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3-deazaneplanocin A HCI ; 3-Deazaneplanocin A (DZNep)

FFEiRS : MB0770
REHRHE : >98%,BR
BN : IMG ; 5MG
R - BBEXREHEK

BARER
SFR C12H14N403.HCl HO
SFE 298.73 / OH

- HOw-

CAS No. 120964-45-6 &

bttt 20°C , BEVEEEEITIE i A~ N
" DMSO 52 mg/mL (174.07 mM) = N | N/> _ClI
R Water >5 mg/mL NH H
(25°C) Ethanol Insoluble 2

FREN | AEMEEEETUEN , REEIK , olsea mELARM.

HiRBE | ATEHNLZLSTERE | BFELREHE—REFERE,

&1t : 3-Deazaneplanocin A hydrochloride E—FENNEEHRELELES (EZH2) &R,

AR« 3-ERARRR A B 3-KARER
(-)-1-[(1R,4R,5S)-3-(Hydroxymethyl)-4,5-dihydroxy-2-cyclopenten-1-yl]4-aminoimidazo[4,5-c]pyridin
e hydrochloride, DZNep hydrochloride

PIETEIKR IS
oL U BeEXemn=x
SARME e, DMSO 52 mg/mL (174.07 mM) ; Water >5 mg/mL ; Ethanol Insoluble
E21) £ >98%,BR
fRTESMF - -20°C , BRI TR
EYiEtE
s | 3-d€azaneplanocin A (DZNeP)HCI , —FMBREELY , 5514 S-adenosylhomocysteine
PRI |\ drolase ML), TR K % 50 pM,
Lok Carbocyclic analog of adenosine, and acts as anti-tumor and anti-virus inhibitor of EZH2.
S-adenosylhomocysteine hydrolase
£
50 pM(Ki)
3-Deazaneplanocin A (1.0 uM) {ERF AR MEREMEA MK OCI-AML3 4iiE , S5 GO/G1 &
(58.5% ) MIBRRBEIEIN , NTISE S HA (35.2% ) f1 G2/M HA ( 6.3% ) HIEEERL.
U 3-Deazaneplanocin A (1.0 uM) ¥EFBF OCI-AML3 (~50%) 1 HL-60 4HiE(~50%) , ES4HEE
TATARER 48 /BT, HEREFIEAAKIE(E 90%LA L. 3-Deazaneplanocin A fEFF HL-60 0
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OCI-AML3 4B AML 48 FE(E EZH2 K HDHIEER H3 FEEER 27 (U~r=FRE(L.
3-Deazaneplanocin A 438 |, %S pl6, p21, p27 , #1 FBXO32 , MB#E cyclin E #1 HOXA9 7K,
500 nM 3-Deazaneplanocin A 2bE 48 /T , 55 HL-60 4BiE53 149 CD11b+4hkIik 3 13,
3-Deazaneplanocin A fEEBTF /MRS EE , BEEIRFHNEM. 3-Deazaneplanocin A B3UER
F 1929 HRERIKEMEORES |, H.Ep-2 RIEIRRYRES | vero MIBAI4-EFERYRRES | IC50 7
5090.2,3.6,2.1 1 2.9 ug/mL, 3-Deazaneplanocin A fEFBTFZEE Leishmania (L
mexicanaand L brasiliensis)ik , BEEEIRHESRFEAT , SF9ID50 9 96 ng/mL, TEME
RESIX 10 ug/mL , BARDFEI—LE T. cruzi #1 T.rangeli Bk, 3-Deazaneplanocin A & 200
ng/mLFIEIE |, 4 X5 , BERHEEMRDS S-BRE-L-3H-PEES 3-WESE,
3-Deazaneplanocin A #% 100 ng/mL FIESME |, JHBREY 56 % B AEIZARAEAY L mexicana F1L
brasiliensis ,

3-Deazaneplanocin A TEAR BB AL EM, 3-Deazaneplanocin A(1 mg/kg)E#EiE AML
HIERINE |, BEERINRIETE  SXI8R4E (36 X ) 18tL , P&FRAR 43 X, 5 10 mg/kg
pan-HDAC {5l ( HDI ) Panobinostat ( RAI£FH 52 X ) KA H—FREIAT.
3-Deazaneplanocin A #& 8 mg/kg FIEL B4 ERES  EAARRNERRHESEHE.
3-Deazaneplanocin A &X#% 0.5 & 1.5 mg/kg FIELEEER L. b. guyanensis BIIE3E BALB/c

PSS NG, BEPHREZBAFIM2mAIA0REE. 3-Deazaneplanocin A 4ME/EER Ebola fiFSHVNE , &2
EESTH-a BIF-EENN. 3-Deazaneplanocin A (BERE1Z 2 mo/kg FIBRTEST ) ARk
%+ 1000 pfu (30 000 LD50) /MNERiERIE EBO-Z RO/ , BALEFET-., 3-Deazaneplanocin A 48
£ 1 REHEMIMBEFRSHE , STRIFIXIEREMELL , 55 2 KK 100 {5, 5% 3 XK 100000
f& , PEAERYSFIINIE IFN-o KSEAESS 2 K9 1420 pg/mL , 58 3 X795 1830 pg/mL,
ECHEXFRIEE
MB4405 EPZ6438
MB4407 GSK126
MB3883 AZD6482
CL-11196 BAG956
MB3434 CH5132799
MB3885 CUDC-907
MB3870 GDC-0980 (RG7422)
MB3891 GSK1059615
MB5322 PF-4989216
MB3864 PI-103
CL-10040 TG100713
MB5302 VS-5584
MB5319 XL-147

BigRdEiR « AR ZNAToFEYS | BEFERAAE 2R T AR, 3-Deazaneplanocin A
(DZNep)2—# s -BRERIBL B/ KRRESHIHIFIFNE R L REEEES EZH2 {57, BE s EZH2 fFRX |
ERDHEIDEIER | FSAERAT. BTIVE. BESERRHATRAR.
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1 mM 3.3475 mL 16.7375 mL 33.4750 mL
5mM 0.6695 mL 3.3475 mL 6.6950 mL
10 mM 0.3348 mL 1.6738 mL 3.3475 mL
50 mM 0.0670 mL 0.3348 mL 0.6695 mL

SHTINRE (RSF)

S-IRERBEB B KSR IENE:
AdoHcyase #&IFIRSGEEHE 0.5 mL, 50 mM BERR (pH 7.6), 5 mM ZFWEEE, 1 mM
EDTA, 10%H:H , #1#8. L-[8-1*C]AdoHcy FEEY , 81 5 MRV IZRRENEES. MNA 100

MESSCIE | pL 5 M HRRZRIERN  ARERELESYIINE SP-Sephadex C-25 ##(0.8x2.5 cm)d,7£ 0.1 M H
BarhSPE, S NRENER 0.5 mL 0.1 M FESHTE Mk, 3.5 mL 0.1 M FESIIEIIGET , MM
TR A ACIAE. IO 10mL NMR&RENERSE. EREEELI7 105 pU, 575 ng
“ivrEs. £37°C T, 1 28R 1 pmol FYIEENEEE N— AL,

Cell lines: A2 M4BE4IEAMS% HL-60 4058
Concentrations: ~1 yM

Incubation Time: 2 X

Method:

#RpRsEIS s . s
{EFIEEIRER] 3-Deazaneplanocin A 4MEAARE 48 /\ad, 4MIRfE |, WEE4ARE , FEFE PBS %
FXR , #9500 MAREEEFEISES Methocult /1, 7 37°C & 5% CO, [9FRIEHES: 7 3 10
K. ERSEEHTHRRE  BESREREREE 10% 28+ , AFNE 450nm SEAI0RE
& MUEENAREEEE.

Animal Models: A3 48840 EA M7HIEEE HL-60

e ar Formulation: --

2 Dosages: 1 mg/kg
Administration: L% 7 XFFR , SEERGERR (B=-AN) , #F4522 3

(EE]

oA RAIFEERL  ERTHRES  BRAMIUNE , RERAREE , SNSSEEE.
oEPD T RIENNEERMIIOEE | BEMREFRAEEAIEM | RS EZRIAR A,
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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 , IWSTR TFRECHIKE | FTRERFTEMA LA
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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