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Masitinib ; SE&R(AB1010)

RS : MB1579

[REHRE : >98%,BR

B : 10MG;50MG;200MG
FRx . BBEEBEK

HEXER
SFR C28H30N60S
DFE 498.64

CAS No. 790299-79-5

]

M
e 20°C , ISR it Q@\N@Nia .
DMSO : 100 mg/mL (200.54 mM) ; ; Ne

Water Insoluble
Ethanol : 4 mg/mL (8.02 mM)

Rt
(25°C)

TEEI | ARMRAEERE NUER  IREESR TR nEERNE.

HftinBd | ATEHNREMEER  BFLRRAR—RIEFERE.

&7 :BEER Masitinib 2—FEXAEY Kit 1 PDGFRa/p &%) IC50 &% 200 nM #1 540 nM/800 nM ,

X3 ABL 1 c-Fms thAR{ESHIHIER.

%4 : AB1010;Masivet;AB-1010;AB 1010;
N-(4-methyl-3-(4-(pyridin-3-yl)thiazol-2-ylamino)phenyl)-4-((4-methylpiperazin-1-yl)methyl)benzam
ide;

PIETEIKR IS

N 2 e HeEaGEK

AR DMSO : 100 mg/mL (200.54 mM) ; Water Insoluble ; Ethanol : 4 mg/mL (8.02 mM)
BE e >98%,BR

BTFSRM : -20°C , BOLIEARN TR

EiEtE

Masitinib (AB1010)2—F#rELAY Kit 1 PDGFRa /B #I%IF 1C50 %3819 200 nM % 540 nM/800
nM , {833 ABL #0 c-Fms HDHIVERRIRES,

=303 Masitinib LE R EREBRIIFIFIZ S E .

Kit Lyn B PDGFRa PDGFRB

200 nM 510 nM 540 nM 800 nM

Masitinib JRE <500 nM B ATP =& 4H%I%1, Masitinib thE%ENEIELE PDGFR FIHE M EES|
Lyn, & FGFR 3, #AT0, Masitinib 33 ABL #0 c-Fms $%I3ER1R85, Masitinib {EFRTFRRE L, 4H
BB 7o NS EEIE AT MEIREREL imatinib 3BIRE , FEFOAAEEFARY KIT 49 Ba/F3
iAoMAR  @EREHR, Masitinib # SCF (F4BIBEF)FESAIRIRIESE , IC50 J9 150 nM, T IL-3 RIEEY
trERY |, IC50 {&2£9>10 pM, 7E%5% PDGFR-a £ Ba/F3 4B , Masitinib #)% PDGF-BB %I
ROIE5EF] PDGFR-o BREERBEBRILIERS , IC50 79 300 nM, Masitinib {EFTFIEAMISEMIBR
1 BMMC , tHEIRIBAIASE KIT BRERRBEERIL. Masitinib {EFF Ba/F3 48H , 0% KIT 3X/5|

- ARfEA

B
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RITHRESREE, B4R V559D 3835F0 A27 F28%F , IC50 519 3 #01 5 nM, Masitinib #HIREALR
FEEEmRE A EHE HMC-1a155 #1 FMA3 RO4RBEIESE |, IC50 95819 10 1 30 nM, Masitinib {F
FRF AP Ry ISS MR |, HNEIMAREAE<HN PDGFR BSER(LIERD, BB Masitinib #EIRAFIHER
ISS fAREZE , B7E 1SS MR IR EE%5E.,

30 mg/kg Masitinib fERIT3RIA A27 RY Ba/F3 BAERRIEE , {DHIMEERMRSEFEF ST
18, SHORFIEEEIRES . 8XOMR 12.5 mg/kg Masitinib I2E2ERRI TTP (EREGKH

E Z
KaskiEs ftyEg), Masitinib 1 gemcitabine BXFENFIHT gemcitabine AY4HEZ Mia Paca2 #0 Pancl 1Z5g|
e, B EER.
ECHXTRiEE
MB3947 CP-673451
MB2752 Crenolanib (CP868596)
iERMER - R, TZNATOFENE  BEFERLE | MEAT AR, Masitinib (AB1010)2
—FhERELAY Kit #0 PDGFRa/BHPHIF], B FFHEXMURAIRIFHAR.
figiREcE
1 " &
Im 5m 10 m
W a 9 J J
1mM 2.0055 mL 10.0273 mL 20.0545 mL
5mM 0.4011 mL 2.0055 mL 4.0109 mL
10 mM 0.2005 mL 1.0027 mL 2.0055 mL
50 mM 0.0401 mL 0.2005 mL 0.4011 mL

ZHITINRE (URSF)

2 [

HMEBEX ol AN B A E R RES:

F3 0.25mg/ml B¥(Glu,Tyr 4:1)i3AMREEEAT 96 FLAEAR, FA 250 pL sk buffer (10 mM &%
ERERE T pH 9 7.4, #10.05% Tween-20)/%i5t 2R , ATRHEEIR P 2 /N, EER T
17556 , ANAFRY 50ul #E8 buffer (10 mM MgCly, 1 mM MnCly, 1 mM JRESSK, 20 mM
HEPES, pH 7 7.8) , B& ATP fIIEHEERE , HIREMRAER, IMAEE , REFE , 0 50
uL100 mM EDTA £R1FRM, JHEtR 3 3R , F 1:3x 104 BiRIT S YIBE S & OB R R S BR BR Ta e
TURRES  AEEME 3R  RAETINRERKRIRES. 2Y68EERE 450nm UER R L4,

#HRESCIS

Cell lines: F_XFFARI T Z82-AI A 2 KIT, HMC1, HMC-1a155 #9 Ba/F3 408

Concentrations: 0.1 E 104 nM

Incubation Time: 48 /\id

Method: 7£ Ba/F3 #fEIEIESCIOH, REWR EEFLEFR 104 NERE , L& 100 uL RPMI 1640
EFRERN 10% BRLEIE £ 37°C THEFR. I X63-IL-3 4HHEAY 0.1% £:{4EEFEeL 250 ng/mL
FAY SCF #E%MFe, ER SCF aligiE KIT , M SCF F=4ERY CHO MRSt isss R aiiimaE, N
A Masitinib , ZR7E 37°C TAEK 48 /BT, SAFEFLINA 10 pL WST-1 35 , £ 37°C TEE
3/NES, (ERASYEIEIREERTE 450nm EUEIRIE | TTHETERARIFRREEEREY. REHRN=E
{EAXIER,

EsELs

Animal Models: #7%5 Ba/F3 A27 #BiEEEHMEE MBRI Nu/Nu &
Formulation: DMSO
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Dosages: 30 mg/kg (BSFziE59)ak 0 (XIER), 10, 30,8k 45 mg/kg (CIARALER).
Administration: S F59a OIRGIE

CEE]
oA RAIFEERL  ERTHARES  BRAMIGNE , RERAREE , SSSEEE.
oHRD T ENNEERAEDER | A AMRIEFTRAEREMURNN | U EEEESETRAR A,
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A SR EEE RN

1 FRA%  BUEIRYERFAEECHITOE  BADERE. BRMHSERTRESH S BRI RE
B AEEEAREEER | BEITMIMERSERNZROETES | SANMBMEIRE. WTHER | KK
(e IS LEHTEE i Parafilm HOR , FARRENEERAER. MREENETK , B
B, EYEERBE , LRfmstiRE.

2 (BRI | A EFIRERIZVEERE | BILSCRARANENSH. WFEHSEHETR  BEAE
&EBER ISR SIEE DMSO |, (B RHIETAEIETET 80 REEMT , —RIULIRERE 3-6 ™A
AL, TEERRT , BXIESREITHE. BRfEEnRS kR,

3 RIS IERGIE | BIRIENAFELHHERE  BRESRNEERAHAREETFR. BTAHY
WEMRISAMRY , FILAERIZKIESR (40 PBS ) W , AIgEiTHiE , BT EAEEAENE® &
SXISLRFAERE. WA DMSO 1B/9iExR | 158tk DMSO REEERIRE <0.3% LIE Mg sit.

KEHT  FBENET 0.22UM FERTIEASIURE  B2XRARI  SIESESERES , BUSIEN
aiEtt | EERIAEEESEHIRLE.

4 FREYSEENA - BT REWCSYEREMNN | SR TIFREHIKE | TReaFTEMAN LR
fEJENAR , ANMLE , CMC-NA |, HiliE , ERFESFPERBXERE. WER DMSO | iSHfR DMSO
AULERE < 5% LABRSIHER. LATERIHHE  TUSE TR

SAREIRRS G B ER

Wy (KE(KG)  [AEERAM2) |Km &2
G 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

2 1.8 0.15 12

liz 5= 0.4 0.05 8

K 0.15 0.025 6

&1 0.08 0.02 5

NER, 0.02 0.007 3

Z) A(mg/kg)=E11 B(ma/kg) X 0 B B9 Km ZRE/ZH A B9 Km ¥
5 £FFERIEMERIS

TR mE | BREERFRIERTEN | FFIEERTIA. MTREMEN MR  HERT 500MG
B9, FIH A RREERRESRN. BT RERUREERTETRE  NMSE-nitEEEEN
FETL  XIMREAESITHET  FEUMERRHBT , Fr-minfF2EK. TR , LI 200
HEGHEEL  EREERIK , NTmEsiRk.

FRirSrREESE BN JIRE | £ N CERNETREESEE , 2EMN

o~ e B B iR B E
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

M ALBEREFBESTH  WREMIN~RNEIFRE/) , ARNEE R TR PSR L
FEBN—R , TREMERETRIEFE. BILUINEEER (SRBEFN ) FRitsERR%EZ e
B,

XTFERIREGHRRIR - RREEHTRE B IRRE | BIENERSE S ER A% EY | ITEER
RIS EEEESPRREUKS  2WRER | XM nSERE T TR RE.
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