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{RIZiEfth ; Vorinostat ; SAHA ; MK0683

FEdwsS : MB1265

REVRE © >99%, o] BT 4RIEtEF
BEEHIFE : 100MG;1G;5G

FaEd | BeEXEaERNERENER

BEXER
oF C14H20N203
DTE 264.32
CAS No. 149647-78-9 o
WL BE |, BT - HW\/\)LN,OH
DMSO : 52 mg/mL (196.74 mM) ©/ 0 H
SR Ethanol : 3 mg/mL (11.35 mM)
(25°C) DMF (~20 mg/ml )

Water : Insoluble

IREW | ARMREEERETUERN  MRERIR  JReamEAETE.

HftinBl | ATEREIRE  BFLRRAR—XMEFERE.

PIRHEIRBEIR -
AN 2 e, REEXEaERHERMINER
SR e, 158.0-162.0°C
BN BFZE(3 mg/ml) , DMSO (52 mg/ml) , DMF (~20 mg/ml) , JLERETF K
3 = ~1.2 g/cm3 (FE)
TR ¢ o <1.0%
BB o, 99.0%~101.0%
IC50 : e HDAC ( BRI XEZEHLES ) 8:1C50 >1 nM (A); HDAC7:1C50 >1 nM (A);
........................ HDAC4: IC50 >1 nM (A); HDAC5: IC50 >1 nM (A); MCF7: IC50 = 0.13 pg/ml (A)
EVnENE

.| Vorinostat (suberoylanilide hydroxamic acid, SAHA)E&—Fh HDAC 45 Fo4mpEinia 4 IC50
PR #~10 nM,

151 Vorinostat 2/ & HDAC JEMEIDHIRY | 0% 170 11 2588

HDAC

LI
(Cell-free assay) ~10 nM

Vorinostat 2/ND>FE ( <300 ) ZeMEA5E: , #0H HDAC /& | BEZEHMCAERRMIFARER
AR HHIEFmpERiLsE  BiEIpELE K, Vorinostat B3 A BIEBRYEMEAL RTINS HDAC
&k, Vorinostat HIHIZFiLCABIEIETE (B MERE 2R SEEE , 51 , FHEN\diEhh
BIMAR |2 ) . SXIRREELHIFIAIE 50% BTRRES 0.5 E) 10uM, Vorinostat fERF#HEREFIE
My7E408E , B4F Burkitt, B-4AMESMEMBMIBAIMAE (B-ALL), MCL, DLBCL, ATL#0 T-4HiE . &
EREENEIAMAEIETE. T HDGIAE (L AMREIETE, Vorinostat tiFITE EAAEILE | Bigtvi
Vorinostat {EFIT—HMIBER-IEE AIEFLMIT(WI-38)F] SV4A0 BEX T HREEL
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WI-38(VA-13 4RiE)TifSEIERS. Vorinostat MNHIRFISEERREIETE | IXFIMEFRGER SR,
{B&30 Vorinostat XIE(CARIBEAEESY  SIEEMEMIBIET  MXd EREMEREHIER |
REFEEBET. Genistein 0 Vorinostat BAERERLY, 5-aza 0 Vorinostat BXFR{EETES4HiE
FELEMIRE. Genistein #1 Vorinostat BXFA{EFRTF ARCaP-E EIZIEEE 80 % , {EFAAF
ARCaP-M #Hf8 I4TEFE(E 60 %LA L, Genistein § Vorinostat BXFRHD&4RpEIETE B AR,
YEFBF ARCaP-E #HEE(820 NER ESHI 1046 NELEHNE) ARCaP-M 4HE , Vorinostat b
Genistein EMUEZERE, Vorinostat {EFTFINEBMIERE , 185 Fas ER/KY , XFMEREFE
FIEEE , B 0.75 uM FIEIE |, 1IREIAEI—MSEKFE. Vorinostat HIHIAMEMIEA |,

B4E NB4, H460 #1 HCT-116 , IC50 5508 0.7uM, 3.4uM 1 1.2 uM,

MiERdid : MR 2T FEYS  SEFERESE. KOst —EEERIEE ( HDAC)
HIF. AINAFRE | AmENERIRE (1C50 <86nM ) i) HDACL , HDAC2 #1 HDAC3 LUK HDAC6
EeiEtt, ERLEAIER [ iITERY HDAC ESiH ATiEHIER MR EEREGE. (AIE(bIFE HDAC iEtt
BT RERSEIERRERIIRERRNE. (RAOEtTEERRIEISIRRTT2EA.

gkt E
% "og
o I 1mg 5mg 10 mg
1 mM 3.7836 mL 18.9179 mL 37.8358 mL
5mM 0.7567 mL 3.7836 mL 7.5672 mL
10 mM 0.3784 mL 1.8918 mL 3.7836 mL
50 mM 0.0757 mL 0.3784 mL 0.7567 mL

ZHTINRME (URSF)

AEESLI0

AEBARZEHESEMENE:

AT HDAC L6 24 x 104 dpm ZEEAER(L mCi/ml)HEHtAY sup> 3H-EEERINETRICHIZE

EAHAZMH, MAIENAET IRERESEFAE 25 uLsLie buffer(100 mM Tris-HCI pH 8, 2mM
EDTA)=AY 200 pg £37B Hela HlERRRIHITREZIEIRSHI HDAC, IIAAREIRE Vorinostat |,
£ 300C ™EB 90 5. IO 20 pL £=21E48%i% (0.5 N HCI, 0.08 M AcOH)221E/Z R, IO 0.8 mL
TBME IRENERUM N\ MBEERE. 7E 8,000 x g 3R FEL 5 HFh , 600 uL BHAE(LHE) ®BEIE
& 3 mL WKRRASINMEE.

il

Cell lines: NB4, NCI-H460 #1 HCT-116 jiyEa4maZR

Concentrations: 0 yM - 0.1 yM

Incubation Time: 48 /\iF

Method: NB4, NCI-H460 %1 HCT-116 B4R R EIRTE 200 pl 96 FUikF , £910%ICE |, £
24 /NS , BasFL. (FRASFRE Vorinostat BGARISMNEREAHRE 24 /N, AMEfE | IdiksEie
% , #B& Vorinostat , iE5 48 /MY, {#F3 sulphorodamine B SCIGRE Vorinostat {MBEE T
FERIS 2L,

CIHISEES

Animal Models: #/ CT26 48fEAY Fasgld BALB/cByJ /\Es,
Formulation: Dissolved in DMSO

Dosages: 25 mg/kg

Administration: EafkiE5T
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(]
HEFEAIEEREE  ERTAES BRGNS  RENRER , SUSSEE.
ST RHAIBIREESES , RANBESAERI0NEE | LSRR S SR .
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B EMIREEEER

1 FRa%E  BMRIEYERFAEECHITOE A SRR, 8FMHERRTESE S BRI mE
R AEERHRERER  BEITWRHRSHRNEZRAKEE , SANMEMELER. MTHER  <EK
(EFERY | BB EEIIT | @Y Parafilm HOMR |, FHEFREMNMETFROER. WRKENEEK , B m
B, EWEEHBE , IR RE.

2 (EERHIE | ABPOIFIRTERIZVEEERE | BISCRANANERNS. NFHEETR  BEAE
BRI HIRIEFRESIEE DMSO |, ERHIETAEIFTE T 80 BEXEMT , —RIULIRERE 3-6 MA
PAE. fEfERRT , B IEERH TR, BREERRERE.

3 HRIEAFTERNE  BREMAFTELHHERE  HRESRIEEZBHREETFR. BTXHY
WEMEIEAMRY , FILABERIZKIESR (40 PBS ) #RERT , AIRESTHIE | BT EAEERENE® &
SXIEFAERE. WA DMSO 1E79iER | iS58tk DMSO R&ERIRE <0.3% LIg Mg St.

KRETIT , F BB 0.22UM SRS IURE | IB2XRAEN  PEHESEXRESN  SUSFIN
BnEd , EERIEENSERIRKE.

4 (FREISEENA - BTREWCSYIRIEAMEN , IWISTR TFRECHIKE | FTRERFTEMA—LZ AR
fEZBDER , WNIEE , CMC-NA |, HiliE | BERFEESFEREXEVRE. WER DMSO , iR DMSO
ROLEIRE < 5% LABERBIEER. ARFIERHHR , AISE TR

AR ERFAFIRIRER

Wy (KE(KG)  AEERAM2) |Km R
LS 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liz5s 0.4 0.05 8

KR 0.15 0.025 6

=)= 0.08 0.02 5

/NER, 0.02 0.007 3

#) A(mg/kg) =21 B(ma/kg) X 0 B B3 Km ZRE/ZHD A B9 Km ¥
5 XF SRR ERII

BRI RE  ERENERFRIEETEN  FINSEHITEIA. MTREMEN™ R  HERT 500MG
9, FANE ARRIEERSERRN. BT REETEzREETRE , NMSE- mifEEEEEs
EETL  XIMREAEGITHEF  FEUMERREHT , - minlEEEk. WTREmE , JLIE 200
HREAHFBELD  BRIEERE , NTTBRRK,

rRirErrEESE—EM TIRE A TECENYETRIEIESTE , 2EM

(A k=it iR B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ASEEREFRESH , IREWIN~ROEIFE/) , ANEERERTHISIEPHMEEEE L
FEBN—R , TREMERZTRIEFE. BILUINEEER (SRBEFN ) FRitsErRR%Ez T
B,

XTFERIREGHRRIR - RREEHTRE B IRRE | BIENERSE S ER A% EY | ITEER
RIS EEEESPRREUKS  2WRER | XM nSEREETERTRE.
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