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TG-101209; TG 101209

RS MB8031
REWRE: >98%, i&iEME JAK2 HHIF
R 5MG;50MG;100MG
R solid
HEEE
DF C26H35N702S
DFE 509.67
—
CAS No. 936091-14-4 4 N
N N = N\,.fJ
R -20°C, BEEATIS BloLs QNI;”\N/@/
DMSO: 102 mg/mL (200.12mM) | = Ny H b
AR
Water Insoluble
(25°C)
Ethanol Insoluble
FEED | ARUEEEETUEN, NREEDR, TrRESmETARM.
HithikBl | ATEHNLZLIER, BELRRHE IXUFEERE.

f@ifr: TG101209 2—FEEMAY, BXAY JAK2 D7), RBYeens FIt3, 0 RET AUEME, (EFRRRESS.

B4 : Benzenesulfonamide,

N-(1,1-dimethylethyl)-3-[[5-methyl-2-[[4-(4-methyl-1-piperazinyl)phenyl]amino]-4-

pyrimidinylJamino]-

YIBMIR RIEHE:
AN e, HEeEREER
BERME DMSO: 102 mg/mL (200.12 mM); Water Insoluble; Ethanol Insoluble
BE: e, >98%
EFESM: -20°C, BT
SynEtE
TG101209 2—FhisEiRMaY JAK2 1DEIF, Fo4igididcsh IC50 8 6 nM, 3d FIt3 0 RET EFERK
FERBHAR| E2R485, 1C50 49879 25 nM 117 nM, {ERTF JAK2 LUYERTF JAK3 RS 30 {34£h, X
JAK2V617F ] MPLW515L/K ZS25BUEHEk,
L= JAK2 RET FLT3 JAK3
IC50 6 nM 17 nM 25 nM 169 nM
TG101209 2—FhAREEFIABHY, DT, ATP TR MR LM ER S BRI ESNHI7. TG101209
r— HPEIZEX JAK2V617F 5f MPLW515L SS35ARRY Ba/F3 4RREAEEE, 1C50 79 B200 nM, 7EEIAA
JAK2V617F IS tBEmigt A IMEMBERS, TG101209 ES4miEEHIRSFImiEET, Fip
&) JAK2V617F, STATS 1 STAT3 BEERAAER. TG101209 N4k B taa JAK2V617F 5 MPL515
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0 = 244

Ba/F3 AT,

AR RAEMETEMMEEEER. TG101209 EZ R STATS BiERL, MASE

STATS EHENSE. ARSI HCC2429 1 HA60 4Rl , TG101209 IMFIFFEER, FHiE
i€ STAT3 RIBSERILIERS. TG101209 SEURI HCC2429 F1 HA60 FbE4RiE et aisl. —Uik
VTHIRAFEERAA TG101209 [EPR BCR-JAK2 71 STATS BEER{L, B/ Bel-xL 3Rik, FH3EEEILAY

{BHERT

100 mg/kg TG101209 A3EEK JAK2V617F FAHER(10 REIIMEERE, SRRk
EBRIEIAELL, TG101209 SMERIENMANBIAIEAERATRIHAITZEERN, FIEEH
MR, TE+11 RETRDECEIAZ 20%.

ECHXTRIEFESHEXIEHREHIEMNER)

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

BigRfER: RIHLK, ZNRTHFENSY, DEFFRALE, FERTAK. 76101209 22—k
MRS, BRAY JAK2 $DFIF; ERIEEHDE) FIt3, #0 RET AUENME, (EFESRIESS, ANMAATFEXRAIRIAT

%,
fEREeE
I R og
— il 1 mg 5mg 10 mg
W
1T mM 1.9621 mL 9.8103 mL 19.6205 mL
5mM 0.3924 mL 1.9621 mL 3.9241 mL
10 mM 0.1962 mL 0.9810 mL 1.9621 mL
50 mM 0.0392 mL 0.1962 mL 0.3924 mL

SHITIRE (IURSF)

HAEBSELS

TR s 08

XF TG101209 B9 IC50 EEAETFRIHIRBSIHI@II M Upstate Cell Signaling Solutions %15
AIEE4H JAK2, VEGFR2/KDR, #1 JAK3 UZE. BEERMNER = 40mM Tris 4K (pH 7.4), 50mM
MgCl,, 800mM EGTA, 350mM Triton X-100, 2mM b-3FEZE2, 100mM ZRKEYD, &
28 JAK2, VEGFR2/KDR & JAK3 BEF&HiEH T, ZHXIeET 60 HihEsettny. RAOEE N
A 10mL Z5RE 3mM B ATP 248, 7E 60 D HEIINEES- Glo i{FI&IE, S RESEMEFER
Ultra 384 ({ERiRENHLENERITER. MLEEWESRIAY 1C50 {&EfFER GraphPad Prism 4.0
PAFRIFEEL MRS STIRESE]. X —H 63 NEEERIRKIEIDHIEUE(EF SelectScreen ™MIjjEE
MWE,

HRESELS

Cell lines: &iX JAK2V617F (Ba/F3-EpoR-V617F) 1 MPLW515L (Ba/F3-W515L) 83%{ARY
Ba/F3 ZHpf

Concentrations: 4.6-38 400 nM

Incubation Time: 28-30 /NS
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Method: M52, K29 2x103 AIEEF2IHFLIRAT 100 ml RPMI-1640 &£Ki5%FE, HHE
BIERREN TG101209, MIBHUERTAKENR 24 /\IEFRMISEERRIA || XTTRIESNERS
1B TEMN. 1B, 520 mLXTT AR, HiEE 4-6 /\id, BEBEEFE 450 nm T
DIFEENE, DFLETTE 650 nm THITRIE, 1C50 {&fFF GraphPad Prism 4.0 R4
E. BEERHTIEEMERIFMEDHT, 1C50 ELHIH) S0%IEERNKRENE. FELRi—==%H
BT, BERE—CAFRGIEMARNEKIER.

Animal Models: Ba/F3-V617F-GFP #HfE;F552IR&ERERY SCID NRLUESIERG, T2
BIERNE M R AR,
Formulation: TG101209 &afZF DMSO

AR Dosages: 100 mg/kg
Administration: TG101209 LUEFIBMAMRRIFSES, FEMMRMEEEIE 3 RIEFHA%RE, 20X
I=iETI

CEE]

oK AT MAIFEERL, ERTHRES, BRAMIUNE, REAREE, SNSSEEE.
oI RIENNEERMEIOEE, BREAMRIATRAEEAIENE, I EEIRNESEZRIAT A,

A EMIREERER

1 FRa%E: BREIRMERFAEECHTSE, BADERR. 8RMHSFRRTESHE D BRI mE
BL WIEEEHREEER, BEITMIMERSHRNZROEENE, SANMBMELRE. WTHER, KK
(e, BSLEHEEYE, &Y Parafilm HOME, FRBENIEEREER. MRBENETK, B~
B, EWEERBXE, URFmLiaRE.

2 EERNE: ABoIFRER R RERERE, BIUCREIBIENS. WFHEHETR, BERG
&R, MIREFRESIEE DMSO, BERFIETMEBTET 80 BEEMT, —RAULUSERE 3-6 ™A
VAE. (R, BXIESEREHTHE. BREERRERH.

3 HISFTEREIS: BREMAFTELHHERE, HEESRNEEEFHMAREEL/FR. AT
WEMRISAMERY, FRLAGERIZKIEAR (40 PBS) #RERY, WJRESfTiilie, WEITEREEARENER, +
SXISLRFAEFE. WA DMSO {E/9EH, 18HaR DMSO REERIRE <0.3% LB RMIESE.

KREHI, HBENET 0.22UM RERTIELIURE, BZXRARI, HEEESEREL, GUSImL
aiEtt, BEERIAEEESEHIRLE.

4 (FANMSEIERA: BT REUSYREREN, ST TIFREHKTE, TREFEMA—LHBRER
fEJOBNBRI, WMHE, CMC-NA, HifE, BREESFERBXXEIRE. WMEERA DMSO, iR DMSO
AOZERE < 5% LABRSIHER. LATERIHNE, TUSETE

SWARERRSE G B E R

b (KE(KG)  [AEEIRAM2) [Km &2
ik 12 0.6 20

ia) 10 0.5 20

bz 3 0.24 12

2] 1.8 0.15 12

izt 0.4 0.05 8

KB 0.15 0.025 6
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— UG T A A
G 0.08 0.02 5
N 0.02 0.007 3
0¥ Almg/kg)=5¥) B(mg/kg) X z0#) B B9 Km &V A B Km R
5 XFFmEI IR R ISR

BRI RE, ERENERF RGN, FNSEHITHIA. MTREMEN M, HERT 500MG
A9, BANE AERRIEERSERRN. BT~ REETREERIETHE, NMSE-miETEEEs
BEF L, XIHRBERESITHSET, FEUMERRRIT, FrRinfERER. YRR, AL 200
HEAHFBELD, BRIERK, MRk,

rRirET R ERESE —EiRs, £ MNECERYETREESTE, 2EMN

o RS bezem
1-20MG 0.1TMG
50-500MG TMG
>1G 3-5MG

MHASERREERETHN, WREMIRFRIEIERE/), BEREY- A TRITREFRMEERE L
PEEN—R, FIREMRARRIEE. BALIIAESEER (SRIEMEFN) FRleErRE%El e
B,

XTFERREGHARIAT RRERHRECNNRE, RIRVERASENBHERSMZLEY, MTEER
BRI EY, BEETSSTIREUKS, ERER, ZM-REEREETESPRE.
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