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SGI1027; SGI-1027

RS MB7449

REBIRE: >98%,DNMT {1
EEEHIFE: 10MG;100MG
=z solid

HFEE

ST C27H23N70

DFE 461.52 "

CAS No. 1020149-73-8 2 7

[ 20°C, BOUBEHEITTR " ! e

DMSO 92 mg/mL (199.34 mM) = ,TL/%L @/N 7&/@/
TBRRM25°0) Water Insoluble Hahl =M™ i
Ethano linsoluble
FEERN | ARMEEEEETNUEN, MREBEDE, ISR mEAmRE.
HithiReg | AT7TENZLER, Bl E— R MEFERE.

@7 SGI-1027 2 DNA FEL#HE (DNMT) #iHF, XILA poly(dl-dC) AE#IAY DNMT3B, DNMT3A
1 DNMT1 EipHIER,
& : Benzamide, N-[4-[(2-amino-6-methyl-4-pyrimidinyl)Jamino]phenyl]-4-(4-quinolinylamino)-

LibE SN E e
NI e REEEERBREIK
BERME DMSO 92 mg/mL (199.34 mM); Water Insoluble; Ethano lInsoluble
BE e, >98%
fEESRM: -20°C, BhEETTIE
SYnEtE
smn | SC1-1027 22—k DNMT i), EFF DNMT1, DNMT3A F1 DNMT3B, FeAisistsich 150
TR o816, sF17.5 M,
151 BERTEEEENALT.
DNMT1 DNMT3B DNMT3A
e (Cell-free assay) (Cell-free assay) (Cell-free assay)
6 uM 7.5 uM 8 uM
SGI-1027 BT E =% DNMTs il DNA BEW, FHSE DNMT1 EZF AEMIB R+t
{FIMAT | FBIPRRE. SGI-1027 TEXREATE HAIIE AR BRINEGRESEIE(ER. SGI-1027 (0-100
UM)TE U937 ABMFRMIERFRNBEEMEATIER, MmEmeERBErsaExEw

Mgk RIAR, ZNATOFEYS, BEFERESE, MRERTAMRK. SGI-1027 22—/ DNMT
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1, YEFBF DNMT1, DNMT3A #1 DNMT3B, A&AAFHEXURATRILLR,

ke E
f " om
_ # 1mg 5 mg 10 mg
1 mM 2.1668 mL 10.8338 mL 21.6675 mL
5mM 0.4334 mL 2.1668 mL 43335 mL
10 mM 0.2167 mL 1.0834 mL 2.1668 mL
50 mM 0.0433 mL 0.2167 mL 0.4334 mL

SHTINRE (IUKESF)

2 [

DNA FRE¥RES(CpG RERLLHES) i

DNA RENXESHSEMHEE FRESUIR DE-81 BFaidigssinig, & Ado-Met #9 3H1 H

HB5 DNA RUEATUE, EHA DNMT1, E4H/\& Dnmt3a/ Dnmt3b (500 4453)5 500 44
73 poly(dI-dC)g3FRE (L, DNA X550 75 8% 150 nM (0.275uCi 8 0.55uCi)RY[FRE-3H]- BRE
EFEBR(Ado-Met), SWAFRJS 50 fiFt, £ 37°CTEE 1/0\8d. M. Sss | FEEARE diRA 3T
K. INIBTIRER SGI-1027 B decitabine, SNMNRMEERMDIHT, SIEARIMEIFIEL DNA
FIRIARLE. £ Whatman DE-81 BF iR HRiERMESYIELLRRE, &G IR, 8K 10
o8, F0.5M BEERENZEIMR; pH 7.00T4, FERMRTERES bitsl. MES DNANRILES
WBEIRETRES SHRETEGE DNA BIXIERLE) , AR HDHIFIM R ASEIRIRETEE A 100%
&, 1C50 BB S EMEX FHIFIRERMZERE. JUE SGI-1027 X3 DNMTase i&
MR, FEEEREMDEFIO, 2.5, 5, F110uM)FET, WE DNMT1 BgR9EM, MrEH
B9—N(Ado-Met 5 DNATERFER MLESYHE{L, FEERE DNA IRE (500 #458) T, Ado-Met
BRETMSEEY 25-500 nM, FE#EAY, 75 nM Ado-Met T, 5242 DNA iREZMEEES 25-500
45a,

fHpasCie

Cell lines: XA HAIIE 4BiE

Concentrations: ~300 uM

Incubation Time: 48 /NG

Method: X5 FFEE HAIIE AiERIENE RS, XLMiEE DMEM a4, FIR4ILE(10%)F0/h
HIME(10%) 1 TiE4h, EHIEEFE 96 FUiR, 48 /\iYfS, B|ET 0 F 300 HE/R/FHRER
SGI-1027, Af#I4HE@Id Nephalometry SARTELAFIZENUE, FHE 24 /W EEARRERTH T
E. BEEE, STERSEEINEEER(IEFE)EMRSLEYLRLE), BEER(a-GST),
SRIATHEE[3-(4,5-Z REMIE-2-y)-2,5- T KERMMIEA ATP], SRIE(4HEN GSH #0 8-
SR, LAURAATHINES, FHEASIHRE(TC50)BE RE RN LHHE,

CEE]

R EITRAIEERLE, ERTHIRES, BRAMIUNE, REAREE, SNSSEEE.
oHBD T MIEEHNERMEDER, HEMREMRIEREMRYE, U ESENESETRARZA.

B EMIREEEER
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1 Fma%: BHEIRMERFAEBCHTOE, RADERE. BRMHFRETESE D BENTmE
B WIEEEHREEER, BEITMIMRSHRNZROETENE, SAMBMELRE. WTHER, KPR
(e, BSLEHTEYF, BN Parafilm HOME, FRBBENEEREER. MREENEETK, Bd~mn
B, #WEEHFWE, LRFIMERRE.

2 EERHE: ABoIFRER ERELERE, BIUCRENBMENS. WFHEHETR, BERAS
&R, MIREFRESIEE DMSO, BERFIETAEBTET 80 BXKEMT, —RAULUSERFE 3-6 A
AL, TEEFRT, BXtESREITHE. BRfiEiRERR.

3 HREISFIEREIS . BREMAFTELHHERE, HRESRNEEEAHAREET/FR. AT
WEMEIEAMRY, FRLAERIZKIEAR (40 PBS) #RERT, WIRESMTHE, FETEREEARENER, +
SXILRFAERE. WA DMSO BRI, i8HatR DMSO REEERIRE <0.3% LA RMIESE.

KREHI, FBEWET 0.22UM RERTIRLRE, B2XRARI, HESESEREL, GUSImL
aiEtt, EERIAHENSEHIRELE.

4 (FRENSEIERIA: BT RESUSYREAEN, ST TIFREHKTE, TREFEMA—LABEREN
fEJOBNARI, WMLHE, CMC-NA, HilEF, BRFEESFERBXXEVRE. WEER DMSO, ik DMSO
AOLEIREE <5% AR RS ER, AARRIZITHNR, TS ETER

SARERRS G B E R

b (KE(KG)  (ARERAM2) |Km ZE
g 12 0.6 20

by 10 0.5 20

bz 3 0.24 12

2] 1.8 0.15 12

iz 0.4 0.05 8

KBS 0.15 0.025 6

G5 0.08 0.02 5

INER, 0.02 0.007 3

¥ A(mg/kg)=z1¥) B(mg/kg) X z04 B B9 Km REY/E00 A 9 Km &L
5 £FERIELERIY

TWEFmE, BREERFRIERTEYE, FSERTRIA. NTRSMEN R, HERT 500MG
A9, BAL AERRIEERSERRN. BT~ REETREERIETHE, NMSE-miETEEEs
EETL XIMREAESGITHEF, FEMRERRHT, Er-miFEER. YTRiEr=m, "JLTE 200
REAHFBELD, ERIERK, MRk,

FRirSirEESE—EiRE, £ NICERYETRIESTEE, EEMN

R E RO hezsm
1-20MG 0.1MG
50-500MG TMG
>1G 3-5MG

M ASERFREFRETN, WREWIRFREIFRE/), BEREEFREATRITRET TSR L
PEEN—R, FIRENRARTRIEE. SALIINESEEN (SRIEMEFN) FRleErE%El e
B
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XTFERREGHARIAY RRERHRECNNRE, RIRVERASENBHERSZLEY, MTEER
EMRNEY, EEETSSHRREUKS, EIRER, XM-RREREETIERPRE.
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