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AZ960 ; AZ 960

GRS : MB4580

REVE : >98% , AK2 HFIF!

BEHUE : 2MG;5MG;10MG

R : solid

BEFER
DF C18H16F2N6 H F
SFE 354.36 Moo,
Ve | | |
CAS No. 905586-69-8 noM M =),
bttt 20°C , BRI *@ T
DMSO : 71 mg/mL (200.36 mM) =
BIH25°0) Water : Insoluble
Ethanol : 3 mg/mL (8.46 mM) F
FEE BREEEEETUEN , (NREELR  IsES IR AR,
HithimBE | ATENL2MER | BFLRHE R FERRE.
&7 : AZ960 SRR JAK2 BAESHDHIF.
78 : 3-Pyridinecarbonitrile,
5-fluoro-2-[[(1S)-1-(4-fluorophenyl)ethyl]amino]-6-[(5-methyl-1H-pyrazol-3- yl)amino]-
MIBEIRRIER -
AN 2 . KEEEFEER
B DMSO : 71 mg/mL (200.36 mM) ; Water :Insoluble ; Ethanol : 3 mg/mL (8.46
mM)
BE o >98%

TSR - -20°C | BRI TIR

EYEE
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AZ 960 2—FPHERT , ATP S354RT JAK2 HIDHIF , IC50 70 K oBMETF 3 nM #0045 nM |, /E
FAF JAK2 EUAERT JAKS iEE M S 3 15,

JAK2 JAK2

0.45 nM(Ki) <3nM

{EIMRT

AZ 960 #fHl JAK2 BEiEME , Ki9 0.45 nM , IC50<3 nM, 1th5h, 0.1 pM AZ960 tEHpHI 83 Fh
EERRY 31 Fh , a0 JAK3(IC50 F9 9 nM), TrkA, Aurora, 1 ARK5, AZ 960 {EFEF TEL-JAK2
YRR, HPHI STATS BiER(L , FE191C50 A4 15 nM , #EFTF TEL-JAK2 IRENAY STATS BEER(LELAE
FAFHEfth JAK BESZRIRMR(TEL-JAKL, -JAK3, F1 -TYK2)3RaIRIZMIERIEEMS 15 F 30 f&,
AZ 960 BXUEI TEL-JAK2, -JAKL, -JAK3, F0-Tyk2 4HEIE5E , GIS0 987 25 nM, 230
nM, 279 nM, #1214 nM, TiE, BIFE STAT3 F1 STATS BERL/KE , AZ 960 tEwdD
I SET-2 #HpEiEsE , 39 GIS0 A 33 nM, AZ 960 S[f2 Ak T-ApHEEHEMmiERKS 1 B
(HTLV-1) RRRA9 T 4R (MT-1 §1 MT-2)4EKERTIAT Bilid/VFit RNA 1538 AZ 960
YEFRTF MT-1 BEBHITTIEIERER , Mis] Bcl-xL, BEARER AZ 960 BEMIFIEEFHOE
B9 AML 4BREFRREMAER | FIESHRAT.

ECHEXFRIERF ESHEXEE MG HIEMNZR)

MB3927 AT9283
MB3924 AZD1480
MB3926 Baricitinib (LY3009104, INCB028050)

Bk - R, ERATOFENS  BEFERHASE , FERTAK. AZ960 REXUEE
HERY JAK2 BAESHIHIF |, AR T AR SURAIRIASEIC.

fitiRECE
[/
> = 1 mg 5 mg 10 mg
i& */\
1mM 2.8220 mL 14.1099 mL 28.2199 mL
5mM 0.5644 mL 2.8220 mL 5.6440 mL
10 mM 0.2822 mL 14110 mL 2.8220 mL
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50 mM 0.0564 mL 0.2822 mL 0.5644 mL
FHZIME (UHSF)
BRI AEALASI R AR R

o [

{FFEEZH JAK2 #Eg (55 808-1132 (UREM)E(Tyk2 BR)IRE S 100 nM FIATP iRE A 15
UM B, #HT AZ 960 34EIFASR. fEFEAY AZ 960 KB 0.003 uM F 30 M, ELHPEIENHE
R — ST AZ960 fERTF JAK2 BEEMMHELTIMHE EE K). ERRERER
(FL-Ahx-IPTSPITTTYFFFKKK-COOH), RARKE ATP #1 AZ 960 £ HEPES buffer(75 mM,
pH 7.3)shitf7—%% JAK2 &AL, i8I Caliper LC3000 RFSNEHRIIHIE , SARMNE
NI MR B FE PR IIA R AR E ., AT B AMHIELL | M Lineweaver-Burk fiZ , a4
YRIERENTHERL ATP IRERIENZE , M y i EROUISIUSAEIRBA AZ 960 X3 ATP BITESEEST. fEFKES
2 HE K, B7R AZ960 2E8'XEH JAK2 MEIFI, AZ960 H=F%KE(0.01 uM, 0.10
UM, 1 1.0 uM)EFRTF 83 FRAES,

fHpESCIS

Cell lines: SET-2 # TEL-JAK Ba/F3
Concentrations: 0.016 Z| 10 uM
Incubation Time: 48-72 /AT

Method: /L BIOSOURCE AlamarBlue #&UISHT4AREIETE , SAFSHE Spectra Max
Gemini EM BStRMY _EisE8y, SET-2 REiRaETL 20,000 MHHE, TEL-JAK2 Ba/F3 4HHEIEETL
2000 MEME FFEEME TEL-JAKs &7 5000 MAEEFTE 96 FUiR b, /S |, R AZ
960 SMIR4REE 24 /BT , SAFS SET-2 4BREAI 72 /NBF , TEL-JAK Ba/F3 4BHEAELS 48 /BT, BES
EIEE4 KA Alamar Blue (10 pL/#L) , 4HE7E 37°C T 5% CO, IIETEE 2 /i, &
J&1E 545 (&%) 1 600 nm (RETFE)ANIERIEE, 85 Microsoft Excel B9 Xlfit4 ks 4.22
T8 GI50 {&.

Cx=]

KA mNIFRERL , ERTARES  FRAMIKNE , RENVRAER  SUSSERE.

oI T RIEEHNBERMIOER | HREMREFRAMEBARME | L RS E T RAR A,

A S YHRMEIEEEIR

1 FRP% | BREIYEREFAZEECHITOE  BADERE. 8FMHFRRTRSHS B8R
R ; MIEERHREERX , BEIWIMESHNERAEREN  SRNMBMESIFE. WTHAERE .
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KHAKRAERR BB G EFBINF | @ Parafilm HOMR |, FHRBANEFRMAGER. WRMERETK ,
B mERE  ENEERWE , LRsmstieReE.,

2 (ESERHIE | KHOIRRIBERIRERRE | BILSCRARARENSH. NFETSHEER Bt
BEER HAIEFRESIEE DMSO EERHIETAEIFTET 80 RREMTF —RILISERE 3-6
MRUL. R, BUEERHTHRRE. BREERRERE.

3 MREF TERNE | BIRECATELHITERE  EESRNEEZAMREELFR. BTX
BOUEYIEISBMERY , FRLAERZKMEAR (90 PBS ) #RERT , SIRESMTHINUE | AIBI A EEIRET
B ASIIERFERNE, WA DMSO {E/9iaR | i5tHiR DMSO REFERIRE <0.3%, LA RMIREH.

KRES , B EET 0.22UM RERTIESZURE | IB2RALS  SHEEESERELT  AUSF
M EYnEYE | EERAEERSEHRRLE.

4 FAYSEIENA - BT RSUWEMRIEEEN , ML TFREHIKE  TRSFEMA LA
HEHERBDAR  WIIER , CMC-NA | Hil%E | ERFEZFERBXXEIRE. &R DMSO | iS5
R DMSO RIZERE < 5% LABRBIER. LHEFIERTIHE , JUSE TR
SAREIRSFIBIRER

bk (KE(KG) WAEERM2) |Km %
s 12 0.6 20

Pt 10 0.5 20

iz 3 0.24 12

2 1.8 0.15 12

[ 5 0.4 0.05 8

KR 0.15 0.025 6

G 0.08 0.02 5

NG 0.02 0.007 3

o/ A(mg/kg) =z B(mg/kg) X w04 B A Km FREV/Z A I Km FRE
5 XFFmEI L ERIEI

e RE BERNERFRIERTENE FAYHERTIA. W TREMEN R HERT 500MG
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8, FIH At ERIEERSESSEN. BT nERArshgiETRE NS~ miEEE
ByEsT L XREFAESIHSET  FEAMERRRT , £ RinFEER. YTRE~mE, 3
LATE 200 HEGREERL | ERIERIN , NTERREK.

FrRirErrEERE—EiRE A NEEENYETREESTE , 2EM

(AN =k=plel =2 B E
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

A ASERREFRRTN , MREWIN~RNEIFRE/) , ANELRAEF TSR EEE
HEREEN—E | TEMEAZTRIFE. EILUIINEEER ( SRE(EFM ) FHRiEERES
Ezeeinmg.

T ERREGHRAIRT - MRERHRE EMNNEE | HIENEASENBNERAFMZEY | WTR
BRI EY  EEESSHRRKUKS |, EWEHER | XM-REEREETIESRPRE.
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