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AZD5438
RS MB4041
[REITE: >98%, CDK1/2/9 IRl
LIS 10MG;50MG;200MG
R solid
HAER
DF C18H21N502S
DTFE 371.46 /L /(
CAS No. 602306-29-6 = H M
Wt -20°C, EEKEHEATIE # U"“\lﬁ“ | =
DMSO: 74 mg/mL (199.21 mM) = G, Mz
)
BfEM25°0) Water Insoluble *
Ethanol: 74 mg/mL (199.21 mM)
EEED | ARMEEEEE TNUEN, NREBELR, RS IELARLE.
HitiiBg | ATENLREER, BFELRRHERMFERE.
f&@97: AZD-5438 2—FE%AY CDK1/2/9 51, RIRIHPHI GSK3B, XJ CDK5/6 RIERIERSS.
B8 : 2-Pyrimidinamine,
4-[2-methyl-1-(1-methylethyl)-1H-imidazol-5-yl]-N-[4-(methylsulfonyl)phenyl]-
IR RIEIR:
AN e, BeEXRREER
AN DMSO: 74 mg/mL (199.21 mM); Water Insoluble; Ethanol: 74 mg/mL (199.21 mM)
BE e, >98%
fiEFRM: -20°C, BOLhEEATIE
EENE
. AZD5438 R—HhE 2RI CDK1/2/9 IR, FAMIAIE 1C50 79 16 nM/6 nM/20 nM. 3%
"R | CDKs/6 1ERIMERES, X GSK3B thAEIDSIER.
151 —MERREEKRRIERES(CDK) 1, 2, 19 RBREDHIF.
CDK2 CDK1 CDK9
(Cell-free (Cell-free (Cell-free
£ assay) assay) assay)
6 nM 16 nM 20 nM

AZD5438 SARIEEIEARIKIIE AT, ARMIREHAE E-cdk2, MIREHARR A-cdk2, MBIEREIEAER
BSMAT | B1-cdk1, HREEEAZ D3-cdk6, FNAAREEIEAZR T-cdk9 RUTEIMERIMEEREUPHEIER, 1C50 1
50896 nM, 45 nM, 16 nM, 21 nM, #120 nM, Itt4+, AZD5438 th&HHl p25-cdk5 FIHER
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BRGEES 3B HOMBSTEM, 1C50 9805 14 nM 117 nM, AZD5438 i@id %! k-t
RBSERC(ER S SAREBEAER, H—FRFIIEMIER, S1Eh, EFER, LR, si7IER, #0
Mi&RBEERII T 2 AR, 1C50 358E 4 0.2 uM (MCF-7) 1.7 uM (ARH-77),

EVRA, AZD5438 KA ITE B SMARREREE, SEIRE, SE, E, sFlR
FEMOPERERNAIMESITBEYIRE R E R BE0HDEER, &A TGISEE 38% 2|
153%, £ SW620 SFiiaEiid, AZD5438 S xSFmiEFELIER, thin phH3, BiEkiZ—
=, PPla, MIJLRMBAER- pRb SRAF-ERI BRI ER,

{FHERT

X CHEXTREFEESHAKIEIERGFIEMNER)

MB4021 BMS-265246
MB4023 BS-181 HCI
MB4001 Dinaciclib (SCH727965)

AigRfER: BERF, MZNBRTSFEYS, HEFSFRASE, TmERTAMK. AZD-5438 2—fERK
B9 CDK1/2/9 37, EAHDE GSK3B, ¥ CDK5/6 BWEFRIRES. ANGAR]FAFHERIIRAIRIAASEE.,
RS

1 "o
- b 1 mg 5mg 10 mg

1 mM 2.6921 mL 13.4604 mL 26.9208 mL
5mM 0.5384 mL 2.6921 mL 5.3842 mL
10 mM 0.2692 mL 1.3460 mL 2.6921 mL
50 mM 0.0538 mL 0.2692 mL 0.5384 mL
SHMTINRE (UKSF)

EELiEh S (g

AZD5438 il cdk iEMRIBENIBITIAMRBIR DA, EREE cdk-mEEBESE AR
[EHAER-Ecdk2, cdk2-MpEEIEAZR A, cdk4-ZRREEIEAER D, FIEEMMIRESHMIDERY) (RS
792-928)a% cdk1-4HiEEEAZR B1, LARSTAEBARIMEES
H1(biotin-X-Pro-Lys-Thr-Pro-Lys-Lys-Ala-Lys-Lys-Leu)p34cdc2 BRI IS BRI T,
AZD5438 3JEE24H cdk5/p25 (2 pM ATP)RSEMETINMREIA S EN IS E RS IR
(AKKPKTPKKAKKLOH)BHTIE ., #E[R S pkEEEIES 3B idE A H @IS N RBIE AT A E A LAY
AVEREPESRES 3P BEFNEZREF 2B (1 uM ATP)#H{TIIE. AZD5438 XHEMEHEA
cdk6-¢ApEEIEAZE D3, cdk7-MIEEHE H/MAT1 (cdk SEEEEESYD), #1 cdk9-cyclin T HIVEF
(P A BRI AR T TRI.

2 [

Cell lines: MCF-7, HCT-116, A549, #11IM-9

Concentrations: 0 /10 uM

HARASCIS | Incubation Time: 48 /N\AYER 72 /i

Method: iz AZD5438 XJLIRBEARIERAER. BMS<, MRS —FFIIKRER AZD5438
157+ 48 /\BY, TEISFREEERAY, 4HABAE 5-1R-2-BHERE (BrdUrd)Bkid, & DNA SRHIE, #1
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HIEFERY IC50 I TP TSR MNIE. SESTTEMBEIEME] 96 FLHRAY RPMI 1640 H,
FB 10% FCS F08EmethstiTiaih, F2A75 AZD5438, =5 72 /i, R AlamarBlue
ME, GI50 EREFTGIEXEBERTITE.

Animal Models: B2 5343 MCF-7, HCT-116, A549, #1 IM-9 48 Swiss FTENEMFEE
KB

ENISELE | Formulation: AZD5438 1ER AR AR METIAR.

Dosages: <100 mg/kg

Administration: ORZGZY

(=]
oA MAIFEERLE, ERTHRES, BRAMIUNE, REAREE, SNSSEEE.
oD RIENNEERMEIOEE, BEAMRIATRAEEAIENE, U EEIRNESEZRIAR A,

A EMIREERER

1 FRaE: BREIRMERFAEECHTSE, BADERR. 8RMHSFRRTESHDBENTmE
BL WIEEEHREEER, BEITEIMERSHRNZROEENE, SANMBMELRE. WTHER, KK
(e, BSLENEEYF, &Y Parafilm HOME, FRBENIEEREER. MRBENETK, B mn
B, EWEERBXE, URFmLiaRE.

2 EERNE: ABoIFIRER R RERERE, BIUCREIBIENS. WFHEHETR, BERG
&R, MIREFRESIEE DMSO, BERFIETMEBTET 80 BREMT, —RAULUSERE 3-6 ™A
VAE. (MR, BXIESERETHE. BREERREHRHM.

3 HRISFTEREIS: BREMAFTELHHERE, HEESRNEEEFMAREET/FR. AT
WEMRISAMERY, FRLAGERIZKIEAR (40 PBS) #RERY, WJRESMTiliE, WEITEREEARENER, +
SXISLRFAEFE. WA DMSO {E/9iEH, 18HaIR DMSO REERIRE <0.3% LABRMIESE.

KREHI, HIBENET 0.22UM RERTIELIURE, BZXRARI, HEEESEREL, GUSImL
aiEtt, BEERIAEEESEHIRLE.

4 (FANMEIERA: BT RENWSYREREN, ML TIFREHKTE, TREFTEMA—LZHBREN
fEJOBNBRI, WMHE, CMC-NA, HifE, BREESFERBXXEIRE. WMEER DMSO, itk DMSO
AOZERE < 5% LABRSIHER. LATERIHNE, TUSETE

SWARERRSE G B E R

b (KE(KG)  [AEEIRAM2) [Km &2
ik 12 0.6 20

ia) 10 0.5 20

bz 3 0.24 12

2] 1.8 0.15 12

izt 0.4 0.05 8

KB 0.15 0.025 6

G5 0.08 0.02 5

INER 0.02 0.007 3

=1 A(mg/kg) =514 B(mg/kg) X 0¥ B A9 Km REY/z14 A B9 Km FKE
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5 XFF-mBl BRI

TWEFmE, BREERFRIERTENE, FIRSERTIIA. MTRSMEN R, HERT 500MG
9, FIH A RRIEERRESREN. BT nEktmsEmIETaE, NMmSEr-mitErEEEs
HETL XIMREAECIHEY, FEVRERRHT, Er-miFER. YT&iEr=m, "JLTE 200
HEGHEELD, EREERIK, MMmEsiRk,

FhirSirEESE ke, £ NIEERYETRIESTEE, EEM

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

P ALERFREFAETN, WREWIH~RIEIFRE/), FERNEE~REATHITIRET TSR L
FEBN—R, TREMERETRIFE. EILIINEEER (SREFEFM) FRiEEFESEZTE
B,

X TERREGHARIAT BRI ECNNRE, RIIZNERSENBHEZRAMZtEY, MTEAER
EMRNEY, EEETSSPRREUKS, 2EWRER, XM RREREETESRPRET.
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