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(1) P3E

2 [CRLRIA
A= ¥ 7 ANFEEM4mg A > 7 AP R E H i 4AmL
A= ¥ 7 AFEEM6mg A= ¥ 7 ANFEhE N R 6 mL

(2) A= ¥ 7 AFEEMAMmg R A < > 7 A BT 6mg B o 1% 4 D 2 2k

TRAESAE | AR R
5T ASHERY Tl DAL T 1% ikktﬁb%h?“@&@ IR 1308
S T e L e L CE LI B0 S A o .
] ISES FIMFEAE 361395~96% T 1) . BRI LD 55 HOR BE 13 1R
S T s ki LTI S h o 7
iR ‘
: IFEAEHE1293~98% T V) o T WL O 4 eIk G 13 06 %
E_I @ ﬁé’%dﬂ‘ 48 H% Ffﬁ /( DS Fahn
(100000 7 %) A & Il LTI bR b o 72,
GHEM FoirE)

TR ST AR B Ly AR BRAR 3R SR 9 2 7y DU U LB S PRAF L C2 1 DAY

WYL L,

B L

BMER L
A v 7 AFEEHICIE T RO OIRAT B HENEA D 5
s o K Hisk
@— CH— CH— CH2 CH CH—CH, ey
R
A-1 CH; co co co co
OA4 0A5 OA4 OAs G PR
CHj
R,—CH-CH-R,
] 00 s
CO COOA; H3CO OH
| | ik
A2 - 5 AL R
NH,—Ala —----- Llys ------ Asn—COOH e
1 20 113 HC “NHCH,
OH
CH3 }ﬁ
R,—CH-CH-R, Q
| | H;COOH -C
jo coon Now
A-3 NH NH, ) 7 SRR
| | HyC_C._O
NH—-Ala ------ Lys ——--- Asn—COOH p
1 20 113 HeT e
e
A4 |A2EA3EEZRXRIL ZVIEOLT RIS R
G IR AL
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V. RHIICEET BIER

9. BAY HT[REMED
&HBHHM (DD X)

10. £ FRIHABRIE

1. REPOHF DD
reR3ERE

12. /AP OF KD D
EEE

13. Fff

14. REBZDME

15. Z Dtk

BN Rl&ZfRz IHWIZEZD, ThTh

@ CH— CH— CH,—
Hs CO CO EJSE:
OA2 OA;

ERT RIMURIBAMTH %

—CH— CH— CH H
do bo
OA2 OA;

AT H F 721 ENH1 2 7R T T 720 AsK O A3IdH, NHeF 7213CaHo % /R §0 7272 Ly A2l UMA3
WHIZCHoZ /R T Z & 1d %\,

m+nld, FIH5.5TH 5,

AL TN AsIEH, NHe F 7213CyHoZ /R 3o Ay VA HIZCyHo 2 /R Z & 1d 22 e

NI P55 TH 5,

RAYMRMESRE Y 2 28 F v AF~< T~ —IliREIC L 5,
(Micrococcus luteus ATCC9341 % B & L CTHV 2 Pu G PE il 2 13:)

(1) RFHIANA 7 IVAZKEEEF b v 2 53Ki0.5mL (4mg ) X130.75mL (6mgH) % h 2 TW
B ERE> L, MBS LIE IR 5 & &, WL 2T 5,

(2) REL A 7 0120.05mol /L)~ EE3E AR (pH7.0) 4mL (4mgH) Xix6mL (6mgHl) % il
ZCHEWMZEE> L. M) 7 0 )VEREER (1-5) 2mL (4mgHl) X ix3mL (6mgH) % 2.
TIRDREZ & &, AaOLBEEEL 5,

(3) ARfH123 A 7 v 120.05mol/L Y BR¥E M (pH7.0) 10mL (4mgH) X 1X15mL (6mgH) %
M2 CTHNEREZED?T o TOWITD E, POLEMEEI L DIRIRARZ MV aflE L. &
MAEHE Y ) 2 5 F > AF~<F~v—2mg% & V. 0.05mol/L") ¥ &% (pH7.0) 21 2
THENLSmLE L7ZEOWINANRYZ MVEKT 5 L &, F—EED L ZAICHED
50 D WX AR KK WX DTS % 5880 5 o

4) BB OHHEAEY ) A5 F ¥ AFII<—% L 0 FINRRILA X2 bVillEd:o R
LAY BEEANEIC LS THMEL, MBEDOANRY PV RS2 & &, F—EKOEE)
D& AHIZFFRDIREE DI % BD 5o

RPMRIERH Y 7 28 F 7 AF~ I~ —IfliRBRIc & %,

JOETFTOWEMEICL L EEZEZ NS,

W5 ANL TV

Fzz L



V . 8EICETSIEE

1. REEIEIFHR

2. BERUVRAE

3. ERERRLIR
(1) BRER#HR

(2) ERAREEIEEBR

(3) RERAER:
RERICREHER

JFFA e

VIASF v AFT I —Img(IM) I L. ¥/ A F ¥ AF~ T~ —18EHHImLo
EE TN A RIS T W IRET 21T - 7218, IFBIIRNICIFA Sz 7 —F VXD 1A 1@4
~6mg (JIfili) 2 IFBIIR IS HE S L, R4 OBEM 2B X, B0 E LIRS T 5. 80
P50 ¥E136mg (i) O #iPAC# IS 5.
<HEE-HRICHEE Y 2l EoiEE>
1 5-E06mgx M6 H 5 Witk G- MEAGEB LN OG & XEEZRER S 5 bh
LI ENHHOT, HE HEOHBNTHN TS &,
<7 i>
D AR OMHIZH 72> T, HHOBERRZMEHTAZ L,
2) B OB B 72 o T AFN RS I & B AICER>ITIN 2 725, WA IR eI
ZOF FBEWERNIOHRFTL 2L,
BTG, WEFTRY 8 WPICHLNLWS WS L 2 MR L7299 2 THHT
52k,
WHICBEASEED D 286121, BE I E2 HIC30 ~ 105 2 &,
T BT 3 S B A25~50kHz, B EA0.2~0.5W/cm* DR D b O % i 1]
TAHZ L,

S EASHEEE LS BV TR 5B % 5 502 AT 70 b 7= BB 3R (b 5L 1 2 W] s 490 167481
TOHRBIICR 161, PR 5961 TH v . PR FDZE5)#%1335.9% (60/167) Td - 721,
(FIET 805 Mo & AL2%3%i:.18 (10) 11665, 1991)

WM 1624 125 L AHI2~8mg % HLl I B ELE T G- L 7=/ 4 1361 (81.3%) 124
FPe G- & OREME SETE R VEWER AR SNz ELRIEH & L CTIEH951(56.3%)
2y EHRARIRATH] (43.8% ) 12\ TELh - MR I A3351 (18.8% ) Ko ONIT A g 22 [GOT k5 254451
(25.0%) 12, GPT 5725361 (18.8% ) 1A%388 & N7z, & 5- B O LD IR T, Smgix’éu
BEIZ6mg Ll T OF% 53 2 He<EIVEF O S BLERA%E < L REEE D MR < 72 B M1 2S3R0 & h 722

(HHIT 8858 At & b 591.18(10) 11657, 1991)
) AFH O NIRRT L TRE S T2 S i, 4~6mgOIff) IH1M T 5,

A BEASHEFC B\ T ML B 1956 % kG S AH O IFBIIR NS 5 KB & 1T\ 9 167
1% KBV AT RN PE % W L 72
PeG 1M A~6mgk Ly AFNC & VISR SN D & 512, FHIE LCABEIcH Y K
L5 L7z,
(1) sz 3
16760, PRUL E O ZE%8h=1335.9% (60/167;95% 12 HH X [4]:28.3% ~43.8%) TdH ) . MR
b £50.9% (85/167) TH - 72,

\ R FORBS A5 L0 (B v TNIE95% 5 X )
S | 524l ~ :
CR PR MR | NC PD CR+PR/524H] | CR+PR/#&51
35.9% 33.3%
180 167 ! 59 25 67 15 (28.3% ~43.8%) | (26.1% ~40.5%)

(FHET 8855 fih - & fba#9533:.18(10) 11665, 1991)



V . BEICBET3IER

(3) BRI (2) Fx 59 o PIRY
RERGRERR 16761, WA 5-H157361, ) 5K LI 5-B12%9461CTd - 720
(D5%) F 72, WA 5 R D Amg Rl OREGIAZ N ZN26 ETBITH Y HIETE 5 R A4~6mgD

SEFIASENZNTIHEZTHITH - 72,
B Y ELEGFCBCTIE, ) ELEGORGEIZL > TUTO32054512X
a7,
Amg A #E D B LIRS O G-ROPIZdmgKim O 52 % E LA
4~6mg # YR LG OFGENETImgll Lomg L T O¥E
6mgH  HRDRLIZRGOHRGROPIC6mgE iz ARG RE EOLE
IDRIEE RV ESES

0 L L$ 561

ek L

DEEGR | 4 B | B ,
AmgAih | A~6mg | OmgHl | gy o sy

Amgkil 6/9 172 5/5 0/2 B 5/7
(66.7%) (50.0%) (100% ) (-) (71.4%)

4~6mg 54/158 17/71 15/19 20/62 2/6 37/87
(34.2%) (23.9%) (78.9%) | (32.3%) | (33.3%) (42.5%)
60/167 18/73 20/24 20/64 2/6 42/94

I =

Ll (35.9%) | (24.7%) | (83.3%) | (31.3%) | (33.3%) (44.7%)
PSS AECR + PRE LA L L. R/ 5e2b L () HD%IIERE £bT,
—EMAEBIZ L

i) B¢ 5- BN 2R
A58 4~6mg T H > 7EBI OB G- BB R LT O ) TH - 720
4G F TG RIS 2 120N TERE EA LA LX) HAEDE T
BHEYRELAT) ZEPET L EER LN,

" . 5= Amg At 4~6mg 6mgits &5t
5101 % —
SEBI L 19%1 13341 6% 158431
. 23.9% 23.9%
AL 7 (17/71) (17/71)
85.7% 27.7% 0.0% 2150
6/7 13/47 U0 070
2 o (6/7) ( ) 0/1) (19/55)
35.2% (19/54)
80.0% 46.2% 33,30, 5 19,
4/5 6/13 070 270
3 21 ) (6/13 (1/3) (11/21)
55.6% (10/18)
80.0% 100% 1009 —
(4/5) (1/1) N SN
1 7 (1/1) 6/7)
83.3% (5/6)
50.0% 0.0% 0.0% 25 0%
1/2) 0/1 Lo 7
> 4 0 (0/1) (1/4)
33.3% (1/3)
78.9% 27.8% 23,3 219
- 15/19 37/133 070 a7
&t 158 ( ) ( ) (2/6) (54/158)
34.2% (52/152)
VUSRI ECR + PRE B L L, %3855 %, () NOBIIREDR/ et £,
— ERMERZ L




V . BEICBET3IER

(3) FRFEHYEABR:
HAEREERAR
(DD %)

(4) 1REERYBR
1) |EREEITRE
RS ER

2) LR

3) ek

4) BE - TRREHIHER

(5) AERER
1) ERRERE 455

2) ARBHRHELELT
K TFEDAETRIE
Kt U - BROBLE

ViE, #1528 ~6mg TR D & L5 o5 8 2%6mgll T
B 15261 (91.0%) 2 5 THB Y . $72FDHERHIT34.2% (52/152) TH Y . 5e4Bh
DZERFR35.9% (60/167) & RIS WZRHRTH - 720

-3

W5 B REFIL, 167

(RS )

i) AR ORI U TR ENRTW R - R, 4~6mg (M) 1H1FTH 5.

HMER L L
HMER R L
HMER R L
4= [E 450 % 12 38 W THEHI R o 195610 % 5t A ARH O FFEIAR P33 5388 & 1T, 9 AR
P % Mt U 7216760 0 J BE R HOME S A 3 % deat L 720,
PIERRYEITERNES IR
N N PUES A3 ey
yas J |
Stages 38 | JEBIEL R PR VR NC oD (%)
I 14 2 12 14.3
I 50 1 19 8 19 3 40.0
i 50 23 4 17 6 46.0
V-A 52 15 13 18 6 28.8
V-B 1 1 0.0
HRZEDKZ SHHESZIE
e | L BT ) 3 ZR
F1% (cm) R CR PR MR NC PD (%)
0.5~ 2.0 26 1 7 1 17 30.8
2.1~ 5.0 78 29 13 30 6 37.2
5.1~10.0 48 20 9 13 6 41.7
10.1~15.0 11 3 5 3 27.3
15.1~18.0 4 2 2 0.0

*) G DERD BIEBNE, €D ) B Tid KERELGORETHHL 72
(T #5534 & fLar#i2:.18(10) - 1665, 1991)

R L

FRzza L




VI . FEEFEIEICRI 9 HIAB

1. EHEZNICEED S
1t&HRiFL&ihEt

2. EEER
(1) 1ERERGL - R

(2) Exh & BT 3
FBRA IR

FFHINVF ) AFF v (NCS)

(in vitro)
JES AL NDNASE 2 I L. DNAEG 22 L., Mg mHrEH 2 & N PUES/EH =
N I

(1) MBS FEIPEIVER (ine vitro)
b RS AL, IR DAL o b MRS IR B X OV 7 2 FHIIE IS B v TRl
IRV %05 L7259,
TRUTSRA Y. 5-70F 0TV HEVIIE Y 7Y AF ViifthOP3SSHINEIZ B »
T b BB B PR 2R L 728 (1)

(2) MBI INEIVE (i vivo)
VXolIFE 7 3 FI2B W TIFEIIRAB 5 X D WSR2 /L. ZORIFIEINCS
RIVENVE Y VKBBOHGIZE DO NLPUEERR LD bR, T2, SR
P50 & 0 H W 2 PRSI AR 2 B L 7278, (2. 3. 4. 5)

(3) DNAEA B RHENH (in vitro)
AFNZ, PM27 7 — VBRI EDNAB & OHeLafll i 2 W72 2B W T, il
DNASHYIWTER & & & I\SHIENDNASRUI BT EH 2 383 L 72, (1X16)
F 72, L1210 IS 5\ Ty M1 2 Go/ M AR 2 5 BL L 72Y 5 (7)

X1 FESHEC LS 3 BEEIE eSS (in vitro)
ICs0fiti (nM)
A
B SMANCS NCS MMC
SK-Hepl (F-##) 6.7 6.0 750
HuH2 (J74%) 27 31 1000
KB (SR ) 25 41 330
MEKN45 (5 %) 107 30 90
t b ST4(H#%) 20 8.5 90
HeLa (15 SHELHE) 31 17 120
ACHN (&%) 19 15 150
MCF7 (3L%%) 200 111 1300
K562 (F11i35%) 5.3 3.4 150
L1210 (F1f9%) 7.1 4.8 190
P388 (1 1fiL375%) 14 4.6 -
<A P388/ADR 31 12 -
P388/5FU 15 5.8 -
P388/VCR 16 7.0 -




VI. EHEIE(CRIT SR

(2

~

EMERMNTS
HERRUE (0D %)

E, W X W) RHEE

~

G WE X W) RHEEE

.

ULES

i
bl

pas

&

&

s

1

F2 VXBFEYHXIcxT 2HEEmE”

—-JEGOR X SR - (FFEhiE. n=6~9)
a— Fibr vil™ PSPV IU VY D KR
11223 2 — Fer ™

1000

800

600

400

200

Mean =S.D
#4P<0.01
(vs.Lipiodol)

6mg

A IR 1% Tl IR 1% BhERE 1%
K3 VX FFHE™Y ¥ ST 3 HiEEsE”
— TR AR S — (FBhiE, n=6~9)
(1 (g)()) 100.0 [ 50 ~ 100% e
% 100%15¢
55.6
604 55.6
40 28.6
20
0 0.0 0.0 : X - ;
(0.2mL) 0.05mg 0.1mg 0.2mg 3mg 6mg
I — Ny vam* A=Yy A/ D — ¥ Vil* IV VU ¥ VKA
0
0.0 0.0 0.0 0.0
20
] 33.3
40 2.3
(%)
(B HRIZIEY ) D b D)
R4 VXFFES ¥ 123§ 3 HiEmmed
—JEEEDOKE S DR - (FFBhiE, n=2~8)
EE Y (N 2wy A 1248 NCS
00 11223 I 1051 1122
Mean = S.D
800
NCS/
3— N m*
600—
400
NCS/5% it 0.2mg
200 NCS/5% % 0.8mg
2 — MLy
CpER i 1% BhiERE 13074 EojPeiSd 1%



VI. EMEIE(CRIT SR

(2) Exh & RT3
HBREAE (DD %)

®5 VXBFEYHXIcxT 2HEEmEY

— B % — (WFEh7E, n=2~38)
(%) I 50~ 100% A iligse
60- 57.1
[ 4 fRugise
E ]
W - 37.5
Il 40
)Zlé .
320
L.
0.0 0.0 0.0 R 0.0 0.0
(0.2nL) 0.2ng 1 0.2ng 0.8mg 0.2ng  10.2ng  0.8ng
ARYI A/ rommmmmmmmmmoooo NCS/ Fmmmmm e

A= FET V™ |52 ey sm* 2= v 2 R /5% |5 —

FAbr l* ) NCS/5% M

100

(Be5-RIZIEGL D D b D)

®6 PM27 7 — BB IRDNASSYIN(EmRY

100+
-@- SMANCS

-O- NCS

50—

EDs fitl
46nM

28nM

-3 ()

X7 BB 2/ERY

SMANCS 100—

Gy/M

NCS

Go/M

U BE (M)

K2~5 %) I — Kb Y (D EF F=u oL k5704 F®)

i HE (M)



VI EYEEICEAd HIEH

1. MAREDHE-
A&
(1) BELER L mARE

(2) B AR ERF R
(3) BEAETOmPIRE

(4) FEEKRERBTS
I iR

2. RMEERIINT A -5
(1) WRHRE BE T 28

@) A APRLTEY 74

(3) HREEEH

(YR P 3

HMER R L
(BE)in vitroTOMILADNASEYIBEH 1220~100nM T - 729,

(FFEIIR N2 5-)

AR ¥ 7 ADRBER (4mg/4mL/body) % IS EE OHEIIRNAIR G- L7z e & H5%2%k
CAHBTOY ) A% F v AF~< T~ — OIFNESRLRP S0 FUS PR EE 1, 2 21229.8 %
U381.8ng/gCh otz T2y VI AFF ¥ AF =T < — ONFIEEEHLER P BT 5 R
LD D, 221650 0553158 <« FIES ALK DB = AR Nz, #5154
HHTY Y ) AYF v AF3 T~ — D EGEAMRNIRESEMETH 722 L2 b, TFEE
IR LTV A BEIENO Y ) AYF v AF I shas &, &
Y ) AYF v AF= T —ONFEEMRED S O RIEIETH S 2 LATRE SN,
—H. VI RYF AF < T — DI R FOGTER B IE B 54 1TRE R T510.3ng/mL T
B ZOBRBERENIALT L 7zo WA EE O I LR 126. 1 T d - 727,

FEIRAZSEDY / 24 F > ZF¥ 77— O EBRRE

R AL S0 S 2 (ng/ @)

- WA | IBHRLE i I I E5
] 229.8 18.6 13.9
AR 15H (16.5) (1.3) (1.0)
} 381.8 19.8 6.9
AR 26H (55.3) (2.9) (L0)

) MIFIEEIFREEICN § 5 b

FEIRABEEDS / A 82F > ZFT o7 —OMiEhERE

TR SO (ng/mL) t12
izt RiA 6IHE R 2451 (hr)
510.3 385.3 184.4 45.4 6.1

<> (IR R L rp )
BB GREMICY ) A Y F v AF< T — KB Z RS L7z & X ol
VMR IRA Ly B AR P11 33,7~ 17 8 [ ((F399. 185 () Td - 7219,

MR L

Y LR
MR L
MR L

W BE BERNICY I AT F v AF < T —KENL.5~2.0mg/body 2 T, 1555 [ & Fifei
RS L2 D2 ) 75 > 2139.6~18.1mL/hr-kg T@H - 7210,



VI . EMENRECEI T $IEE

(5) A

(6) MFEFFEEE

3. &R

4. B
(1) I — B&EA P9 @ iE i

(2) BREADBITH

R L

82.7% (1fiiF) 1V
(M%) FRI B O A Bl L 72 s L3 H-A~ v 7 2 & 2. i%E90%. SH-A< ¥ 7 A
10y g/mLE L72d D,

YL Rw

MR L

HMER R L

<BE>(5 v N2

VIRYF v AF< T —SHEEHAK (100 1 g/kg) ZHFUEIAH HO 7 v MZHIRAES L7
EERIRPGHEEIE TR ORERIZ B W T S BHMRIMERRED2% LT TH Y, V) A%
F U AF I —=DIREANOBRITIIHD TL o2,

FIR14B B0 Z v b ORIRAIRSEHEBA KNS RERE
(P39ffi + SE. n=3)

Y1tk WG REIE L (ng SH-EZ3kfA 24 & /mL or g)
5% 117 [ 245

It 4 1935+ 56 88810 55+ 4
4 1ML 1196 4 559+19 34+ 3

Ji% 16+ 2 8+ 0 1= 0
L ik 137+ 9 86+ 4 39+ 2

Jiti 169« 2 131+ 7 49= 1
JH- Jlisk 679 +27 1001 =41 986+ 32
BObK 545+ 33 1464 =31 2241 £115
B R 50+ 3 54+ 2 49+ 1
M 270+13 417+14 532+ 16
LM 27% 4 43+ 3 58+ 6
J He 207+ 6 219+10 122+ 4
+ 1=} 76+ 8 87+t 5 134+ 3
ES K 2+ 1 3£ 0 2+ 0
I ER 176 +12 168+ 9 78 4
i E ! 1+ 0 2+ 0 1+ 0




VI . EMENRECEI T $IEE

(3) Fitsh A DT LR L

<BE>(5 v b HIRNEES) 2

IR F Y RAF < T~ — HEG#RAK (100 1 g/kg) ZIRATORET v MERNES L7z &
&, AP RE I P 5RO R I i S 2 R L 722, 24 TR EE D39 % 12384 L 72
TELIE o BN IR BE A S 7225, WFLYE O MU e OSBRI L I ge ld v 8
NOREHIZBWT ORI SN 0o 72,

HEZ14BBORZ v M OFIRAR SEEBRNRESEERE
(CE#H M +SE. n=3)

_— TS REMLE (ng *H B3k K24 & /mL or g)
R | e | 24K
FLit AT
o A 748185 23615 49+2
Bk ot 22+3 46+5 18+4
THFLYENDFEAT
o 4E 632117 2209 46+2
Bk A I 389+15 131£2 28+0
HINFLIE 3+1 53+15 16+4
| (T3 nd nd nd
4 I nd nd nd
- Jiid nd nd nd
ML Jili nd nd nd
L i nd nd nd
T ik nd nd nd
L nd nd nd
nd: Bl g g
OF T NG T R L

(5) Z DDA D MR L
BiTiE <BE> (7 F) 1)

(1) AR~ D55 Ai
ARHOHEE AR Z I — ML Sl () € F—= o b5 704 F) 6 L 7= R
(A SESHAE A D S ) % R ™7 3 D IF B IR P ~$%5- (200 12 2/200 2 L/body) L 72 &
&, 512155 OHLE IR REIR I IHEE Tk b & < ke THFBE S ALER > M4 > BT i
oA BB T 1E 5 56 > HiE > 5 > 2 OO MRR T H - 700 THEEN AT e 13 #¥ 5-1% 14
HE TR SHER Lz IS MNREIZHENRE LD SRV o0, &L 2 oFHEmIc
R L7z AR i e BRI W T MO JERE R T b o FFIESEE B BE R 1% 028 % LLF
AR o 720 Wi BRERS A5 0 B ORI C O T BRI A2 o 720 % 5- 1261 M £ TONTEZ F
< HUMEN B BB BEIZ . VW3 L D BTHEEE N T REIREE D60 % LU F Tdh - 72
— 5 ISR B R, L B BE. U O SETAE O RLEE PSRRI L, P SRR 1
ER L8 BRI L5 B55%TH DT BOThgIZIREE, B W IFIEH 8.
BE, SRR B W TED o 72,




VI . E=MENRECEI T $IEE

(5) ZDODHEEHEAD
BT (0D %)

5. U
(1) RBEEBALR O RBHER

(2) R#HICR5T 2BHR
(CYP450%) D9 F1&

(3) MELEERDOHE
RUOZDEIE

(4) KRBV OEEDOFE
RULbE

(5) EMERHBD
RERY/NTA—4

Q) &EHF— b IVFTFTT 4 —
AHSHE#MAD I — FILZ Yl (W EF F—V o b5 7004 F2) BB (80 g/
80 1 L/kg) % JFHR ™7  F O BRI G L7- & & $ 5541, 1, 3. 7H T, EEH
TR B VI BEASRR D DTz, F 72, HFIEEER, B M OV 61 U REDYERD H 7z,

(3) RN S PO 1 it i
KD I — B () F= b b T 7004 F®)E T (200 12 /200 12 L/body)
& NHE 7 FORFBIIRNANIE G L7z & & 3512155012 B 1) 2 HRE N S0 BOG PR B 1.
JHE RSB LA B O ILAE C i < 3 ORI > RS 30 5350 > JFF E 0 > L, il > Lo TdH -
720 BFREBS IR BRI E D14 5 L FRReICHERS L 720 3 5147 H Cld. Sl USRI B 1E
WERESS AR C o D w8 o BFIEES I B0 I 30 S OV A < i, PSR 02 ~8% T dH
0\ ZOROMERTITBI SN2 h o 720 FHIESPIHREEE D AUCo-7atd IMHE, RS 3 5
BB OSHFIE H BB EE D AUC-7a D NZFN2.1, 51K U7 5K & L F 7% 5-%1~7
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4H 8.4=3.4 3.2+1.4 11.6+4.8
5H 9.6=3.9 5.3+2.1 15.0+5.9
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$EFE ROERER HKBIEE D FA A AR 0 AT £t
wEmEEy (W& OE #l XK 177 4779 4,956
—B FI R H 55 o 58 BUIE 61 5 170 1,899 2,069

I E H 2 o 58 3L B 759 3,462 4,221
B8 H 2 o %8 BLIE B 3% 96.05% 39.74% 41.75%

I
kg coms ks | At

Kl comk| i RgaE” |

ail

e N
IR ORI RV & O MU S BUE UL OV 42 (%)
BB REAESREES | 0 21(0.44) | 21(0.42)
Tt AT B 0 1(0.02) 1(0.02)
Z 9 ¥ Gii) 0 2(0.04) 2(0.04)
5895 0 17(0.36) | 17(0.34)
aAki-e 50 0 1(0.02) 1(0.02)
- BRREE 0 1(0.02) 1(0.02)
S P B B R 0 1(0.02) 1(0.02)
A Ffii 0 1(0.02) 1(0.02)
iR - KRR 0 10(0.21) | 10(0.20)
AN 758 B 0 1(0.02) 1(0.02)
BZH 0 1(0.02) 1(0.02)
Tl 0 1(0.02) 1(0.02)
VY] B R 0 1(0.02) 1(0.02)
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EHEE 1( 0.56) 2(0.04) 3(0.06)
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R UETRIN 1( 0.56) 0 1(0.02)
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H % 1( 0.56) 4(0.08) 5(0.10)
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M 5 80(45.20) | 185(3.87) | 265(5.35)
M - 80(45.20) | 121(2.53) | 201(4.06)
T 0 6(0.13) 6(0.12)
BINPS 0 2(0.04) 2(0.04)
Lxo5<D 0 5(0.10) 5(0.10)
WAL B 1( 0.56) 35(0.73) 36(0.73)
RESTRI-v) 5 A0 0 2(0.04) 2(0.04)
FRAR 109(61.58) | 71(1.49) | 180(3.63)
23 0 2(0.04) 2(0.04)
L i 0 1(0.02) 1(0.02)
I JfiL 0 2(0.04) 2(0.04)
i 4(2.26)| 270(5.65) | 274(5.53)
T 0 1(0.02) 1(0.02)
ISR i e 0 9(0.19) 9(0.18)
i 0 1(0.02) 1(0.02)
B 5 Wh Tt 0 1(0.02) 1(0.02)
o R 0 1(0.02) 1(0.02)
7I7—¥ LA 0 4(0.08) 4(0.08)
£ IR 0 1(0.02) 1(0.02)

1) HIH 19944E3 H 1H ~19974:9 H 30 H

" N N
B O % 0 B A BLAE BB O B %)
i - BB REE 47(26.55) |488(10.21) |535(10.79)
AGH % 4( 2.26) 0 4(0.08)
I 0 34(0.71) |  34(0.69)
PR F 0 143(2.99) | 143(2.89)
JH A4 e A o 0 23(0.48) | 23(0.46)
T - I 0 5(0.10) 5(0.10)
JFAR4 0 49(1.03) | 49(0.99)
MiHEGOT k5 18(10.17) |  89(1.86) | 107(2.16)
Mi%GPT L5 19(10.73) | 86(1.80) | 105(2.12)
JHA 5 0 1(0.02) 1(0.02)
RFE% 2( 1.13) 13(0.27) 15(0.30)
YUV E VIE 21(11.86) | 150(3.14)| 171(3.45)
ray VR 5( 2.82) 0 5(0.10)
Mgk v A7 3F-4 15 0 6(0.13) 6(0.12)
AT IAFET|] 0 5(0.10) 5(0.10)
ICG L5 3( 1.69) 1(0.02) 4(0.08)
y-GTP L5 0 12(0.25) | 12(0.24)
A B 7z 0 1(0.02) 1(0.02)
HHAE 4% 0 1(0.02) 1(0.02)
JREREED LA 0 2(0.04) 2(0.04)
JF P2 0 5(0.10) 5(0.10)
I 2 0 1(0.02) 1(0.02)
[EEsaY1 0 1(0.02) 1(0.02)
RE-wEEE 46(25.99) | 87(1.82) | 133(2.68)
7Y =Y R 0 3(0.06) 3(0.06)
TVANTFAT 7= ER | 14( 7.91) 12(0.25) | 26(0.52)
LDH |5 21(11.86) | 25(0.52) | 46(0.93)
CPK |5 0 1(0.02) 1(0.02)
) Y AL 1( 0.56) 0 1(0.02)
B - 25 1( 0.56) 1(0.02) 2(0.04)
Mavaso-vER|  1( 0.56) 0 1(0.02)
A R 15 2( 1.13) 0 2(0.04)
A1) A LE 3( 1.69) 3(0.06) 6(0.12)
AN aiE | 2( 1.13) 0 2(0.04)
IR T 1( 0.56) 0 1(0.02)
mrabAFa-VEF | 7( 3.95) 2(0.04) 9(0.18)
B2 IS 10( 5.65) 6(0.13) 16(0.32)
PR 2( 1.13) 0 2(0.04)
bR 0 1(0.02) 1(0.02)
773 vamsE| 13(7.34) | 24(050) | 37(0.75)
IV VIAFI-EKT| 0 27(0.56) |  27(0.54)
e & 1 ML 1( 0.56) 0 1(0.02)
M R BT 1( 0.56) 0 1(0.02)
B VEZTIE| 0 1(0.02) 1(0.02)
O MEEE (—R) 7( 3.95) |123(2.57) | 130(2.62)
5 1ML 0 5(0.10) 5(0.10)
VERZE I 0 15(0.31) | 15(0.30)
A 0 1(0.02) 1(0.02)
AL 7(.3.95) | 103(2.16) | 110(2.22)
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% iR ~o A | iv [0.03, 0.3mg/kg TR 50~ 6IF I L L, 3,
1z (10) TH#IZBWCTRE L < 3mg/kg TH Y
o 1. 3. THRIZBWTIL T,
3| BT <A | RUYFhFV—=| iv [0.03, 0.3, 3mg/kg THG-155 14 K UN24H5
5 (8) Fifei A (v) BICBNTHEL L,
1 <A [A MY F=—FFE| iv [0.03. 0.3, 3mg/kg THG-15% % K U241
H ®)  |#EAGY) AR S Z 1
SER DU <A |BEEEPS-(ip) 12X | iv 0.03. 0.3, 3mg/kg THG5-155 1% K UN24 1
(10) % writhing BRI BWTHELR L,
<A | Ei% iv [0.03. 0.3, 3mg/kg T 5155 % U241
(10) BIZBNTHER L,
g <~ A |Courvoisier et al. iv. ]0.03. 0.3, 3mg/kg T 5- 155342 B VT
AR a0 |0k WL,
HlHa ) v, B[ELVEY MBI O T X F|in vitro|1070, 10°g/mLTH2% L,
BIAZYI Y, = (3) Vay) v, bR¥
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A |k i 3 i B &
g
3
Py
1E
JH
w WAL | 7o b [Pkl iv (0.1, 0.3, Img/kg¥t 5 T1555 B U245
& (10) BICBOTEER L,
xJ
*
P
1
JH
s | Rk J v b | R ERT v [0.1.0.3mg/kgTHH0~6, 6~ 2415
= (8) U3~4, T~8HBIC BV THEL L,
£ Img/kgTH 5.6~ 2415 |1 )R @ J# P K i
i U
3
=)
1
HH
& | I i e AR | A E IR, 7 iv 0.1, 0.3\ 1mg/kg TH5-15%5 & U 241R¢ [
s 6) |mhwByE BIZBVCTHER Lo
2 B, #Rs b oy R
3 75 AF
2. B4
(1) BERSHMHER BEESHHHR Y
LDs(mg/kg)
SwAE | e — A, —
IR N5 JE IR % 5- IR 4% 5
M 1.50~2.00
<A
i 1.21
_ i 0.78~1.13 0.304 k.
7 v b
i3 0.94~1.13
C—ZVk | M/ 0.375 0.37504 1

(2) REHREGEMHHR R 5 EERRY

7 v MZla AR U6 ARG L7t BREVEO KRS, A8 0 7 SRlliko 2
WAL 5, BB R130.003me/ ke TH » 720 € — 7 M RIZLH AR U120 7
BIRNEES L7 a, 79 7 4 7 % ¥ — ik, 5tk RS, B0 ¥ SRk
FHEPEAAL, DHIRASEDTR0 S AL, BB R120.00lmeg/kg TH - 72
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