEBLRIA K& OMLE J7 1 D 235 SCHk
a) LR e KBUFERZESHEES, 1975, 10 (1), 84 h)
b) MEETIRIEA : BEIE & W%, 1975, 52 (8), 2281 i)
o JRMEB—IED : KR OERK, 1976, 18 (6), 367 7
d) TP BB AAREFHE, 1976, (2703), 135 k)
e WM sMEN : HAAKER, 1975, 37 (5), 719 D
D HEASIED SR O, 1974, 16 (12), 981 m)
g) WIHHER : BAEFHR, 1976, (2716), 134 n)

IR 1% BAREFRH®R, 1974, (2616), 132
INEEE—1FE A R OEEE, 1975, 17 4), 251
HERZIED  [EFEOH DA, 1977, 101 (12), 817
SEM 5LMEA - E AARKGR, 1978, 40 (2), 177
W4 5 : Modern Physician, 2009, 29 (5), 703
AEFTNED - NERE, 1978, 19 (1), 33



4) HBMEERRREER VBRKRREERE K

1) KRR I 1T 2 2R T e 1749 B1Th, @IFEMNIE 756 61 (4.29%) , 90 1 (#KE 813 fi
b 28 i (3.4%) , 381 ; 7 U —2Ai 714 5l 40 5] (5.6%) , 451F; v—3 3 2 222 Bl 7
Bl (8.2%) , 7] TR LA,

T b DlE, FRIERITKE 1.32% (23 #1/1749 ) (& 0.9% (7 61/813 41) ; 7V — A 1.4%
(10 /714 ) s m— 23> 2.7% (6 41/222 1) 1, FBFEK 1.14% (20 H1/1749 #1)  (#K
B 0.7% (641813 41) : 7V —21.8% Q341714 41) ; 27— 32 0.5% (1 41/222 #1) )
HEThoTo 19,
FRAK TRIC T 2 22 i i xI 451 9577 #il, FIVERIEX 175 61 (1.83%) , 194 1 [#K
B 3239 {5t 54 1 (1.67%) , 59 ; 7 V—1 3132 Bith 54 il (1.72%) , 614 ; m—
3 > 3206 Bl 67 I (2.09%) , T41F) ITREH LT,
FE2HDIL, EERE0.70% (67 51/9577 f5l)  [#E 0.40% (13 f51/3239 f51]) 5 7 U — A
0.61% (19 $1/3132 f5l) ; =— =3 > 1.09% (35 51/3206 fi) ) , EFEK 0.22% (21 $1/9577
) (#E 0.06% (2 41/3239 f51]) ; 7V —20.19% (6 $51/3132 #1) ; m— 2> 0.41% (13
$1/3206 #l) ] FTH o7,

RWM—2 BERAORTKR

KGRI E TOWRIL (1988. 4 ~ 1990. 1) i AT (1993, 12 ~ 1996. 11)
e JU—nh | B=Vav At g JsU—n | B=vav ARt

A Mg 48 42 36 49 455 372 388 805

2 A A o S 1 2K 813 714 222 1749 3239 3132 3206 9577

BIEH OFEBLBIEL 28 40 7 75 54 54 67 175

FIEH OF B 38 45 7 90 59 61 74 194

RIEFOFREH (%) 3.4 5.6 3.2 4.29 1.67 1.72 2.09 1.83

FIlVE R O FEHE FIEFH OFFEBIR BB - 38R (%)

FZTE - Rt manhEE 16 2.0 24! 34 | 1! 05 |41i 234 |27 0.83(30f 0.96 |22 0.69 |79 0.82
HLBE 0i — 0 — |oi — [o0oi — 21006 1{ 003 1:0.03]| 4} 0.04
K (AT a4 R) 7109 | 58 07 | 08 — [12i069| 6i0.19| 4 013 | 5i0.16 |15 0.16
5 () 0 — [ 101 |0 — |1i006| 31009| 4i013| 1i003]| 8! 0.08
%E (F) 0: — 0; — |0y — | 0] — 1:003[0: — | 0i — | 1i 001
fE 0 — 0; — |0 — [0 — 1:003| 0i — | 0i — | 1io0.01
IR 0i — 00 — | ol — [of — 0 — | 1{003|0i — | 1% 0.01
BAE S 4: 05 5 0.7 | 0 — 9i051 | 8i025| 41 013 | 1{0.03 |13} 0.14
1 S ERE2 G 2% 0i — 00 — |0 — [0 — 0i — | o0oi — |[1i003] 1i0.01
@EFERE ) 2 03] 0f — [0 — | 2i011]| 2i0.06[0i — |0i — | 2 0.02
Bk 0 — 00 — |oi — [o0oi — 1003 1:{003]|0i — | 2002
R & 0 — 1 01 | 0 — | 1:006| 1{0.03| 8i 026 ] 1:0.03[10: 0.10
o (fF) 1: 01 [ of — | O0i — [ 1:006| 1i{003|2i006]|0:i — | 3i{0.03
A% (BFEE) 6i 07 |13f 1.8 | 1} 05 |20} 1.14 | 2i 0.06| 6} 0.19 |13{ 0.41 |21} 0.22
iR 0; — of — | oi — |o0f — 110030 — | 0i — [ 1{001

& DAL D RFFRIH g 0: — 0i — | o0i — [0i — 0: — | 0oi — [1:003] 1i 0.01
B 0i — 0i — 0;i — [0 — 0i — [0 — 1:0.03| 1{ 0.01

M (O BEE 71 09 | 4 06 | 0f — [11i063| 6i019| 5! 0.16 | 8i 0.25 |19 0.20
SRBE () 1i{ 0.1 0i — 0i — 1{006| 3:0.09| 3i010| 0i — | 6i 0.06
AT aA R 3 04 | 28 03 | 0i — | 5i029| 2i006| 1{0.03| 4i012]| 7¢0.07
EAH M AEPLE (E) 6i 0.7 | 4 06 | 0i — |10i{ 057 | 3i0.09| 2i{ 0.06 | 5i 0.16 |10 0.10

i A 8fi 1.0 |12f 1.7 | 6i 2.7 |26 1.49 | 19! 0.59 |23 0.73 [35¢ 1.09 |77} 0.80
P D BUEk EErE | 11 0.1 2 03 | 0i — [3{017| 5{0.15| 5i 016 | 0i — |10} 0.10
BHIAL L O () 0i — 0f — | 0i — [0 — 11003 0i — | 0fi — [ 1001
Py BRI R 7i 09 |10i 1.4 | 6F 2.7 [23i 1.32 |13i 04019} 0.61 [35} 1.09 |67 0.70

IR T 0: — | 203 | 0: — |2:011]| 3:009|0: — |6:019| 9: 0.09
Y GE) () 0i — 2: 03 |0 — [2i{011| 2:006] 0if — | 1:0.03| 3i 0.03
=pl 0i — 0i — | oi — 0] — 11003 0f — | 2i006]| 3{0.03
{EYe 2 0i — of — | oi — |0i — 0i — | oi — | 3009 3i0.03

AR BB ST



2) WEPRR A (RGRES)
FRRBAE O AR, REAB& R LIIERIER O R E L) & AHA & ORRBIRE RV —3 (C
T TR B L OREBRN D D 3 HILSREEBITED bR ol TR
B 70— AD 1 I TARIE T X 2 ATHEMEA K & & % B 5 HRER O B 58338 b,
THUE, T B R OERIT, SIERAAIEIIA A O 18% 00 IHHKE T RO 8% &\
PO S BEETIEH DN, TAAZ I Y —EOFERICE > Tl LA Fi~Z8 L7
LT, FHREEY LT L B2 DNDEBTho o, 1220T 2 10 FILEREL, 1 I OAFREEK,
LD Y 85k, 1610 AST (GOT) KU 110> ALT (GPT) MERHEEBH Y & HIE S,
IHHDOEEL, WIFRLTAVAZ T Y —ACEDAREMNEBEZONLBEDO LD TH -
7293,
RW—3 EBEREEOEE (KB

TV ARG TIVAK T Y — I
B TE . 5%%"2@3 L w1 B N R ) . 5%%"2@3 B ARE) & AR &
" - B | &R LT FRESE B | 2R LT RSB
S 1|23 4 S 1|12 ]3] 4
7RI ER % 20 0 o|lo|0]| 0] 18 0 olo]o|oO
~NESHE 20 0 o|lo|0]| 0] 18 1 olo0]|]0]|1
~~hrZ7 U b 20 0 o|lo|O0]| 0] 18 0 olo]o|o
i Bk %K 20 0 o|lo|0]| 0] 18 2 olo]|2]o0
UL | 3 i B4y K
X T g R ER 19 0 o|lo|O0]| 0] 18 0 olo]o|o
b SFBRER 19 2 ojlofof 2| 18 3 0] 1]1]1
I HRER 19 0 o|lo|O0]| 0] 18 1 olo]|o]|1
U SER 19 0 o|lo|0]| 0] 18 1 olo]|1]o0
HAER 19 0 o|lo|0]| 0] 18 0 olo]o|oO
/R AR 19 0 o|lo|O0]| 0] 18 0 olo]o|o
AST (GOT) 18 0 o|lo|o0]oO 18 2 o]l o f|[1]1
ALT (GPT) 18 1 ofo]o]1 18 3 o|lof1]2
Al-P 18 1 o|lo0o|o0]1 17 0 olo]o|oO
wryLes 16 0 o|lo|o0]| 0] 17 0 olo]o|o
o [R= AT E—1 | 16 0 o|lo|0]| 0] 18 0 olo]o|oO
i [EE 16 0 o|lo|0]| 0] 18 0 olo]o|oO
E |A/G L 12 0 o|lo|o0]| 0] 13 0 olo]o|o
g BUN 18 0 o|lo|0]| 0] 18 0 olo]o|oO
MiEs V7 F=| 18 0 o|lo|0]| 0] 18 0 olo]o|oO
EARE
Na 16 0 o|lo|lO0]| 0] 15 0 olo]o|oO
K 16 0 o|lo|O0]| 0] 14 0 olo]o|o
Cl 16 0 o|lo|lo]| o] 15 0 olojo]o
EH 16 0 o|lo|O0]| 0] 15 0 olo]o|oO
IR | B 16 0 ofo|o0]oO 15 0 olofo]fo
vovely s —4r| 16 0 o|lo|O0]| 0] 15 0 olo]o|oO
* 01 fEFE, 2; ATREMER, 3 FIREMED, 4 7L

(FHAT AR - 1989.4 ~ 12)



(5) EMEEE, G6HE, EEERVFHOEEREESFNOBERREREE
RIVE R O3 B3 2 i IR BN 2 2 & A A HT] 3 8 3 [ LA T, #8769 il 20 151 (2.6 %),
77U —2 663 Bt 32 41 (4.8%) , m—3 a3 214 6t 74 (3.3%) T, EREWEMIE, K
JEZEME, BERETHoZN, 9BEMLLETITICE 44 Fh 8 1 (18%) , 7 U —2A 51 41H 8
Bl (16%) @< ieot, FERBIEMAIZX, AT aA FSE, BHMOELES TH o7 19,
PR TREC IS T 21 Bl RIEH O BLRI 2 RV —4 12 R LTz,

RI—4 EEMNEEAORBTRR (BEERTHE)
e N ENiA =1 B
. ZAMEREN | AR Al £ ’
A H Sl | REEE | wmE o p fit
(953 1660 15 0.90
o Rk ity 6679 118 1.77
i BEE B 1234 49 3.40 p2 <0.0001
Ea HIEARHE 4 0 —
I HY 2170 56 2.58
H AR 0 A7 4 =
a B OHEDA Ty o S e pl =0.0029
b Ho 614 22 3.6
K] F L E— 2L 8310 140 1.68 _
JFE 0> A5 1 B 652 13 2.0 pl=0.0007
RFLHL 1 0 —
7 BN 1659 26 1.57
\ 7 B 14 HLLAN 1728 19 1.10
&) 14 A 21 HLLN 1012 22 2.17
Ui 21 AM 28 H LA 918 15 1.6
L L 28 H 84 HLIA 3323 7 2.14 p2=0.0214
84 Hi#A 168 H LI 751 15 2.0
168 H#A 173 5 2.9
R 13 2 15

* ipl; WA TRREICLD plE, p2; HAMEREIZEL D pfE
AR EA (1993.12 ~ 1996.11)

6) YT LILX—IxT HEBRUEHRE
(25 (ROBHEICIERALENE) ]

2. FEDOES < LIBBEOREED HS5EE

ElER

(2) = DD ENER

o~ 01 ~ skl 0.1% i R
WAL | R B O RIERE #IBE

HE1l: ZOXIRIERD S O ONIZGAIITERERIETLZ &,

= =]
N FT AR
(1) RbAR R
48 Iffi] 7 v — X KXy F



9.

10.

(2) REAREAL
PEEHE O RET, 7 VA =S, RISz &S, Mifmidd7e < & bA A RIER
IR AT %o

(3) I E s
Ny FTFA M=y MNpEE 1 FEEUERR LT, 6 1 BEOHE, 2 [BIHCAREITEmME 72
IRFfA], 96 IffH], T&id 1 BM®% bHET D,

4) Ry FTFTAhz=>k
ISl 2§ AP 5C3E (International Contact Dermatitis Research Group I L C ICDRG)
D FHETIL Finn Chamber (Epitest, Finland) on Scanpor tape (Norges-plaster, Norway)
& 5N X Al-test (Imeco, Sweden) & Dermicel tape (Johnson&dJohnson, USA) Lk 5
nTna,

(5) B - BEE DR F T A N iE
SRR 7 VRIS R D O TT VAKX =S MR T D203 A—7 7 A
FRKETH D, fMORMILFERRICEDRL TNy F T2 T 5,

6) Ny FT A OHEILUE
AFEHRE L ICDRG EHEIZ L 5Ny F7 X FOYEREREL TRIORLIZ, Ny FT7 X MfiR%
FERT DL SITHELELATL T 2LERH D,

RW—5 FFHFRUV ICDRG D/ FTR MIEEE

AH ICDRG
- PR L — DR L
=+ DR VELBE +9 D ALBED F
%i + tRLBE + DRLBE R, E
EE | ++ DALHE TR, 95 ++ o RIBEHRIE + S /K
A4 RBEHRE RS AE | Ok
++++ - Kk IR AN T
(= &)
BT . 7L —ofEKR, 1990, 10 (9), 666
BREADERE

— I ERBE TIEEEARH b T WD T, KEXITIEMICDO A ILEH OB &L
(ODT) SR L CI3ficlEgE+Ts2 L,

bEUm, MR, IREBFAORE

(1) B0 UTIFE L CWA ATREMED B A AT L CIER L2 2 E R E LV, (B
BRCIEATMER 1219 K OUR R A~DOBAT DR ST d, ]

(2) AP O NIIFALEZ BT S D ENLEE LV, (BB T IcBiT 52 L
PDEEESRLTVWS 19, ]




11.

12.

13.

14.

INREADERS

i ARER, FAaR, AR, SR INETIE, EH - K8 UIBENE (ODT) 1338
BliEE LL2dTBZNNHDLDOTEIT D Z &)
F7-, Bleo3EEHE (ODT) LREEDIEHNRH 2O THEETDHZ &,

ERBRERERICRIZTEE
R%4 L
BERE

U L

BREODIE

ERRERLL - IREH & LTREH LAawnwZ &y
GERRE LT, O ZDBEIHEHAT LI EDRVWEIEETH I &,

15.

16.

ZTOHDFERE
U L
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X. JFEREREERICEEI SHEA

(1) FEHFEEHER (VI EHREICEHT HEE] SH)
(2) BIREIZRIEEAER
A ERR L

() HREMEEAER
FRARS T T UNNVIR BT AT IOVOERNED ST REBRE H & OV RIEREE AR

LT, MDY X2 VEERBRTI AT L THRD LI, Fo—RifoarFazxras
RTHROLND DT, AANZFERIZER TIERu 2229,
KX—1 —jg3Em
ap EhpfE*, B Bh& o . 51
ARERIE A p SR R
B (=1 B0 | &K | (ngke BRI ik
R ~ A, 100, 200,
IR (n=10) Ay 500, 1000 1000 mg/kg T8/ L
B0y 1 ~ A, I 100, 200, ] . .
?E (stretching ¥5%*2) (n=10) BT 500, 1000 1000 megfkg C stretching O]
X <
s T, 100, 200, o
’jg EHRIR (n=3) BT 500 500 mg/kg TR L 29)
% " ~U A, K 100, 200, | 100 mg/kg LA b THesE (HUEEEIER X
PERAEA (n=10) B 500, 1000 | @ e niss, )
om0 BN | 100200 500 g g0 1 e b i 0
(n=3 ~ 5) 500
W 75 200 mg/kg #hHClE, OEXIC
oy B M - A A X, M B 2 20 L 23)
A 2 DX (n=3 ~ 4) 200 20 mg/kg H5HED 3 HH 1 F1IC R
TR B0 K OV N
o 7Y, M .. 108~ 5 X | 5 X 105 (g/mL) THIEILHEORNE
T (n=4) mvitro | s B
B | s 7é:aﬁg <meawi&j>< ;ggg%#ﬁx1m(gmm <H
A
% _ N Sok, M |. . [10°~5 X | 105 3 X 10505 x10° (g/mL) | 22
i IR T (n=4) in vitro 105%3 < E SR O
AR T PO ey |8~ 10| 10 merke T
W 55 aéfbm g | 100 200100 mgrkg B ETHT AL T
N =
i e Jv b, K 200 mg/kg LA LR BN O 2380
I e (n=4) BE 200,500 | Ty Ly F oL | 22
JikRi4e 7, RE T . SIS .
(166G %% 1) (n= BT | 100,300 | 100 mg/kg b b CEALAH BT,
P BrEANLE VRO Sy bl BYEAAEERR L
| EARtsL T (; N ’3)A BF | 200,500 | testosterone £ 5HE T 200 mg/kg f
7 YEH FHRECARER N
X IR R E AR YR, Ikg LI - C7-5 f B )
fﬁ a7 /LT A (n=10 ~ 14) s 200, 500 | 200 mg/kg LA | C15 HE & 22
£ S estradiol ATALEEIZI\T 10 mg/kg
i | st fe (ne5) K 3,10 | BSBECTENBBHALRD b,
GEIAFR T AEH)
*1:%kH; ~U A (ICRR) , 41X (=27 1) , v b (Wistar %) , V¥ ¥ (AARAGFH)
% 2 : stretching 15 ; K HERE D B T iEST 1 FE## 12 phenylquinone 0. 02%7k{ YR 20 mL/kg % JEEN TG
L, E#%S 15 5% OKR 7L stretching KA D IHL & [BI11E 2 #122,
%3 : BT (g/mL)




@) ZOhOEBHER
DR L

(1) BEREEESHRR

1) v (SDF%, Wistar &) ICERAEZ VS VT TV HNRVBZ AT AKE, 71 —Ak(Ra—
varvE, AX (E—=IN) ITEAX S U T T UK UBRT AT VECE R EEE LT2,
FHRFNORBR T ER G- AR iR RIS £ o THATHNTA D e o7 29,

2) Ty b (SDR) ICEAZS T T UHNR BT AT IV EROEE LR, FETEHIEERD
Nighnoiz 29,

3) TAXS LT T UHNRKRUBEATLORE FHRGICEY~T7 2 (ICRR) KOV T v b
(SD 5%, Wistar &) [ZHFEAEWR & L THREOHMIE SUTRA, U o SRk o %
i, WHALE OEE, RIBEM, #eB - HEORBEEX/RO O, SERIK, 5=
MO DOFHERINIZ L > TAEL2RIBERERVE VRAEORE, TICRERARITED
TWRIEGEAREE LTV EEZ BT 29,

FX—2 SR
(LDso, mg/kg)

B R EL7iEx LD50®, mglkg
7 % 1} ’
Wy | RE | g | (o) It (95% = IR )
. | 24.8 ~ 31.0 5 > 2000
Z ] a)
v ICR | 58 | KT BT 211 ~ 253 | 5 =2000
g D HE | 137.0 ~ 156.8 5 >175
1352 M| 97.8 ~ 117.3 5 >175
7 U—nb | ffE | 140.0 ~ 158.5 5 >175
(352 HE | 116.7 ~ 133.9 5 >175
. o—3 gy 9 #f | 141.5 ~ 156.9 5 >3
Sk D1 B gy M | 1213 ~ 1339 | 5 >3
7 o i | 1066 ~ 1188 | 5 > 4000
S | 75.8 ~ 92.6 5 >4000
R I | 1457 ~ 176.6 | 10 |461.5 (239.0 ~ 894.4)
M | 120.4 ~ 152.2 | 10 |468.8 (227.6 ~ 1035.2)
) . M| 137.6 ~ 169.8 | 10 |300.3 (155.1 ~ 576.5)
i3 a)
Wistar| 538 | KF JE [ 1061 ~ 126.5 | 10 |617.9 (310.1 ~ 1288.1)
N g 9 | 11.8 ~ 14.4%| 4 >75
B—L ) :
s 7ML s 1352 i 9.2 ~ 10.9% 4 >75

a) 5% 7 7 BT 2 AKIFIRICEE L CRE

b) 0.1%, 0.5% KT 2.5%HHNZ VY, REBRFH LG ReKkmE 3 gke 2% 5
0 0.1%r—a v v, HBTH LR AR ke ® 3 gk 25

d) 2.5%8F & AV, RERTH LG iR kE R 0.3 gke 25

e) LDso i%, 14 A% (T v NEFHE5 DA 35 A1) Bliss tEIC XL W &

* 0 AL (kg)



(2) REHSSEHER

1) #aMEREERER (7> 1)
7w b~ (SD &, 1 HEMERES: 15 U8) (23 » ARIREE (B0F) & 2\WMER TG LizliRiC kW
T, MG TIT 1.0 mgkeg/H (@ b8) , BTG T3 0.1 mg/kg/H £ THLEITRD S
NWiginolz, B, (REMEIIGE], B - U o B OB, K, &8I RE & Ol Z
i S Bl B B AR ' AN E S S BERRD B2 s, WG AR b D Th o7z 29,

ME=F
#X—3 BIMHEHER

i . Ny B KR
(n=1Reopug | OO | BT (mg/kg/ ) (mgfkg/H)
vk H (n=15)
SDF) | (ae15) 3% A e 0.01,0.1, 1.0 0.01

2) BHEERER (T N, A X)
Z v b (SD %, 1REMERES 100 ) RO X (B —2F )b, 1 BEMERES: 23 5H) (2 1 4EMIRLAZ
B L7-RBRicR W C, REBINIH, AfmER - U oRERE OB, MR, &I, PigoZE
MR RER VT AERICESS ZERRD LNERN, WTNOZB(Ls At 0 Th

il < !
- 7~ 26,27
RX—4 BHESHERR
EQILZEE p b f RN
(a=1peopcy  [FOHH) RS (mg/kg/H) (mg/kg/H)
7y k| (2=100) i : 0.003
~ —
(SDA) - |HE =100 | ) pepg | e 0.003, 0.01, 0.03, 0.1 i : 0.01
A% | H (n=23)
(e—=2V) | i (n=23) oo

Q) EERESMHRAR (T, UIF)
Z v b (SD %) OENRAT - RIS (GEIE 20 B LA n=25) I[Zf F#E L= BRICBW\C,
BEMW) DO EFE~DEBIIFRD Lo 727%, 0.01 mg/kg T « R VLSBT R OB K& O L%
B OBERMEIN BN 29, T v & (SDR) OREOIEHRS (FE7 ~ 17 H n=38
~ 40) (ZH FHE LR BRICBW T, 0.006 mgkg THIEOIREEMHI M OHAROEARD
KRB 12, v (AARAER) OREOSREIEHM k6 ~ 18 H n=12 ~ 15)
R B U723 BRIZI VT, 0.2 mglkg THRIEOFREEMH A4 540, 1.0 mgkg TREMIC
WEED, MBRIZOBREOLEFRRIBEOFER AL 19, T v b (SD R) OFEEY -

AW (IR 17 ~ 21 B n =22 ~ 24) ([ZR TG LZsBRTIE, 0.01 mgkg TREMWIZSY
RREES, AR ERINNG 232 57z 29,



®X—5 4&EHRER

BARMEER (mg/kg/H)
) i &5 B b BlLENY)
HERE A Ge#) , n | ¥ | (mg/kg/H) G ~D i) HA R
VLR Iz
BRI O 7> b 0.001, B 0.0010 | #: 0.012
~ (SD %) , | 0.008, 0.0033 |7
IR 15/EE 0.01 Mt : 0.003 D | i : 0.012
Z v b 0.012,
(SD %) , BT 0.006, 0.0012 V 0.032 0.0012 #| 0.0012 »
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[ 44 T AU (ETHEH - 2016 4E 8 )
24 G & W Laboratories, Inc.
AR 74 Mometasone Furoate, USP Ointment 0.1%

KN - Hikk Ointment, 0.1% :15gin 1 TUBE, 45 gin 1 TUBE

AR 1987 4

Mometasone Furoate, USP Ointment 0.1% is a corticosteroid indicated for the relief of the
inflammatory and pruritic manifestations of corticosteroid-responsive dermatoses in patients
2 years of age or older.
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Apply a thin film of Mometasone Furoate, USP Ointment 0.1% to the affected skin areas once
daily.

Therapy should be discontinued when control is achieved. If no improvement is seen within 2
weeks, reassessment of diagnosis may be necessary.

Safety and efficacy of Mometasone Furoate, USP Ointment 0.1% in pediatric patients for
more than 3 weeks of use have not been established /see Warnings and Precautions (5.1) and
Use in Specific Populations (8.4)].

Wit - & . . : .
Mometasone Furoate, USP Ointment 0.1% should not be used with occlusive dressings
unless directed by a physician. Mometasone Furoate, USP Ointment 0.1% should not be
applied in the diaper area if the child still requires diapers or plastic pants, as these
garments may constitute occlusive dressing.

Mometasone Furoate, USP Ointment 0.1% is for topical use only. It is not for oral,
ophthalmic, or intravaginal use.

Avoid use on the face, groin, or axillae.
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Stt4 G & W Laboratories, Inc.
W 5E4 Mometasone Furoate Cream 0.1%
KN - Hikk Cream, 0.1%:15gin 1 TUBE, 45 gin 1 TUBE
HERAE 1987 4

ahhe - A5k

Mometasone Furoate Cream 0.1% is a corticosteroid indicated for the relief of the
inflammatory and pruritic manifestations of corticosteroid-responsive dermatoses in patients
2 years of age or older.

Apply a thin film of Mometasone Furoate Cream 0.1% to the affected skin areas once daily.
Mometasone Furoate Cream 0.1% may be used in pediatric patients 2 years of age or older.
Since safety and efficacy of Mometasone Furoate Cream 0.1% have not been established in
pediatric patients below 2 years of age; use in this age group is not recommended /see
Warnings and Precautions (5.1) and Use in Specific Populations (8.4)].

Therapy should be discontinued when control is achieved. If no improvement is seen within 2
weeks, reassessment of diagnosis may be necessary. Safety and efficacy of Mometasone
Furoate Cream 0.1% in pediatric patients for more than 3 weeks of use have not been

ik HE established.
Mometasone Furoate Cream 0.1% should not be used with occlusive dressings unless
directed by a physician. Mometasone Furoate Cream 0.1% should not be applied in the diaper
area if the child still requires diapers or plastic pants, as these garments may constitute
occlusive dressing.
Mometasone Furoate Cream 0.1% is for topical use only. It is not for oral, ophthalmic, or
intravaginal use.
Avoid use on the face, groin, or axillae.
[ 4 TAYA (WETHEH @ 2016 4 12 H)
t4 G & W Laboratories, Inc.
AR7E4 Mometasone Furoate Topical Solution USP, 0.1% (Lotion)
KN - Hikk Topical Solution, 0.1% (Lotion) : 30 mL in 1 BOTTLE, 60 mL in 1 BOTTLE
TR 1987 4

PGPS

Mometasone Furoate Topical Solution USP, 0.1% (Lotion) is a corticosteroid indicated for
the relief of the inflammatory and pruritic manifestations of corticosteroid-responsive
dermatoses in patients 12 years of age or older.

M - &

Apply a few drops of Mometasone Furoate Topical Solution USP, 0.1% (Lotion) to the affected
skin areas once daily and massage lightly until it disappears.

Therapy should be discontinued when control is achieved. If no improvement is seen within 2
weeks, reassessment of diagnosis may be necessary [see Warnings and Precaution (5.1) and
Use in Specific Populations (8.4)].

Mometasone Furoate Topical Solution, 0.1% (Lotion) should not be used with occlusive
dressings unless directed by a physician.

Mometasone Furoate Topical Solution, 0.1% (Lotion) should not be applied in the diaper area
if the patient still requires diapers or plastic pants, as these garments may constitute
occlusive dressing.

Mometasone Furoate Topical Solution USP, 0.1% (Lotion) is for topical use only. It is not for
oral, ophthalmic, or intravaginal use.

Avoid use on the face, groin, or axillae.
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2tt4 Merck Sharp & Dohme (Australia) Pty Limited

e NOVASONE CREAM, OINTMENT AND LOTION

Mometasone Furoate 0.1% (1 mg/g)
+ Ointment : 15 g tube

+ Cream : 15 g tube

+ Lotion : 30 mL bottle

AE - Bk

AKEBHH R 201347 H 22 H

NOVASONE Cream, Ointment and Lotion are indicated for short-term (up to four (4)
continuous  weeks) relief of inflammatory and pruritic manifestations of
corticosteroid-responsive dermatoses, such as psoriasis and atopic dermatitis.
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NOVASONE Lotion is also suitable for short-term use for scalp psoriasis and seborrhoeic
dermatitis.

A thin film of NOVASONE Cream or Ointment should be applied to the affected skin areas
once daily. NOVASONE Cream is suitable for moist lesions; the ointment should be used for
- B dry, scaling and fissured lesions.

A few drops of NOVASONE Lotion should be applied to affected skin areas including scalp
sites once daily; massage gently and thoroughly until the medication disappears.
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Pregnancy
Teratogenic Effects Pregnancy Category C:
There are no adequate and well-controlled studies in pregnant women. Therefore,
Mometasone Furoate, USP Ointment 0.1% should be used during pregnancy only if the
potential benefit justifies the potential risk to the fetus.
" ; Corticosteroids have been shown to be teratogenic in laboratory animals when administered
K E O A S . : # o
systemically at relatively low dosage levels. Some corticosteroids have been shown to be

: Mometasone teratogenic after dermal application in laboratory animals.

Fgroate, USP When administered to pregnant rats, rabbits, and mice, mometasone furoate increased fetal

Ointment 0.1 | malformations. The doses that produced malformations also decreased fetal growth, as

% measured by lower fetal weights and/or delayed ossification. Mometasone furoate also
(2016 £ 8 H) | caused dystocia and related complications when administered to rats during the end of
pregnancy.

In mice, mometasone furoate caused cleft palate at subcutaneous doses of 60 mcg/kg and
above. Fetal survival was reduced at 180 mcg/kg. No toxicity was observed at 20 mcg/kg.
(Doses of 20, 60, and 180 mcg/kg in the mouse are approximately 0.01, 0.02, and 0.05 times
the estimated maximum clinical topical dose from Mometasone Furoate, USP Ointment
0.1% on a mcg/m? basis.)




In rats, mometasone furoate produced umbilical hernias at topical doses of 600 mcg/kg and
above. A dose of 300 mcg/kg produced delays in ossification, but no malformations. (Doses of
300 and 600 mcg/kg in the rat are approximately 0.2 and 0.4 times the estimated maximum
clinical topical dose from Mometasone Furoate, USP Ointment 0.1% on a mcg/m? basis.)

In rabbits, mometasone furoate caused multiple malformations (e.g., flexed front paws,
gallbladder agenesis, umbilical hernia, hydrocephaly) at topical doses of 150 mcg/kg and
above (approximately 0.2 times the estimated maximum clinical topical dose from
Mometasone Furoate, USP Ointment 0.1% on a mcg/m? basis). In an oral study, mometasone
furoate increased resorptions and caused cleft palate and/or head malformations
(hydrocephaly and domed head) at 700 mcg/kg. At 2800 mcg/kg most litters were aborted or
resorbed. No toxicity was observed at 140 mcg/kg. (Doses of 140, 700, and 2800 mcg/kg in the
rabbit are approximately 0.2, 0.9, and 3.6 times the estimated maximum clinical topical dose
from Mometasone Furoate, USP Ointment 0.1% on a mcg/m? basis.)

When rats received subcutaneous doses of mometasone furoate throughout pregnancy or
during the later stages of pregnancy, 15 mcg/kg caused prolonged and difficult labor and
reduced the number of live births, birth weight, and early pup survival. Similar effects were
not observed at 7.5 mcg/kg.

(Doses of 7.5 and 15 mcg/kg in the rat are approximately 0.005 and 0.01 times the estimated
maximum clinical topical dose from Mometasone Furoate, USP Ointment 0.1% on a mcg/m?
basis.)

RLAN A

KE DU S
: Mometasone
Furoate Cream
0.1%
(2016 7 A)

Pregnancy
Teratogenic Effects Pregnancy Category C:

There are no adequate and well-controlled studies in pregnant women. Therefore,
Mometasone Furoate Cream 0.1% should be used during pregnancy only if the potential
benefit justifies the potential risk to the fetus.

Corticosteroids have been shown to be teratogenic in laboratory animals when administered
systemically at relatively low dosage levels. Some corticosteroids have been shown to be
teratogenic after dermal application in laboratory animals.

When administered to pregnant rats, rabbits, and mice, mometasone furoate increased fetal
malformations. The doses that produced malformations also decreased fetal growth, as
measured by lower fetal weights and/or delayed ossification. Mometasone furoate also
caused dystocia and related complications when administered to rats during the end of
pregnancy.

In mice, mometasone furoate caused cleft palate at subcutaneous doses of 60 mcg/kg and
above. Fetal survival was reduced at 180 mcg/kg. No toxicity was observed at 20 mcg/kg.
(Doses of 20, 60, and 180 mcg/kg in the mouse are approximately 0.01, 0.02, and 0.05 times
the estimated maximum clinical topical dose from Mometasone Furoate Cream 0.1% on a
mcg/m? basis.)

In rats, mometasone furoate produced umbilical hernias at topical doses of 600 mcg/kg and
above. A dose of 300 mcg/kg produced delays in ossification, but no malformations. (Doses of
300 and 600 mcg/kg in the rat are approximately 0.2 and 0.4 times the estimated maximum
clinical topical dose from Mometasone Furoate Cream 0.1% on a mcg/m?2 basis.)

In rabbits, mometasone furoate caused multiple malformations (e.g., flexed front paws,
gallbladder agenesis, umbilical hernia, hydrocephaly) at topical doses of 150 mcg/kg and
above (approximately 0.2 times the estimated maximum clinical topical dose from
Mometasone Furoate Cream 0.1% on a mcg/m? basis). In an oral study, mometasone furoate
increased resorptions and caused cleft palate and/or head malformations (hydrocephaly and
domed head) at 700 mcg/kg. At 2800 mcg/kg most litters were aborted or resorbed. No
toxicity was observed at 140 mcg/kg. (Doses at 140, 700, and 2800 mcg/kg in the rabbit are
approximately 0.2, 0.9, and 3.6 times the estimated maximum clinical topical dose from
Mometasone Furoate Cream 0.1% on a mcg/m?2 basis.)

When rats received subcutaneous doses of mometasone furoate throughout pregnancy or
during the later stages of pregnancy, 15 mcg/kg caused prolonged and difficult labor and
reduced the number of live births, birth weight, and early pup survival. Similar effects were
not observed at 7.5 mcg/kg.

(Doses of 7.5 and 15 mcg/kg in the rat are approximately 0.005 and 0.01 times the estimated
maximum clinical topical dose from Mometasone Furoate Cream 0.1% on a mcg/m?2 basis.)
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Furoate Topical
Solution USP,
0.1%(Lotion)
(2016 12 H)

Pregnancy
Teratogenic Effects Pregnancy Category C:

There are no adequate and well-controlled studies in pregnant women. Therefore,
Mometasone Furoate Topical Solution USP, 0.1% (Lotion) should be used during pregnancy
only if the potential benefit justifies the potential risk to the fetus

Corticosteroids have been shown to be teratogenic in laboratory animals when administered
systemically at relatively low dosage levels. Some corticosteroids have been shown to be
teratogenic after dermal application in laboratory animals.

When administered to pregnant rats, rabbits, and mice, mometasone furoate increased fetal
malformations. The doses that produced malformations also decreased fetal growth, as
measured by lower fetal weights and/or delayed ossification. Mometasone furoate also
caused dystocia and related complications when administered to rats during the end of
pregnancy.

In mice, mometasone furoate caused cleft palate at subcutaneous doses of 60 mcg/kg and
above. Fetal survival was reduced at 180 mcg/kg. No toxicity was observed at 20 mcg/kg.
(Doses of 20, 60, and 180 mcg/kg in the mouse are approximately 0.01, 0.02, and 0.05 times
the estimated maximum clinical topical dose from Mometasone Furoate Topical Solution
USP, 0.1% (Lotion) on a mcg/m?2 basis.)

In rats, mometasone furoate produced umbilical hernias at topical doses of 600 mcg/kg and
above. A dose of 300 mcg/kg produced delays in ossification, but no malformations. (Doses of
300 and 600 mcg/kg in the rat are approximately 0.2 and 0.4 times the estimated maximum
clinical topical dose from Mometasone Furoate Topical Solution USP, 0.1% (Lotion) on a
mcg/m? basis.)

In rabbits, mometasone furoate caused multiple malformations (e.g., flexed front paws,
gallbladder agenesis, umbilical hernia, hydrocephaly) at topical doses of 150 mcg/kg and
above (approximately 0.2 times the estimated maximum clinical topical dose from
Mometasone Furoate Topical Solution USP, 0.1% (Lotion) on a mcg/m?2 basis). In an oral
study, mometasone furoate increased resorptions and caused cleft palate and/or head
malformations (hydrocephaly and domed head) at 700 mcg/kg. At 2800 mcg/kg most litters
were aborted or resorbed. No toxicity was observed at 140 mcg/kg. (Doses at 140, 700, and
2800 mcg/kg in the rabbit are approximately 0.2, 0.9, and 3.6 times the estimated maximum
clinical topical dose from Mometasone Furoate Topical Solution USP, 0.1% (Lotion) on a
mcg/m? basis.)

When rats received subcutaneous doses of mometasone furoate throughout pregnancy or
during the later stages of pregnancy, 15 mcg/kg caused prolonged and difficult labor and
reduced the number of live births, birth weight, and early pup survival. Similar effects were
not observed at 7.5 mcg/kg.

(Doses of 7.5 and 15 mcg/kg in the rat are approximately 0.005 and 0.01 times the estimated
maximum clinical topical dose from Mometasone Furoate Topical Solution USP, 0.1%
(Lotion) on a mcg/m?2 basis.)
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F—A T VT DI
An Australian categorization of risk of drug use in pregnancy

B3 (201841 H)

(GO

F—A K7 U T D5 (An Australian categorization of risk of drug use in pregnancy)

B3 : Drugs which have been taken by only a limited number of pregnant women and women of

childbearing age, without an increase in the frequency of malformation or other direct or

indirect harmful effects on the human foetus having been observed.

Studies in animals have shown evidence of an increased occurrence of fetal damage, the

significance of which is considered uncertain in humans.
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: Mometasone
Furoate, USP
Ointment 0.1
%

(2016 48 H)

Pediatric Use

Mometasone Furoate, USP Ointment 0.1% may be used with caution in pediatric patients 2
years of age or older, although the safety and efficacy of drug use for longer than 3 weeks
have not been established. Since safety and efficacy of Mometasone Furoate, USP Ointment
0.1% have not been established in pediatric patients below 2 years of age, its use in this age
group is not recommended.

Mometasone Furoate, USP Ointment 0.1% caused HPA axis suppression in approximately
27% of pediatric subjects ages 6 to 23 months, who showed normal adrenal function by
Cortrosyn test before starting treatment, and were treated for approximately 3 weeks over a
mean body surface area of 39% (range 15%-99%). The criteria for suppression were: basal
cortisol level of <56 mcg/dL, 30-minute post-stimulation level of <18 mcg/dL, or an increase of
<7 mcg/dL. Follow-up testing 2 to 4 weeks after stopping treatment, available for 8 of the
subjects, demonstrated suppressed HPA axis function in 3 subjects, using these same
criteria. Long-term use of topical corticosteroids has not been studied in this population [see
Clinical Pharmacology (12.2)].

Because of a higher ratio of skin surface area to body mass, pediatric patients are at a
greater risk than adults of HPA axis suppression and Cushing's syndrome when they are
treated with topical corticosteroids. They are, therefore, also at greater risk of
glucocorticosteroid insufficiency during and/or after withdrawal of treatment. Pediatric
patients may be more susceptible than adults to skin atrophy, including striae, when they
are treated with topical corticosteroids. Pediatric patients applying topical corticosteroids to
greater than 20% of body surface are at higher risk of HPA axis suppression.

HPA axis suppression, Cushing's syndrome, linear growth retardation, delayed weight gain,
and intracranial hypertension have been reported in children receiving topical
corticosteroids.

Manifestations of adrenal suppression in children include low plasma cortisol levels and
absence of response to ACTH stimulation. Manifestations of intracranial hypertension
include bulging fontanelles, headaches, and bilateral papilledema.

Mometasone Furoate, USP Ointment 0.1% should not be used in the treatment of diaper
dermatitis.
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Pediatric Use
Mometasone Furoate Cream 0.1% may be used with caution in pediatric patients 2 years of
age or older, although the safety and efficacy of drug use for longer than 3 weeks have not
been established. Since safety and efficacy of Mometasone Furoate Cream 0.1% have not
been established in pediatric patients below 2 years of age, its use in this age group is not
recommended.

In a pediatric trial, 24 atopic dermatitis subjects, of whom 19 subjects were age 2 to 12 years,
were treated with Mometasone Furoate Cream 0.1% once daily. The majority of subjects
cleared within 3 weeks. Mometasone Furoate Cream 0.1% caused HPA axis suppression in
approximately 16% of pediatric subjects ages 6 to 23 months, who showed normal adrenal
function by Cortrosyn test before starting treatment, and were treated for approximately 3
weeks over a mean body surface area of 41% (range 15%-94%). The criteria for suppression
were: basal cortisol level of <56 mcg/dL, 30-minute post-stimulation level of <18 mcg/dL, or an
increase of <7 mcg/dL. Follow-up testing 2 to 4 weeks after trial completion, available for 5 of
the subjects, demonstrated suppressed HPA axis function in 1 subject, using these same
criteria. Long-term use of topical corticosteroids has not been studied in this population [see
Clinical Pharmacology (12.2)].

Because of a higher ratio of skin surface area to body mass, pediatric patients are at a
greater risk than adults of HPA axis suppression and Cushing's syndrome when they are
treated with topical corticosteroids. They are, therefore, also at greater risk of adrenal
insufficiency during and/or after withdrawal of treatment. Pediatric patients may be more
susceptible than adults to skin atrophy, including striae, when they are treated with topical
corticosteroids. Pediatric patients applying topical corticosteroids to greater than 20% of
body surface are at higher risk of HPA axis suppression.

HPA axis suppression, Cushing's syndrome, linear growth retardation, delayed weight gain,
and intracranial hypertension have been reported in pediatric patients receiving topical
corticosteroids.

Manifestations of adrenal suppression in children include low plasma cortisol levels and an
absence of response to ACTH stimulation. Manifestations of intracranial hypertension
include bulging fontanelles, headaches, and bilateral papilledema.

Mometasone Furoate Cream 0.1% should not be used in the treatment of diaper dermatitis.
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Pediatric Use

Since safety and efficacy of Mometasone Furoate Topical Solution USP, 0.1% (Lotion) have
not been established in pediatric patients below 12 years of age, its use in this age group is
not recommended.

Mometasone Furoate Topical Solution USP, 0.1% (Lotion) caused HPA axis suppression in
approximately 29% of pediatric subjects ages 6 to 23 months, who showed normal adrenal
function by Cortrosyn test before starting treatment, and were treated for approximately 3
weeks over a mean body surface area of 40% (range 16%-90%). The criteria for suppression
were: basal cortisol level of <56 mcg/dL, 30-minute post-stimulation level of <18 mcg/dL, or an
increase of <7 mcg/dL. Follow-up testing 2 to 4 weeks after stopping treatment, available for
8 of the subjects, demonstrated suppressed HPA axis function in 1 subject, using these same
criteria. Long-term use of topical corticosteroids has not been studied in this population [see
Clinical Pharmacology (12.2)].

Because of a higher ratio of skin surface area to body mass, pediatric patients are at a
greater risk than adults of HPA axis suppression and Cushing's syndrome when they are
treated with topical corticosteroids. They are, therefore, also at greater risk of adrenal
insufficiency during and/or after withdrawal of treatment. Pediatric patients may be more
susceptible than adults to skin atrophy, including striae, when they are treated with topical
corticosteroids. Pediatric patients applying topical corticosteroids to greater than 20% of
body surface are at higher risk of HPA axis suppression.

HPA axis suppression, Cushing's syndrome, linear growth retardation, delayed weight gain,
and intracranial hypertension have been reported in pediatric patients receiving topical
corticosteroids.

Manifestations of adrenal suppression in children include low plasma cortisol levels and
absence of response to ACTH stimulation. Manifestations of intracranial hypertension
include bulging fontanelles, headaches, and bilateral papilledema.

Mometasone Furoate Topical Solution USP, 0.1% (Lotion) should not be used in the
treatment of diaper dermatitis.
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