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Enzastaurin (LY317615)

FEERYRS: MB4055
FRERRE: >98%, PKCB E#EFMEHNHIFI
BAEHIHZ: 10MG; 50MG; 200MG
FE@EER: solid
HAEER
5FR C32H29N502
SFE 515. 61
CAS No. 170364-57-5 gk
BESH -20°C, WENBHEEATIR 2|
DMSO: 30 mg/mL (58.18 mM) =
R
Water Insoluble
(25° 0)
Ethanol Insoluble
AEEM REERAEETNERN, MREETR, THESEWERRME.
H1thijtFR ATENREMNEE, BEELHRRHAB R FERE.

4 : Enzastaurin Z—HEAY PKCP HMHIFI, MFEIEFEMEXT PKCa, PKCy #1 PKCe BY 6-20 f&,

& : BILZHK; LY317615; 1H-Pyrrole-2, 5-dione,
3-(1-methy|-1H-indo|-3-y 1) -4-[1-[1-(2-pyridinyImethy|)-4-piperidiny|]-1H-indo|-3- yI]-

YRR R IRHR

1S FRRTIT TR BEaEmER

FARRME: e DMSO: 30 mg/mL (58.18 mM); Water Insoluble; Ethanol Insoluble

BB e $98%

&M 20°C, BEXFHBZATIR

RN

- Enzastaurin (LY317615) 288 PKC B EIFMEHIEIFI, 1650 36 nM, EL{ERT PKCa, PKCy F0
PKC ¢ JEFEMS 6 B 20 £5.

A PKGC B PKC a PKC v PKC €

1650 6 nM 39 nM 83 nM 110 nM
Enzastaur in FEERF US7MG B 1AL FRIE4AAR, PC-3 BIFIARELRAE , & HCT116 LA MARANIETE. X
Enzastaurin iRE{KT 1 o MBFNATEEXT HCT116 %0 US7MG ZRREHIEFIHIIBE S . Enzastaur in PHETIF
L YHREZR N K-562, MOLT-4, HOP-92, F1PC-3 ZHREARMIIETE. & Enzastaurin iREA 4 uM AN

{RSMTISE | S HCT116 L5RAR24MAEAN UBTMG R M AR FRIEHAREA T . Enzastaurin 55 HCT116 Z5RA R MAMATZ
EFIEMRPE, B4 uM Enzastaurin 32 HCT116 ZRAE{E TUNEL B4 ZRAR M ELAE7K S 2% 3 50%
. SEEFRER, Enzastaurin BZFEET HCT116 Z5B7 55 LRAEFN USTMG 4B FRIBZRAEAAE K .
Enzastaurin RZRBk T ZRARIHEEA BB ZMAET . Enzastaurin F0 GSK3 HIHIFIELA, 2= 40A
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HMIKFE, Enzastaurin F0 GSK3 $P#I55 AR-A014418 BXFBIZ S B —catenin |HAKIEFN B —catenin
JABRIEEFIKIE, Enzastaurin F1 AR-A014418 BXFAREET B —catenin ETRVEER . LS,
Enzastaurin 1 AR-A014418 EX 12 = mRNA 7K, K CD44 ik,

AR

S8 MEMMEL, Enzastaurin BEEFNFMBEBIAT ERMERN R E~EERHMER.
MEZEENERSMEEKEEE .

S eREXmREF (E SRR E M ER)

MB4601 Go 6983

MB4599 Sotrastaurin
Mg KRR NRAF, IzZEATSFEYE, BEFFRMAAE, MmEAT AR, Enzastaurin (LY317615)
=AY PKC B IEERMEHIHIF A G AT A T8 X s AR S0E .
e E

1 o
# 1 mg 5 mg 10 mg
R

1 mM 1.9395 mL 9.6973 mL 19. 3945 mL
5 mM 0.3879 mL 1.9395 mL 3.8789 mL
10 mM 0.1939 mL 0.9697 mL 1.9395 mL
50 mM 0.0388 mL 0.1939 mL 0.3879 mL

ZASTWHRE (NEsF)

b ASMg

f5E P EARE N EBESH M B R E K 3P B9i21E %, MINZE R Enzastaurin PART PKCB 11, PKCa,
PKG e, 8¢ PKCy BUSEME. 7E 96 FLAR EAN 100 1 | REHITRE, REZ4IE$E 90 mM HEPES (pH
$97.5), 0.001% Triton X-100, 4% DMSO, 5 mM MgCl,, 100 uM CaCl, 0.1 mg/m| #EASEELE

HERSCIE  |B&, 5 we/ml “ZEEHEIM, 30 wM ATP, 0.005 uCi/ | BATP, 0.25 mg/ml BESSTHMER,
enzastaurin BIIEEHEY GRE R 1-2,000 nM), REH A PKCB 11, PKCa, PKCe, =%
PKCvy B (43307 390, 169, 719, 3 128 pM) . MABER R FFiE, EERTIEE 60 47%, A 10%
HsPO, LER R BI, #6532 AR FHELLT4E % 96 FLIBMR L, 25 30 B 90 94h, 1338, HEETIE
EF 4 RTRH0 0. 5% HPO HE. MINAMKEAY, RTE Microbeta INKRIHEIEE EIH.
Cell lines: HCT116 0 UB7MG ZRAtZ
Concentrations: 0.3-4 uM
Incubation Time: 72 /A
Method:

YHRESCIE | BRI AZ M BERNSR uh S B EAZ E B EE VT B B O AR am AR (TUNEL) SEARIC HCT 116 1 UBTNG ZHARE &,

FFME Enzastaur in BATIESE. 7£ 96 FLIR ESFLAN 5x103 N f CRin FBS A& 15 5%

), £8 (L) =88 (EBLR) Enzastaurin RIMETIRE 48 2| 72 /\Af. Enzastaurin
BEREM 0.1 210 uMAE. MABRCIEMATARN, AR FIHITRAL TUNEL 326, 7 6 FLIR
£, 7L 75x103 4 HCT116 A US7MG ZMAE, 7E 1% 7N/0 FBS BUIEFHFE * Enzastaurin SME TR
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B 72 /\EHF Epics SRR SUNE R ILARITHY DNA %2, IR 10x10°F I TC R BB MR T &
BUkEe .

Animal Models: FCRRRR#ER
Formulation: /AT 7KAY 10% AZ

Shiscie —
Dosages: 75 mg/kg, BRMNX
Administration: {RIELIE

=)

OX A~ mAELEER, BERTHEMES, FRATEILE, RERRAE, BUXSBRE.
@M R NERMBIBNER, RATRIEFFIRRESHNEN, U EBBERESEZRARZA.

AU SYREEEER

1ERAE: BHEIRYEEFAZACHITHE, BANEHE, GRMNERRTHSHIEEN~RE
B S EHHRERER, BEITWMESERNEZRAERER, SRANELMEL AR, XTHAER, KX
EAK, FSLEMBIEF, Eill Parafiin HOME, FHZBHANBERGER. MREEMNEZK, BT~
BYH, EWEEHRMWE, UGRFMILIFRE.

2 EERFE: ABSRFINBREAREMRE, BRARANBNENSR. MEHEEER, HERE
ERF, MAEIEFRALIEIE DNSO, ERAFIETREETET 80 RIKEMT, —MALUBERE -6 MNA
E. EERAR, BrEERHETHERE. BRESER SRR,

3 MpIEF TIERHIE: BREMAZTELHITERE, HREESANEEZANARETER. ATFTXHS
WEMZREAMR, FLUERKMEER (a0 PBS) HRER, FRESTHNE, TBIBFFEEAEHEM®, T
SIPRIGFHE M. G0 F DMSO 1E iR, 1EHAR DNSO HL&E IR0, 3%, LUB SR 4RAR S 14 .

REAR, BANBWGET 0. 22uM EEITEARBRE, BARALIN, HFEIEFSERELR, FUSEMEK
AYEN, BEEHITAEEMSHYKELE.

AGREMERNA: BTRZCAVRBEMEN, IR TIEREFILTE, THRSFEMA—LHRHEY
YERBNAT, LR, CMC-NA, Hil%, BERREEEZAERMMEXCHVRE . W1EM DMSO, 1R DMSO AILLK
FE<e%, LB B MHIER . AATIERITEHE, AILSE TR

MY RERFYFIERER

I &= (KG) RERE M)  |[Kkm BE
i 12 0.6 20

¥ 10 0.5 20

3 3 0.24 12

% 1.8 0.15 12
785 0. 4 0. 05 8
xR 0.15 0. 025 6
2 0. 08 0. 02 5
/INER 0. 02 0. 007 3

BN A (mg/ke) =B74)) B (mg/kg) X B4 B B9 Km RE/E04) A B9 Km =%
5 LT RE R R I

fmig B miE, BRAER~RNERTEY, ANREHRTHIA. X TREMEN~R, HERT 500M6 9,
ENME P RFREEBHBERRN. BT-REXAURASHIRETHE, A\MSE~aMEEEERES
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FE, IRMRENBRITHET, FEMRERRAT, ErRnEEER. XTRIE~ R, TEE 200 ¥4

AHRERELD, ERESERE, NMBERBK.

FRRERTEERE—ERE, ATEEEANNETRAESEE, 2AM

R E 20 IRE T
1-20MG 0. 1MG
50-500MG MG

16 3-5MG

AFLLBEROEMETH, MREUIHN~RNEFERS/), FRFL~REFTHIREDHMEEE LY

RSB, TRNETHFRMGE. CIUMMEEET (SREMEEH HRELERRSEL e
B

RSO R~ RREREREENNRE, RMNBWERSENETEREMZULEY; ITREER
EMNEY, REETSSTERYKS, EMRHEK, XMH~RFEREETREDRE.
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