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%, UKFRERDHEES2)

SEEE L, R R

b qum;%m " &%ﬁﬁ

2 % B E 15/30 50.0
NGk OEERE - KH 25/31 80.6
7t 40/61 65.6
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FREL L — 3 3% :
[EN THEME S - BERRERICB 1T D 1,178 JEM D ER (PEELEL L) 1Tk LB T
bb, (FHEEKTHOEHY)

o $%§%§H;@ﬁ RS

RS ESAIE %

O M B O E 149/ 242 61.6
e I e E W OE 161/ 216 74.5
B OB Hi A % 108/ 183 59.0
oo B BOK 61/ 114 53.5
ik JA U3 26/ 40 65.0
E oW OB b HE X 38/ 69 55.1
] A I 93/ 132 70.5
NG % OMER - KR 136/ 182 74.7
at 772/1,178 65.5

BEFAEBIFIEIC A L CA » R A X VMO & AR O - I J% . BEEpE 2. Bl -
SMAI EFEARICKE L CA » RAZ U S —fRME (FTHE, fapd, #E7e L) 1Tk L TidAa
Y RAZ LR O JHESEFLICH L TIEE T — MK P AR S LT EERE
R 2 F5hE L 7=,

2) REMHR
AR L

(5) B - HEAHBR
LR L
(6) AFHIEF

1) ERARERE (—RERNEEE. BEERREAE. ERARELEAL) . RERSHRT—
8 N—RPE. BERFEERERONE
AR L

2) RRBEHELTERTENONERIEERE L-FE - RBROME
A% L0

(7) =it
RSN
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VI. EHEEICEHT HIER

1. EEZHICEAESHSLEYRITILEDE
T T T Tz )VEF T OBIEY
LJC 10,242 : 7 = /L EF 27 0@k Yt MBI 58
<LJC 10,242 DR >

HO ——CHz COOH

EE  BEOH LG OMEE - DIRFL, OB FIRLESRT D &,

2. REMHER

(1) EAEGL - (EAKE Y
1) 7uRxE 750U EARMEIWER (in vitro)
TN F7E, ATy ML OVHE LT e x4 T DU RREBEO Y I a XU
F—PIZH L, £ RAZL D12, TAEY UOI0EDOHEEANZ D 55, ICs=
0.61 i g/mL)
2) firuzxx 75 AEH (in vitro)
T2 AEF IR T AR STV VRN KD AT R R I RS ONHE R L HEIER AR,

(2) EWMERN T HERERE

TGN W 3%

1) $FIEA 9
F T HRE 3%IE, T v b Randall-Selitto 75 &% USRS 36 B E 4 0 SR 12
L. 1%A v RAZ S U A REE &1 RIER% OSFIER 277,

2) HLSIENEH 9
TR 3%, T NDH T = SRR E TR IRIE R VT Y 28 B
i, BAE Y FORSMRFHRAIEES QBN - BYESIERIEIH LT, 1% FA S &
AR & [R5 & B WOITSRO BT RIENER 27/,

FRTEN 7Y — 3% :
1) $EFIEA 10
FRE T ) = B 3%, T8 O 3% L RO EEIE 2R L, T~ b @ Randall-
Selitto 12 K 2 RIEMEIR ISR L, BERIEH 27,
2) PIRIELE 10
FREN T Y =2 3%, FFIL R 3% & RBEDHIREER 4 b, Ty OB T
= SRR VT Y 2N S BRI OB ABMERE RS IS R LT PIRAEER 2R,
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FRFL e — g 8% :
1) SmEM W
TN a— a3y 3%E. T v @ Randall-Selitto 1512 X 2 RIEMAIRICRT L, 5%
EMR % =7,
2) PLRIELEH W
TATNm— gy 3%IE, Ty OB T = REE, MERAFE R 0T Y 2N b
BAEI RS D EME - BMERIESUSITR LT, SiRIEFEH =T,

(3) {ERSIBSRT - FERSR
BB L
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VII. ZYEEICE 3 518 H

1. MREDHER

(1) SAS LA MR
AR L

(2) BRRGAEBRCHRESIN-OPRE
FRE N HRE 3% -

FRFN U HRE 3% % 10g (7 = /LB 7 & LT 300mg) | ERERR A S 1 6 5l 07 (900cm?2)
(CHAEIREE L, B 8 BER ISR 2B Lin L &7 = /L B 7 DML, BE% 24
IERT B2 i P 411ng/mL 7R L. 48 R§f] H 12 90ng/mL & Tl L7- (K 1) 12,
F R HRE 3%% 11 8.83g, 1 H 3 (Z7=/LEF 7L LT 297mg/H). 5 HRKE LT
TR AT 7 6 BIOWE (JA—E7, 300cm?2) ([Z®EE L, & H O 3 [B1H OBER 4 FEFHZICIK
FabrE Lzt &x07 e F 7 OoMmiGHREIL. 2 B B L2 M R 100~300ng/mL
ZoR L, AR T 64 FE B IC 48ng/mL £ TR L7z (4 2) 12,

(X 1) (gl

i 500+

“

ot
(=4
i

wn
<

(NNmE ) BENE-3

4 812 24 4‘8hrs

(4 2) (ng/mi)

il -H-3ii B

1004

(NHMEH)

10

days
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FTFN T U — 3% :
BB L

TR a— g9 3%
FRFN =gy 3%% 10mL (7 =/L e 27 & LT 300mg) . M AT 5 Fl7FH
(900cm?) [ZHEIEAN L, &A1 8 BFBICHEAZRELZL DT =)L 7 OMmETIRE
X, BAIL 24 B B ISR M PR E 414ng/mL 78 L, 48 K[ B I 65ng/mL & Tl
L7z 13,

(ng/ml)
1000 4

g

;i

8

EE AU TR RPN 5=

104 J

“02 4631012 24 36 a8 (B5E9)

(3) HhEsE
REER L

4) BE - REOTEY
MR L

2. EYMRERINS A4S
(1) FRF A&

MR L

(2) BAREEER
B L

(3) HEEEEL
B L

@ HUTTUR
AR L
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(5) HTMEHE
EER R L

6) Z0tt
AR L

3. B&EH (REaL—rav) @i

(1) i
AR L

(2) 155 A—5EHER
LR L

4. TRYR
6 B IR

TRV RE 3%, FRT N7 ) — A 3%
MYER L

FRFELva—y g3 3%
FRFNV e —2 a3 3% 10mL R G Uiz & & 48 FEfil £ Td AUC 14 8.61 1 g-hr/mL
Th b,

(1) hik-RErEBE
LR L

(2) m&-FAEEEM RGN
FoRTI R 3% ¢
<HE:TvbF>
THRZ >~ b (18 HH) ORFEIC UC-7 = VBT 7 FAMRE % 24 BEEEE L, RHAR QMR D
FRRNIREE 2 E LTz & 2 A 6 M OV AR AR Y IR BE 1T R AN IS IR BE D 27%LL T CTdh -
T2 e, RERBITHEII D nb D &2 5,

() AA~OBITH
BB L

(4) BB~ DB
BB L
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(5) ZDDIB/A~DIITHE
T RE 3% ¢
BAER D RTHE % 38 2 B IVEBBEE B E 2 BTk LT, F 37V B 3% % 3g Hila|¥#E
L7c & &, B 6 IR OIMIEF 7 = /b B F 7RI 28~37ng/mL Z/~ L, MR IEEIL 10
~15ng/mL 2R Sz, Yk BEIXRE 6 FEMZRIC TS IT Sz, ko7 =L
B 7 R, BEREEE. R PRI, AR ONEK Tl L Y EiEE R L 19,

FRFEN Y — 3% :
MUER L

FF e — g0 3%
<% :T7vh>
3%-14C- 7z Frr—a U FD 0.3mL (7= /v )27 & LT 9mg) ZHEET » FOF)
B LI EFMEHAFICHERAA Lz & & BT, MNP OMSTRRRE X, Mg+
REXY bEL<, ZRENEBA% 0.5 KA. 6 Kl B TR & EAE v, Btk 0~96
Mo AUC I, =1 ZE1 5.6mg eq hr/g, 40.3 g eqhr/g TH -7 19,

(6) MITELEEE
<BE: Ty k>
T VEF 7 % Ty TR 0.5 R CO MR Q5 SE3IE 98%, 2 FEE T 98.3%. 6 FEfH]
T98.1%., 10 FFfE]T 99.3% Th -7z,

6. &

(1) B R U BB
7 == VD AN LE L, LIC 10,242 & R 5RBATFELEZ BN, 7= ETF 7 KDY
LJC 10,242 1 LEREE SUTIAR E U CRPICHEI S 2 3 icix 7 = v e 7 OREED X
R S e,

(2) RBI“BEE5T 58HE (YPF) OHFE. HFEX
EERe L

3) MEEEAMRDEERVZDEE
A

4) REMOFHEOEERVEEL., FAELLE
H (L7 F 27 L0y

1. HE

(1) HEMEERAL K OB
[VII. 7. (2) Rtz OHEZSHR
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(2) Pt
F T R 3% -
TRV 3% D ITEFRERE (TVIL 1. A REOHR ) o [(2) FERR CH
REI N HIRE)) & RRFCHE L7z R PP ClE, HEREL O 5 A ki & b
W2, R & LCEICT7 2 v EF 7 HAKIEONT 4'-0H-7 = L BT 7 RO ORA R R
FICERD Bz, HEIRES 48 K H £ TO Zh b O Pk eI RIE, 9.86mg (BEE
D 3.29%) THV ., DI HLARBIET =L F 7 OHEEIL 0.21mg Th o7, 7. 5
H MR BN OB I R O % B O 2 b O RIE 1.88~4.33mg (BB 1 H&E
? 0.63~1.46%) Th -7~ 12,

TN T — 5 3% :
AR L

FRELE— a3 8%
TN m =gy 3%OMIEPRENE (TVIL 1. mHREOHR) o 1(2) HEKRR
B CRERR S AU ML EE ) & RFEHCHIE L2 R HEl ik, B2 7 2 v e 7 skt o
IZ 4-OH-7 = /L B F 7 O DA ERBIRPIED Hivle, HEIERAM%Z 48 K H £ To
TS ORI, 10.79mg (B ED 3.6%) Th-o7- 19,

(3) Btk B
FRTILHRE 3% -
0.0574hrt 12

FRELL T Y —A 8%, FoRF e — g 3% :
AT L

8. FTUARKR—A—IZEHT B1EHR
ZMEER L

0. BIEIZL BREE
BB L

10. BEOEREAT HBHE
KGR L

1. Zhith
MMERL
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VIII. 2% (FRLOXESE) (CET3ER

ERNBEFTDER
EIN TV

T

"||*

BERAEEZTDER

Z.EE(Xwﬁ%(ﬁhﬁbﬁb &)

2.1 KA RS xT LEBOE O REEE O H 5 B #F

2.2 7TAEY U GEAT v A FPEERERAISIC L D BRIEOFHIE) T OREERED
bHoEE MERIEEZFRTIBLNNH D, ] [9.1.1 5]

(figs)
2.1 7= VT 7 2 E A D5 HRAA T BFRIENTFHETE SHTERINHE STV D,

3. MEERIIHRICEHET HFE LT DER
BRE STV

4 RZERUVHAEICEET HIFELTDER
RE STV

5. EELGERKIE L EDEH

8. EEREARMEE
8.1 {HARBIRANS L 2 1FRITFRFE TIE RS HERIETH D Z LITHET L2 &,
8.2 1B (ZIEMEBIEES) (6 LAAIZ V258 I ITEMBELSN ORRE L BET L 2 &,

(fifn)
FEAT 1A RUEVHER SR A O/ RAANC B e AR EE /2 I A flil L7,

6. HENDERERI HLBBICHT IR
(1) &#HE - BERFOHLBE

9.1 AHHE - MEEFOHLEE
911ﬁ%iﬁ%@%é*%(7ZEU>%EX@%®&EE®%6%%%@<)
mEREEFRTLBTUN DD, [2.2ZH]
912&@@“?@%6%%
G O RIEICK L THW D 5E ICITE Y e fim A SOOI Al 2 0P L, Bl 2+
SATWVEEICH TS 2 &, REORGYEZ R LT 28 Th i d %,

(2)

(3) FrBgeelE=EE
REI LTV RN
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(4) KGEREEET 5E
RESH TR

(5) tE4m

9.5 tE4%
PEAR SUFIENR LT D AIREME D & 2 2o RIS L CIRTRIR O A3 etk 2 kR 2 &
W SN D HBICORMERNT D2 L, 7 uAF 7T —BIHEFEA (BROA LH) 24k
Wl L R RO BHERERE T M OR BB . EUICHE D KD IEA & 72 & D@2
o, v uAdF vy —BHEA AR TR O MM AN L e VB IR IHE 23
Sl DRERDH D,

(6) =347
REISH TR

(N hR

(8) il
E

1. HHE/ER

(1) tRZZELZDHERA
RESHN TR

(2) HEZEELFDER
BRE STV

8. El{ER

1. BlfER
ROBWERD & LoD ZENHDLOT, BEE TIIATV. BEDNRD ON SBT3 H
Mz IS 572 EEY R EEZIT ) 2 L,

(1) EX%GEIER & MEAREK
1.1 EXLEER
11 Yavy. 774 5F 22— (WTRLLHEEAR)
avl,  TTF 747X — (FWE, MERE, WRREEE) 2HLbDZENRH 5,

(fign)
Tz ETF I OT —=THNBWTEMNEFNBE SN T D, ARlZ2&KEGT 58S E 59
ATV, BREDRO NG AT Z IR L, EORLEEZITS Z &,
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(2) ZDHhDEI1EH

11.2 ZDHDEI|1EH

0.1~ 1% 0.1%A Tt
B O, FERER, R PR REJe. RIBRE, A

RIfE B —RRE

IELF 3R P8 BUBE S O AR AR A (B S o —

FNTNHRE 3%, v— 3 3% :
TGN 3%, v 3 3%DEIWEREGHNR L o7z 12,022 fiH, 61 #1 (0.51%)
(SRR BTz, TOERBOITT IE (0.17%), BIFR (0.16%), A& (0.11%) 5F

kL

THoTl,
KGRI E T ShREIB NG TRGRIRELIBE
. . . g - At
g =g [/¢=7 o
H—y'a v
FRAEREL 1,052 {3l 260 1 408 f1 10,302 1 12,022 i
RIEHI 58 BURE (1% 19 {1 5 fl 6 B 31 f 61 1
RIVERI S B4 25 ff: 6 1 6 34 ff 7144
BIVE RS BUE B2 1.81% 1.92% 1.47% 0.30% 0.51%
BilVEH O ffEE RIVEI R B (%)
19 1 60 1]
e (1.81) 561 (1.92) | 64l (1.47) 30 i (0.29) 0.50)
PR 12 (1149 | 2 (0.77) 0 7 (0.07) 21 (0.17)
B & 4% 1 (0100 |1 (038) |2 (049 |15  (0.15) 19  (0.16)
FEAR 9 (0.86) | 2 (077 |0 2 (0.02) 13 (0.1D)
e Rz g 2% 0 1 (038 |0 (0.07) 8 (0.07)
DAl ¥ 2 019 | 0 1 (025 | 2 (0.02) 5 (0.04)
(VDR e D)
T2 0 0 3 (074 | 0 3 (0.02)
K 1 (0.10) | O 0 0 1 (0.01)
PP 0 1 0 1 0 f 1% (0.01) 1% (0.01)
< LB FE 0 0 0 1 (0.01) 1 (0.01)

(1993 F4E3+ ENEEL
FRFN T ) — 8%

AANDOEIWERSER DX G & e~ 72 63 JEGITIE, BRMAMERT 25 TRITEAITERD b Ty
fcﬁb\o
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FRFEL T — g 3% ¢
AFIDOEMN 14 Figk THEM S 7= 260 FEFNCI51T 5 BIVEH B K O R 52w 1Tk o b

B THD,
JEGIE
TARE B4 260
RIVE R FEBUREFIEL 5
FRIVE A FE B3 6
BIE S BURE B 1.92%
BIVE R OFESE FBUFE
& 6
FI& %% 1 (0.38)
MEN 1 (0.38)
Z I 2 (0.77)
PR 2 (0.77)
(1990 43 FhNEED
< [ PR AR A i B >

BRARIRAARIE 24 B HOWTIEE S 722y, AFNTER S 2 ZBEEED BT,

9. BRERARERRICRFIZE
RIE STV

10. BEkE
BRE STV

11. ERAEDIEE

14 BHEDIEE

14.1 EFIFEAROEE

(RLFIE)

14.1.1 IREOREBEICHER L2nZ &

(BE-O0—23)

14.1.2 BEBPRBLTWAEARIEHT AL R LAD. BV VAR ZTZENHD
OTHEAELIEET D &,

14.1.3 BHOAFETHER LN &,

12. ZOMOFE

(1) BRERFERICED C1ER
REZI LTV

(2) FEBGERERERICE D 1EHR
REI N TN
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IX. JERRERSERICBII S 1HE

1. FEHER
(1) EnIEHAER

VI O3B 2 HE | OHEM

(2) REMEEHER

(3)

2. &

Tz NVET I OB E 2~ T A Ty b FAEY b, UYF x2 KOAXEHNT
BHEGIZE D E Lo RITR OB Th 5,
1) FRARE R

HBEEEN O 2528, MEIRERAEM., LT WA LR OHEER TR0 v, %
Tz EIEE M O HESURTE B EBEAL I3 2 B B3RO R,

2) W - PEERER R

R A X oM, i E, D, OB 5 BN OVRIMAERIERD 5 TR0,
F 7o, BARRIEENER, BB, m{AFEENIREAZE(C X DI EROG., B Bk L
TEEIIZRD bR,

3) HALMRE - HibaR

BI85 M O 0D B B Eh A 0] L 7273, in vivo 2381 /NG REIZ 5~ 252803580 B u,

4) T O

RABRAARRE A, IR &, IR FEAFE I3 2 2 M QYR AT RRERE IR0 D,

ZOOFIBHES
LR L

PEELER

(1) BEExEHEMEHR "

LDsofE : mg/kg

Till

~UA 7k
I
AR J ? 5 ?
B F 850 730 148 212
Py 539 508~582 593 495
oA 696 675 410 470
& K — — >10,000 >10,000
(F 5 B 3%) ’ ’
(2) REHSEEHAR
1) v bETF 1 p HEMHRRICBITS 7 2 v )7 OMEEE T 7.5mg/kg/H. FHMEHEET

15mg/kg/H | FE TR EIL 30mg/kg/ H THH EBZ LN TWDH, #RFZ 1 v A DR E X,
BT 1nHEMEo®EE 28R 4% (30mg/kg/H) LLEEHEESND, 4 XL T 3 5 HEMER
BRICBITA 7 =2 v e OBEERE T, 3.75mg/ke/H. BB EIL 7.5mg/keg/H TH 5,

2) v hOKET 6 » HEMERBRICBWT, 72/ F 7 2 KT 6mgkg/ H D& Ty 5

WCEE A IR D LTV RV, F 72, 20me/kg/ H T T 1 » A FE & [FREOZER
WO HILTWD,
B MERERIC IS 1 2 2R IX, 6mg/kg/H TH D,
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(3) EizEERER
HER R L

4) ANARMHER
mMER L

(5) HIEHAEFMHER
T2V EF I DTy MR THGRRT, 72 B AERGEE (20mg/kg/H) TlIfhoIE=
TuA RMEEREREA RS n A2 7T oD U ARERERICERT 2 L0 &b HiE
EIREDFRO BAV, MEURAT. RN IS T 2 PRI, 8 R O AL 38T 2 dE R o
SER, i AEEE SRR 5 BEFTASEO b T\ 5D,
RS A TR 35 1T 2 M B I B E Y (B - 1) S OYR I T 5~10mg/kg/ H &l & T
W5,

(6) BATRIBMER
R
FRE N HRE 3% -
P FERIBMIE R0 18.8 T [&2afh) LiMlESh TV 5 22,
FFERIS 22N LT LA =R B H AL T U 22
AFN % 7 WX O e HIEE K OB R RS 8 o A RPTEAR U723 <, WIRMIIC & IR BRI
FHNC ., AL BEFTRIZA DI TR 28

FRFN 7 ) — 3% :

SRR 0% 19.2 T [P ERMiicn TV b,

WM EEE 1.9, XmEfRHT 0 T I'Zafh) LM Tnb,

AFNOWEE FLRE . £ & HIBER K ORFEEZ %9~ 2 R ET— R L8 b e o 7e (U
+¥),

FRFEL e — g3 8%
bt MBI DR RIS 59 D BRI 2 29
ARFN O B2 £ 8 Bl Rz S K VR KRB (2 k9= 2 R Tl e 13 3R & 1o b 72
(7H%),

(1) 20t kEk
UG BR 25)
Tz VBT DOFENEY MIBITH ACA RBBIKET 77 4 7% —) KOPCA (ZEIE
TFT7 4 5% —) RIERHERERBRTIL, 7T 7 OFREMIZRETH D, F-, T8
TN 3% % EE Y MO L, HEEREZ RSB THRETH D,
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EEMEIRICET HIRE

. RIS

o A M LN

HRhRS 7o EEK

B2HARE
3 4

BEIRETOITIE
HERRAF

kWL EDFE

20. WL EDEE

(E-O—23V)
KR ZRET TRIFT D &,

BERITEM

BEMERELT AR 2L

<FTHDOLEY

—Fi% - R

g o

S

A

Il = =

ERREEFAR
1986 £F 9 H 25 H

o),

éj\
A BLZ oy FT—F 70 %27 70« %7 140
T T A RAX VU

HERTARRFABRUVEARES. EMELNRHEFAR. RxFHAKEAR

Moes BLEARGEAATRAER H HKRE FAMAAENEAER B | IRoeBRsaEA B
T R
’ b‘/t i 1986 49 A 25 H 16100AMZ04328 1986 4= 11 H 21 H (1986411 A 21 H
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TR HRE 3%
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(ARoeA255)
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7 . 199942 4 2 A 21100AMZ00062 199947 A 9 H 1999 49 H
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(ARoeA 255)
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(AR7EA 25 5E)
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11.

12.

13.

14.

MEXIEHMREM, FRERVAEERENEOEAEBRUVZTDOAR
FRTIHRE 3%
NEE « ZhFBN - 1989 4E 2 H 28 H 5 + Ml BRI

FRFN T =N 3%, TN a— 3 3%
Y LW

BEERE. BFiHMERZRELARFEABRUZDAR
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FHRARE 199349 H 8 H
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BARAA
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FREF R 8% -
64 (1992 4-9 A ¥ 7)
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FoRFa— g 3%
199249 HE T

RELARIRICEE T 5 1EH

AANT, B (D WITEE) BIFIZEET D HIRITED S TR,
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JEAE G A | ERESE S — R ~ L7 MR
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6) Il FEIE)  ER LI 1985 ; 14 (5) : 1375-1397
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