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Go6983 ; Go 6983

FFRwS - MB4601
REE : >98% , pan-PKC i&I%
BN - 10MG;50MG

R : solid

EFER
A7 C26H26N403
DFE 44251
CAS No. 133053-19-7 &
WL 20°C , BTN TIE i
DMSO : 59 mg/mL (133.33 mM) =
BREIH25°C) Water : Insoluble
Ethanol : Insoluble
RS | ARMEEEE NUER  IREESR , T mEAR T,
HithifiBl | ATENLLER | B LR REFERE,

@1t : Go 6983 2—FEMAY PKC #IHIF , BEBBAERTF PKCa , PKCB, PKCy , PKCS #1 PKCL,

78 : GO 6983; Goe 6983 ; 1H-Pyrrole-2,5-dione,
3-[1-[3-(dimethylamino)propyl]-5-methoxy-1H-indol-3-yl]-4-(1H-indol-3-yl)-

YHETEIKRIEHR :

AN 2 e MmEELgEER

B DMSO : 59 mg/mL (133.33 mM) ; Water : Insoluble ; Ethanol : Insoluble
BE o, >98%

TSR - -20°C | BRI TIR

EYEE

PRI | G 6983 2—fh pan-PKC MU , fEFBF PKCa, PKCB, PKCyH1PKCS ,IC50 4915 7 nM
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7nM, 6nM#110nM , XJ PKCC{EFERES5 , #0%) PKCp i,

L

PKCy PKCa PKCPB PKC& PKCL
(Cell-free (Cell-free (Cell-free (Cell-free
(Cell-free assay)
assay) assay) assay) assay)
6 nM 7 nM 7 nM 10 nM 60 nM

{FIMERT

G6 6983(300 pM)VEFETF4E: PKCu 9 NIH3T3 40 , 1% PKCu BBER(L , BRIK 20%., OIEE
#EE PMNs #1 G6 6983 (100 nM) , 2O ERREE ( LVDP ) 1 LVDP o 5IIRSEIEEERT 89%
F174% , BEST PMNs S48, SOJERIMARETE (1I/R) + PMN 8L, Go 6983 (100
nM)ZZF(E PMNs ZHIZIARMIEFLSEZION , BEEIFRBEMAMIM PMNs R, 105
& 90%, £ PMNs 777ERT , GO 6983 [&(E I/R [5UM/WRAETHRERSERS | X AT ShERBE LRI
HEDHEX. GO 6983 BEINFINRIESHBEIMNARIRIREMIS BN EE BAIR+FREM. GO
6983 fEF T ARMEARL , {IFIHIEMN Ca2+)RiH , iR IAEMETFRIFENS. Go-6983(1
UM)5 Ro-31-8425(390 nM)ELFE{EFT PGSMCs , 121404 Angiotensin 1 &S89 PLD2 &M,

IC50 4 1 uM, GO 6983(5 uM)AEEHRIAERE | SXTRRISFRIIELL  T— PR EE R .
G6 6983 (5 uM) LI P. falciparum B2564) | (E3TERNERURE 60%.,

FRHTR

f2/\E A B16BL6 fyEEt&Et , Go6983 (22.0 pg/mouse, i.v.)3BZUINE 51.2 %RIBERETS.

ECHEXFRIEF ESHEXE MG HIEMNZR)

MB4599 Sotrastaurin
Mg  RIHAR | JZNATFLFEYS  IEFSRAE | ERFARK. Go 6983 E—h
BRI PKC #5571 , 8EBBERT PKCa, PKCB , PKCy , PKC& #1 PKCl, AfRE] B HERIURAIRIAE
.
fitREE
ﬁ: }—Jﬁ =
> + 1mg 5 mg 10 mg
i& %/\

1mM 2.2598 mL 11.2992 mL 22.5984 mL
5 mM 0.4520 mL 2.2598 mL 45197 mL
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10 mM 0.2260 mL 1.1299 mL 2.2598 mL

50 mM 0.0452 mL 0.2260 mL 0.4520 mL

SHITINRE (URSF)

Animal Models: Mice bearing B16BL6 tumors
Formulation: PBS
ShisEls

Dosages: 22 yg/mouse

Administration: i.v.

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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