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CCT137690

FEERERS : MB4004

REWNE : >98% , Aurora A, Aurora B #0 Aurora C 3%
BEHIE : 10MG;50MG

R : solid

BFER
ST C26H31BrN8O -
$TE 55148 KL,)—
CAS No. 1095382-05-0 - i
R 20°C , BT i ()
N DMSO : 4 mg/mL (7.25 mM) = B
;{jﬁ%& Water Insoluble Br\f%[NQ—@—N/_\I_
(259 Ethanol Insoluble W= N e
RSN | AREEEEETUEN  MREESR , e mEARET.
HithiBE | ATENREMERE | BELRRHFHIREFERE.

9T : CCT 137690 B30T . BOREHAMRCEEE (aurora) IHIF , ERTIRICEEEA B, C .
7% : 3H-Imidazo[4,5-b]pyridine,
6-bromo-7-[4-[(5-methyl-3-isoxazolyl)methyl]-1-piperazinyl]-2-[4-(4-
methyl-1-piperazinyl)phenyl]-

IR :

AN 2 e REBEREHBER

BERME DMSO : 4 mg/mL (7.25 mM) ; Water Insoluble ; Ethanol Insoluble

BE >98%

EESM - -20°C , EBLREEA TR

EYiEE

DS, CCT137690 £&i%#F14 Aurora A, Aurora B # Aurora C %% , IC50 435U8 15 nM, 25 nM
119 nM , 3¢ hERG BFEE/FRE1ERAZER.

B Aurora-A Aurora-B Aurora-C

IC50 15 nM 25nM 19 nM

CCT137690 fEFATFZF AIEMIR A EETUEEEN £IE SW620 LEi7R4HiEF A2780 JRE
F4HRE , GIS0 £55179 0.3 %0 0.14 uM, Itk5h CCT137690 tHiHIAERE H3 RIBKERLIER.
CCT137690 14 FERIMAE R P450 IR (CYP1A2,CYP2A6,CYP2C9,CYP2C19,CYP2D6,
CYP3A4) , IC50 {&X 10 uM, #AT , CCT137690 2 hERG BFiBiEREREMHIR , 1C50 79 3.0
#5MA% | UM, CCT137690 BRUDHIARAERREMEMAEARAIERK , GI50 /&9 0.005 ) 0.47 uM,
CCT137690 52£HPH Aurora A 72 T288 (U BfkER(L , 0.5 uM FTtE EINHIZAZER H3 BER(L.
CCT137690 {EFF HCT116 ke , ESEEK  BLoRIEE AT, CCT137690 {EFAF KELLY
AR AREEAE R |, P MYCN 7K, 70 GSK3P Bk, CCT137690 D FLT3 BEEE(L |,
FOTRESBAR STATS #01 p44/42 MAPK(Erk1/2)R9R%ER{. CCT137690 {EF3F FLT3-ITD fE4
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AML , #0#l Aurora 71 FLT3 2l , ESRAT , ESEURBEHENNEE G2/M HIRK.

{EAERFR

AR, ORRSGER CCT137690 , i SW620 EigEEBrE , BiREHENERStE, 5%
HERER AL MEEER T ERIA MYCN BEH , BB AR MIENE CCT137690 BBR
IR, EAh, CCT137690 B3ENHIE T MOLM-13 BiaE, EiSEBEst , (AEHE
(=3[0

HIE CCT137690 RAORBRMEAHIHK , BEGENAYENNFSH.

X CHXTRIEEF ESHEXEMERIEFHTEMNER)
MB4003 GSK1070916
MB3998 CYC116
MB3898 Danusertib (PHA-739358)

BigRiER : AR TZNRToFENS  BEFERMASE  mERTARK, CCT 137690 28
9, BOREEAMRCEES (aurora) IHIFI , ERTHROCEEE A, B, C . AmAIATRXURAIRIGH

L.

fEREE

R

(Z3

boal 1mg 5mg 10 mg

1mM

1.8133 mL 9.0665 mL 18.1330 mL

5mM

0.3627 mL 1.8133 mL 3.6266 mL

10 mM

50 mM

SHTINRE ((LSF)

o [

o (iR

fs5F 384 FLEMIR®IEAEASG R, AiAT PBS #9100 pg/mL ZHEHHEER(DTT) B4R , £
4 oC Fidt&k , H PBS kIR GER. A3F 2% DMSO g9 5 puL CCT137690 INEIEFL+ , S
PO 15 uL EE8 (50 mM Tris pH 9 7.5, 10 mM NaCl, 2.5 mM MgCl,, 1 mM BEss4 =N
(MBP), 20 pM ATP, % 0.025 pCi/pL 33P-ATP), £f5 ,ZFLINAN 250 ng Aurora-A fig, =% 2
ot AREEETES 2 /7, A 10 mM EEEITRARIR Z1IERN, £ TopCount-NXT™
0. ME CCT137690 YEFTF Aurora-B B Aurora-C f9il&IiEM:, SEIG4R(4+8R) &R Aurora-B
g} Aurora-C fi,

Cell lines: SW620, A2780,f1 HCT116 4HjE

Concentrations: 0 Z| 50uM

Incubation Time: 72 /\it

Method: {FRELLES T MTT sEI8H CCT137690 YEFTAHREILSIERIZER., AEER
A (HCT116, Colo205, SW620, HT29, KW12)i%&7l, 2.5x 103 NARSIEFHTE 96 FLiR L |
FH 0 3 50uM BSEEREE CCT137690 48 72 /Nid. {&FE Wallac VICTOR2TM 1420 SRt
£37E 570 nm 2BNREMRSEE.

Ly S

Animal Models: #5 SW620 AZELERZREROMEME CrTac:NCr-Fox1(nu) FoRIRRES,
Formulation: DMSO-Tween-zh7k
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Dosages: 75 mg/kg
Administration: CRME , XX , #4221 K.

CEE]

oA RmAIFLERR  ERTHIEES BRI , REXNFER , SUSSEERE.

oERD TR EHNEERMEIDER | A MRIEFTRAEEAMURIE | U EEBIRESETRART A,

A SR EEEER

1 FRP% | BREIYERFFAZEECHITOE  BADERE. 8FMHFRRTRSHS B8R

R (NEERARRER , BEITWIMRSHIZRAERES , IAMEMELRERE. YTHER

KHARERN IS UEREIF BN Parafilm O |, FHERBENAEFRAER. IRMEREEK ,

BEFRENE  ENEERWE , LR nstieReE.,

2 (ESERHIE | AHORRINERIRERRE | BILSCRARARENS. NFETSEMEER Bt
BIEET HAREFRREEE DMSO MERFIETMEETET 80 BEREMT —RAULMSERE 3-6

MRUALE. R, BEERHTHRRE. BREERRERE.

3 REF TERNE | BIRECATELHITERE  RESRNEEZAMREELFER. BTXK

O UEYRISEMRY , FTLAERXKMESEF] (40 PBS ) #RERT , SIRESITHITNE , AlBE B EERER

B ASIIEIRFERD. WA DMSO {EiAR| 18R DMSO SREZERIRE <0.3%, LU RMIEEE.

KREFS , B BT 0.22UM RERTIESZURE | IB2RAES  SIEEESERELT  AUEF

M EYnEYE | EERAEEHESERRLE.

4 FAYSEIENA - BT RSWEMRIEAEEN ML TFREHIKE  TRSFEMA LA

HEHERBDAR , IR , CMC-NA |, Hil%E , ERFEEZFERBEXXEIRE. ER DMSO | iS5t

R DMSO RIEIRE < 5% LABRSH(ER. LHFERITIHNR , JUSE TR

SARERST BIREE

b (KE(KG)  [(AEERM2) |Kkm R
ki 12 0.6 20

P 10 0.5 20

4 3 0.24 12

77, 1.8 0.15 12

S 0.4 0.05 8

KR 0.15 0.025 &)

G 0.08 0.02 5

IR 0.02 0.007 3

4D A(ma/kg) =14 B(mg/kg) X =4 B B9 Km R/ A B9 Km ZREL
5 RFFERISIMERISH

BRI mE EREEN MBI FIIREHTHIA WTREMEN M HERT 500MG
89, FNE RRIEERSESRN. BT~ REKEzRdETEE  NTSE-nEEE
EREET L XIMREAESITHSEY  SEUNERRINT , - miFlEm. MFRE~m, &
LATE 200 3 EARFRELD , EREERIK , NTBRRK,

s EREsE —EixE A NEEENYETREESTE , 2EM

e BT RSB
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG
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AT ALEBREFREFRETH , MREWIN~RINEIRE/) , AL RERTIIETHMEEEE

LHREEN—R | FTRENERAR T RIFE. BILIINEEEN (SRE(EFM ) FHRiEERES
ez eeinmg.

TR RRERHTRECNINRE | HIBNEASENBHEREREY TR
BREMRNEY  REESSHIREUKS |, ERER | SN REEREE RSP RE.
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