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I. BiZICBT 5IHA
1. FAROEE

IS - RIEREEOREIZIE, UIE LIRS RICOE L, ik 2 B b s
HLERIZRD ZEDMBILTND, ZDOK I RGEITE, BIBRERVE AIHEDE 2B
& LIRS HFBMER S D,

U7 a VG AN, oS strong BECHFHIN D ARREIERE R VE Y RE XX
VUBREBIZAT VT I 7Y ay RRFUEME T E A T URRBE A RS LT S
RAIT, RIEZIHT DO TRIPFET 2 IREEEZIRHE L, REOUEL(RET D, &l
ROy BAR DA AN bl U CREIR IR T STV D Z & BRI N0, 8, 7 U —2A
1E 1970 4RI, w—3 3 03 1974 FFICKR E N,

F£72, 2004 49 H 30 BAT THUEEHEA M AE RIS A D S WIS S OFE 2 DL & 72 5[ %)
R 53 2 O FLH & OHUR M DWW T CRERAIE 0930006 75) | IFES%, A4 10 H 8 H T4)
HE - 20 O—EFEZHEEL, 200541 A 21 HAGR S Lz,

2019 4 4 H, HEBHHRBEHEASAENE VA ) X7 7 — < RS~ BUE BT AR O &I T
niz,

2. EROBRFH, HWAPHREE

(1)

(2

3

(4)

NERX B CEREBT AT LT SR REER Z =L (e b, U¥F, Sy R, 7
VH A UG R RIS LIRS &2 RS Un vitro) . (18 ~ 19 H)
F72, MRS LT, BRONRY X Z2 Y U EHERT 27 VBN AR TSz R 4
7Y, (15 ~ 16 H)

VoT7uayNGEE « 7V — 20— R L OIS 2 2 BT AT VHRE « 7 U —
LRI E U, Wi, OO A, iz ftEd 2y, T SR E O L0 515 - S REE,
HORE, SEBENEEIE A5G & L CE E RGBT D AR S x 190 B (kB
84 B, 7 U—2106%1) THY, AL 77.4% [HE 86.9% (73 #1) , 7 V—21 69.8%
(74 41) ] ThHoTz,
VorT7mr-VNGr—ya rOis - REREE, Hole, SRR 2 x5 & Uz —iRERARERIC
B DA SEIL 21 I TH Y, AL 85.7% (184) Tholz, (14 H)

B AL SRS 3T DL eVERH x5 455 B (kE, 7V —A, m—a ) H, GIERIZ
18 fil (4.0%) @O BN, (26, 29 H)

BERAREWER (RZAZ Y VERBT AT VICED) RETCHE, #NE, $BEANES)
LA ENnHDH, (26 H)



I. A#%ICEYAEHE
1. R5ER

(1) 4
U7 mreVGHRE 0.12%
Vo7mre-VG 7 ) —250.12%
Jor7mre-VGr— gy
(2) *4&
Rinderon®-VG
Q) BMDHEE
Nebennierenrinde (BB &ZE) + RON GEEFEE) oV TRy EZRORZ A X0
g A7 /)L (Valerate) &7 % ~A > (Gentamicin) & DEIEE VG DA4DHEK LT
W5,

2. —fg4

(1) #& (&%)

1) Ry A5y ERBEE AT L (JAN)  [HF]

2) FrA=A v U (JAN)  [HE]

(2) *& (@%i%)

1) Betamethasone Valerate (JAN)

2) Gentamicin Sulfate (JAN)

3) RTL

D) RE AR EEBT AT )V
FLUR=UBIOTL F=Y o U#FEA : -methasone

2) Fu AT R
R0 ARTDLEASNDHAEYE : -micin



3. BEXRILRERX

HO OH
H
N-CH;
H3C ;
RI ,H ’
a2 H HO
OH
i1 0 « v H,80,
H
‘/\\&)( & VVE.:%@’%DZX?/I/ H:N o[
H
OH H
N_/
H NH,
NH,
582 C Bl : R'=CH; R? =NHCH;
HyTd o0 HEE 0 R'=CH;  R? =NH,
Hadwd v O il R'=H R? =NH,

TR A T R
4 HFRXRUDFE

(1) R_ERAH ) ERERRT AT )L
5713 : CarH37FOs
5y Fi& : 476.58
@) 7oy~ A v R
57 F3 : C1 = Ca1HasN507 + xH2S04
C2 = C20H41N507 + xH2S04
Cia = C19H39N507 « xH2S04

oy MRSy
C1 = 477.60
C: = 463.57
Cia = 449.54

(o BwA NI E~A2 2 C, Cak DR CoDIREMTH D, )



5. {LF& (MAR)

(1) R_ERAH ) EERRT AT )L
9-Fluoro-11 3,17,21-trihydroxy-16 3 -methylpregna-1,4-diene-3,20-dione 17-pentanoate
(IUPAC)
Q) 7o i ~A v R
Fra=A vy Crliiai
(6/)-2-Amino-2,3,4,6-tetradeoxy-6-methylamino-6-methyl- o -D-erythro-hexopyranosyl-
(1—4)- [3-deoxy-4-C-methyl-3-methylamino- 8 -L-arabinopyranosyl-(1—6)] -2-deoxy-
D-streptamine sulfate
Froa=A vy Coliifi
(6R)-2,6-Diamino-2,3,4,6-tetradeoxy-6-methyl- o - D-erythro-hexopyranosyl-(1—4)-
[3-deoxy-4- C-methyl-3-methylamino- 8 -L-arabinopyranosyl-(1—6)] -2-deoxy-
D-streptamine sulfate
7oA v Cra iRt
2,6-Diamino-2,3,4,6-tetradeoxy- « - D-erythro-hexopyranosyl-(1—4)- [3-deoxy-
4- C'methyl-3-methylamino- § -L-arabinopyranosyl-(1—6)] -2-deoxy-D-streptamine
sulfate
6. ER%, A4, KBS EESES
TBBRARSYRE 5 ¢ S-3435-G
W 5 Fr~A T UoniEE ; GM
1. CAS &#HFES
(1) NE AL ERRT AT
2152-44-5

©Q) 7o B~ o hiikt
1405-41-0



. ARASICEYSER
1. MELFHEE

(1) 4MR - IR
1) RERAZY ERBET AT )LD

FEADRERMEDOH R T, ITBWIEZR,
2) A=A R 2

A~ REABORRTH D,
(2) AR

FRI—1 BEME REALGYVIUEEBIRATIV) V
GRIEIREE 20 = 5C)

VI WE 1 g WD TICET DIEEY | BARR I X DIRMEED HRE
V=05 V2N 1mL 2Lk 10 mL A WIFRT v
> % /) —/ (95) 10 mL 2L | 30 mL i RRET TV
A ) =) 30 mL A E 100 mL i RREEFIZ W
VIF T —T )L 100 mL LA E 1000 mL A Bz <
Vi 10000 mL L - E & A ETRT 220

* 0 B 17@HI301CL D

RIM—2 BfEE (55234 UWHMERIR) 2
(RIEEEE 20 = 5C)

i W1 g 2T IC BT IR | BAIRRHIC K B IARYED IS
K 1 mL £l B TH 4L
x4 /—/L (99.5) | 10000 mL L/ EEAETET RN

% B 17@HI301CL D
(3) T

1) R_ERAE EEBT ATV

M ER L
2) L H <A il 2
Wit T 5,

4) R (PRR) , #FR HER

1) R_EZRXEZY EERRT AT )LD
RS - 59 190°C (40 fiR)

2) K a3 KR

Al Co R 94 ~ 100°C
Ce i JE 107 ~ 124C
Ci1-Ce i8S (7:3) 102 ~ 108°C
C IRA Wi 218 ~ 237C
(5) BIEERBETEH
MER R L




(6) HERH

1) RERAEY EERRT AT L3
3070 [1-A4 2 % /) —)ulK]
2) R~ A R

REERR L
() Z0thdE G RIEE

D) NZAZY ERRRE AT LD
FESHE ()2 @ +77 ~ +83°

(HLIt%

2) T H <A il 2
FEXLEE (a)2 @ +107 ~ +121°
(R I A L7260 0.25 g, /K, 25 mL, 100 mm)

2. AMHBSOERFHTIZHEITIREM
(1) EIRAraER

1) RE ALY EERBRT AT L

0.10g, A% /—/b, 20mL, 100 mm)

RIM—3 REAZJOEFERIRATIVLOREN

ABRIE H RAFSRAT RAFERE TRAFHIA] RS
RHIRAT iR, B S 36 » H VA REQD

2) FUHA~A T URRRE
RM—4 o834 UBRBEOREY

1 By SRR ALE I N S

PRERTE H RAFERM PRI RE PRAFHA PRER AL T
SR, R 36 # A b7 L
FHIRAT —
5, 25, 37C TKIAIR 3% H X (#9P

(2) BRI K 2 AR

DR L

3. ARG OHEEREE

1) R_RE ARV VEEBT AT L
HiE (R x5 R 27 )V OfRABRIC X 5,
Q) 7o r~A T UHiEEE

Him 17 2~A v o milgth) OmMERRERIZ L D,

4. AYPRSDEEE

1) _RE AR VFERBET AT )L

HRE TR A VHFEBT AT L] OEBEIZLS,

Q) ##or~A > ikt
HiR 7o 2~A v Uomiigth) OEEEICKD,

15 B S U RE F




V. HHAICE¥ 5EE

1. Flfg

(1) 5

TR [RIV—1 Hpk - MRk S8R
(2) FFRORA, RERCHER
R®IV—1 #$HRE - R
s 1y o7av-VG6 1)o7Tav-V6 1y o7av-VG6
R #E0. 12% 1) —10.12% A—>ayv
e HRR % TRz
AR REALS VERERT AT | RERAF S VERBT ATV | XY ALY CHEREBET AT )L
(1g YT 1.2 mg 1.2 mg 1.2 mg
g BB A TR A OIDZ 3 BB A T
1 mL ) 1mg (/) 1mg (/i) 1mg (H71i)
WERT 7 40, BV R Y V| RXRTIF X VLR BERT TV NG F X VEEEFBA TV
1.8 mg 1.5 mg
RTFx R EFMEATF N WE T 7 1, BE I —,
0.2 mg FLANTa—, 7kl
I HeavteUy, MEBWST 74 | v, 4y Tas)—L, ZF7T
o VBB =, BU AR | U UEAEY ARl 40, B
FLATTINZ—=T)V, U | X =F L oflifbe~ M
VEETKFZ T NY v AKF, |60, B2 ATT Y LEES Yk
U UEE, AKERET R UYL Uy, KERMEF R A, =
KT
HE~BEADYEZHDORD | BAORD ENRYEETH | Ao — 3 L HITH 5,
. LREETH D, @RE) | 5, (ZU—24)
PR
pH 4.0 ~ 7.0 4.0 ~ 6.0 4.0 ~ 6.0

Q) HAIDME

ki IEIV—-1

FHRK - MEIR) S

4) #A—F
Ly (REAEET 2 — 7%, EEOARGICHIRILTNHD, )
(5) pH, RBEL, #E, LE ZEL pHESF

k&g IEIV—1

FHRE - MR S

6) EEDHE
FA=RPNA

2. WH DMK

(1) B
ki TRIV-—1

(2) Fm

k5o I&RIV—-1

(BHERS) DEE
MR « MR M

MR « MR M




BEARRNA

ARERLTERT AEHD

U L

AR BUE

BAEA, IFOSEEICHT HER

BN A

BADHKEEHTICETREN
(1) FlRMCBT 5

2N

RNV -—3 HEEHICETIRER

(3 vy b ORERFEA)

0— gy

RERTEH
W55 4, (RAFAA RAEE | (RAER PERROERT
[V:f\&')‘&// E@LIXT/I/]
G: Foia~A T U miliktE
40°C - THFa—7 | 64 A |MHR-EE:V, GHIZELRL
i - EAE o et . g s
) VG D) BT AN 61 H | Mk EE:V, GHIcEAL
E0.129 ~ N
HF0.12% 44~ 52C, IR
17000 Ix HIA v —L| 24 W | 5 V., GHEcsba L
(KERIT) PR,
40°C - % “EHF2—7 | 125 H [HKR-EE:V, GHIZENRL
o — _ MH o AL . ,m—‘
J R VG g%,gﬁig “HFa—7 | 34 H Mk &8V, GIIE(ARL
7 ) —250.12% mmbm O TEFa—T7 | bR [ MR- A&V, GIEcE kAL
40°C, T5%RH |RV=F LM 34 A |MHR-E&:V, Gl
1] ~ = N
Vo7 NG e ms%RH | HU = F L] 8w A | MR- AV, G B L

* : 7Lk ; HPLC (High Performance Liquid Chromatography ;

(2) RHIRIFICBIT D

2

RNV —4 RERFICETIREG

Wkra~ 77 74—)
1 By S R A

HRERN RS (1995)

CR=RNOF T
BRI
e % . Ve R OV B
BRA4, RAFLNE AEhE | 1R [V:N&Xﬁ//tg&Ix?»]
G by ot R

IS A=A Y ¢ JUUNEN . . .

- \JII]_'EH\‘:\ - - Y .A j:l\: YA
@(’%’012% =¥ leé %9:1 7 42 ok H l‘i"j’\. [==EA V G 'ﬂf‘ iy l/
Vo5 ur-Va IR _ . T e
2y noage, | EEEE | TEFa—T |42 A MR- @RV, G L
J> =g -

DITEING ] m et [RY=T U] 420 (I SRV, GIHTELA L

* o JETE ; HPLC

BRRORELE

BN A

B RGBS I N S (1995)




1. #hFl & DRSEL (MEBLFHEL)

FN-5 ULUTAVVNGERE -V U—LLthsBA (EFE LOBAZEEL
N 1 : 1
Tzfﬁ;”f KB (B4l (V251 VG) (s A
- Bl A 1E % 2 k)% 4 8%
5C %4 %4 %4 %4
s 25°C *4 *5 *5 *5
B 40°C %4 *5 *5 *5
Jormes 5C 8.02 8.00 8.02 7.91
VG #E pH 25°C 8.02 8.02 7.85 7.92
j ” 40°C 8.02 7.92 7.97 7.77
J??fﬁf’ NH AL R 5C 100.3 (100] |100.1 [ 99.9) | 99.2 [ 99.0) | 102.3 (102.1]
- ﬁ(iLfJLL TATAOER (%) ! 25°C 100.3 (100) 926 [ 92.4) | 86.1 [ 85.8) 73.6 [ 73.4)
. IR (%)) *? 40°C 100.3 (100) 29.2 (29.1) | 10.5 ( 10.5) 2.7 [ 2.6)
R e
A A 5C 98.0 (100] 95.3 (97.2] T 77.2 [ 78.8) | 88.6 [ 90.4)
DOER (%) *3 25°C 98.0 (100] 89.6 [ 91.4) | 881 [ 89.9] | 87.1 [ 88.9)
BEIEE (%)) *? 40°C — — — —
5C *6 *6 *6 *6
S8l 25°C *6 *6 *6 *6
VoTrmos 40°C *6 *6 %7 * 7
VG 7 U —A 5C 7.34 7.40 7.34 7.34
+ pH 25°C 7.34 7.40 7.34 7.81
LAZIVa—y 40°C 7.34 7.40 7.82 7.28
7V —251% RE A B ERR 5C 97.1 (100) 1 100.4 (103.4) | 91.3 [ 94.1) 90.0 [ 92.7)
(FLAIME) TZFADER (%) *! 25°C 97.1 (100] 67.4 [ 69.4) | 37.0 [ 38.1) | 135 [ 13.9)
< BN — B BTER (%)) *2 40°C 97.1 (100] 27.0 [ 27.8) 8.2 [ 84) 1.5 [ 1.5)
AR > TR A v R 5C 88.0 (100] 86.1 [ 97.8] | 77.8 [ 88.4] | 87.9 [ 99.9)
DERE (%) *? 25°C 88.0 (100] 79.5 [ 90.3) | 82.3 (935) | 76.7 [ 87.2)
GRTEE (%)) *? 40°C — — — —
— B AEEmL T

*1:
%2
*3
k4
*5
%6 :
*7

VIR L 3RIOPAMEE T, RAEEICHTHEE
CAHMEICR T D5 AR (%) THRR
CHRVIE L 3B A R, KRG RIOTT 2 E R
P, WEOREY &b E R
DG, EEORY 2 b oFEER (Rl ISR S 23D 70)
M, LA RE R
e, FAIMEDHREE GRE IR 27D 7)

%)

HIEL ;s HPLC

%) , WEE ; HfEERE

ROBRIERAE > - H P Fe RORBLEA T N (2003)




(EFIFE) LnRE&ELE (1)

KNV—6 U>T7T0-VGERE LB

1 : 1 1 : 2
B HEA
ﬁiﬁ% semg | (VG #RE)  dshnA) (VG #KE) _ (shms)
= RIE BR A 0.5 % A 1% A BisalE 1 054 H 1| 144
——
was | D1 peor o o N
(i) | goc | PFHE Bk i
. | O e e
N (;iﬁ;) EIR O O O
4% 40¢C O x x RAK®EY S 2<A D
(FLAIME) AT 5.8 6.1 5.6 s o e e
< N> pH =i 5.8 5.4 5.3 & BlE 40% D 7= DI E AR LS
40°C 5.8 5.0 4.8
gl w1 mn 100 98 98
o | EiR 100 98 97 )
° 40°C 100 96 84
A B T o o BaowE O o
(@) | g | PFEE ) ware | OV mpere | mpoie
. e | B e O O O O O
L PR g O O 0O O O O
7 ‘JEJ‘@) ! (&) | g0C O X X O X X
< B RBUE VT 7.0 6.9 6.8 6.9 6.8 6.5
HAER oH | =i 7.0 6.8 6.5 6.9 6.7 6.6
=g 40C 7.0 6.8 6.5 6.9 6.7 6.5
PN TS 100 99 99 100 101 100
m =R 100 99 98 100 99 100
(%) | 40 100 97 94 100 97 92
—— — —
e | D0 mtreon 5 5
B . JEE 2 M T [
(@F) | g | ERFERE - -
%% w - o B
7 | BT g o o o
0.033% (&) | g4oC — - -
(i) el - - -
< B AT > pH iR 5.5 5.3 5.3
40°C — — -
A% (’?}Fﬁ - - -
" SR [100%1 (100) *2 | 102*1 (102) *2 1101*! (100) *2
(%) | 40C — —~ -
| am -
Al I B e 3
(éﬁﬁﬂ) 40°C _
— — -
Jaky v shL ;g o o
M%Xﬁ) (&) | 40 - _ 138 8%
<RI o - -
e pH et ] 5.4 5.4
Al > 40C - -
| P - -
S| iR 100841 (97.8)*4100.5™ 1 (100.2) *2 y,
(%) 40°C _ _
%O BlrL, x% 0O BARL, X b G0 ey T DA GAYAN

k1 NE ALY UEERET 2T )L IEE  HPLC, *2: v &~ A o UREEE ; HIEE M@ ERE
HE1:EAERLID 2~ VU EREIRT (40%) D7D HlERENM

H2 HAEBRLIV V2~ AL U ERIET (1:17T83%, 1:27T65%) DF-billliEARENH

B S TR RS R P




£FNV—6 Y70 -VGERE-2Y A&R?%ﬁl&@ﬁi‘“%ﬂ: (2)

1 : 1 1
Bl - 3K A4 kB TH (VG #E) (ﬁﬁ%ﬁﬁﬁl) VG 7 ) — A) (oAl
<&tks > AR

1% H 1% A
4x) ESLEvAN (O Vg ) — LA
L R— L Rek i B A SR
7 V—A10% pH 4.96 4.98
(FLAE) — P
< KB TH 17-HEEREZ A2 E (%) 101.1 96.1
— RIFHREK > | 21-FEHBARZ A X U EE* (%) 0 4
Tk U UMBEE R (%) 106.4 87.8
o8l SkEwAN (Co BER 7 ) — L
rIFriy "
SN L] ESvUIER) SRE)
20% pH 6.48 6.29
CRLAIE) R H A GRS (%) 84.0 95.4
<HE\1$E_HE\1*H . TN N PP =R
- 21-H RS A 5 U ERS (%) 15.9 5
BISE >
PR AV URBREE Y (%) 33.6 27.6

* : JiE% ; HPLC
* o JUAETR RS
B SRR RS I N S

®NV—6 UYr7Oor-VeO— ‘/EI /L‘ﬂi’.ﬂﬁﬁﬁﬂ (EHIE L‘G)EEAZ'ZH:. (3)

2
A
§Z§§§ A B EE Vam—vay) AR Veoevay)  GWARR)
= - BN 0.5 » J1 1)1 BRKAE 1 0541 | 140
e
s | T sy npee o
) | EE g ©
40Cc | 7 —
Tx /) =) Sl i O o
HHHEE D) =2 | (Z2m) %iﬁ O ey
VhI=ya 40C — —
— . AT 7.48 7.63
< H B pH iR 7.48 7.54
:j-LE> 400C _ _
- A7 | 101.3% (65.2) *2! 97.5% (67.8) *2
o | Ei | 10137 (65.2)72] 93.4% (65.4)*
40°C _ _
YN _ _
g | 2| g ok 5 5
(&#) | oo | BEmiE - -
.| BT - — -
%ﬁ** ey
TV | e | B © © ©
5% 40°C - - -
<=7y F AT _ _ _
I R B < iR 4.6 4.7 4.7
40°C — - -
AL T - - -
E‘:';/j“)‘ SR | 99%1 (101.5)%2 | 101%! (103.8) *2 1104.2%1 (101.7) *2
° 40°C — — —
* O &fb7e L, *3% : 0O {72l — WA ML e

k1 _X¥ AKX UEERRT ATV JIERE ; HPLC
* 2 U H A VUM WEE ; PR
LS D RS e By




BV—6 U TR-VGERELMNAR (EFE oRSELE @)

NS 1 : 1
§Z§§§ HEREE (e Sid (VG #E) (ft sk )
- B 5 1844 15 A4 30 A%
ML (i) M SR SR
. R =R
AN A
gk Sy (18 ~ 29C) 2L 7L 7L
V7 o= .
032% pH L : R & 6.37 6.53 6.08
> (33 ~ 43%RH)
~ 4 o, k1
AR EEBRT AT LOEE (%) TR T 100 101.3 99.8
FrHwA T URBEOE®E (%) *? 100 97.2 102.8

*1: VIR L 3MEOVEHELEFLHE, FIBEMEICRT25%F%E (%) TFx, WEE ; HPLC
*2: VKL 3RO EHEE T, PIIEICRT 2% G (%) THRR, BEE ; MfE s
HNEE (2006)

W) EHOBES (SH4A) ST 550 2016 4 8 A CORMIRT LEELBE L LT,
fEICEE U TS AL OWRM SCEIE#H 2 TR TS0,

Bl B RO S FIA

(1) BA LIZRIFEE, 7 —2 B LI - RERGICANTRET 2L, CtlckoTE
R LT, )

(2) BAL=HANY, FRCEFTWBIMRGENLEE LV, 30CLL LR TIImBENetEsns = &
nwd b,

B) BOIHHATHZ L, [EAEZBEARDLNBRWIEEETH 1y AUNOBEHANLEE LV, )

8. At
A% L7

9. £YFHEEE
B A TR O g, PR X 0 BRi# & L C Staphylococcus epidermidis
ATCC 12228 Z W CHIET 2 2,

10. HAPOEHRS OHEFERE

1) V7 e VG EE 0.12%
HiE R RAH T EHRT AT IV « P~ A 2 URBRYRECE | Ofe il BRIz
Q) VorFrr-VG 7 U—250.12%
AR TRERAE)ERERT AT )V « Fo B~V BRI 7 U — 5] OMeRE#ERIC
@) VoFur-VGr—ay
1) =rt RV VRKIZE 2D RE6
2) WEsu~ ST 7 40—



1. SADOEHRS DEEE

1) V7 ur-VaG HE 0.12%

HIE TRERXAE ) ERERRT AT )V « Fo i~ A 3 U BRIEHE | ORERRARIC
Q) VorFrr-VG 27 U—250.12%

HR [RERAZ)VEHERBT ATV « oA~ A URBEHE 7 ) — 2 ORERRFERIC
@ VrFrrVGu— g

WKk~ 7774 —IZXVEET D,

12. A

(1) _HRAH ERRT AT )L
INMIFERITRE S Lguy,
2 7o i~ A v Uonmg
AFNOIX, 72 ~A T Cr (CaiHasN5O7 : 477.60) & L COEZERE (Jiffi) TR7,

13. BAYT HFIREIED & 5 KW
%R L

14, BRLEIBADELERICET HER
A LR

15, FlZtE

BLREHEEAE 33 BlIZ /Ny F 7 A R &2 TV, HIPEDIROA A & HE S iz 9,
KRV-—T7 SH ORIBE

513,44 e B éﬁiﬁ%ﬁ K RIS | B s — o

Vo5 uar-Vo #RE 33 97.0 1.5 1
B FEA 97.0 1.5 I
Vo7 roVG 7 ) — A o 97.0 1.5 I
7 ) — HIFEH 93.9 4.5 I
Josgur-VGue— gy 33 90.9 4.5 I
ARGy 93.9 3.0 :
HRSTIRE - 0 ~ 5 1R R OB (1 E o 59 %)

KGR % — o + RS DR KIS & RIS DRI 5 T~ VI 7 48
1A TR I DR & HE LT L —
[1@<%kﬁm+> ]
IR (BeRBOG+) XREABRAS 48 KR O R EAS 72 BRI O L 0 R
16. 0k

A% L7



V. AREICEAT 5EE

1. PREX TR

<@EICHFE>
TUoRTA D URMER
<BRIE >
O B, UbA, FBEMEHEIHL REZRBEEZHELTLIRDES :
P - RERE (ETHREEARE BREREXZSO) | & ERREE
O 45 - BMERUFMHRIFD ZREE
( Fl: m—3 3 VpR<)

2. RZERUVAE

#BE, 181 ~¥E, BEZEHT D,
TE, ERICEYBEEERT 5.

3. EREKRUE

(1) BERT—2/1\vir—
YL

(2) ERERHE
Vo T7r - VGHE - 7 ) — L0 KEERRBRE O F X &2V E R AT VRE - 7 ) —
LRI E U, Wi, OO A, fSE L9 2, AT R E G5 LT 21895 - BB REE,
WORE, SEBENEIEIE & 5l G & U T E ERIEERGABRICR  H AR S x 190 B (HkE
84 B, 7 U—2106%1) THY, AL 77.4% [HE 86.9% (73 #1) , 7 V—21 69.8%
(74 41) ] ThHo7=69),
Fiz, Vo7u VG r—ya OIS - KRR, e, SRR 2 x5 & Lz — KRR
BRI B AR RBNIT 21 Bl TH Y, A2FEIT 85.7% (1841) TH-o7- 79,

£V-—1 YJ>o702-V6HKIMAEREHE

LA B B/ A BT R S 14K B (%)
€= 73/84 86.9
7 U —LA 74/106 69.8
n—3 g 18/21 85.7

* 1 BB AR AT A S R X 100

WEIIE —  BRERMCE, 1970, 65 (1), 39
NIRRT - FZERHCEE, 1968, 63 (2), 181
PR - BRI, 1969, 64 (1), 25

() FRARZEEAER . FAMEHER

LR L
(1) BRVHR : RERSRRRR
R L



(5) tREERIGHER
1) #EELHLELTRAERIGHER

DR L
2) HEEHE
O HisR BB S5 L RHTE

a. KA K UERERT AT VEUE & DL

REAB ) ERBT AT VIE SRR L L,
Mty (1A 2 ~ 3181, 7 ~ 21 HEMEMN 14 fi)
AR ERRT ATV« P H A v iR
FEUETHHTZO

& FEE L <IEFE

VTS -

RIEREE RIS E LT EE
ICBWTHINMEZ i U fh 5, N
B 1R Z A X U EF R AT LECE

®V—-2 ERMEPHICEITHIHEK
HIE R R
- " Hhps/ Sk (o

PRI HtaE s ey | T 0
NERAHRT EERRT AT L NRERE R
VA U RRRYE RS e 5/14 35.7
RERXE) CERHBT AT )L - Ry A B o E R
R A RS - T AT )b 9/14 64.3
NERAZY ERERT AT L - NE ALY E R 0 _
R A R ERE N T

FE)E— -

s o ABIEY/ APERIAT R G515 < 100

b. 0.12% K% A%V VEREET AT VT ) — L L DL

0.12%NF ALY VERBT ATV Y — L 5RIEE L,

i, ObA,

2 FERH0E, 1970, 65 (1), 39

T & 5 2,

ST TR 2 PR L QW D095 - FRERRE, W, FEEIRREZ RS L L E SRR
B (1B 1 ~%0, 4 BH~%» ARMER 58 1))
B UERRRT AT )R U 7 ) — 2T 0.12% XK A XV U E R AT

7 NN [

UbETHo7=D

B THRIMEZ Lol U722k,

NH R

V-3 05 REKBICHT DK
FUE AR
- " B/ Sk (o
RN bhi 7 S ST b S BhE* (%)
RE AL EHEBT AT )L NRE R B
BB A LR > 27 25/58 43.1
NE AR EERRT AT L . RE AR
TR A R T AT 32/58 55.2
RE AL EHEBT AT )L NRE AR AR 1/58 L7
BB e A L TR S 2T :

s o AR/ AMERIA S5 < 100
ANBRIRIED © RN,

1968, 63 (2), 181



NRERAL VERBTAT IV T A A UM 7 U — L ORE A & BT A
TN ) =M K DR EME 2 1 = — DR
TRIEE A 2R T T b E— R B R R 13 BIOEFRFRRICRZ A Z Y L ERBRT AT )L « 7
VHEAVUERE S ) — AR ONRNE A E Y B ATV Y —a% 1 H 3 EEAL,
an=—HAEHE LT,
ZDORER, RERARZ VEERBRT ATV - U U URBE Y U — MERE O =
—HNIRE AL EER T AT LT ) — AL 0D IRWVMEN R DT, —EORE A X
VEFBRT AT Y — MERRNL T, au =Ko A LN o T 9,
SBT3 - BRRE R, 1976, 30 (10), 831
0.1% %7 > ¥~ A ¥ VRREBHTEE & O ik
0.1% 47 v B ~A ¥ U HiRHEE 25 BIR L L, 7 b e —MR SR EOmMEMREREZ R E L
O EEREEEAR 1H2 ~ 30, 7~ 14 HEEAH 14 6) (cB8 W CHMEZ i L7
FER, XA ERBT ATV F U R A U URBEEE Y 0.1% 7 v X~ A v U
FRHTHE & [A%3 L < IEFSLLETH -7 10,
FREETR - R OBEK, 1969, 11 (2), 114

@ BEEMEH (RZ A5 EREET AT L)

(MES RIS IR ) 0-FEO Wi

TR N BPE 18 il (24 ~ 48 1%) DREIMBEENIC 6 BHIZH Tz > THEEE (ODT : &M 12
BE, 1Mo S5 5 BEEA, 2 BREIAEK) 2L _XZ 2 XY U EREBT AT VIRE (Y
yru -V E 0.12%) KOSHEIRE 286 L, REEMFEROREL L CEEDE XD
HE, AIRRBILE, M2 EITo7z, TOME, XX A XY VEEBZ AT VIRE (VT
2 -V HRE 0.12%) 126 REZEMEIERH 2580 b7z 1,

—O— #WERLHA

—A— 0.12%R_F A H Y UEHBET ZT LHRE

—@— 0.1%T NI aARY I a bt BT AT RE

—[O0— 0.1%t RoaiFy VEiET A7 LS

—Hl— 0.05% 7 u_EZY— L7 G R AT VIRE

—A— 01% Y7 a) harEERBT AT LVIE

Scheffe (2 K 5 % E Lk
(fEEER N B, n = 18)

(mean = S.E.)

S 1 1 0.

o 1 2 3 4 5 & 1 2 3 4GE

BV-—-1 REZEHER
MR - HRRE L RE, 1986, 20 (14), 6987



@ RO REHE (RE AV EERET AT L)
RERXE) EEB AT L) —5 (U orFrr-V 27 ) —25012%) 10 g/H X% 30 g/H %
WORE, W2 - BRSO R SGHRBEFICESE (ODT @ &M 14 BfH) (2 XV 7 HFEkE
filLizé &, MiEa/LF Y —EITE T Lzs, @A IR %ITEe I EE LTz 12),

(ug/dL)
15
—e UFO-VoU—1012% 10g8/8
—o UZFD-VIU—10.12% 30g/8
m
] 10+
3
1%
7
Y
i 5L
® (LWHEIBIBE, 0 = 19)
(mean = S.E.)
r——SE 4 78 1 38
0 1 1 vl 1 1 : { I 1 l L 1——1 1

[ EFODT [V/7OAVoU-LU%(00TRS) [Exases] (B)

V-2 miEha)LFI—ILEOHR
IMBRIBED : (ENEEE QML F 227 0 ROREMEE, 1974)

3) REeMHER

LM ERR L

4) BE - RERIHER

R L
(6) AEHIER

1) ERABERE - FEEARERET EHIRE) - HERTHREBRAR (TREZERKRER

E R L
2) ARBEFEHELTEBFEOARRIEER L-HBROME

PA=RBANA



VI. EXNEEICRET 5EE

1. REPHICEES DEEVRITEEMEH

NH R B R AT RS A R BRI R L
FURA UM T 7Y a2y RRIVAEYDE

2. EEEH

(1) 1EF#GL - ERERF
1) TERERAL « B 5580 K i
2) TEFIREFE : o FaxT oA RiE, EAHO LY 7% — L EABENICBIT L CRI - 2iE
PE(EL, ARSI mRNA SR ENICRREERD ) RarF o261 5, #
Jafs ) VIEEICE ENDT T F R, mAKRY =¥ A (PLA2) (X v bk
%, Rtz P CHEBETaRAZ 7700, havR$hy, nfa bz b
RIEICBE G950, VARaLF 320 PLA: #fET D Z LIk, HiRIE
ERZRBTHHDELEEZ LTINS 19,
(2) EhEZEF T HHERBRAE
1) R_HZ RAE Y UEERRT AT LV OFIRIEVEH
RE ALY VERBT ATV, FTRLOT —ZIRSN5D L) RBITMEEEREZHT 5,
B4 6 RN BB AR V| o D SR FT L RIEE IETE DO T, BRI & FroAH B D &)
wﬁ%&bfﬁ%émfwé&ﬁm%W%ﬁ%?,N&%&fyﬁﬁﬁix?w@,xﬁﬁﬁ
ZEDEWIEEREO LN TEY, ZOMIENNY A XY U HERET AT VRIS Ok &

o,

#FVI—1 KRERBEAXEFASERICK SHBEE

; RS
e S )
FZ R M I kR (McKenzie & OFa%) 10 FA 1
(g7 — %) BM-V 3.6
e LR R il 3R 17 HC 1
(DX, BARHEME, ) BM-V 36
CMC Pouch i% 19 HC 1
(7 v b KRk, HE) BM-V 25

BM-V : R¥ XA ERBRT AT )V, FA: 74y /o7 =K, HC: & KuarF v



2) T A <A TR
MEOEAAKREEET D Z LKL VIEEREZREL, TOEHIIZREN TS S, 1ERENL
ITHIE DY R — LD 308 & 50S DY T a2=v hThHbH 19,

@ ERARSIBERR 9 29U /) 20 (in vitro)

(%) S.aureus (98 ££)
100 -

80

60

S

40

20

0.05 0.1 0.2 039 078 156 6256 125 25 50 =100
(ng/mL)

MIC
BVI—1 S aureus|=xtd % MIC %%

@ #ZEMmPE (in vitro)
Fud~A v IMEROMDT I BERIUEMEICN T ORREZ M E vy, b T T A
Vo, RvuwA vy, VYA VT OWTRANIERER, KESOT  Z <A TR
I, ZNOHEANHIMMETH 5 2 LR STz 2y

e =3

(1) McKenzie, A. W.AZ L - TRH A & V' U HHERET A7 VO R G EIEREIL, 704
/mryTE R=RD36{ETHL I LRI NI 10,

Q) FoE~A T URBEITMEOEA AR ZE L CHREEAZREL, ZOERIT&E
HThHbH 19,

(3) fERFIE - FAREERT
AR L



VI. EMBEICEEY SRE
1. mHREDHRS - AEE

(1) AELEMNGLPRE

1) R_RE ALY ERET AT L
BRI L

2) o H <A il
ALZFED 2N 0.1% T v Z~A v B -7 ) — Nk 15g*f0ﬁlﬁlﬁi7§f LU & L TR
BAIL, 1, 2, 4 R ICE NI AR E 2 JE L7, JIE L 5 DIREICE Lieh o7z 22,

(%]

AN EE-CTIiX 830 o2l — 712 L, X 1.2 hr (40 mg) ~ 1.4 hr (80 mg) Th
v, MR 40 mg (0.7 ~ 0.8 mg/kg) OFHMHE 7.81 pg/mL, 80 mg (1.3 ~ 1.6 mg/kg)
DO N-H)E 10.45 pg/mL TH 5 29

(2) & MRS E

AR L
(3) ERFRREBRTHRS i MPRE
LR L
@)
AR L
5) BE - HAEOKE
B L
6) BEE (KE2L—3>) BATICE YHIB L - EYERDEEDER
LR L

2. EMEERI/INT A—5

(1) IUR—FrAFETIL
MR L

(2) RULGEEFEHK
MR L

@) NAATFRAFEY T«
PARBANA

4) HRERETEH
MR L

®) YUTIUR
LM ERR L

(6) HMEHE
MR L



3.

4.

() hFEBFEEER

1) X RAE ) ERRT AT IV
MUER R L

2) TR ~A T URRERYE

e Ty CEBETICLDMEEAMAIE, LA EBN~OBITIIRD LT, EALOME

IO TN e

MR IR

NRERAEY) U EHERET AT )L

b MEEREIZ 0.16% SHAEGR A~ Z A & Y SRR X7 V7 ) — N 30 47, 1 efH, 2 Ref],
4 W5, 8 EpfEEE (ODT) (& v fitk, KA ZREL, A—FT7 VA7 77 4 —I2LD %
RPN e OB @ B W A et L 72t 2R, SRR RAFCTH -T2 29

RU—1 BRERREUVERTRBRERIR
#E (ODT) K
HAL L | 307y | LHEME | 2MFM] | 4WFRE | 8 KR
~LEX—E — + + ++ +
BIERE (UMAD + + ++ ++ ++
BEEE (N — + + ++ ++
PR IR ? + + ++ ++
TIRZ U A + + -+ 4+ ++
TR Y RIE — — — + —

HERARE (2 FAEAH, — Boohikwn,

Kl

(1) 1% — Rpi B P @@ 1%
EER e L

(2) Mm%k—RiaiERF @At
EERR L

Q) EA~DFBITHE
ZEER e L

(4) BER~DIITIE
ZEER e L

(5) ZDfhDMiEA~DFITIE
EERR L

RO BN, ++ FFNIERO b i)

7 J—2Ah1gHi Y @ specific activity : 10.53 uCi



5
(1) RHERLLE U

LR L
() KR#HIBIET 2EER (CYPISO %) DS TFE
AR L

Q) YMELEBHIROERERVZDEE
PARPAYA

4) REYOFEDEERULLE
MU ER R L

(5) FEHERBYORERI /NS A—4
MU ER R L

6. Bt

(1) BEt &R B R EE
FfErp, SR
(2) HettzER s —%)
1) _RE AKX EERBRT ATV
WO 2 B ORIEIERE 1 BIIZ 0.1% SHAERRA X A 2 U E KT 27 )VIRCE % B 5k
(ODT) (kv & LIcme, 7 HEORPEIGRITEBAMED 2.0 ~185% TdH o720 |
‘-2 RepEIRE

, . 1 B&fhE |, N 7 HREORHELER
B4 SR A T FE ODT) * A 8K (53)
7R KD 50% 20 mg 1HM 2.0%
iz i RFED 50% 25 mg 2 HIH 8.7%
KpE | (5FED 20% 10 mg 3 BHFH 18.5%

K RH AR AR
2) T U H~A UK
3 EEDOBE JHEIZ 0.1% 7 # ~ A T U HAIZ B AR L, 3 HRERHPICHRE S D &0
BATRICKT DEEERDIZE 2 A, HBBRATIX 0.4 ~ 5.2%, 7 UV —LBHATIL 51 ~
30.3% CTdH o727,
(% : 3EOBMEIIZERTH D, )
() HEMHRE
MER R L
1. BINEICLDBREE
M ERR L



. &£t (EALOZEEF) ICEI SHEB

1.

2.

( Fl:m—33 UBR<)
EERNF L TOEA
R L7
ERRELTOEA (RAERZEDV)
(3 (ROBEICEEALENS L) ]

1. 70874 VMEERBFRIEREICEIIEBREDHSHHE [(KERENEEIT HET
hitHsd. ]

(i &)
KA DT 5~ A 2 BRI L, THPESUIIEEME DM IC & - TRIBRENHET 25
TNRH D,

2. KE - REAN—4 - DL ARBRIERUVSVERERE (Kl TCoa%) [
NoDEBMERTHHENNH D, ]

G
VS B A L SRR SRR ) (&Y, LR B B E N BB,

Ho|

3. FEIDOESZIZxt LBBEDNRTEDHSEE

4 BRIZFAOHLHEBHNEER [FABLOAROEBERVBRREOEENANH S, ]
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