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Gandotinib ; LY2784544
RS - MB3930
REHRAE © >98% , JAK2 $4I%)

BEHIE : SMG;10MG;50MG

R : solid
HAER
ST C23H25CIFN70
DTE 469.94
CAS No. 1229236-86-5 #=*
s 0 N RS = "u
s -20°C , BEESEEIATIR # A SN
N DMSO : 94 mg/mL (200.02 mM) =
R Water Insoluble
(25°C)
Ethanol : 9 mg/mL (19.15 mM)
TESEI | ARMEREEETUEN , MREEIRE , s mEAEMT.
Hithidel | ATENREMERE | SFLNRFEIRMEFERE.

&Y : LY2784544 2—FhERIAY JAK2 #DHIFI , LY2784544 B FLT3 , FLT4 , FGFR2 , TYK2 Q1
TRKB,

78 : LY2784544 ; Imidazo[1,2-b]pyridazin-6-amine, 3-[(4-chloro-2-fluorophenyl)methyl]-2-
methyl-N-(5-methyl-1Hpyrazol-3-yl)-8-(4-morpholinylmethyl)-

PIEREAR BB

AN ¢ e KEeEEEER

BN DMSO : 94 mg/mL (200.02 mM) ; Water Insoluble ; Ethanol : 9 mg/mL (19.15
mM)

BB >98%

SR - -20°C | BOLDhEEIATIE

A

smgy | Candotinib (LY2784544) RIS JAK2 ) 1C50 793 nM , fEFET JAK2V6LTF
RRRIE |t AR JAKL A JAKS MERS 8 AT 20 45,

o JAK2 (V617F) JAK2 JAK2(Cell-free assay) FLT3 JAK1
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0.245 nM(Ki)  0.288 nM(Ki) 3 nM 4 nM 19.8 nM

LY2784544 i) IL-3 BUERIEFAEERL JAK2 |, IC50 59 2.26 M, 1EIgECae+ |,

SO LY2784544 {ERIF JAK2 V61T7F SR=NR94Eia+ , BEHIEEEME | 1C50 /9 68 nM,M{FAT
FFAERY JAK2 JRFNAG4RARET , IC50 79 1356 nM , VEFBTF JAK3 IRaIHIARAEAT , 1C50 F9 940
nM,

LY2784544 4% Ba/F3-JAK2 V617F-GFP FEHEfEHAY STATS BERIL , BIERYEXGIE

r— 50 (TED50) o 12.7 mg/kg. LY2784544 {EFEF JAK2 VE17F FESHY MPN #8EL | th#(E

Ba/F3-JAK2 V617F-GFP fyeEtais , EOARQESS , TEDS0 9 13.7 mg/kg. LY2784544
HBRIEFT SCID /NERBERE , XJ CD71/Terl19 PRMLI ZABMBMLR B EFZIR.

XeRXrmitE ESAXESIEREHIEMNER)

MB3924 AZD1480
MB3926 Baricitinib (LY3009104, INCB028050)
MB4568 BMS-911543

BEigkid . AR, ISTRATOFEYSE | EFERIAAE | TERTFAMR, LY2784544 E—
FhEZNAY JAK2 H4IF |, LY2784544 taipsl FLT3 , FLT4 , FGFR2 , TYK2 %1 TRKB. ZGRal FAFHE%4T

IR AORIEECES,
figiREeE
R =
N R g 1mg 5 mg 10 mg
RE = |
1 mM 2.1279 mL 10.6397 mL 21.2793 mL
5 mM 0.4256 mL 2.1279 mL 4.2559 mL
10 mM 0.2128 mL 1.0640 mL 2.1279 mL
50 mM 0.0426 mL 0.2128 mL 0.4256 mL
(FE]

HAFRAFTBELE  SRTARES  ERAGINEE , REAREE , BNSSHRE.

oSO MIEENEERMAOER | HAMREAMRSRAENY | LU EERNHSERARZ .

A S YIREEERIR
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1 FRa%E  BUREIEMERIFAEBCHTOE  BADERE. BRHERETESH S R~
MR ; EREHREEER , BEITMIHRSHRNZRCKER , SANMEMELER. MTHESE |
KEARERN | BEUERELLE , @ Parafilm O , FHREBENAEFRMER. NRMERIED
K, BT mEH  @EEHRET , LIRnsEiRE.,

2 (EERHIE - ABOHFBRTIVRERRE | BISCRAUANENSN. NEHSEEER 1B
EAGIERT  HIBEFRSIE DMSO |, ERHIETHEBTE | 80 BEREMT , —RIULIRER
£3-6 MRLAE. MR BXMERHTHRE. BREERREFR.

3 HRIEATERHE | BIRENAFTELHITERE  REESRSEERANAREETFER. BTX
BOUEYEISBMR | FRLAERZKIEST (40 PBS ) FAfRRY , AIRERITHINE | vIBd A EEIRER
B, ARYTRFERNE. WA DMSO {EAiERI | BHR DMSO SREERIRE <0.3%, LARAIRES

.

KREFS , FATENET 0.22UM RERTIESIURE | BZRBRS , FEARESEXESN , Bl
TR EWEYE | EERIAEEESEHIRELE.

4 BANMSEIRMA - ATREWSMREAMEN , TR TIEREHLE | TREFEMA LA
WREENER , WMHE , CMC-NA |, HilE | BRFEESFERBXXEVAE. WEER DMSO | iS55
R DMSO RIEIRE < 5% LABRBIEER. LRFIERITIHE , JUSE TR

SR RETRSRGHERE R

Wy (KE(KG) (AEERM2) |Km RE
e 12 0.6 20

3] 10 0.5 20

£[E3 3 0.24 12

2 1.8 0.15 12

[5G, 0.4 0.05 8

KRB, 0.15 0.025 6

(15 0.08 0.02 5

/INES, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X s5# B B9 Km RKE/z04 A B9 Km FRE
5 XFF-mEI S IR 38U

BEIFmE | ERERmAVERTTEN | FRIER TN XNTRSMEN M, HERT
500MG B9 , FfIH) R RRIEERSERRN. BT~ nEXTRECIIRETEE  NNSE~m
MEEEERESFL  XIMRERESITHSET  FIEAUMERRERIT | Er-RinfERlER. XTRE
7o, FJLAME 200 #AGRHIERLD , ERKEERIK , NERIRK.

RS EERE—EIRE A NEEERNYETREESTE , 2B
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(AN =k= et R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERFGFRETH  MREWLAmAVEIFRE /), BRAL - RAEF T BT EEE
LHREEN—E | TTREMEARFmAFE. ETLUINEEER ( SRIBEFM ) FRIEESES
Ezeeing.

T EEREGERRR - REENEMRECNRE | BBV ECREEEIEHEREHZEY TR
BRGEMRNEY  FEESSPIRBUKS |, EVREHR , S REEREE RSP RE.
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