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Pracinostat ; SB939

FrER4RE : MB6006

FREHRAE : >98% , pan-HDAC DI
BEEME - SMG;50MG;200MG
i : solid

EHER
PFN C20H30N402
DTE 358.48
0
CAS No. 929016-96-6 Vs )v,\@‘ru\
3: o A=A 4 N = HN
R 20°C, BAIHEAT w| M LA
DMSO : 72 mg/mL (200.84 mM) E g
AR
Water Insoluble <
(25°C)
Ethanol : 27 mg/mL (75.31 mM)
FEER | ARMEREERETUERN  MREEIR  TRESHImEARL.
HthinBE | ATENRSIER | BFLRRAR RETFERE.

f&@i9Y : Pracinostat E—FEMAVEEREZEVES (HDAC) %I , AT RTFREERR.
A& SBI39 2-Propenamide, 3-[2-butyl-1-[2-(diethylamino)ethyl]-1H-benzimidazol-5-yl]-N-hydroxy-,

(2E)-
YIRS
AN ¢ e, HeEXRABEK
SARME e, DMSO : 72 mg/mL (200.84 mM) ; Water Insoluble ; Ethanol : 27 mg/mL (75.31 mM)
BE o, >98%
ETESRM - -20°C , BEHE=IA TR
EnEN
g Pracinostat (SB939)2—FHHE29 pan-HDAC i , IC50 79 40-140 nM , 2T HDAC6 I
i N N
o 5b , 3¢ I 2R THS SIRT LIREIMEIEL,
514 SB939 E&iFAY HDAC #p#l7I , B2 S*BIO Pte A\ EIRVSNSLIRIEZS,
HDAC10 HDAC3 HDAC5 HDAC1 HDAC4
(Cell-free (Cell-free (Cell-free (Cell-free (Cell-free
L assay) assay) assay) assay) assay)
40 nM 43 nM 47 nM 49 nM 56 nM

SB939 {ERIT Il BRI THS SIRT LiGEHIHIRE, SIEFRTENRIESIIEMEIARIAL, , SBI39
{EFITRIE T A HES SRR LA ENEEREAF, 1C50 79 50 M (HO B2k T BRI e
@sshiRse | HE) 170 nM (HELO2.1.7 LIEIMysENS), SBO39 REEH 100 uM FHIER ASEIRkALT4END
ISR, SBI39 {EFITF HCT-116 4HE , WESHEEE H3 ZBHY, a-tubulin (OZEHLAE
I, BN A RATE AL SR 807/811 RIABARRIL , EIVE SIS
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SB939 EFITFHREL , b SAHA BT BNz NS RFI IR, SBO39 122 50
mg/kg FUELME HCT-116 FBiERE , ERMERIMAMEEARER., SBI39 &% 100 mg/kg FIELLIE
e HCT-116 BPYEERYES, , BREBAE KSR 94%, SBI39 fEFBTF APCmin B, 34IRRIERZAL
PR | rimmmereE | ERL S-EARIENRIT, SB939 /EFTFAMEIEEYHCT-116, PC-3, A2780,
MV4-11, Ramos) , EASIBTERATES L. SBI30 BARITMIRY, S, Al F1WeEs

YIEM , BZ2.
LR RIEF (ESEXCIESIFFISF9EMEKZR)
MB7001 Belinostat
MB3885 CuDC-907
MB4763 Givinostat (ITF2357)

BigRfE® - BHEHAR  TZNBATOFEYS | BEFERSE  FERTA. Pracinostat 2—E
HHVEEREIBHUES (HDAC) iHIRI , I ETFEERR.
fiERECE

% " og

Im 5m 10 m
WE A 9 g g

1mM 2.7896 mL 13.9478 mL 27.8956 mL

5mM 0.5579 mL 2.7896 mL 5.5791 mL

10 mM 0.2790 mL 1.3948 mL 2.7896 mL

50 mM 0.0558 mL 0.2790 mL 0.5579 mL

ZHITINRE (URSF )

HDAC EgsLls -

FTFRIMAZY , SB939 AT DMSO (B1REA 10 mM), HDAC BEsEle : 111, f11V &ETHs
SKIGTE 384 FUAR DT , (EFERE HDAC /SIS, RARESE 2.5 8 5 uL HDAC R TAS,SC3
buffer (25 mM Tris-HCl, pH A3 7.5; 137 mM NaCl; 2.7 mM KCl, 1 mM MgCI2 , #1 1 mg/mL
BSA), AREIRERI SBI39 &, DMSO, X3RSt ZBEESIEH Flour de LysTM |, £ 3BRIBAFRL
33 uL, L ERANRITEAR , WEDREEAR(HDACL /3 1uM , HDACs 2-5 J3 250 uM
HDAC6 79 50 uM, HDACs 7-10 5 625 uM), E=IE TEB 2 /\iT , IO 16 pL Flour de LysTM
REF , REOEH |, MBRIZEEREY. BRES 10 9HE | FRHEWRIEEESE 460nm
ANE RSB, R XIfit Z4MRE IC50 {& , 5 Cheng-Prusoff 2: IC50/(1+ [JEMIR
E)/Km)it& Ki {8

2 (o

Cell lines: Colo205, HCT-116, A2780, PC3, A2780, DU145, MCF7, BT549, MDA-MB231,
T47D, NHI-H460, A549 &£,

Concentrations: 1.5 nM £ 100 pM.

Incubation Time: 96 /\g¢

Method: fRiE#EEFPTE 96 FULiR L | FEEMIEHEIE 24 /\iT , SiFMIEHE 2 /i, ZAEDAA SB939
RbIR, NN 1% BRI 705, SLAH4E 96 /BT, 1RIBAAS | EtXIREHIEFER CyQUANT 4
FEEESEIRIRNR | ST SR (ER CellTiter96 Aqueous MAMIEEIRFIE | IINKESS 100 uM
F 1.5 nM.A9 SB939 , £ZBMRF9 100 uL. fEF XLfit ZE4ME IC50 &,

{HRESELS
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Animal Models: ## HCT-116 FBiEEEEREM BALB/c R

Formulation: SB939 FFEEATKAY 0.5%FRELF 4z (w/v) F1 0.1% Tween-80 & FAFOMRIE
HYDSCIE | WEANME, BTEYIEIHZESHT , SB939 AT EUKG , BT ER KSR,

Dosages: 25, 50, 75, ¢ 100 mg/kg.

Administration: OfRIAMEEEERKFSTRNE

CE=]
oK ETRAIFEERL  ERTHIRES  BRAMIUNE , RERRAE , SNSSEEE.
oHBD T MIEEHNEEIRMEDER | HEAMREFREREMURN | USRS ETRARZ A,

B EMIREERER

1 FRP%E  BREIYERFAEECHITOE  RAD SRR, 8FMHERRTESE S 8B m3E
R AEEHREEER , TEITMIMRSHRNZROERER | SAMESMEZRE. MTHSERE KX
£ BB LEHTHY , i Parafilm HOR , FARBENMEEREER. RNENEEK , B~ m
B, EWIEEHBE , LR LiaRE.

2 (EFREIE - AMBORFIRERREERE | BINARAINANENS. WEHSEHETER  BERE
BRI HIIEFRESIEE DMSO |, B RHEAEITTE T 80 BRKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERR SRR,

3 MRIEFIEREE | BIRENAFEERHERE  BRESRNEERAHAREETFR. BTARNS
WEMEIAMRY , FILAMERZKIESR (40 PBS ) iR , AIgEStTHIE | @ TEAEEARENA® &
SXILRFAERE. WA DMSO 1E79ia7 | 58tk DMSO REERIRE <0.3% LUsRMSt.

KREHT  FABEWET 0.22UM RERTIESIURE  BOXRARSI  SIESESEXRE LT  AUSFBL
aiEtt | EERIAHEESEHRLE.

4 (FREIENA - BTRSUSYIRIEEEN WL TIFRECHIRE | TReRFTEMA—LZ5 AR
fEJOBNER , ANILE , CMC-NA |, HilE , ERFEESFERBXEVRE. WEER DMSO , iEff#fR DMSO
HILERE <5% LUBRSIHER, SHFIERITENE , TLISE TR

SWARERRS GBI ER

byt (KE(KG)  [ARERM2) |Km K2
Gk 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

1) 1.8 0.15 12

liz5s 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5

INER 0.02 0.007 3

a4 A(mg/kg)=a14) B(mg/kg) X w043 B B9 Km REY/a04 A B9 Km FREL

5 XFFmEIRL IR I

BNEFRE | ERANERRNEETEY | FNHEHR TRIA. W TFRSHMEN™R  HEET 500MG
B, BAIH s RRIEERHECRN. HTF-neXntzidRHEE NS mETEEEEs
EETL  XMBREARERI TS T  BEMMERRER] - RinEER. XT&RIA=R  BJLIFE 200
BEARERED , BRKEERIK , NTmgniRe,

FanSivEERE—TIRE | £ NEeERETRALEEEE , 2F
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(A= k== piencs R B E
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

M ALEEREFRETH , IREWIHN~ROEFE/) , BRNEERAEATHISETHREEEE L
FEBI—R , TREMERETRIEFE. BILUINEEER (SREBEFM ) FRiEEFR%EZTE
B,

T ERIREGHIARIRY - RAREEHTRE B IRRE | BMNENERSEIEHER ARz a | W TEER
EMRNEY  EREETSSPRREUKS | ETRER | XM aREREETERPRE.
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