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LAQ824 ; Dacinostat ; iXigE){t:

FFRwS : MB3743

[REVE : >98% , HDAC #4151
BN : 1L0MG;50MG
= - Mk

BEXER
oFR C22H25N303
DTE 379.45
CAS No. 404951-53-7 &= ;E\/‘/J\N,OH
E2-SEs -20°C , EEERhmAEE A TR 1 WN "
DMSO : 76 mg/mL (200.28 mM) Ee N
BREMH25°C) Water Insoluble
Ethanol Insoluble
TEEW | ARMEEEETNUEN  MREEDR  JResmELART,
HfttiBl | ATENRSMRER | BELRRAE RIEFERE.

fEift : Dacinostat 2—MB%8HY HDAC #IiH7) , Dacinostat ERIAIHPH HDACL ROEN: , EERTE
AR,

A& : NVP-LAQS824; LAQ824 ; 2-Propenamide,
N-hydroxy-3-[4-[[(2-hydroxyethyl)[2-(1H-indol-3-yl)ethyl]amino]methyl]phenyl]-, (2E)-

PIRMHIARIEHR -

AN 2 e REFEEHR

BN DMSO : 76 mg/mL (200.28 mM) ; Water Insoluble ; Ethanol Insoluble
BE e >98%

fEFESRM : -20°C , B E AT

Yt

FRigiR | XESMEHE HDACHDFEIRI , IC50 932 nM , BEGE p21 fEaF.

$Bs HDAC

IC50 32 nM

TEMRSE, LAQ824 ikl H1299 4BiRZfE R FAIA HDAC & | 1C50 7932 nM, 14T,
LAQ824 BITELE p21 B+ , G5 mE p21 éﬁﬂﬂ@ﬁ,ﬁﬂffﬂﬁﬂﬁm’ggﬁjﬁ T —
(AC50)/5 50%HRY , JREES 0.30 M. 4MEE 72 /NETFS, LAQ824 HiH H1299 (—HhaF/)\4mAaft
FELARE ) F1 HCT116 ( —Fh4SRpRE4RRE ) 4BAE4E4S , 1C50 £330 0.15 uM 70 0.01 pM,
LAQ824 KBTI F R T ITE4EIER. MH, LAQ824 FFIT AS49 48l , (R p21
EOME |, XMERFEARKGYE | BI8E Ro IVBIMHERRBERILAS. SFARER
LAQ824 7E IL-10 BREHNF A FESHREAIH SEEERIDEH HDACIL A PU.1 Bskighn |
Bl BALB/c EME4RIEH 1L-10 P&,

FIMRT

B | LAQ824 2 100 mg/kg FIEMERT#H HCT116 FIALIERIEMEIRE , MHIEER B
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TS | XM ERFER MR,

FHIE LAQ824 RIFEBEMAIAE L S BEESHIHIF.

X CIRXFRiEF ESHEXEIHRIBEFIEMKFIR)
MB3740 JNJ-26481585
MB3741 MC1568
MB3550 LMK235
MB6006 Pracinostat (SB939)

BigRfE - RLR  ZNBATO FEYS | BEFERMSE  FFERT AR, Dacinostat 2—
BRI HDAC D7) , Dacinostat REIRSAIANG HDACL RUTENY | EERTEEMR.
fEREE

f 7 o&
s pial 1mg 5mg 10 mg
1 mM 2.6353 mL 13.1767 mL 26.3533 mL
5mM 0.5271 mL 2.6353 mL 5.2707 mL
10 mM 0.2635 mL 1.3177 mL 2.6353 mL
50 mM 0.0527 mL 0.2635 mL 0.5271 mL
SHTINRE (ULSF)
#IMEERR B EESSEIS

BSEFREN , £ Q HiSHERERANE | 55 HDAC B8EBHD M H1299 MREiEHRA-hatit, &
35 cdk2 ZrEfERA 5% cdkl/cdc2 BIEERAHTRRTIERE , M 500 mg £ERAHATIARY
MESXIS | PWEBEEY. RERITTIEYHSZEEEE buffer (50 mM Hepes, pH 8, 10 mM MgCl,, 2.5
mM EDTA, 1 mM Z#7WEEE, 20 mM ATP, 10 mM B-HiisE, 0.1 mM NaVO,, 1 mM NaF,
50 mM ATP, 10 uCi [y-32P]JATP),% 1 pg pRb EEEAEM(cdk2)EE 20 pug K (cdc2)ZIRY
10 mL H1 BEER &Y. Bk sERILA Rb f1 H1 BER ,AR{ER Phosphorlmager £14,

Cell lines: H1299, HCT116, DU145, PC3 #1 MDA435
Concentrations: 0 Z| 10 uM
4HpEsCIS Incubation Time: 48 /\fd
Method: i@ 3-MTS sSLEENIERAEIETE. A5iH1T CellTiter 96 AQueous JERIGTHLH
fEtEiEsCae., EVE4EsCIOAYY(E.

Animal Models: ZEAIRXFZ TiE5F HCT116 AREHNT R ZIERTTHIBR (nu/nu) s,
Formulation: ;3F DMSO

Dosages: <100 mg/kg

Administration: 52BKi¥57

Ly S

CxE]
oHETRAIFEERR  ERTHIEES  BRAMIE , REXRER  SUSSEERE.
oEBD T I EHNEERMERDER. | A MREFRAERAMURE | U EBIRUESEZRATZ A,

B SR EEEER
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1 Fma%  BHREIRMERFAEECHTHE  BADERR. 8FMHSRRTESH D B8RRI~

R ANEERARRER  FETWIRSHIIZRAETES | SANMBMESERE. YTHERE

KHAREERR  IBSUEREIIF &N Parafilm HOME | FHERBNAEFRAER. NRBEREEK ,

B mERE  EEERWE , LRfnstieReE.

2 (AR | AEPOITIRTERIZZVEEMERE | IBU/eRAIAMERIS. WRFISHETR Bk
BEER AIEFRESIEE DMSO EERHIETAEIBETET 80 RKEMT —RILISERE 3-6

MRUEL. R, BUEERHTHRRE. BREERRERE.

3 MBS TERES | BIRECATZELHITERE  wEEERSEERAMAREETFR. BTKX

BOUEYRISBMERY , FRLAGERZKMEAR (40 PBS ) #oR2RT , DIRESMTHINUE | RlBI A EEARE T

AR ARKILIRT AR, WA DMSO E/iER] 18R DMSO REZERIRE <0.3%, LI RMIEEE,

KRET  FABEGET 0.22UM REEITIESZURE |, IBZRARI  HEEESERELT  BUSF

I EYnEE | EERAEERSEHRRLE.

4 (FAHISEENA - BT REWEMERSMR , SR TIFRECHILNE , JRSFEMAN—EHA

HWRERBER , GIMLE , CMC-NA |, HithsE | BRFESZFEEXEVRE. A DMSO | 5

& DMSO RIZERE < 5% LABR B, LHFIERTIHR , JUSE TR

SR RERSRGH B AR

bt (KE(KG)  [AEERM2) |Km &
i 12 0.6 20
ia] 10 0.5 20
£ 3 0.24 12
i) 1.8 0.15 12
iz 0.4 0.05 8
KRR 0.15 0.025 6
S 0.08 0.02 5
N 0.02 0.007 3

=) Almg/kg)=a# B(mg/kg) X 4D B B9 Km ZEY/E0¥) A B9 Km &L

5 XFFmEIELIER IS

BEIFRE ERNERFmIERTEY FAYHERTIA. W TREMEN R HERT 500MG
8, FeIH At ERIEERSESSREN. BT nERUsEEnIiETRE NS~ niEEE
EyEmrL  XREFAESIIHSET  FEUMERRRT , £ RinFEER. TR~ m, 7
LATE 200 AL , ERWEERIN , NTERIRE.

FmirSrEESE—EiRE £ NI EEMETHREIESTE  EFAM

e i D RZ 6
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALEBEFREFBETH , MREWINRIEIRE/) AL RERTII R EE
FEREERN—E , JREMRAZFmAvEE. EILUNNEESR ( SREEFM ) FHRiEERES
EzTEiBk.

ST EEREGHPRRIRY T RRERHTRE N IREER | BBV ERSENBHERAMZLEY TR
BGEMANEY  EEESSPRRBUKS , EIRER | XM RRENEETERPRE.
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