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GDC-0980 ; RG7422

RS - MB3870
REWRAE : >98% , 1 B PI3K HHIFI
BEEMHE - 5SMG;25MG;100MG
R : solid
HEFER
ST C23H30N803S
DFE 498.6 o
CAS No. 1032754-93-0 = [N]
fEER -20°C , B EARE TR 1 “%I?ﬂ
DMSO : 20 mg/mL (40.11 mM) = NN N
TAREIH25°C) Water Insoluble HzN)\\N | K_? OH
Ethanol Insoluble o
EEEE | AREEESETUEN  MRREIE  FTRATREARL,
HithiiBg | ATENREFER | BFELRRHERMFERRE.

&Y : GDC-0980 E—FOARA®AI PI3K F1 mTOR (TORC1/2) gigimalz |, mEl
PI3Kay/PI3KPB/PI3KS/PI3Ky HIEME,
BI% : GNE 390; GDC 0980; RG 7422;

(s)-1-(4-((2-(2-aminopyrimidin-5-yl)-7-methyl-4-(morpholin-4-yl)thieno(3,2-d)pyrimidin-6-yl)me

thyl)piperazin-1-yl)-2-hydroxypropan-1-one

PRI RIEHR -

AN 2 e BHeEEEEK

BERME e, DMSO : 20 mg/mL (40.11 mM) ; Water Insoluble ; Ethanol Insoluble

BE o >98%

EESRM - -20°C , EBLREEATIE

EYiEE
Apitolisib (GDC-0980, RG7422)E—HExt , 1 2 PI3K HIHII , YEFRTF PI3Kay/B/8/y , Fcim

= i fEiR{i&eh IC50 42519 5 nM/27 nM/7 nM/14 nM 152 mTOR &I |, ToAiEiies K9 17
nM , tE/ERTFEAE PIKK RIRHESIEZEMS. Phase 2,

i PI3Kat PI3KB PI3KS PI3Ky mTOR

IC50 5nM 27 nM 7 nM 14 nM 17 nM (Ki)
GDC-0980 33 I 38 PI3K #1 mTOR ZESLLXTEth A S EIBERIM B BAERMEPSIER | X
mTORAIK; A 17 nM , X PI3Ka, B, &, F1yBIIC50 5818 5nM, 27 nM , 7 nM , F1 14
nM, £ ,GDC-0980 RB&4#N#I PC3 #1 MCF7 4RiERY4RiEIEsE ,IC50 5804 307 nM #1255

BINRR | M. —IRimtOHTEsEY , GDC-0980 IHAMMINENENE | F6A AT RIS
%, ERIFIEREE(IC50 < 200 nM 50% , <500 nM 100%) , ZLAREE(IC50 <200 nM 37% , <500
nM 78%) #0 NSCLC(IC50 <200 nM 29% , <500 nM 88%)*EHBHANEE , FERRIEE(ICS0

Tel: 400-659-9898
Email: sales@meilune.com

Fax: 0086-411-66771945
Postcode: 116600




@meilunbioR

maRiRH YriEHiE
www.meilune.com

KEECEVRABRAE]
Dalian Meilun Biotechnology Co., Ltd.

<200 nM 13% , <500 nM 67%) FIREFEMMAR(ICS0 <200 nM 0% , <500 nM 33%)4324
BERIR.

£ PC-3 #1 MCF-7 neo/HER2 RFh#giEi&EEIF , GDC-0980 7£ 1 mg/kg FIET , i@id5 2kt
FEEKGER , FMHEENTMEEM, st , GDC-0980 SEIMEERREIEN , RATISZHIE

{BMEREE | 7.5 mg/kg. TENEMRR , 1 mg/kg GDC-0980 E#fkAILE T SEURBRRZR(Cly: 9.2
mL/min/kg , Vss: 1.7 L/kg). BAY , LA 5 mg/kg B9 80% PEGA400 & , 5% 50 mg/kg 7E 0.5%
FRELTH2ER/0.2% Tween-80 FLISRAEIFROMRET , BEARFNGRMNFESEH,

IS —FERAY , EEMRY , OREWAIFIARY PI3Ka, B, &, y #1 mTORA HPHIF,

E X RIEEF (ESAXEMHRIEF D E MER)

MB3864 PI-103
MB3867 PIK-75
MB3869 GSK2126458 (GSK458)

BigRaid - RER  TZNBTOFEYS | GEFERALE  FERTAR. FRE—F PI3K
# FRAP (mTOR)BESHIHIF , AT ARTFARRIURAIRHASCIS.

figREcE
1 7 g
s i 1mg 5mg 10 mg

1 mM 2.0056 mL 10.0281 mL 20.0562 mL

5 mM 0.4011 mL 2.0056 mL 40112 mL

10 mM 0.2006 mL 1.0028 mL 2.0056 mL

50 mM - - -

ZHSTINIRE ((UESE )
EgiE
125 PBK PRGBS tRIRAIENE | EUENF=1 3,4,5- =BBRINEED TR | %
PSR EFRCH PIP3 TE £ 43 GRP-1 E5REMEARIRE. BiiSBIEES-3-55ER
FEYIROIEIN | EARICHYRYEM GRP-1 BEEAMAWEUL , NTISEHRIRIES . 126
P3K MRS —BRAERAEAFRAHA, PIBK TEEVIEREZMT , £ 10 mM Tris (pH
7.5), 25 uM ATP, 9.75 uM PIP2 , 5% H3H, 4 mM MgCl, , 50 mM NaCl, 0.05% (v/v)
Chaps ,1 mM ZERFHERS , 2% (v/v) DMSO ZE FUE , SFIFEAGRE/: PI3Ka,B /9 60
ng/mL ; PI3Ky 73 8 ng/mL ; PI3KS 7345 ng/mL, WTEZE 25°C Ti{T 30 DHhfE , LALRIR

iHEesCIS - EA 9 mM EDTA , 4.5 nM TAMRA-PIP3 , #14.2 ug/mL GRP-1 #&NEARLILRAN , AT

£ Envision BEHHMY_EIEESE HmIREERE. 1C50s BIERIBR MMM AT 4 SH5TEITE,
AEH mTOR(1360-2549)7E ERMAEHFRIAFLEN , 5/ Lanthascreen SEREEIIRLRS
ENE |, HPEARECER(GFP)-4-EBP1 AUBSER L EFRRIARICHIIN 4-EBPL AUBSER-HE
B 37/46 iGN, [RAEID ATP #2484 , 7 50 mM Hepes (pH 7.5) , 0.25 nM mTOR , 400
nM GFP-4E-BP1, 8 uM ATP, 0.01% (v/v) Tween 20, 10 mM MnCl; , 1 mM EGTA, 1
mM ZESEEE , F1 1% (v/v) DMSO FE Ti#1T, IR EIAERET =R T 30 28,
AELRIERN |, £ 2 nM Tb-#1-p4E-BP1 #1{AF1 10 mM EDTA ZE MG M@, BRIERE
IS RIRR M ERESIIEINSTE | T Ki FERENERN 6.1 pM ATP 89 Kn T E.
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Cell lines: PC3 #1 MCF7.1

Concentrations: 0 ] 10 uM

Incubation Time: 72 /\iYEE, 96 /)\BT

Method: #1SEMAEIHIG#F PC3 #1 MCF7.1 ARBAEIEER#HT, MCF7.1 2K
HOERMEIEER | SRAMTEBFAA MCF7 FUBREMRR. MREAE RPMIHTF 3°C, 5% CO;
HhiEs , A 10%PA4-1055 , 100 units/mL FEE , #1100 ug/mL $Fx , 10 mM
HEPES , #12 mM &&EREIE4, MCF7.1 483y PC3 4HfE53 3114 1000 4HAE/FL8% 3000 4R
B/ FLEEFRTE 384 FUMRRUIEFARES | IB77d7% , BIIA GDC-0980 , {42 DMSO iREH 0.5%
v/v, MCF7.1 40§g#0 PC3 4BRED BIIEF: 3 KFN 4 X, SARINA CellTiter-Glo i3 , &R
Analyst BEFRGERGERSE, STTFHUEIERLG  REERIDFIR , il aphidicolin , FI4HEESERE
#U Etan staurosporine fEAIIER, FIERMZINE S 4 SHU5FE HEXIAY IC50s {FEF Assay
Explorer 24t 5,

Animal Models: PC3 #1 MCF7.1 4R NFSZIFTMER nu/nu(#R)/NERIGERT

fx

EN4SES - Formulation: GDC-0980 7£ 0.5%FREA#ERS 0.2% Tween-80 (MCT)HiAf#E.
Dosages: <7.5 mg/kg

Administration: OfR4A75

CExE]
KA mNIFEEEL , ERTARES  FRAMIMNE , RENVRAER  SUSSERE.
oEBD T I ENNEERMERDER | A MREFRAERAMURNE | L EBRESEZRATZ A,

A SR EEEER

1 Fma%  BHEIRYMEREFAEECHTHE BN ERR. 8FMHSRRTESH D 8RR~

R NEERAREEER , FRTBEIHRSHRIZRCKER , SAMESMEZLEE., WTHERE .

KEBRGERN 1SS EMEIF I Parafilm O , FHERREREFSRAGER, NRKENETK

BYFRERHE  BVEERWE , LIRFIHsKIeRE.

2 (EERHIE | KB RARERIC S EMRE | BN RAIANER SR, WRHSHETR Bk
BIEEN MIREFRREER DMSO MERFIETMEETET 80 BEEMHT —RAILUSERE 3-6

MBLAE. EfERRT, BXEERETHRE. BREERRERH.

3 RIS TERNE | BRBCAFELHIHERE  RRESRSEEEAMREET/FR. BTX

BOUEYEASEMRY , FTLAERKMESRFI (40 PBS ) #RERT , CIRESATHITNE , AEd BAEERER

AR ASIILRFERI. WA DMSO {E/iER| i8R DMSO REERIRE <0.3%, LU RMIEEE,

KREFT , Ff BT 0.22UM RERTIES=URE | IB2RMALS  SIEEESERELL  AUEF

I EnEE | EERAEERSERIRLE.

4 FAYSEIENA - BT RSUEMREENN , TR TFREHIKE  TRSFEMA LA

HRMERBDAR  AER , CMC-NA |, HilB%E | BARFEZSFEEXBIRE. WN6ER DMSO |, 5

{R DMSO BIZIRE < 5% LIBRBIEER. LATIERITR  AISE TR

AR ERSAFIBIRER

B RE(KG)  [AEERAM2) |Km &
e 12 0.6 20
by 10 0.5 20
bz 3 0.24 12
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i 1.8 0.15 12

S 0.4 0.05 8

DRBS, 0.15 0.025 6

G 0.08 0.02 5

NER, 0.02 0.007 3

=¥ A(mg/kg) =z B(mg/kg) X =14 B I Km RE/zM A B9 Km HRE
5 XFFmB IR IS

BRI mE EREER MR FIIHERTHIA WTREMEN M HERT 500MG
89, HNE ARRIEERSESRN. BT~ REKrtmzRdETEE  NISE-nEEE
EREET L XIMREAESITHSET  SEAMERRINT , - minfFEm. MFRE~m, &
LATE 200 REGREEELC | ERIERIF , NTERIREK.

FrRirsi R R e R EiRE A NEEENYETREESTE , 2EM

e T =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALERFGERETH , MREWINRINEIFE/) , RNEL - RER TR EEE
LHREERN—E | FIRERARRIFE. EILIINSESN (SRIZBEF ) FRIEES=%
ez eeinmg.

T EEREGHARIR - RRERHRE ENNEE | HIENEASENERERAMZUEY B TR
BGEMRNEY  BEATSSPIREUKS , BEIREN , XM REEREE RSP RE.
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