REECEMRABIRAT

Dalian Meilun Biotechnology Co., Ltd.

‘@ meilunbioR an BRH YrEERE

www.meillune.com

GSK-1059615 ; GSK1059615

FEERgRS : MB3891

[RENNE : >98% , WE PI3Ka/B/&/y 1 mTOR i
BEEME : 10MG;50MG;100MG

i : solid

BEXER
oF C18H11N302S
DFE 333.36
CAS No. 958852-01-2 Ve
HEFR -20°C , BB TIR | H :%S %
DMSO : 2 mg/mL (5.99 mM) =% f\v%
TBRRMH25°C) Water Insoluble | ';
Ethanol Insoluble
FRER: | ABRMEEERENUEN  RBEISE TR mERRELE,
HfthinB | ATIENLLTRE  BFLRRAE R EFERE.

&9 : GSK1059615 2 PI3Ko/B/8/y RIERGDHIFI , FET %l mTOR,
A& : GSK1059615 , 2,4-Thiazolidinedione, 5-[[4-(4-pyridinyl)-6-quinolinyllmethylene]-, (5Z)-
PIBTEAR ISR :

BRI ¢ e REnEEEER

AR DMSO : 2 mg/mL (5.99 mM) ; Water Insoluble ; Ethanol Insoluble

BE o >98%

fEERM - -20°C , BRI TIE

iRt

- GSK1059615 2 EE PI3Ka/B/6/y (RI¥EAY)F] mTOR #p#IFI , IC50 435109 0.4 nM/0.6 nM/2
S| nM/5 aM 12 nM,

L PI3Ka PI3KP PI3Ky PI3K&

IC50 0.4 nM 0.6 nM 5nM 2nM

GSK1059615 ] mTOR , IC50 39 12 nM, GSK1059615 #4! PI3K 1B , 5 S4miaEmiE
T5MRT Gl Hi , ATERBAT. GSK1059615 BXEFTHRREE. GSK1059615 {ERTF T47D #
BT474 2408 , 2 PI3K #DHISF , FRE4EAEM AKT 7E Serd73 IsamiER{L , IC50 79 40 nM,

GSK1059615 {ERETEHHEREAVNE , Se2MHIMEER, BMKRBRKFRS.
BREAR | GSK1059615 #% 25 mg/kg FIE, OMREZS BT474 5 HCC1954 fuiReE , BRMIR , SEURIE

fhE=iR,
IS1E GSK1059615 £ GlaxoSmithKline #955— PI3K IEFRIL S,
X eHEXFRitEESHEXESHFRISHIEMXER)
MB3885 CUDC-907
MB5316 C7C24832
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MB3215 Duvelisib (IPI-145)

MB3886 GDC-0032

MBigRfER : RLA , TZNAToFEYNS  SEFENSE  FERTAMK, GSK1059615 2
PI3Ko/B/&/y BIERIHPHIF , FIRSt4DE mTOR, AR FAFHEXURAIRI AL,

fiREeE
1 7 g
= i 1mg 5mg 10 mg
1 mM 2.9998 mL 14.9988 mL 29.9976 mL
5mM 0.6000 mL 2.9998 mL 5.9995 mL
10 mM - - -
50 mM - - -
ZHTISIRE ((URSE )
b5 [
GSK1059615 A F 0.1 pL 100% DMSO , #ZAfE10 384 7Lk L (B2 5 6 FUF05E 18 5 A0,
GSK1059615 M55 15U 12 FULARMES 13 5UE] 24 FUELFRE | 5 6 FUF05 18 FURIFLPRAR
& DMSO , 3418 11 MAREIRE., LI buffer & MOPS (pH 6.5), CHAPS, #0 DTT, PI3Ko#0
PIP2(L-alpha-D-fll I -#5 Ag B 3R © 7~ B2 4,5- B B8 [PI(4,5)P2]3-O-— & B B B H &
SEBSLIS : | A9.D(+)-sn-1,2-di-O-¥EHRE)RES . ASERSF] GSK1059615 B8 30 5¢h , REMA
P3-ATP #1 MgCLA SR M. R EWATF (% 18% ) FAMRNEBAE. MABTF
PBS/EDTA/CHAPS B9 PEI-PS $53kERMZ LR N ABIRBESZED 1 /M —REREEEER ),
REHTELD. EB Viewlux 18IzsNEES | AT WAREISTIGBTEHIRE RN L.
RIEEXIAEZ (C1, 0.1 yLDMSO, 55 6%, A-P{T)FEXIEELE (C2, 55 18 7,55 A-P 17) (M
100*(1-(U1-C2)/(C1-C2)) it B HIEMEE D E.
Cell lines: BT474, HCC1954 0 T-47D 4Hp8
Concentrations: 1 yM 4
Incubation Time: 72 /\iT
Method: %7~ BT474, HCC1954 #1T-47D (ASKHIBRAARE). MR T75 ke | ¥t
72813 K , ARFHALS , FIKEAIRREIRG 70-80% BEAHRND. (8 0.25%HEEEs-EDTA
YRS - RISHEEE. (FRAMIEHERMRAEEMIESERPNEHEEL. MIEEMTE 384 FLEBYRIR L |
U MRES 48 uL iEFEE , SFLER 103 M A8 IR EE, K, NN GSK1059615, SLME—X
FB CellTiter-Glo 4h8#R , ARMEIEET. ELFFEREMIRAY GSK1059615 & 384 FLik L. 4 pL
FRRRINZ 105 pL 1BZFREH, BEE, @RISR 2 uL XMFERER. DMSO £REN
0.15%., MIEEE 72 /0T, RETHE. SASESLEIER EMNRESATAR CellTiter-Glo ifiFl, E5HiR 2
ot , EERTES 30 940 , A7 Analyst GT iR EISBULERIHUES. FH XLfit B4
SHIFIER ML , WE IC50 (8.
Animal Models: #5 BT474 8 HCC1954 89/\§&
— Formulation: 75/3F7K89 10% R_E2dEH]
Dosages: 25 mg/kg
Administration: ;5742
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Cxx]
oHETRAIFEERR  ERTHIRES  BRAMIME , RERFER , SUSSEEE.
PN RIEEHNEERMI O ER | REMREFRAMSEAIRME | L RIS ETRR A,

B SRMEEEEIR

1 FRS%  CUEIEYESIFAEACHTOE , RADEHRE. SEHNERETHESHS AN
R, EERHEEER , BETEMRSBRIIERAEREN , SANESMELEE, WTASE .
KHRSR{EFANY |, ES U ERELNT , BIY Parafilm B , FHERIERIEERAER. MRMEREITK |
RS RENE , ENEEHGT , IRHMTRRE.

2 SRS A ENISR R REIRE | ENERANANENSR. WRHESEEER , Bk
BIEEH MIEIEFESEE DMSO MEERHIETREETET 80 BREME —RATLISERE 3-6
ANBULL. fEEFRT, BXHERHTHRE. MRS RRE AR,

3 MRIERTIEREE  EREATELIRITERE  BREESENEEZANREE TIFR. BTX
OUAYIRISAMRT , FTLMER/KMESR) (40 PBS ) BEEAT , AIRRSTHIE , ENEIT B A EAEN
BB RASISCIF=AESAN. J1F DMSO YE/IER  iEHR DMSO SEFERIRE <0.3% LIk miasts,
KREF, , BATEENET 0.22UM MESTE S | B2, SIEREmaREs  EUSH
IESIEYE | BRSNS EHRE.

4 FPEYEISRA : BT RSUSMEREMN TR TIPREHISTE | TR EMA—L%5H
TEWERBMER , IIHE , CMC-NA , Bih% , BEASEEEFEPRAHURE. ER DMSO , 5
{R DMSO RIZERE <5% LUBRBILIER, ABRIERITIHE  TUSETER

RIS BIREE

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

=) Almg/kg)=a# B(mg/kg) X 4D B B9 Km ZEY/E0¥) A B9 Km &L

5 XFFmEIELIER IS

BEIFRE ERNERmIERTEY FAYHERTIA. W TREMEN R HERT 500MG
8, FIH At ERIEERRESSEN. BT nERAsrznIiETRE NS~ miEEE
EyEsrL  XREFAESIIHSET  FEUMERRRT , £ RinFEER. YTRE~m, J
LATE 200 #HAEARERLD , ERWEERIN , NTBRIRE.

FRirSrEESE —EiRE £ NI EEMETHREIESTE , EFAM

e i D RZ 6
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALEBREFREFBETH , MREWINRIEIFE/) RS RERTII R EE
FEREERN—E , JREMRAZFmAsEE. EILUNNEESR ( SREEFM ) FHRiEERES
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Ezeeinmg.
T ERREGHRAIR T M RERHRE EMNNEE | HIENEASENBHERAFZEY TR
BREMRNEY  EEESSHIREUKS | ERER | SN REEREE RSP RE.
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