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XL-019 ; XLO19

FER4RE : MB4581

[EERE © >98%,JAK2 HPHIF

BEHUE : SMG;25MG

R : solid

BEHXER

SFR C25H28N602

DTE 44453 H .
CAS No. 945755-56-6 = H N ‘\g“u b
WL 20°C | BIWEATIR & IPEp

— DMSO : 16 mg/mlL (35.99 mM) = Q

(25°C) Water : Insoluble

Ethanol : Insoluble

TESEW | ARMEAEETUEN  REEIE , et mESEIE.
HittiB | ATENRSMEE | BFLWRHAE XM FERE,

9T : XL019 2 JAK2 =M HIF.

78 : 2-Pyrrolidinecarboxamide,

N-[4-[2-[[4-(4-morpholinyl)phenyl]amino]-4-pyrimidinyl]phenyl]-, (2S)-

YHETEIKRIEHR :

AN 2 e FEEEGER

B DMSO : 16 mg/mL (35.99 mM) ; Water : Insoluble ; Ethanol : Insoluble
BE o, >98%

TSR - -20°C | BRI TIR

EYEE

L ) 010 2Rt , EERIERD JAK2 IR 1C50 959 2.2 nM , HL/EFBF JAKL, JAK3 A1
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TYK2.35%64% 45 50 {5, Phase 1.

iE1E3

Orally bioavailable JAK2-selective inhibitor and has been tested in Phase I clinical trials

for treatment of Myelofibrosis.

JAK2 PDGFRB JAK1 FLT3 JAK3

2.2 nM 125.4 nM 134.3 nM 139.7 nM 2142 nM

(MR

XL019 B—FPaitiRi JAK2 BUiEIR |, EATE JAK2 BEMAIS | SRR JAKL 1 TYK2 9 50
=, XL019 FIIBAEHI CYP ( 1A2 ,2C9 ,2D6 ,3A4220uM ), hERG (16 uM ), #I P-IEEH ( >
20uM ) BOIDEIVER. XLO19 #1105 JAK2 ROiE(LLAR SRS JAK2VELTF By |, IXATRERSE
DAK-STAT (554Si228910% , HETIAESMRAT. IETHEBRSTHELL , XL019 724
AP RINERIT 10 fEROIEEZEMEDS] (1C 50 =64 nM ),

(EAERT

fE4575 30 , 100 , #1300 Z5/F /5 . XL019 BEHHITHARIC pSTATL 1 pSTAT3 , SEED
50 589 42 Z5/2F ( pSTATL ) #1210 Z52/F 5= ( pSTAT3 9 ), XLO19 HEMEERIZGFN
EERFNORIRK , EAEYFHRINEFIGERENFER. /&4 , XL019 %)
HEL.92.1.7 &#BiElE41< , 200 mg / kg #1300 ZER/ LA D BIBREBRAEZE 14 XFI
60%F0 70 %AHDEIER. FOXTERAELL , 300 Zr/AFHIFIERI 11.3 Fa0EMNAYAAET.

ECHEXFRIEF ESHEXE MG HIEMNZR)

MB3931 NVP-BSK805 2HCI
MB4634 Pacritinib,SB1518
MB5456 SB1317,TG02

BigRiER . RHEHAR  ZNBAToFENS  DEFERASE  FERTAMK. XL019 2 JAK2 1%
FEHDEIF. M AT EXURAIRIALER.

fEREcE
B e
o 1mg 5mg 10 mg
i& */\
1mM 2.2496 mL 11.2478 mL 224957 mL
5mM 0.4499 mL 2.2496 mL 44991 mL
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10 mM 0.2250 mL 1.1248 mL 2.2496 mL

50 mM - - -

SHITINRE (URSF)

Animal Models: HEL.92.1.7 #fE{K
Formulation: 7K+10 mM £h#8

o) k) B o
Dosages: 100 Z53/F 58, 200 =52/F 5%, 300 Z5/F 5%, bid

Administration: (fRES

Cx=]
oHETRAIFEERR  ERTHIEES  BRAMIME , REXRER  SUSSEERE.

oI T RIEENNEERMIOER | REMRERAEEARM | L RS E T RARZ A,

A S MIRMEIEREIR

1 FRP%  BREISYEREFAZEECHITOE  BADERE. 8RMHFRRTRSHS B8R

R ; EERIAREEX , BETWRHERSENERAKEE , SANBSMELRE. YTHER |
KEIRGERR  IBS L EZF |, #iX Parafilm O , FHERREREFRAER. NRKEREZK,

BEFRERH  BVEERWE , LIRFIHKIeRE.

2 (ESERHIE | KHBoRFINERIRELRE | BILTRAUNANENS. NFEHISMEER Bt
BEBER AIEFRESIEE DMSO EERHIETMEIBTTET 80 RKEMT —RILISERE 3-6
MBLAE. EfERRT, BXEERETHRE. BREERRERH.

3 HRIEARTEREE | FIRECAFZELHITERE  wEEERSEERAMAREETFR. BTX
BOUEYRISEMERY , FRLAERZKMEAR (40 PBS ) #oR2RT , RIRESMTHITUE | AliBI A EEAE T
B ASTIEIRFER. WA DMSO E/iAR| i8R DMSO RERERIRE <0.3%, LU RMIEEE,

KREHST  FABEET 0.22UM REEITIESZURE | IBZRARI  HEEESERELT  BUSF
I EnEE | EERAEERSERRLE.

4 FAYLIENA - BTRSUEMREAEEN , ML TFREHIKE  TRESFEMA—EEA
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HRHERBDAR  WNMLE

CMC-NA , Hih%F , BRFEZFERBEXXEIRE. 206ER DMSO | iS5
R DMSO HIZZIRE < 5% LABRSBH(ER. SHTIERTINR , JUSE TR
IR RERSRGH BB R

b KE(KG)  (AEFAM2) |Km Z&
i 12 0.6 20

P 10 0.5 20

pfz 3 0.24 12

2 1.8 0.15 12

5 5 0.4 0.05 8

KR 0.15 0.025 6

G 0.08 0.02 5

NES 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X 0¥ B 89 Km ZREU/zh4 A B9 Km K2

5 XFFmEI L ERISI

BEIFRE ERNERFmIERTENE FAYHERTIA. W TREMEN R HEXT 500MG
89, FNE ARRIEERSESRN. BT~ REETtmzRdETEE  NISE-nEEE
EREET L XIMRBEAESITASET  SEANERRINT , FrmiFlEm. MTFRE~m, &

LATE 200 #EARERD |, ERWEERIN , NTDBERIRA,

FRirEEESE—EIRE £ NI EEREETREIESTEE . EFAM

e 5B R 6
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG
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AASERFREFERRTN , MREWINRVEFE/) , AL RERTAISRETHEEEE
LHREEN—R | FTRENERAR T RIFE. BILIINESEEN (SRIZEFM ) HRiEERES
e eEinmg.

ST EEREGHPRRIR T RREEHTRE I IREER | BBV ERSENSHERAMZEY TR
BGEMRNEY  ZEATSSPIREUKS , EURER , XM REENEETESRPRE.
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