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JNJ 26854165 ; JNJ-26854165 (Serdemetan)

RS  MB5143
BEE : >98%
LML - 10MG;50MG;200MG
R : solid
BEXER
SFR C21H20N4
DFE 32841
CAS No. 881202-45-5 4 H
i
Wt 20°C | BRI TIR 1 @ﬂ/\/ @LN -
N DMSO : 66 mg/mL (200.96 mM) = H H
R Water Insoluble
(25°C)
Ethanol : 2 mg/mL (6.08 mM)
FEEN | ARMREEETIEN  MRBEDR TS INELARN.
HttiBE | ATENLZLSER | BELRRHE—RIEFERE.

&7 : Serdemetan(JNJ-26854165)2 HDM2 iZ BiEEEEIR |, B85S p53 BF4 VMg EERAET.

A4 : INJ-26854165 ; 1,4-Benzenediamine, N1-[2-(1H-indol-3-yl)ethyl]-N4-4-pyridinyl

YIRS

NI ¢ RIrBEREER

BN DMSO : 66 mg/mL (200.96 mM) ; Water Insoluble ; Ethanol : 2 mg/mL (6.08

mM)

BE e >98%

EESRM : -20°C , BHBhE=ZTIE

EiEtE

e JNJ-26854165 (Serdemetan)2—f HDM2 ;2 Z=iEEEsERF |, {ERT p53 FEEAME |, i5E
TS | smgpET, RS pS3 MARIEh | IR ETRE R AT,

151 JNJ 26854165 2HREMENIEN , DT HDM2 57 . BEEEEiEET.

me p53 HDM?2 Mdm2

(Cell-free assay) (Cell-free assay) (Cell-free assay)
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INJ-26854165 2FENEGE p53 WERRATEY , {E9 HDM2 iZ&RiEEEEnF. INJ-
26854165 fEBTRIMFMAIBE , MFIMEER . BIESRET , BT OCI-AML-3, MOLM-
13,NALM-6 %1 REH 4R 72 /\B3/S , 1C50 {84385 0.24,0.33,0.32 #1 0.44 uM, Itt4h, JNJ-

OsOMSS | 26854165 YEFET p53 SERAOMEN , NIRRT p21 MEARRINL p53 33 p21 MIEIAS,

#S SHIRER , B LA E2F1 [iX, S5 S HARRILsTAT. JNJ-26854165 2Ok MDM2
HIF , ATLAME MDM2-p53 S4KSEAEHNEE/ER , BiEidS MDM2 i RING 1
125 p53 K. BRFARETR INJ-26854165 YERT IR AZERE4EZR:HA60,A549,p53-WT-
HCT116,%1 p53-null-HCT116 , NI ETELERR,

JEO
am

apEs | INJ-26854165 2 20 mg/kg FIBOIRART =+A52+H@7%)SHBERItH 2

(71%) ALL #3188 , #5425 KX , ESHT 6 @ , SEEFS S HIMBBE XA,

ECHEXFRIEFESHEXEEIERIEHIEMNEFR)

MB4077 NSC 319726
MB4080 Nutlin-3a
MB4081 Nutlin-3b

BigRdER - REAAH , TZNBRTOFEYS | PIEFSRAAE | ERATAR.
Serdemetan(JNJ-26854165)2 HDM2 [ZRIEEIENT | 8555 p53 BFARMBNREIRAT. A&HFEa

BT AR SUsRIRIBASEIE.

R E
FLT =
S B 2 |1mg 5mg 10 mg
|
R 2 X

1 mM 3.0450 mL 15.2249 mL 30.4497 mL
5mM 0.6090 mL 3.0450 mL 6.0899 mL
10 mM 0.3045 mL 1.5225 mL 3.0450 mL
50 mM 0.0609 mL 0.3045 mL 0.6090 mL

SHTINRE (HS%F)

Cell lines: OCI-AML-3,MOLM-13,NB4 1 U937 48}
Concentrations: 0 | 10 yM
Incubation Time: 72 /\B5

B | Method: MIERMIES L0%MICEIALEMIB(FCS)H RPMI 1640 H5E b, St E8ster

MmF5(AML) BERASEIR OCI-AML-3, MOLM-13, NB4 71 U937 48jf, {gMRE4RiEME R IR
(CML)BERMEZIAT K562 48R, SEAi B4R MBS (ALL BERREZIRI NALM-6,
REH, P12-ICHIKAWA 71 PF-382 4HffJ. OCI-AML-3, MOLM-13, NALM-6 #[ REH fHiE 845
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By p53, A NB4,U937,K562,P12-ICHIKAWA #] PF-382 Al EH58358! p53 , $xExt
BEKERIRER | 57 . B INJ-26854165 42, HIMFBEEARIASHE MFMHEHIREHT
FINAMHEFER., BIRESEROACRZMENE  FREMRSEES 10%FCS K
RPMI 1640 i57E F, [EESEITAERNTAREMES MEM-a 1575880 12 FUiRE |, 24 /Y
& . IO\ AML 4. ATHRSHETARFEATRARMLBMARIGER | 157 AML 4. &
JNJ-26854165 #[] AraC fUBAA&SEEE, A 0,2,5 8% 10 M, JNJ-26854165 4hHE AML 4HfE

. 1£ OCI-AML-3 4B JNJ-26854165 5 AraC HUiRELL S 101 , fEE b4RE9 10:1,
FFAFIERINE4REE S |, 1555 48 /\BF, JNJ-26854165 F1 Doxorubicin BxFBAYSLIGH, FiFh
EFIRERTINZ4EE T | £2555 48 /N\F, BB O, 25, 50 & 100 nM Doxorubicin 4ME4HE (B3
0,100,200 = 400 nM Doxorubicin M8 OCI-AML-3 4BEF1E{SEMELERE) , Doxorubicin
5 JNJ-26854165 RUREL S 1:10 (#£ OCI-AML-3 HiEFEA B MM 1:25), @i

BEEIRIESITHEL  WTPARE.

Animal Models: ;2 Ti¥57 kidney/rhabdoid 94, P98, B2 4aiEsE, F03ET R g
BOtEME CB17SC scid-/-/NG, , &R EREEERY BALB/c nu/nu /N,

AW | Eormulation: INJ-26854165 75F DMSO , AATSFI/KHE

Dosages: <20 mg/kg

Administration: CIfRME

CxxE]
oK ETMmAILERE  ERTHIEES  BRAMINE , RERRARE , SNSSEEYE.

oERD TR EHNEEIREIOER | BB ANMRIEFTRAEERIMNENE | L EEIRNESEZTRARZA.

A S YHRMEIEEEIR

1 Fma%E  BUREIEYERIFAEECHTOE  BADERE. BRMHEFEFTESH S R~
MR ; ERRHREEER , BEITMIHRSHNZRKEE , SANMESMELER. WTHESE |
KEBRGERR , BSUERELYF , X Parafilm HOMR , FHREBEMNAEZRMAER, NRMERED
K, B mE8E  @EERB , LIRsnstaRE.,

2 (EERHIE | ABOHFBRTIVRERRE | BISCRANANERNSH. NEHEHEER 18
EAGIEST  MIEEFESIE DMSO , EERHETHREBTE | 80 BEREMT , —RULISER
f£3-6 MRLLE. EERRT  BXMERHITHRE. BREERREFRM.

3 REFTIERHE | BRECAFTEERHERE  HRESANEEEANAREET/FR. BTX
BOUEYEISBMRY , FRLAERZKIMEST] (40 PBS ) FATRRT , AIRERITHIE , ABd A RS
B, AEXTRFERNE. WA DMSO {EAiER] | EH#R DMSO RERERIRE <0.3%, LA RMIgS

1.

KREFS , FAEET 0.22UM RERTIRSIURE | BZRARI , PEAHESEXELN , Bl
L EYEYE | EERAHERSEHRLE.

4 {BANSEIRMA - AT REUSMREAMN , TR TIEREHLE | TREFEMA—LEA
FRWERENER  SIER , CMC-NA |, HifiE , EAFESFERERSRE. R DMSO |, 5
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R DMSO BILIRE < 5% LIBRBIEER. LATIERIHHR  AJUSETE
EHWRRERRSGIERER

DR AEKG)  (ARER(M2)  Km &
iz 12 0.6 20

dd 10 0.5 20

HE 3 0.24 12

i 1.8 0.15 12

PRGBS, 0.4 0.05 8

KB, 0.15 0.025 6

(£ 0.08 0.02 5

/NG, 0.02 0.007 3

=4 A(mg/kg) =z B(mg/kg) X s#) B B9 Km RE/EH A BI Km FEL
5 XFF-mI BRI

BWEIFRE | BERER MBS  FAERTRIA. NTRSMEN M, HERT
500MG R, FfIH) BI#BRMRILIERAERRN. BT~ RERIEEnIETRE  NmSE~5R
METEESEST L  XIMREAESTI ST , FIEVNERREHT | £ milFEIER. TRk
PR, AILAE 200 #EARFBELD , EREERK , NTBRIRK,

FRirETEESE—EIRE £ NI EERYETREESTEE  EAM

(AN k= plelce] R B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT LLBRFEFRETH  MREWLAmAVEIFRE /) | BNEEREFT IR EEE
LHREEN—E | FTREMEARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEESES
Ezeeinmg.

ST EEREGERRN R RENEMRECNRE | FIENERSEEHERERZEY TR
BRI EY  EEESSHRRKUKS |, EIEER | XM-nEEREETIESRPRE.
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