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AEBO071 ; Sotrastaurin

FEERERS : MB4599
[RENVE : >98% , pan-PKC &I
BEEMIE - SMG;25MG

R : solid

EFER
A7 C25H22N602
DFE 438.48 M
CAS No. 425637-18-9 & F/\NJ{N,H 2
e 20°C | BHIBEIETTIE LN NH
DMSO : 87 mg/mL (198.41 mM) =
BIH25°0) Water : Insoluble AR O
Ethanol : 2 mg/mL (4.56 mM)

IEEI | AREREEETUEN  MREEIR  JRESFIMEISRE.

Hithinbl | ATENREMER | BFLRRABREFERE

87 : Sotrastaurin 2—ME%AY pan-PKC % , YfEFBF PKCO PKCB PKCa PKCn PKCS F1PKCe,

7% : AEBO71 ; 1H-Pyrrole-2,5-dione,
3-(1H-indol-3-yl)-4-[2-(4-methyl-1-piperazinyl)-4-quinazolinyl]-

YHETEIKRIEHR :

AN 2 e MmEELgEER

B DMSO : 87 mg/mL (198.41 mM) ; Water : Insoluble ; Ethanol : 2 mg/mL (4.56
mM)

BB . >98%

TSR - -20°C | BRI TIR

EYEE
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Sotrastaurin 2—FEZAY , HEFEMRTZ PKC DS , ZBFUERT PKCO , THAEIRIGH K
0.22 nM ; X3 PKCC & &iEHE. Phase 2,

BLAER) PKC IHIFIAE  AEBO71 HASTEAEASAVMIRIL T RE IER R T 8RR
;Eto

L

PKC6
(Cell-free

assay)

PKCB1 PKCa PKCn PKC&
(Cell-free assay)  (Cell-free assay) (Cell-free assay) (Cell-free assay)

0.22 nM(Ki) 0.64 nM(Ki) 0.95 nM(Ki) 1.8 nM(Ki) 2.1 nM(Ki)

{EIMRT

TEAFIRARHE T pEth |, SEHEERIKRER AEBO71 (< 10uM)NIEEEZUHBRRER T MBEIERY
SEWMANE-2 D4 CD25 FiX., TRREIRFFREIEEIMAA4EIE+ , AEBO71 (200
nM)&EIHEI CD3/CD28 HiAFIRMHIRESH T EERIGER . AEBO71(<3 uM)ETLAZZ M
EIEThEAERNR 1 NS T MIEATKEMER. AEBO71(< 20 uMESEHBIZ(E CD79 2835(K
ABC DLBCL {HiBZRAVILIE | fEZ BER/> NF-kB (55i&E M. 3 uM IRERY AEBO71 B[iES CD79 38
YARETE G1 BEMATFN/SRABABIATE,

FRHTR

AEB071(80 mg/kg) AJLATERAREZHNH SCID B95Z T TMDS8 MiEiEf fipyEiEic. SamRO
A% 10 mg/kg #0130 mg/kg AEBO71 , BEE/OIRFBERIKRREES , XFMEREFISMKEHDE
RIRIIRIIRL,

ECHEXFRIERF ESHEXE MG HIEMNER)

MB4601 Go 6983

ARt : RRAT , Tz ATLFEYE | WIEBEFSERAAE  2ATAM, Sotrastaurin 2
—FER pan-PKC 4R , RBEMIERT PKCO , AR ATFARXITHAIRIFSLI,

fiEiRECE
’TZIX Efi =R
» - 1 mg 5 mg 10 mg
w =
1mM 2.2806 mL 11.4030 mL 22.8061 mL
5 mM 0.4561 mL 2.2806 mL 45612 mL
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10 mM 0.2281 mL 1.1403 mL 2.2806 mL

50 mM 0.0456 mL 0.2281 mL 0.4561 mL

SHITINRE (URSF)

Animal Models: i Wistar/F XE,
Formulation: 487K

o) k) B o
Dosages: 10 mg/kg #1 30 mg/kg

Administration: [JE—%

Cx=]
oHETRAIFEERR  ERTHIEES  BRAMIME , REXRER  SUSSEERE.

oI T RIEENNEERMIOER | REMRERAEEARM | L RS E T RARZ A,

A S MIRMEIEREIR

1 FRP%  BREISYEREFAZEECHITOE  BADERE. 8RMHFRRTRSHS B8R

R ; EERIAREEX , BETWRHERSENERAKEE , SANBSMELRE. YTHER |
KEIRGERR  IBS L EZF |, #iX Parafilm O , FHERREREFRAER. NRKEREZK,

BEFRERH  BVEERWE , LIRFIHKIeRE.

2 (ESERHIE | KHBoRFINERIRELRE | BILTRAUNANENS. NFEHISMEER Bt
BEBER AIEFRESIEE DMSO EERHIETMEIBTTET 80 RKEMT —RILISERE 3-6
MBLAE. EfERRT, BXEERETHRE. BREERRERH.

3 HRIEARTEREE | FIRECAFZELHITERE  wEEERSEERAMAREETFR. BTX
BOUEYRISEMERY , FRLAERZKMEAR (40 PBS ) #oR2RT , RIRESMTHITUE | AliBI A EEAE T
B ASTIEIRFER. WA DMSO E/iAR| i8R DMSO RERERIRE <0.3%, LU RMIEEE,

KREHST  FABEET 0.22UM REEITIESZURE | IBZRARI  HEEESERELT  BUSF
I EnEE | EERAEERSERRLE.

4 FAYLIENA - BTRSUEMREAEEN , ML TFREHIKE  TRESFEMA—EEA
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HRHERBDAR  WNMLE

CMC-NA , Hih%F , BRFEZFERBEXXEIRE. 206ER DMSO | iS5
R DMSO HIZZIRE < 5% LABRSBH(ER. SHTIERTINR , JUSE TR
IR RERSRGH BB R

b KE(KG)  (AEFAM2) |Km Z&
i 12 0.6 20

P 10 0.5 20

pfz 3 0.24 12

2 1.8 0.15 12

5 5 0.4 0.05 8

KR 0.15 0.025 6

G 0.08 0.02 5

NES 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X 0¥ B 89 Km ZREU/zh4 A B9 Km K2

5 XFFmEI L ERISI

BEIFRE ERNERFmIERTENE FAYHERTIA. W TREMEN R HEXT 500MG
89, FNE ARRIEERSESRN. BT~ REETtmzRdETEE  NISE-nEEE
EREET L XIMRBEAESITASET  SEANERRINT , FrmiFlEm. MTFRE~m, &

LATE 200 #EARERD |, ERWEERIN , NTDBERIRA,

FRirEEESE—EIRE £ NI EEREETREIESTEE . EFAM

e 5B R 6
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG
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AASERFREFERRTN , MREWINRVEFE/) , AL RERTAISRETHEEEE
LHREEN—R | FTRENERAR T RIFE. BILIINESEEN (SRIZEFM ) HRiEERES
e eEinmg.

ST EEREGHPRRIR T RREEHTRE I IREER | BBV ERSENSHERAMZEY TR
BGEMRNEY  ZEATSSPIREUKS , EURER , XM REENEETESRPRE.
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