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Eg5 WFf KIF11, 28K 8 8 [ 4% 5 1 BimC #y [A] 5 Y 2R
Y. )@ T NI HE O, Egd LA 1 057 MR AEmakit, 1%
H 3G N I 15 3 XA R E 45 0 19 25 T X C
RBEX. BIIXEH 20 M EREE . HFHET g TS
Val2l, % 1 F RAK # J¥ R6 45 F 9 Lys357, Asn358-
Pro363 J& % 4 Ji 2h X A op [A] % #h 45 4 (Glu364-Val523,
Cys684-Lys716,GIn782-Arg826) i i% 4 T (linker), Egb Ay C
KB (Tyr829 Leul057) 61 & pded2 B AL fi 25 1
RN Thr927 J& p3ded2 2 H I HE — 1 F BB R k0 0.
Egs W A5 £t B 2 o MR ES M 4L .

Eg5 P45 IE 19T W — 2% (A A B A2 S, R OR i 2 1] - 47
FERCE bW 377 AR A B J7 . N-K o 3K 3 2 W R O
(MTs) ¥ 8l 3 %2 Ty R & 78 b0 1A 43 85 41358 08 i AU AW &5 R 4
B SR AE— AN TE 1 E2 g I B Lk UK P 2 A R L G R ) B S
WZ AR . Nk, EgS BN BV 1Y I BE Bk 2 Y 6L 4 i
. 256253, BFEiE RNAD T4 HAR (Egb fiifkh
F KNGy R A ] Eg5 34 aT LA BH i i 88 4 i 7E A 24 45 4
L BEJS S BOAN ML E T . Bartoli 250 IR I #f 57 4R ) Eg5
[T B AT A2 5 22 KA 5 8 /N 43 400 44 390 W R £ 5 Tl 4 i
225 R MM E S A RS R H AT 3R R R P A
Egb X 4 M A 22 43 %L b 01 10 52 0, JHG v e HLAT 8 SO 3 A 41 o
1 Eg5 YE I JE B Monoastral % 5 {&"' . Monoastral %j i {A&
W) Mayer 2522 78 1999 4E & ¥4k & ¥ Monastrol 5 Egb
IR E AW BOR 2250 38 1k g7 R P b e 22 0 2R Y
FRIEZE ) 5E L. Monastrol &5 — & B Egb & 1 F 7
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INGFALE IR, RS Eeb 454 J5 i i R
il B2 Bk 1 (ADP) )\ Eg5d 1 i B, J& — 28 = B e R 1
(ATP) W HESE e 0 770500 . Kaan 2522 % ] Egb 5 S- =%
-1 2 e 42 iR (S-trityl-L-cysteine, STLC) 45 4 M ik 5 &
Y1 0.2 nm 43 ¥ Iy R WFSE I 7 5 Egb 454 r L WA S
Eg5 454 J5 i Egb M5k 48, 730 ADP KEEM Egb B HUY
% Monoastral 2 %E &S,

Egb 54 24y % VMK AW RIEMN T Egb 78 o %
KIS 5 IR Y & A L R AR 36 . Nowichi 255 it 1) ] 2% N
AT R I Egb 808 Mok 40 I (i s Rk . T
K 2F 1 A= i Bl 2 15 4% 20 i 52 0 % % 0 LE IR AR i 40 Ml o EgS
F RS, PRI P S A X BB S AR R ES T IAE R
— A UETE R B0 2 Wy HE S AR B TR Egb 1 40 i 1 T
RN T IR IRITIRSE .

2 Eg5 & F

Ffi % Monastrol ¥ & I AN 18 . S48 Eg5 B i il 77 5%
VI 22 B% 245 0% /) RO 53 3 W 5 FF R 470 I 988 245 490 1 4 8, EgS il
F 9 E 22 2 Bk T A0 5 W0 1 5 3 Rk R T AR G W R 25
LG ZER R R ENLAEWE B EY b R
S50 5T L, TR R B R 2R B R T b B UF S R . W 2004
FERFW STLC LB, FHok Bt B JE Debonis )N NCI %4
I UG L B 2 869 AN/INar T A6 G W T W00 3kl A1 400 ol ol -
Eg5 iy ATP BgisdE, 45504 154 MM AW HA Wl Eg5 iy
ATP B3 M. 154 B 15 Ak A W 0L 48 26003 b 410 i 45 SR
Sy bR Hod .5 ANE A B d Hela 4 i, 4 2243 2 1E
STLC J2& H v i 5 i . e il Eg5 fE il 25 8k /K J¥ i, Monoas-
trol g4k {A" . STLC & BlJG , Debonis 3 F| F 18 Hl 245 ) %
T8 AL A o STLC 58 L5 8] T — R 3G M 47
B A6 E W STLC (50 it 1 1 7 JB% JOE it » i 370 ot e 8 Ak 5 55 3
WFoE P AR 8 T 88 E

25 Egdb MR PR E T — 2 KRB E 25 A & M
WEFEBAL, (i F X SERHIF TAE & AW 8% 7 3 10 248 f 1 [a]
Bk 2 1Y) EgS 0 SR 5T 7 vk g 0 5 A B L L P s R AT
LA E & AT I RBFFE L 0 Ispinesib, AZDA8T77
twEme s AL/ GRS .

2.1 Ispinesib/SB-715992 Ispinesib/SB-715992 & J@ T W% Ig
2 1 & ¥ H GlaxoSmithKline I Cytokinetics 2y # & % .
Ispinesib 9 f FH AL 5 Monastrol # il 75 =CAH 7] , ¥4 38 i 45 &
Egb JE i Monoastral Z5#E {4 , o 11 4l il 45 22 53 34 {H Lt Monas-
trol FLAG BT 47 (9 v& M L 22 55 — A AR I R I 30 g 3K 3 2
Eg5 ATP B 19 28 ¥4 (4 715 23 7 30 ) 570707 o 78 I PR 1 AF 5% o s
Ispinesib I A ZEF/ MR AN 2 19 1C50 2/ 1.2~9.5 yM,Z{

13 B AT+ 2 4 (1987 ~).
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RSN 20 M 14 Ispinesib 1 T SKOV3 B H 5 41 fitd 7T 5 £
H ez oy 3k . XA BB AR AR Y 0 45 Mg A )N A A e
JBE S i L I T 5 Ispinesib 30 mg/kg, 33 & B g iy A= K AT
R . 2003 4= Glaxo Smith Kline 2> 5] 3 A JE /)N 20 it fidi g2 11 399 11
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J& A WF 5 MUAG R AT 22 F b 988 04 G DR BE 58 9T A5 1 0F 9 v I A
S A 24 W v e AR R0 R A I (DL 2 3y b 4
Mg/ L B A WL B BA A A 2 T, H R ARG
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W T RE IR R A sh B R RPN 3 24 R R
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%, 1 AR AR b PR AR IR RS R A 14 AT H
B, K, 2 MR ARSI .
2.2 AZDA877 AZDAST7 Hy Astra Zeneca WX H A& )@ T
WENERR AL A . AZDABTT J& N — FR B A 1 9K 3 2 (1 4 #k
P 1 CKSP) 3 i 771 05 3% H 40 ) Eg5 36 PE 4k &4 - R
509 A Ak BT RN 24 W R 0 S T Il R T R 1 Eg5-ATP i1
A [ /NG AR R Y L AZDASTT W4T AR £ 3k U T SL 1A
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PERT . HATEE ARG R AY 6 AT H #R K O AZD4877 £ 11 W i
PR 5 A A i v 1k g e,
2.3 SB-743921/ARRY-520 % BE [ 25 4k & ¥ Ispinesib il
AZDASTT FEZ Fp iy 11 W1 PR AF 5 45 3 B 7 3O R R 4, L i
RWEHEAN S . B AR 21k A W) SB-743921 ST 2 Rk
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