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MS275; SNDX 275; Entinostat (MS-275)
RS MB4065
JREbRE: >98%
AR 10MG;50MG;100MG
Fea g solid

EEER
731 C21H20N403
IrTE 376.41
CAS No. 209783-80-2 - a /@
e A 200, EICHHE T w1, RMK:TLH "
DMSO: 75 mg/mL (199.25 mM) E2v \g/
B RE(25°C) Water Insoluble
Ethanol Insoluble
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f&4): Entinostat Z1EFME, A CARA HDAC #H57).
4. BB, MS-275; SNDX-275; Carbamic acid,

N-[[4-[[(2-aminophenyl)amino]carbonyl]phenyl]methyl]-, 3-pyridinylmethyl ester

PR R et
AR 0 28 9 B i
e DMSO: 75 mg/mL (199.25 mM); Water Insoluble; Ethanol Insoluble
B e >98%
TEFEGAE: -20°C, BEL B P T4
A YE
20 HEA Entinostat (MS-275)5: 21 #iif] HDAC1 1 HDAC3, L4 fig i3+ 1C50 43719 0.51 uM A1 1.7 uM,
MEEHE T HDACs 4, 6, 8, Fil10.
HDAC1 HDAC3
B (Cell-free assay) | (Cell-free assay)
0.51 yM 1.7 uM

MS-275 BT /EH T 2 31 #0H] HDACs. MS-275 /ER T K562 4iiffl, 55 p21WAF1CIP1 Rk
BREAM R MS-275 1EF-F A2780 4iif, wILAREAK S #A4UAE, 2% G1 WidifE. MS-275
I H0H] HAD b AR R, 4% A2780, Calu-3, HL-60, K562, St-4, HT-29, KB-3-1,
Capan-1, 4-1St f1 HCT-15 4ii/fu384E, 1C50 A 41.5 nM %] 4.71 uM. MS-275 §ilifi] HDACs, {E
FiT HDAC1 #1 HDAC3 It} IC50 433125 0.51 uM 1 1.7 uM. i %5 At () HDACs 37 i 25,
4 HDACA4, 6, 8 il 10, MS-275 A 5l A 288 (1 155 Atk L 40, 345 U937, HL-60, K562, F
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Jurkat. MS-275 7] L5 5 U937 4Hifs p21CIP1/WAF1 3 ()4 K135 57 Marker (CD11b)[) 21k
MS-275 [£4[% cyclin D1 A4 T E Mcl-1 5 XIAP ik,

MS-275 % 49 mg/kg FIE/EHA FB T HCT-15 A RF AR A 27 H SR pi e v P - MS-275 {231
ARRBIEGE | 1k SR R I IR0 IRVA T AT e, A A= BRI A8 e PR 3k = . MS-275 1 IL-2 BXFH, 7EFH
T 5 A0 Eon SR PTG, RUONPRAR AT M T 40 R385 9 40 i 1) R0k

SRR HESRT SRR (BE 2 A8 B AU RIS T ' B R)

MB4763 Givinostat (ITF2357)
MB3740 JNJ-26481585
MB3550 LMK235

M@ RR: BTG, TN T T, AR, P4 T A k. Entinostat (MS-275)3
Z440 HDACA AT HDACS, 7 ity i FH T AH R AT A A HE S 6 o

B E
1 "o
o P 1mg 5mg 10 mg
1 mM 2.6567 mL 13.2834 mL 26.5668 mL
5mM 0.5313 mL 2.6567 mL 5.3134 mL
10 mM 0.2657 mL 1.3283 mL 2.6567 mL
50 mM 0.0531 mL 0.2657 mL 0.5313 mL

S ALHRE (UESE)

FrvfE HDAC 5256

Fi HDAC buffer % 1:6 #iks R 1 MBS . #2H A2 HDACs #% 1:4 #i#1E HDAC buffer 1. i T-#5
£ HDAC 5255, 60 pl HDAC buffer F1 10 ul #%: FIBEE T 7E 300C iR & . 7E HDAC buffer F1inA
30 pl BRI 4s HDAC RV, BfiJE7E 300C T A 30 404 I 100 pl i ds (A BRA 4 b U,
JBE R 1 VA ¥ T 50 mM Tris-HCI (pH >4 8.0)(% 10 mg/ml 45 (11, 100 mM NaCl, 5 2 yM
TSA #41j.300C Fif & 20 435k, EE 460 492K (Aex = 390 nm)ib 176 I AMC (¥R .
R AMC RZHEDOBRIE o T hRdki (A FES000, 7E4I4G 100 pl HDAC B H A 20

pmol JEJEKA). 2-50 pmol HEJRA I 7 Mt =ik 45 5¢ s AMC, il Il & X FR 5ot AMC Skl &
Km {1 Vmax {H. {8/ Hanes B/ #rsciGsidli. 1030 AMC {55 240 A B A buffer Al
BRI = A

W sLH

Cell lines: A2780, Calu-3, HL-60, K562, St-4, HT-29, KB-3-1, Capan-1, 4-1St 1 HCT-15 4ii}fil
Concentrations: 10 uM %45

Incubation Time: 3 X

Method: 5x103 /MR i fu s Fi 2] 96 FLAR b, InABEREIR B MS-275 K 9% =K. 4ififa F 0.1 mg/mL
HPELLTE CO2 RBi#s R Yeta 1 /N, e R4 5 50 pL ZEFEAT 150 pL 0.1 M Na2HPO4 it f5
[ty OD540,ll5E IC50 f&.
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Animal Models: I i FVES A2780, HT-29, HTC-15, KB-3-1, 4-1St, St-4, Capan-1 #1 Calu-3 4
i R SR

ML | Formulation: % T 0.05 N HCI, 0.1% Tween-80

Dosages: 12.3, 24.5 1 49 mg/kg

Administration: &K T RAGCEE—IK, BE#IT 5 K, R84 .

[EE]

ok F] M dh o NAR AR, A T ARSI, THIRAT AL, BREMRAE, TS TR

o il i AL RESR LI ME 2, BEIACRIEITIRAUE B AR, UL EEER B2 5 S0fii ft 2 H

B A REEEEHR

1R BREIRYE RIFAEE QAT 28, ROV G, ERARSED R AT e R 2085 17 i AL
Bt WA RPR G EOR, I S AT E AR Y, SR SME SRR, BT, KR
IR, S L ER B, @ Parafilm & DB, IR AR R A2 2 H T . I ROBCE I (A, a7 b
AR, EUEERIEL, LRSI R .

2 W& KA G OE AAe e t 22, W ILSER BB 77 e Il & A, WM&
TR, MEREFRKEL P DMSO, il % e a1l T T 80 fRIRIEEfr, — Al LI A7 7E 3-6
P bo FEGEFIRG, FEXbAE & MEAT RS 8 St 2 iU R Uk

3 YRR Ir TARVR M & IR N E WU SOR I, R i 2 el B AP R E AR TRy
WEMERGEYER, FreMERKYER R (o PBS) MREmS, IR tHUVE, wlilid B s i R S i, A
SO SRR . W] DMSO E 97, 1 ff DMSO s 2 I <0.3%, LG S 40 351

KE T, BATEVGET 0.22UM L8 )7 AR, 2R 5A0, e mit K73, 5 M=t
EYENE, BRI A 3 BRI .

ARWEHYIRIN A : BT RZAEYRIEENER, S SCie TR SR, " RES T 2NN — 2 HI AR
TENBh), dnnkis, CMC-NA, Hihss, BAATZ% S ERAMCRE . W{EH] DMSO, iF#fifk DMSO
2R L <6%, LB B AR . SR 25BN %, W LIS H R

E AR AR SERGH R B AR

i RE(KG)  [fARIAA(M2)  [Km RE
iz 12 0.6 20

i) 10 0.5 20

it 3 0.24 12

e 1.8 0.15 12

i B 0.4 0.05 8

NG 0.15 0.025 6

6 B 0.08 0.02 5

dN 0.02 0.007 3

¥ A(mglkg)=31%1 B(mg/kg) X zh# B 1) Km ZEU504 A I Km &%
5 T 7= i B B AL B K Sl

TEURI = e, T RN B S AR S B, IR B AT A . TR 2 R A i, BORART 500MG
(0, BATH) AR fRE IR SR RN . BT e R i R B B, AT B0™ wh B R BE sl
Fiti b, XNEIE AT G T, WOIRA R ERRANAT, T UTRE R IR XA, ATRAAE 200
Fe e RO, BRI, T St K o
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Dalian Bergolin Biotechnology Co., Ltd

PR R RS AT EIRE, AE TV A R TR IR R

b7~ i iR 72 1
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

Nt ARBEERCEIMARA TN, USRI SLH ™ i AR N, R A L7 AR 2R A R PG P 7 B B
B R, R AR SR AT LUIMASREE T (ZHERAETMD I ie sl /5 % 5 1 2 76 42
T

X IR SHPR B 7 A ARME R R E AT SR, AT MU S @ R BRI iz AL 540 X T HA R
BRI &Y, BEe e P 2WIUK sy, BIRR, 1™ i 75 2B A MR8 R A7
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