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HFEE
oF C21H16CI2N40S
nFE 44335 cl
CAS No. 260415-63-2 =
Rl 20°C, BUESEATR 1 /Q RS
.
DMSO : 15 mg/mL warmed (33.83 mM) | =% | 5 W Vi s
AR H |
Water Insoluble
(25°C)
Ethanol Insoluble
IEEN | ARUEREEETUEN  REBEIR . e e AR,
HithiB | ATENZ2IEE | BELRAFAE—RMEFEIRE.
A7t : PD173955 2—Fh3E3%AY Ber-Abl #pEIR , ERSHATHNE] Src iEE,
74 : Pyrido[2,3-d]pyrimidin-7(8H)-one, 6-(2,6-dichlorophenyl)-8-methyl-2-[[3-
(methylthio)phenyllamino]-
YIRS
NI 2 EABEHEBER
BN DMSO : 15 mg/mL warmed (33.83 mM) ; Water Insoluble ; Ethanol Insoluble
BE e >98%

TSR -20°C | BOCIEEITIE
SV

PD173955 2—FhE%AY Ber-Abl 315 , IC50 79 1-2 nM, [ERStBETHNE] Src i&ME , 1C50 J9

03 paks g
P mmid 22 nM.

Bcr-Abl Src
L

1 nM-2 nM 22 nM
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PD173955 B35l Ber-Abl {kifiE4RABAES | 7E Ber-Abl BEME4RIBZR S IC50 3 2-35 nM
£t Ber-Abl FEM4-4RBEZASURE 100 2 200 f5, PD173955 thai#hFISE Ak M07e 4R
FBIEFE , 1C50 /5 40 nM |, BRI S EAMKEIE c-kit BSHEML. 5, PD173955,
YER Src HIHIF , ESREUMBRIIE LS RPEIERDHELLRHE | HESAEREEN
AT

ECHEXFRIEFESHEXEMEREHIEMNER)

MB3919 Bafetinib (INNO-406)
MB3956 DCC-2036 (Rebastinib)
MB3957 GNF-2

MBigRfER : REiA , ZNATAFEYSY  AEFERALE  FFERTAMK, PD173955 2—
FPIEIAAY Ber-Abl fEIR , EAHBETHDE Src & , R BT EXSURARHASEE.

R E
i B E |1mg 5mg 10 mg
(u]
R = I
1mM 2.2556 mL 11.2778 mL 22.5555 mL
5 mM 0.4511 mL 2.2556 mL 4.5111 mL
10 mM 0.2256 mL 11278 mL 2.2556 mL
50 mM - - -

SHTINRE (UHSF)

{&45h Ber-Abl EiEEiIS:

TEUERSRISEAS A4 T | Ber-Abl BXE SHIP2 M K562 ISR @i, SEVEES

R A-BRiSiE Eiless | FHEERRENR-RIEY 3R , SASTE abl BEEEHRIS0 mM Tris (pH
8.0), 10 mM MgCl,, 1 mM DTT , 2 mM XIRSEERENBEESEL , 712 uM ATP ; S8 Eypsr

AL WEEPTRIAEIFER 2 X, EENRENAYEESAFER  BEEEAE 10 pM [v-
32P)ATP/#EEATE 30°C Ti#4T 15 & 60 /3%, SO SDS-PAGE HGRE&FH7E 100°C THHA 10
DiMEIERN, BARKRE 7.5% SDS BREKBEHLSRR E9E | SREES T , BRUIIEE
i X-ray BRHHIRETE 2R AL,

Cell lines: Bcr-Abl JEHEZHIEZ(R10(+) , R10(-) , K562 , 1 RWLeu4) ; Ber-Abl [BIE-4HIER
(HL-60 , SK-N-ER , SK-N-MC , U138MG , #1 HS-16)
HHFRCIS

Concentrations: 10 uM
Incubation Time: 48 /J\g¢
Method: ffEAEBEE MG IERE. XTF3BH] WEUE , 4088(10% 4pE/FL)EFT 96 FLEIE
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R , £ DMSORIER) , 2iiRiFT DMSO HEIAREIRERFEN S T T 37°C 1555 48 /i,
[BH] BIELA 1 uCi/FLESREDNAN |, 4IERIEE 18 M. A Unifilter RGTREEMAIE | 1EINNRR
(25 FF/FUIMAESL | PH] BWERIE GBI Packard INMRTHEERIUE, ATENENEIRERES
15213 {0, HELABAPHERES  FNFEEIRERTREZE. MTMIEENE  RERXIRA
MRS RO ARRR e S iy IR R B HIR AT M AR T 2R it 0.

CEE]
oK AT mAIAERE , ERTHRES  BRAMINE , RERRAE , SNSSEEE.

oSO T MEENEERMEDER | HAMREAMREREEN | LA CEIRNHSERAR A,

A YIREEESR

1 FRP% - BUEIEMRERIFAEECHITOE | BADEME. BEMHEFRRTESED BB
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANMEMELER. MTHESE |
KEAKRERN | BEUERELT , & Parafilm HOE , FHZIRIEMEFRHER. RMERET
K, BT mERE  @EEHRB , LIRsnEaRE.,

2 (EERHIE | ABOHFRBRTIVRERRE | BISCRANANERNSH. NEHSEEER 18
EAGIEST  HIBEFRSIE DMSO , EERHETHREBTE T 80 BEEMT , —RIULISER
f£3-6 NRLAE. EERRT , BXMERHTHRRE. BREERREFR.

3 HRIEARTERHE | BIRENAFTELHITERE  wEESRSEEREFHAREETER. BTX
BOUEYEISBMRY , FRLAERZKIMEST (40 PBS ) FATRRT , AIRERITHINE | PBd AR ER
AR ARXTWFAERE, WA DMSO {E/9iER |, 5tk DMSO REEERIRE <0.3%, LIERMmigs

.

KRES , FATENET 0.22UM RIS | BZRBRI , PEARESEXESR , Bl
L EwiEY | EERIAEEESEHIRELE.

4 BANSEIRMA - ATREWSMRERAEN , TR TIEREHLE | TREFEMA LA
HWRWEENER , WIEE , CMC-NA |, HilE | BRFEESFERBXEVAE. WEER DMSO | i
R DMSO RIEIRE < 5% LABRBIEER. LHFIERITINE , JUSE TR

SR RERSRGHERE R

byt KE(KG)  ARERAM2)  |[Km R
ik 12 0.6 20
) 10 0.5 20
iz 3 0.24 12
2 1.8 0.15 12
B5CER, 0.4 0.05 8
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KB 0.15 0.025 6
] 0.08 0.02 5
VNS, 0.02 0.007 3

51 A(mg/kg) =514 B(mg/kg) X 04 B B9 Km ZE/504 A B9 Km £

5 XFFmB BRI

BWEIFRE | ERERSmAVERTEN  FRER TN NTRSMEN M, HERT
500MG Y, FfIH) BI#BRMRILIERAERRN. BT~ REXRUEERIETRE  NmSE~5R
MEAEERESFL  XIMRERESITHSET  TIEUMERERIT | FrRinfERER. YR
PR, ATLAE 200 #EARFBELD , EREERIK , NTBRIRK,

FRirE T EESE—EIRE £ NI EERNETREIESTEE  EAM

(A= ==piehs =
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALERFOERETH  MREWLAmAVEIFRE /), BRAL - REFR TS B EEE
LHREEN—E | ATREMERARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEES=S
ez eeing.
T EERECERIR R RENEMRECNRE | RIENECREEEHERERZEY TR

BREHRINEY  REESSHPIRBUKSD |

EWMRER XM REEREETIRSRETRT.
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