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GDC-0068(GDC0068) ; RG7440 ; Ipatasertib
FFRwS : MB5663
[REVRAE : >98%, BikR MR pan-Akt IR

BEHIE : SMG;20MG;100MG

R : solid

HAEER
SFR C24H32CIN502
DFE 458.00

CAS No 1001264-89-6 g HI

: N 5 WOH
hEr R -20°C , BEhh B Tig 13 N

. DMSO : 92 mg/mL (200.87 mM) = 4
e |

Water : Insoluble
(25°C)

Ethanol : 92 mg/mL (200.87 mM)

RSO | ARMEREAEE TUER  MREEIR , ATt mEARE.

HftbinB | ATENRSIRE  BFELRRA-—XMEFERE.

&7 : Ipatasertib (GDC-0068) E—FhikiRit , =&MAY pan-Akt HIEIRY , #0%) Aktl , Akt2 , Akt3,

7% : GDC-0068; RG7440 ; 1-Propanone, 2-(4-chlorophenyl)-1-[4-[(5R,7R)-6,7-dihydro-7-
hydroxy-5-methyl-5Hcyclopentapyrimidin-4-yl]-1-piperazinyl]-3-[(1-methylethyl)amino]-, (2S)-

PIEREAR BB

AN ¢ e BEeZErHGEK

BN DMSO : 92 mg/mL (200.87 mM) ; Water : Insoluble ; Ethanol : 92 mg/mL
(200.87 mM)

BE >98%

SR - -20°C | BOLDhEEIATIE

SR
D, GDC-0068 2&1E%M pan-Akt 57 , $EEVERTF Akt1/2/3 , IC50 9 5 nM/18
nM/8 nM,LEAERTF PKA &M% S 620 3.
£ Aktl Akt2 Akt3
IC50 5nM 18 nM 8 nM
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Xf—K2H 230 FREESTIE , GDC-0068 R 3 Fhigls , MREH 1 uM RHDEI 70%LA
. (3% PRKG1a,PRKG1B %1 p70S6K B, IC50 4381 98 nM, 69 nM, F1 860 nM),
GDC-0068 {EFEF Akt LLERTF PKA &M 100 fZLA L , 40 Akt BF IC50 /9 3.1
BHMAZE | uM. GDC-0068 &b LNCaP, PC3 F1 BT474M1 4R, 1% Akt [EE4) PRASA0 Bl
1£,1C50 55819 157 nM, 197 nM, #1208 nM, TiE, GDC-0068 1EiZ -4 4mpaEHR
BHRERN Akt (SSIRIROERAIEIE S, BIERMEIDHIEE PTEN A, PIK3CA EuBEREZR
25, #1 HER2 ¥ 1%, 7 HER2+#] Luminal TEH/EFRIERERE,

GDC-0068 MARSMERLEZS PC3 RIFIBRSIEREIREY | 55 p-PRAS40 TiF, GDC-

0068 48 BTA74-Tr F1EME FEE pS6 # pelF4G 7K, EFiEfiz FOX03a 2IgHiEz B
FAAR | ES HER3 F1 pERK MR EE. GDC-0068 {MESHSIEMIEE , BEEEMNES
%, 85E PTEN-ERFERIBIZIAREEIEES LNCaP 0 PC3, PIK3CA H1047R RETRIZLAREEE
Bl KPL-4, 1 MCF7-neo/HER2 ffEBt=EY,

XeRXrmitE ESAXESIEREHIEMNER)

MB3650 A-674563
MB4498 AT13148
MB3647 AZD5363
MB4497 GSK-2141795,Uprosertib

iRk - RmRAA  ZNAToFEYS  AEFENMSE  RERTAK. Ipatasertib
(GDC-0068) 2—FPistiFtt , 7254 pan-Akt IR , YEFTF Aktl , Akt2 , Akt3 , RemrTAETFAEX
AR,

fEREE
(S & E |1mg 5mg 10 mg
R 2 X
1mM 2.1834 mL 10.9170 mL 21.8341 mL
5 mM 0.4367 mL 21834 mL 4.3668 mL
10 mM 0.2183 mL 1.0917 mL 2.1834 mL
50 mM 0.0437 mL 0.2183 mL 0.4367 mL
ZHSCIRIRE ((UESFE )
EHALIE Animal Models: i LNCaP, PC3, KPL-4, 5% MCF7 AR/l MR,
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Formulation: 7 0.5% FREL43/0.2% Tween-80 FfECH]
Dosages: ~100 mg/kg/day
Administration: (R4MR

oK ETMAILERE , ERTHIEES  BRAMINNE , RERRAE , SNSSEEYE.

oD T M ENNEEIREIDER | A AMRIEFTRASERINENE | LA EEIR(NESEZTRARZA.

A SR EIEREIR

1Fma%E  BUEIEYERIFAEECHTOE  BASERE. BRMHEEFTESH D B8R~
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANMEMELER. MTHESE |
KEIREERN , BSLEHREIY , i Parafilm HOMK , FHIEREREFRMAGER. MRMEREE
K, BE~mE8E  @EERWE , LR nsKRRE.,

2 (ESERHIE - ABOHFIRERTIVRERRE | BICRAUANERNS. NEHSEEER 1B
EAGIERT  IEEFESIE DMSO , EERHETHREBTE T 80 BEREMT , —RIULISER
£3-6 NRLLE. EERRT  BXEERHTHRE. BREERREFRHM.

3 RS TIERNE | BIRIECAZEEHH ERE  HRESANEERANAREET/FR. BTX
D UEYRASTEMERY , ATLAERZKMEARI (40 PBS ) #5REAT , AIRESATHIE , alBIT A (EEIARETT
BE  ARXTWFAERE. WA DMSO {E/9iER |, i5HatR DMSO REEERIRE <0.3%, LIERMmiEs

.

KREHT  BAENEN 0.22UM REESIEATRE |, IBZXRABRI , SHEEESEREL Bl
FBLEWEYE | EERMEEHESERIRKE.

4 (FREHISEIENA - BT RESUSYRIEFMEN SR TIEREHIKTE  TRESFEMA—EHA
FRWERENER  SIER , CMC-NA |, Hifi% , BAFESFERERSEIRE. 6ER DMSO | 5
&k DMSO RIL&IRE < 5%, LABRBIHIER. REOHIBIRITEHR , JLISE TR

SR RERSRGERER

R (AEKKG) (AFRERM2) [Km &
ks 12 0.6 20
of] 10 0.5 20
073 3 0.24 12
i 1.8 0.15 12
R 0.4 0.05 8
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KB 0.15 0.025 6
] 0.08 0.02 5
VNS, 0.02 0.007 3

51 A(mg/kg) =514 B(mg/kg) X 04 B B9 Km ZE/504 A B9 Km £

5 XFF-mB BRI

BWEIFRE | ERERSmAVERTEN  FRER TN NTRSMEN M, HERT
500MG Y, FfIH) BI#BRMRILIERAERRN. BT~ REXRUEERIETRE  NmSE~5R
MEAEERESFL  XIMRERESITHSET  TIEUMERERIT | FrRinfERER. YR
PR, ATLAE 200 #EARFBELD , EREERIK , NTBRIRK,

FRirE T EESE—EIRE £ NI EERNETREIESTEE  EAM

(A= ==piehs =
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALERFOERETH  MREWLAmAVEIFRE /), BRAL - REFR TS B EEE
LHREEN—E | ATREMERARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEES=S

(E P

°

T EERECERIR R RENEMRECNRE | RIENECREEEHERERZEY TR

BREHRINEY  REESSHPIRBUKSD |

EWMRER XM REEREETIRSRETRT.
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