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VX-680 (Aurora Kinase] )
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SC6551-10mM VX-680 (Aurora Kinaseffi |5 10mMx*0.2ml
SC6551-5mg VX-680 (Aurora Kinaseflfill5) 5mg
SC6551-25mg VX-680 (Aurora KinasefIil5) 25mg
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N-[4-[4-(4-methylpiperazin-1-yl)-6-[(5-methyl-1H-pyrazol-
A=A 3-yl)amino]pyrimidin-2-
yl]sulfanylphenyl]cyclopropanecarboxamide
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54, Tozasertib, MK-0457, VE 465, VE-465, VX-680, VX680 NS NH
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nTE 464.59 S@NH
CASH | 639089-54-6 <
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WS | Water <Img/ml; DMSO 93mg/ml; Ethanol <Img/ml
Smgfii\1.08ml DMSO, B(%54.65mgfil A 1ml DMSO,
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e VX-680 (Tozasertib, MK-0457)/%& —Fipan-Aurorafll ffl| 71|, X Aurora AYER &5, AL F Kiapp
FERIEIE 0.6nM, i %t Aurora B/Aurora CHIA/E %59, *FAurora Ak bL HoAh SS AP 511006% . Phase 2.
{E5i@ | Cell Cycle; Epigenetics
4 S Aurora A Aurora C Aurora B FLT3 Ber-Abl
1C50 0.6nM(Ki app) 4.6nM(Ki app) 18nM(Ki app) 30nM(Ki) 30nM(Ki)

BARVX-680 4 2 Bl RrTE, VX-68041F FAHAUM AN M4, 1C5029°8300nM, FEG2/MHEA. %P & il
HA B % 4 ABLECFLT-33 53 ) BaF 34l fR A 12T, B/~ —>Aurora BEULWHMHIRIE . VX-68040ii CAL-
C2LM IS, X PR I AEAE RS AR RSE . FHVX-6804b B 14K, B B FEAREHA I BEA KN, ALFE8305C
TREIEEI70%, ALFECAL-62. 8505CHIBHT-101 T [%iE%190%. FVX-6804bHE AR ATCAIME, #0405
PRAMIFFE | HE5H, 1C50 M2521150nM, X FEFAETERS [l I SR . 7EERE R, VX-680 87 2 Hl 55 74 [F 41 i
RILMBEKIBE /). caspase-3HITE L 23 T B /R VX-6801% S ARSI - VX-6804L 3 CAL-6241 g 127N
i, JERDNAZE E>4NGI R 552 40 AT R VX-680 4 2 (I CAL-6241 il 25 4 fa FP # . VX-
680 1] LAFMHI 2 2 T H3 I RE AL VE . VX-6801F H T 4577 T3 15158 2L [FIBCR-AbI (1) AFEA, BAMHE
S E .

VX-6801E H T A\ 25 Aml(HL-60)F 1 I8 15 284 B 5 B AR g )R ~F o VX-680%% 75mg/kg Il F 45 75 5L 50 1R
RIBHIEF PR, FFEE13K, SXTIRAMEL, TR AR R %1598%. R FR L s256 2 AT vl 2GR AR
IMRZ o $12.5mg/kg B AF RGP IR, PRI AE KA B B IR, X R AE FAAAE T AR . VX-680iH
RNBEF | ZVEAREE, A TR 7 i AT DA %% 3 SE 00 Zh ) ik S RS A B AIK . l Id Ll B cisplatin,  4%5.4mg/kg 7
WA, BIRMEREER R, —HL3HT =0k, R A K Rk 9% . VX-6801E A T g Ik A 25 i F2 4
B, WEEMBEIR. VX-680 bkt i 45 25w HCT1 16/ K S5 K, BB yimiEt:. #H5
I VX-680(FF /N 2me/kg) b, B SLEE SRR,  ELSEIRER IR GG PR T3 R ST R F56% .
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100mM Tris(pH~8), 10mM MgCl2, 2.2mM ATP, ImMEERRIEREAEARE, 0.6mg/ml NADH, 75mlp5Hd
PR AT,  105SmIFLER it E BEF10.SmM L I K (7 51 NEATYAAPFAKKK) . JIIN 2 % [ SR BETF 46 S N, S BE
PR R T 3 30nM, P Ak 8 ¥ 52 23 Dl 0 B T FE 30°CHEAT 3040 B, W SRR ISR [ B AIG o il it N
3.75ul ¥ T 100% DMSO ] VX-680 B¢, 2 f DMSO , 343 # # # % . 4% F A KX it HKifh,
Ki=IC50/(1+[S)/Kd), [S]=[ATP]=2.2mM, Kd=70puM. f5E{EH T2 4R AH396P Abli# I 1K d(ATP)
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J£(531500nM) Aurora i i 71 4b B R ATCAN 4 K, RN 5E VX-6804F FH 411 i 338 5 i) 7 s AR g 1 . &l
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BrdUJ & I35 . 83 HL e VX-68040 1 f 41 i A1 Xk B 2H 291 Jfa 75 21) 45
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FIRETY | A O A B RIS 107 HIL-60 [ L7 48 6 6 12 IC i N Cr-nu B,
B il 50mM £ 50% PEG300/1 i FRbuffer
F & 50mg/kg, 75mg/kg
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