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Radotinib(IY-5511)

4GRS : MB4589

[RERE : >98%,BR

BEHUE : 5SMG;25MG;100MG

R : solid

EXER
PFR C27H21F3N8O
N N
DFE 530.50 4 H i
NFE | NN, IN § g \)\
CAS No. 926037-48-1 E % H
ez e -20°C , BEKBEATIE M7 0
R DMSO : 100 mg/mL (188.5 mM) b .
(25°C) Water : Insoluble F
Ethanol : Insoluble
IEEI | ARMEAEEERE NUERN  REESE , TRESRImEIARE,
Hfthinig | ATEBNORSER | BTSRRI H—RMEFERIE.

fEft : Radotinib(IY-5511)2EXEEREIES Ber-AblL FEUERIHDHEIRY .

& : ESEE ; IY-5511; Supect ; Benzamide,
4-methyl-N-[3-(4-methyl-1H-imidazol-1-yl)-5-(trifluoromethyl)phenyl]-3-[[4-(2-pyrazinyl)-2-

pyrimidinyl]Jamino]-

YIETEAR AT :

AN 2 e KEEEHBRER

BN DMSO : 100 mg/mL (188.5 mM) ; Water : Insoluble ; Ethanol : Insoluble
BB . >98%

TSR - -20°C | BRI TIR

EYEE
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Radotinib 2—FhiskE#iE BCR-ABL1 EEREREESIHIF , IC50 9 34 nM , BFATIEN

= iR ‘
EtER MR,

BCR-ABL1
BB

34 nM

EURSL , Radotinib £55%! BCR-ABLL , FiRiZb—4> BCR-ABL1 #22&EH , CrkL AIBSER{L.
R Radotinib tB&E%NHI BCR-ABLL HIIEE 82 e FEERAYIESE |, moxd T3151IREHMm. &

AML Z0fge |, radotinib BEMEMIGEN | (B0 , FHES CD11b RAFIALT. &£

NB4 , THP-1, #1 Kasumi-1 R , radotinib B&iES CD11b FiX , FFHEELE.

X eiRXrmitE (ESAXEHFREHIEMNER)

MB3919 Bafetinib (INNO-406)
MB3956 DCC-2036 (Rebastinib)
MB3957 GNF-2
MB3959 PD173955

gk RmaR | SZNAT O FEYE | BEFEREASE , FERT A, Radotinib(lY-5511)
RFEEERAES Ber-Abll FrELARIEIHF o AR BTAEXERIRIISEI.

SHINRE (ULSF)

#HRESEES -

Cell lines: AML 1 CML 8#&#IBMCs , NB4 , HL60 , KASUMI-1 , 1 THP-1 4ApE
Concentrations: ~100 uM
Incubation Time: 72 /\iT

Method: #HiELA 2x104 4HEE/ml 5 100 uL/FLASEAEZFE] 96 FUIR , AESAEIKE

radotinib (0, 1, 10, 1 100 uM)7E 37°C 158 72 /\iF, CellTiter 96 A (20 uL)EIZNOA
NMLF  IRTE 37°C, BRERY 5% CO2 KSIEFIEE 4 /. IREERER PowerWave XS2

MFMRDFELEITTE 490 nm FUIE , ERFAENTFEMRSHTHESLL | B LIE
6FE 4 3 5 MEFEFL, FE—Lbs0ieth  HL60 48385 100 nM ATRA 1 1 pM dasatinib 158 4 X,

HIRIEITXIZRIE 10 uM radotinib IDNE4E.

CxE]

oHETRAIFEERR  ERTHIRES  BRAMINE , RENFER , SUSSEEE.
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oERD T I ENNEERMERDER | A AMREFTRAEEAMURIE | U EEBRESETRAR A,

A SR EEEEIR

1 FRP%  BREIEYERFAZEECHITOE | BADERE. 88MHEFRRTRSHS B8R

RER ; EERAEEER , BETHRHERSENERAREE , SANBSMELRE. YTHER |
KHAREERR BB UEREIF &N Parafilm HOME | FHERENAEFRAER. RBEREEK ,

B mERE  EEERWE , LRfmstieReE.

2 (ESERHIE | KHBoRRIRERIRERRE | BILSTRANANENS. NFEHSEMEER Bt
BEER AIEFRESIEE DMSO EERHIETMEIBETET 80 RKEMT —RILISERE 3-6
PBLAE. EfERRT, BXEERETHRE. BREERRERH.

3 MBS TERES | BIRECAFELHITERE  mEESRSEERAMAREETER. BTX
BOUEYRISEMERY , FRLAERZKMEAR (40 PBS ) #oR2RT , RIRESMTHINUE | RlBI A EEIAE T
AR ARTIEIRTER. WA DMSO {E/iER| | 15HR DMSO RELERIRE <0.3%, LU RMIEEE,

KREHT  FABEGET 0.22UM REETIESTURE | IBZRARI  FHEEESEXRELT  BUSF
I EYnEE | EERAEERSEHRIRLE.

4 (FREHISEIERNA - BT REWEMERSMR , SR TIFRECHILE , JRSFEMN LA
HEHERBDAER IR , CMC-NA | Hili% | ERFEZFERBXXEIRE. 0ER DMSO | i5H
{R DMSO BILRE < 5% LIBRBIEER. LATIERITR  AISETE

SIAREIRSI BIRER

bk (KE(KG) WAEEIM2) |km %K
ik 12 0.6 20

A 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

iz 0.4 0.05 8

KR 0.15 0.025 6
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&L 0.08 0.02 5
NER 0.02 0.007 3

s Almg/kg) =5 B(mg/kg) X 14 B B9 Km ZR&U/F0¥) A B9 Km ZEL
5 XFF-mB BRI

BEIFRE ERENERmIERTEN FAHERTIA. W TREMEN R HEXT 500MG
89, FIH st ERIEERRESREN. BT nERUsEEnIETRE  NSE~niEEE
EREETF L XIMREAESITHSEY  SEUNERRINT , - minfFlgm. SFRE~m, &
LATE 200 3 EERFRELD , EREERK , NTBRRK,

FRirSTEESE—EIRE £ NI EEMEETHREESTE , EFAM

(aGNE=k= el iR B E
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERREERETH , MREWINRNEIFE/) , RNEL T RER TR EEE
tEREEN—E | JREMEAZmAFE. SALUNNEESR ( SREEFMN ) FHRiEERES
ez eeinmg.

ST EEREGHPRRIR T RREERHTRE N IREER | BIEVNERSENSHERAMZLEY TR
BGEMANEY  BEATSSPRRKUKS , 2EIRER , XM REENEETERPRE.
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