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CYC116
RS MB3998
B2 . >98% , Aurora A/B IR
BN . 10MG;50MG;200MG
R : solid
BFER
ST C18H20N60S
DTE 368.46
I
CAS No. 693228-63-6 s H |
: — " Mg 5N,
e ki -20°C , ERDEIEIATIR 1 o N
DMSO : 24 mg/mL warmed (65.13 mM) | = 0.
BHRM25°0) Water Insoluble
Ethanol Insoluble
FEEN | ARUREEETUEN  MREETR Tt InEIARE.
HRE | ATENREMEE | BEIREREHERIEFERE.

@7 : CYC-116 2BAIRICEIEE A 71 B (aurora A/B) AIHIHIF,
7% : 2-Pyrimidinamine, 4-(2-amino-4-methyl-5-thiazolyl)-N-[4-(4-morpholinyl)phenyl]-
YIBTHIRBeAEHT

AN 2 e REBEEBEK

AR DMSO : 24 mg/mL warmed (65.13 mM) ; Water Insoluble ; Ethanol Insoluble
BE s >98%

fEERM - -20°C , BRI TIE

EYEE

CYC116 2—FE%H Aurora A/B iDHIFI , Ki 9 8.0 nM/9.2 nM , X3 VEGFR2(K; 3 44 nM){E
FrafEid | FRESS , HUAERT CDKs 3R 50 f& , X3 PKA, Akt/PKB, PKCigBEIEM , X3 GSK-30/B ,
CK2, PIk1 %0 SAPK2A ;2 ENHIRER.

151 CYCll6 RORREMBMRT |, /NS F Aurora #E8/VEGFR2 #HI5,
Aurora A Aurora B VEGFR2 FLT3 CDK2/CyclinE
(Cell-free (Cell-free (Cell-free (Cell-free (Cell-free
£ assay) assay) assay) assay) assay)
8 nM(Ki) 9 nM(Ki) 44 nM(Ki) 44 nM(Ki) 0.39 uM(Ki)

CYC116 Bxulhl Aurora A B 3ES , 3UREAFRTET CDKs B 50 45 , {ERT Aurora
AFIBH Kiz35079 8.0F19.2 nM, fF MTT HFUEIESLIGIE CYC116 fEAF—HAZXRIR
FISSVEAIRER | S5R B/ CYClle BAMENENR  THERFAT AR M8
fEER MV4-11 it IC50 79 34 nM, Itb4bh, CYC116 RUFUEETEMES Aurora A F0 B ET5#EX tban
1% Aurora BBEERIY | BER H3 BHRWAISEMEIHE | ERETHERETES RSEURT
.

HIMERT
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AT

CYC116 MBREAZSR TiEST NCI-HA60 FBEEAYING, | 7542 5 X, #&5FIE 75 0 100 mg/kg &
ROMRALIE , SEEMBERSFFER 2.3 71 5.8 X,

ECHXFRIEF ESHEXEMEREHIEMNER)

MB4002 | TAK-901

Bk - AR, TZRRTOFEYS  SEFENMSE  FERTAK, CYClle 2—F/#E
%489 Aurora A/B iR , ZmR] T ARRGURAIRHASCIS.

ke E
f 7 og
R i 1mg 5mg 10 mg
1 mM 2.7140 mL 13.5700 mL 27.1400 mL
5mM 0.5428 mL 2.7140 mL 5.4280 mL
10 mM 0.2714 mL 1.3570 mL 2.7140 mL
50 mM 0.0543 mL 0.2714 mL 0.5428 mL

SHTIORME (RESF)

o [

o (M N

58 25 L RRRAFR(25 mM B-HHBEER, 20 mM Tris/HCI, pH 7.5, 5 mM EGTA, 1 mM DTT,
1 mM NazVOy, 10 ug kemptide(BREHD), FIEREEES 0.5 mg/mL BSA, 2.5% H#,#0 0.006%
Brij-35 A9 20 mM Tris/HCl gL Aurora A BEE#ERE (pH 5 8 ) #1T Aurora A B#EBsLLS,
IO 5 puL Mg/ATP B&# (15 mM MgCl,, 100 uM ATP, R&EfL& 18.5 kBq y-32P-ATP) , 7
30°C TEB 30 2% , SO 25 uL 75 mM H3PO4 &I A,

Cell lines: HelLa, MCF7, MV4-11 1 A2780 ZHk8

Concentrations: 0 | 10 uM

Incubation Time: 72 &, 96 /\At

Method: #17HrME MTT 3056, HEEIEFTE 96 FUIR L , 7£ 37°C TEBEI®R. LWREE
YIIBRRAE DMSO H, 4% 3 {5, i T 100 uL 4pisssat | In2I4e+  E8 2R,
£ 37°C EB 728 96 /MY, MTT a8 FHRRIEARES , iRES 5 mg/mL , BRTIEHES, N
MEEPRERIEARE |, SASH PBS i, BFLI0A 20 uL MTT i5i& , RIGTE 37°C TEEES 4 /)0
B, #B& MTT 87  4HIEEIRAE 200 uL PBS 4%, SFLA 200 uL DMSO #iahiafE MTT 24,
7 540 nm SMEERSGE | (ERZGI SIS TEEE . BFUE IC50 (.

ah¥IsEse

Animal Models: j§f=iF53 NCI-H460 4REEAY/ NG
Formulation: CYC116 ;5F DMSO , ZAGRKERE.
Dosages: 75 1 100 mg/kg
Administration: CIfR&ME

(=]

KA MmNIFEEEL  ERTHRES  FRAMIMNE , RENRAER  SUSSERE.
oHBD T I ENNEERMEDER | HEAMREFTREERAMURIME | U EBIRUESEZRARZ A,

A SR EEEER
1 FRP%  BREIEYEREFFAZECHITOE  BADERE. 88MHEFRRTRSHS B8R
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R, EERHEEER , BEITWMRSBRIIERAREN , SANESMELEE, WTHEE .
KHERSR{EFANY |, ES U ERELNT , EIY Parafilm B0 , FHERIERIEZRAER. MRMEREITK |
RS RENE , ENEEHGT , IRHMCRRE.

2 SIS | ABSIENISRI AT RE | BRARAIANRNSR, MBS , 5k
BIEEH MIEIEFELSEE DMSO MEERHIETREETET 80 BREME —RATLISERE 3-6
ANBUAL. fEEFRT, BXHERHTHRE, BREERRE AR,

3 MRIERTIEREE  EREATELIRITERE  FREESRNEEEAPREE TIFR. BTX
EAOUAYIRISAMRT , FTLUER/KMESR) (40 PBS ) BEAT , AIRRSTHIE , ENEITB A EAEN
BB RASISCIRFEAESAN. fNF DMSO YE/IER  iEHR DMSO SEFERIRE <0.3% LIk miasts,
KREF, , BATEENET 0.22UM MESTES NS | B2RMAES  SEREmaREs  BUSH
IESIEYE | BRSNS EHIRE.

4 FPEYMEISRA - BT RSUSMEREMN TR TIPREHSTE | TR EMA—L%5H
IEWERBNER , WIIHE , CMC-NA , Bih% , BEARREEEFEPRAEURE. ER DMSO , 5
{R DMSO RIZERE <5% LUBRBILIER, ABHIERITIHE , TUSETER

RIS BIREE

bt (KE(KG) [AEERM2) |Km &
i 12 0.6 20
ia] 10 0.5 20
£ 3 0.24 12
i) 1.8 0.15 12
iz 0.4 0.05 8
KRR 0.15 0.025 6
S 0.08 0.02 5
N 0.02 0.007 3

=) Almg/kg)=a# B(mg/kg) X 4D B B Km ZEY/E04) A BI Km FEL

5 XFFmEI L IER IS

BEIFRE ERNERmIERTEN FAYHERTIA. W TREMEN R HERT 500MG
8, FIH st ERIEERSESREN. BT nERAsEEnIiETRE NS~ niEEE
EyEsrL  XREFAESIIHSET  FEUMERRRT , £ RinFEER. YT&E~m, 7
LATE 200 HEARERLD , ERWEERIN , NTBRIRE.

FmirSrEESE—EiRE £ NI EEMETHREIESTE , EFAM

e i D RZ6E
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALBEFREFBETH , MREWINFRIEIFE/) AL RERTII T EE
FEREEN—E , JREMRAZFmAsEE. EILUNNEESR ( SREEFM ) FHRiEERES
EzTEiBk.

ST EERECHPRRIRY T RRERHTRE ENIREER | BBV ERSENBHERAMZLEY TR
BGEMANEY  EEESSPRRBUKS |, EIRER | XM RREENEETERPRE.
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