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FREIE | >98%, 558 PI3K pl108 iR My
BEHHE : SMG;10MG;50MG
A : solid

BEXER
DFH C27H31FN60S
DTE 506.64 [Oj
CAS No. 955977-50-1 Ve M
icatas -20°C , BT wl W T
DMSO : 50 mg/mL warmed (98.68 mM) = %\AN &_»
BREMH25°C) Water : Insoluble i N\_<]
Ethanol : Insoluble
TEEN | ARUEREEENUEN  MREESR , vTeeamELAMRT.
HBiRA | ATENZSMRE  BFELRRAE RIEFERE.

f@qr : PI-3065 2—HE348Y PI3K p1108 .
7% : Thieno[3,2-d]pyrimidine,

6-[[4-(cyclopropylmethyl)-1-piperazinyllmethyl]-2-(5-fluoro-1H-indol-4-yl)-4- (4-morpholinyl)-

PIIREAR ISR :
AN ¢ e, HEeEEABEK
BN DMSO : 50 mg/mL warmed (98.68 mM) ; Water : Insoluble ; Ethanol :
Insoluble
BE e, >98%
fETESRM - -20°C , BRI TIR
EViEE
FmiEi® | PI-3065 2—FhsiEM p1108 IR 1C50 /9 15 nM, ML R PISK REARLESH 70 245,
p1106 pl10B
o (Cell-free assay) (Cell-free assay)
15 nM 1078 nM
{EHMAF | PI-3065 XIAFRIARIGMZKFE p1106 B9 4T1 HREERYIAIZ B HIFIER.
FE/NEEE | PI-3065 (75 mg/kg, p.o)RBIEKE p1106 , m#pHl 4T1 fhEEERER. &
AT | LSL.Krast12b/+ ; p53R172H/+ - pdxCreta/+ (g KPC)FRIRSEIRERIESIF |, PI-3065 SEKFE | 7/
DR A R B RERI AR TR,

E X RIERF (ESAXEIHRIEF T E MER)

MB3869 GSK2126458 (GSK458)
MB3331 Idelalisib;CAL101
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MBiERfEid - REHAR , TZNATOFENSY  DEFERISE  FERTARK. PI-3065 2—Ff
BZAY PI3K p1106 P, AR RETFAAXERAIRIASEI.

fiREE
f# "o
r Im 5m 10 m
K Al 9 g g

1mM 1.9738 mL 9.8689 mL 19.7379 mL
5mM 0.3948 mL 1.9738 mL 3.9476 mL
10 mM 0.1974 mL 0.9869 mL 1.9738 mL
50 mM 0.0395 mL 0.1974 mL 0.3948 mL
ZHCISIRE ((URSE)

Cell lines: 4T1 4R8

Concentrations: ~10 uM

Incubation Time: 48 /\it
4HpEsCIS Method:

4T1 {HREATERAY p1106 MEFIL IR 4 NS/ |, MERIEERER | 1555 48 /WS | &% MTS
F=1==

Animal Models: tafar 4T1 fiEadlfElE WT BALB/c /N
e Formulation: 0.5% FFEAF#ES 0.2% Tween 80
E4scie —r b

Dosages: 75 mg/kg , k—IR

Administration: p.o.
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PN RMIEEHNRERMI O ER | BENMREFRASEAIRME | L RIS EZRR A,

A S YHRMEIEEEIR

1 Fma%  BREIRMERFAEBCHTHE A ERR. 8FMHSRRTESH S B8RRI~

AR ANEERARRER  FEITWIRSHIZRAETES | SANMBMESERE. YTHERE

KEIRGERR  IBS L EZF |, #iX Parafilm HOMR |, FHERREREFRAER. NRKEMETK

B mERE  EEERWE , LRfnstieReE.

2 (ESERHIE | KBoRFIRERIRESLRE | BT RBUANENS. NEHISEEER Bt
BEER AIEFRESIEE DMSO EERHIETMEBTTET 80 RKEMT —RILISERE 3-6

MRUL. R, BUEERHTHRRE. BREERRERE.

3 HRIEATERES | FIRECATZELHITERE  wEESERSEERAMAREETFR. BTX

BOUEYEISEMERY , FRLAGERZKMEAR (40 PBS ) FoR2AT , DIRESMTHINUE | AlBI A EEARE T

AR ARKILIRT AR, WA DMSO E/IER| 18R DMSO REZERIRE <0.3%, LA RMIEEE,

KREHT  FABEGET 0.22UM HEEITIESZURE | IBZRARI  HEEESERELT  BUSF

I EYnEE | EERAEEHRSEHRLE.

4 (FAEHISEENA - BT REWEMERSMR , SR TIFRECHILE , JRSFEMAN—EHA
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HEHERBDAER IR , CMC-NA |, Hil% , ERFEZFERBXXERE. R DMSO | i5H
& DMSO RIZEIRE < 5% LABR B, LHFIERTIHR , JUSE TR
SR RERSRGH B R E R

bt (KE(KG) [AEERM2) |Km &
i 12 0.6 20
ia] 10 0.5 20
£ 3 0.24 12
i) 1.8 0.15 12
iz 0.4 0.05 8
KRR 0.15 0.025 6
S 0.08 0.02 5
N 0.02 0.007 3
Z4) A(ma/kg)=E11 B(ma/kg) X F B I Km REUZ A B9 Km RE
5 XFERIEGERISN

BEIFRE ERNERmIERTEY FAYHERTIA. W TREMEN R HERT 500MG
8, FIH At ERIEERSESREN. BT nERAUsrEnIiETRE NS~ niEEE
EyEsrL  XREFAESIIHSET  FEUNERRRT , £ RinFER. YTRE~m, J
LATE 200 HAEARERLD , ERWEERIN , NTERIRAE.

FmirS v EESE—EiRE £ NI EEMETHREIESTE , EFAM

e i D RZ6E
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALEBEFREFBETH , MREWINFRIEIFE/)  RNEERERTII R EE
FEREEN—E , JREMRAZFmAsEE. EILUNNEESR ( SREEFM ) FHRiEERES
EzTEiBk.

XHTFEEREGHPRRIR T RRERHFRE N IREER | BIIBVERSENBHERAMZLEY TR
BGEMANEY  EEESSPRRBUKS , EIRER | XM RRENEETERPRE.
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