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NVP-BSK805
RS - MB3931
FRERAE © >98% , JAK2 D4l
LG : SMG:10MG;50MG
I, : solid
BXREE
PFL Ca7H28F2NgO
SFE 490.55 O
CAS No. 1092499-93-8 (free base) & E E
et 20°C | BT 1 O
E2 N s N NH
AR DMSO : 50mg/mL O 314 C
(25°C) - 2vMg N
FEEN | AREEEEETUEN  IREETE , st e AME T,
=giiinl) HNTIENZETER | BFELRRHE—IEFERE,

fEi7t : NVP-BSK805 B2—MBERAY , R , ATP RS 4EAT JAK2 IDHIRY | EL/ERT JAKL , JAK3 F1TYK2
MRS 20 ELAL,

PIIRTEIR BB

O © HEBEXHGBER

BN DMSO : 50mg/ML

BE o >98%

RESRM - -20°C , EEihEEATIE

EYENE (CRBTFAFE , ULESE :

NVP-BSK805 2—FE0AY , IEEMRY , ATP 4 4HRY JAK2 HDHI5 , IC50 5 0.5 nM , LUAER
FJAKL, JAK3 #0TYK2 iE#2MME 20 2L E,

FERitR

B JAK?2

NVP-BSK805 £ JAK2 3B ailElRl , Bt JAK2 fOSSMRIF , BEXT JAK2 AUEIRIEREL RS
JAK1, JAK3 1 TYK2 E3& 20 {2, 0.5 nM 9 NVP-BSK805 Sie4< JAK2 FIEFAR JAK2 Fer=4E
—Y A AHEIRER, NVP-BSK805 FEET JAK2 #E(Ba/F3)RIER , BiESMIEAET , & GIS0
7£ <100 nM HUIKREE. STATS BEERICIEFBRMKE JAK2 FIEARRIBSERILIER | 1€ JAK2 2825940
B, KFZF 100 nM A9 NVP-BSK805 5 MB-02 —HERERZ4DE STATS RIBSERLAIER. 9
BIFE 150 nM 0 1uM A9 NVP-BSK805 §i¥& SET-2 4R , £ BUREIDEI 75%F0 95%HILRMEAEK |
BEXENRE TSR 24, 48 f1 72 /N\at , RIISS [EIREFMEERBNERET. aTLEIR
FFH9 PARP. Bcl-xL FIXRIRDFISRNIENNRY DNA S2/0F 2N BAIREE | B XL
ELER. NVP-BSK805 52 RAT EF BB G R ERRKRASREHRY , fXE
SET-2 #1 MB-02 #HiE-hiNHI 4R AT EHES caspase NIATLUMEIXFN NVP-BSK805 3 |#EHIZH
BT, 7E JAK2 48, SET-2 #1 MB-02 4RiE , NVP-BSK805 8EiET5 Bim HIBHZEIEEF]
Mcl-1 97K,

AR | HBR NVP-BSK805 A4Z5RIFI RS/ NRIARRISEI T8 45% AXBELIRP AL 50%.
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£51Eny Ba/F3 JAK2 4BAEAY/INGEIEELOAR 150 mg/kg AY NVP-BSK805 Bei STATS AYBKER(L |,
BRRh R 25 IMfRBEAYY &Y. 25 BALB/c /N lEAR 25, 50 #1 100 mg/kg FIEAI NVP-BSK805 ,
8EH0%EI rhEpo SR STATS BEERCR RIFN rhEpo AT RILTLREEIG SRR,

X eHEXTREFEESHAXIEIERIGFIEMNER)

MB3923 Fedratinib (SAR302503, TG101348)
MB3930 Gandotinib (LY2784544)
MB3928 Momelotinib (CYT387)

BigRER | REHAR , ZNATOFEYMS  AEFERASE  FERT A, NVP-BSK805 2—ME
AT, ERMERY , ATP FeS4ERY JAK2 HEIF, AN me] BT AR Sis AR SRS .

figiREcE
f g
_— posl 1 mg 5mg 10 mg
1mM 2.0385 mL 10.1926 mL 20.3853 mL
5mM 0.4077 mL 2.0385 mL 4.0771 mL
10 mM 0.2039 mL 1.0193 mL 2.0385 mL
50 mM 0.0408 mL 0.2039 mL 0.4077 mL
(EE]

oA RAIFEERE  ERTHRES  BRAMIGE , RERNREE , SUSSEEE.
oHRDTEMIEEHNEERAEDER | HEAMREFTRAEREMURN | A EEBEESETRAR A,
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A EMIREEREIR

1 FRA%  BUEIEYERFAEECHITOE  BADERE. BRMHSERTESH S BRI RE
B AEEAREEER | BEITMIMERSENZROETEE | SANMBMEIRE. WTHERE | KR
(e IS LEHTEE i Parafilm HOR , FARRENEERAER. MREENETK , B
B, EEERBE | R mstiaRE.

2 EERHIE - KB HEFRER IRERRE | BISRKAIANENS. NFEHEEER  BEREE
&EBER | ISR SIEE DMSO |, (EERHIETAEIETET 80 REEMT , —RIULIRERE 3-6 ™A
AL, TEERRT , BXIESREITHE. BRfEEnRS kR,

3 RIS IERGIE | BIRIENAFELHHERE  BRESRNEERAHARERETFR. BTAHY
WEMRISAMRY , FILAERZKIESR (40 PBS ) W , AIgEiTHiE , BT EAEEAENB® &
SXISLRFAERE. WA DMSO 1E/9iExR | B8R DMSO REEHERIRE <0.3% LIERMmigsit.

KEHT B BRNET 0.22UM FERTIRASIURE  IB2RARI  SIESESERES , BUSKIEK
aiEtt | EERIAEEESEHIRELE.

4 FREYEENA - BTREWCSYEREMNN SR TIFREHIKE | TReaFTEMAN—LEREN
fEJENAR , ANMLE , CMC-NA |, HiliE , ERFESFERBXERE. WER DMSO | SR DMSO
AULERE < 5% LABRSIHER. LATERIHHE , TUSE TR

SARETRRS G B ER

Wy (KE(KG)  AEERRAM2) |Km &2
DFEE 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

K5 0.15 0.025 6

SR 0.08 0.02 5

NER, 0.02 0.007 3

Z) A(mg/kg) =311 B(ma/kg) X 0 B BI Km ZRE/ZH A B9 Km ¥
5 £FFERIEMERIS

TR mE | BREERFRIERTEN | FIHER T, YTREMEN™ MR  HERT 500MG
B9, FIH A RREERRESRN. BT RERUREERTETRE  NMSE-nitEEEEN
BETL  XIMREAEGIHET  FEUMERRHT , Fr-minlfF2EK. TR , JLIE 200
HEGHEELD , EREERIK , ATmgsiRk.

FhirSrEESE —EiRE , £ NEICERNETREESEE  2EMN

(AvaN=R-=piel e R EE
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

M ASERFREFRETH , WREWIH~REIFE/) , BELRAKRTRISIEPMEEEE EY
PEEN—E | FIRENRARREE. BLIINESEER (SRIBMEFN ) FRlesiERE St TE
B,

TR EGHARIAY BRI EENNRE | H(IRVERSENBHERSFZEY | WTEBR
MR EY  ZEETSSTIREUKS | EIRER | IR EREETESPRE.
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