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GSK923295
FEgRS: MB4035
REFRE: >98%
BEME: SMG;50MG
R solid
EFER
¥R C32H38CIN504
DTE 592.13 y Y@OY
CAS No. 1088965-37-0 T - ¢l
ek ot -20°C, EAPHEATIZ ] Ij:/ | .
DMSO 100 mg/mL (168.88 mM) =X — 0 h
BRRIH25°0) Water Insoluble on

Ethanol 100 mg/mL (168.88 mM)

IEED | AREREEETUEN, NREEIR, JSFMESRL.

HfthinBl | ATENLEMNEER, BFLRRAMREFERE.

fE@i7T: GSK-923295 E—MiFRMAIZetg CENP-E IRzhER ATPase jEIHHDHIF,

A& : Benzamide, 3-chloro-N-[(1S)-2-[[2-(dimethylamino)acetyllamino]-1-[[4-[8-[(1S)-1-
hydroxyethyllimidazo[1,2-a]pyridin-2-yl]phenyllmethyl]ethyl]-4-(1-methylethoxy)-
PIEEIEIKR AR

AN e KEBEEBEK

BERME DMSO 100 mg/mL (168.88 mM); Water Insoluble; Ethanol 100 mg/mL (168.88 mM)

BE! e >98%

RERM: -20°C, EERhEEATIE

EVENE

- GSK923295 245H M CENP-E IRXEhEH ATPase RFIZATHIHEF, KiJs 3.2 nM, X95835EY 1182 F01
T183 {EFIZ RS,

= CENP-E

IC50 3.2 nM (Ki)

(IR

GSK923295 BZE— MBI, EEMHEE LS HIRNERELAIEXER-E(CENP-E)IDHIF,
GSK923295 5 ATP FfHE (MT)IEs= S HBIDEI CENP-E MT FIEH ATPase i&1E, Kif 3.2
nM, tLEIRFNERESEFEMR. GSK923295 HIFIFTHBIRER, 12 CENP-E BiAl SHEEE
YEFR, B&(K ATP {2389 CENP-E M MT (koff, MT) BISREE, #Bid 50 £5. GSK923295 §3¢+
HESREIRHERIET, EEE 2B, GSK923295 fEFTF 237 FEMIEER, BaulsieEm
BE4EE, 9 GIS0 79 253 nM, J{i# GIS0 J9 32 nM, S4B REEVEEEES(MEK/ERK)
SSHEME, GSK923295 BEEXUNHIAEMIEAR,
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GSK923295 43R, (o RANFEATET/IMAREIEN. GSK923295 S51 4n | 2n A%
BILLBUIEIN, XA EREERIEMEE. GSK923295 #% 125 mg/kg FIEALIE Colo205 FB1EME,

AR | BEERAMRMNEEYE, XAEREEFIEMREE. GSK923295 /ERTFLiMEER, SIF/LHA
B, TP, EoRERERE, BEEEENINIMEEYE, XE)N UEESTREE—NENEE
g =

$SE GSK923295 EE—1MNEMAY, 15 CENP-E 3NHEIFI.,

iRk RHRAR, ZNRTOFEYS, BSEFERMSE, MERTAK, GSK923295 BERM
CENP-E 3Rz1EH ATPase AIZAEHDEIRI, Zme] AT HEXUSAIRIAEIE.

figikEcE
f 7 og
- T 1 mg 5 mg 10 mg
1 mM 1.6888 mL 8.4441 mL 16.8882 mL
5mM 0.3378 mL 1.6888 mL 3.3776 mL
10 mM 0.1689 mL 0.8444 mL 1.6888 mL
50 mM 0.0338 mL 0.1689 mL 0.3378 mL

SHTINRE (UHSE)

2 [

i 2

KEASIAEHAEARITE BL21 (DE3) FhRikH4Et. CENP-E EREIEEEHRENR 6-his fx
1CHY 2-340 %L, FRrETASYEA MT 7£ PEM25 Buffer[25mM PipesK* (pH 6.8),2mM MgCl,, 1TmM
EGTAJF#175 10 M Paclitaxel #ui#F. 500 uM ATP,5 uM MT, 1 nM CENP-E B7E PEM25
Buffer FRlIEFSZSHIHIAY IC50 (B,

HRESELS

Cell lines: fyEB4AER

Concentrations: ~10 pM

Incubation Time: 72 /\d¢

Method: 7£ 384 L4k, {#F MDS JEZBH T4 IIHISEIR, M Incell 1000 £51T DAPI 6
EEAERY DNA &8, 57 24 /N (To) FEFRARIREZYIBLIER 72 /MY (T22)E53E DNA
BE, B T WEER—A To. (£ XLfit MG T RS, WEAEXS TodbHl 50%41
#9 GSK923295 iREF Yimax fB(GI50).

ShsERs

Animal Models: #7% Colo205 EinftaiEnd/Ng

Formulation: 4% N,N-dimethylacetamide(DMA)/Cremaphore(50/50), pH 5.6
Dosages: 125 mg/kg,1Hi@ 1 ABRER=IR, RFEER/NEE

Administration: fSi&E57

(=]

oKATMNIFEEER, ERTHRES, FRAMIMNE, RENVRAR, SUSSERE.
oD T MIEENEERMEDER, HEMREFMRIERERMSE, U EESENESETRARZA.
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1 FRa%E: BREIRMERFAEBCHTOE, BADERE. ERMHNFRETESHED AN mE
BR WIEEEHREEER, BEITBIMRSHRNZROETENE, SRNMBMELRE. WTHER, KPR
(e, BSLEHTEYF, BN Parafilm HOME, FRBENEEREER. MREENEEK, B~ mn
B, #WEEFWE, LRFIMERRE.

2 EERHE: ABoIARERI ERELERE, B RENBMENS. WFHEHETR, BERAS
&R, MIRIEFRESIEE DMSO, BERFIETAEBTET 80 BXKEMT, —RAULUSERFE 3-6 ™A
AL, TEEFRT, BXESREITHE. BRfiEiRERR.

3 HRISFIEREIS . BREMAFTELHHERE, HRESANEEEAHAREET/FR. AT
WEMEIEAMRY, FRLAERZKIEAR (40 PBS) #RERT, WIRESMTHIE, FETEREERENER, +
SXILRFAERE. WA DMSO {E/9EH, i8HatR DMSO REEERIRE <0.3% LA RMIESE.

KREHT, FBEWET 0.22UM RERTIRLIURE, B2XRARI, HESESEREL, GUSIBL
aiEtt, EERIAEENSEHIRELE.

4 (FRENSEIERIA: BT RESUSYRESEN, ST TIFREHKTE, TREFEMA—LHBEREN
fEJOBNARI, WMHE, CMC-NA, HilEF, BRFEESFERBXXEVRE. WEER DMSO, itk DMSO
AOLEIREE <5% AR RS HER, AARRIRITHINR, TILSETER

SAREIRS G BIRE R

b (KE(KG)  (ARERAM2) |Km ZE
g 12 0.6 20
by 10 0.5 20
bz 3 0.24 12
2] 1.8 0.15 12
iz 0.4 0.05 8
KBS 0.15 0.025 6
G5 0.08 0.02 5
NER 0.02 0.007 3
¥ A(mg/kg)=z1¥) B(mg/kg) X z04 B B9 Km REY/E040 A 9 Km &L
5 £FERIELERI

TWEFmE, BREERFRIERTEY, FSERTRIA. NTRSMEN R, HERT 500MG
A9, BAL AERMIEERSERRN. BT~ REETREERIETHE, NmSE-mitETEEEEs
EETL XIMREAESGITHEF, FEMRERRHT, Er-miFEER. YTRiEr=m, "JLTE 200
REAHFBELD, BERIERKR, MRk,

rRirSiirEEsE—EiRE, £ NICERYETRIESTEE, EEMN

e RO hezsm
1-20MG 0.1MG
50-500MG TMG
>1G 3-5MG

M ASERFREFRETHN, WREWIRFRIEIFRE/), BERBEREATRITRETMEERE L
PEERN—R, FIRERARTRIEE. BALIINESEEN (SRIEEFN) FRleErE%El e
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B,
XTFERREGHARIAT RRERHRECNNRE, RIEVERASENBHERSMZLEY, MTEER
EMRNEY, BEEESSHRREUKS, EIRER, XM-RREREETIERPRET.
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