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BAY 80-6946
RS MB3571
RENE : >98% , BN PI3Koy/BHHIF
BEEHE - 5MG;25MG
sl ¢ powder
HAEER
oDFR C23H28N804
nFE 480.52
)
CAS No. 1032568-63-0 Nf"
-20°C , BBERm IR IR g &
fEtrsm s i N0 N"J\NH
6 B-80°C ;j5aF DMSO | O\) 3
= e 8]
DMSO : 0.002 mg/mL (0.0 mM) T |
s ,J\. et
AR 10% Trifluoroacetic acid water HaM™ "M
(25°C) solution : 1 mg/mL (2.08 mM)
Ethanol : 0.01 mg/mL (0.02 mM)
AERER | ARMEREEETUEN  REEIE , T mEARMT,
Eftiing NTIENLEMEE | BFELRRHB R FERE.

fEfY : EEE/EPE BAY 80-6946 2—Fh ATP 55, 1R 1 B PI3 BESHIEIRI , YEATF PI3Ka , PI3KS ,
PI3KB #0 PI3Ky B9 ICs0 53809 0.5, 0.7, 3.7 #1 6.4 nM,

A& : 5-Pyrimidinecarboxamide,
2-amino-N-[2,3-dihydro-7-methoxy-8-[3-(4-morpholinyl)propoxylimidazo[1,2-c]quinazolin-5-yl]-
PR HARBRAET

BN ¢ e, KEBEREHR
AR . DMSO : 0.002 mg/mL (0.0 mM) ; 10% Trifluoroacetic acid water solution : 1 mg/mL

(2.08 mM) ; Ethanol : 0.01 mg/mL (0.02 mM)

BE e, >98%

fEFRM - -20°C , BELhRIEATIE

EYiEtE

FEEpER Copanlisib (BAY 80-6946)2— N30z [ B PI3KHNEIF EXT PI3Ka/B/y/6 NHIAYICS0

RIS 458199 0.5, 3.7, 6.4, and 0.7 nM, Phase 3,

PI3Ka PI3KS PI3KB PI3Ky

il (Cell-free assay) | (Cell-free assay) | (Cell-free assay) | (Cell-free assay)
0.5 nM 0.7 nM 3.7 nM 6.4 nM

USONRES BAY 80-6946 2 PI3K iN#I% EEHEEEME. BAY 86-9766 %] HUCCT-1 (KRASG12D) #1
EGI-1 (KRASG12D) #RREZIESE , IC50 49508 147 nM #1137 nM,
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BAY 80-6946 M= MRIF , MTD(E&AMSFIE)/ 0.8 mg/kg. PK ( ARENHE ) ARG
BY BRI, & MTD AME |, 55— 24 /\eTERE I 2/3 KEmyE. PK, IG5 SD 1
FDG-PET #UESHEXGMIER PI3K BEEIDEIER—3.

E X RiEEF (ESEXEINHREF I E M= ER)

MB4505 740Y-P
MB3878 AS-252424
MB5532 BYL719
MB3572 CAY10505
MB3881 PIK-90

Mgk - BRI, OZNATOFENS  HIEFSRALE  FFERT A, BAY 80-6946 2—FHR
BEERIEETEIBERINE 3-HE(PI3K)HDEIFY, PI3K inhibitor BAY 80-6946 #1#| PI3K {55 1EEEATENE |
BTREDHI ALY A KA 2 R B AREEHIYETR. PI3K ESEBNMEEESMBINRESX , PBK 55
B ESAIKRIERT 868 B T hHERd SRt B LY M.

fiERECE

K (10% T 6@)) &

R

# 1mg 5 mg 10 mg

/N

1 mM

2.0811 mL 10.4054 mL 20.8108 mL

5mM

10 mM

50 mM

ZHITINRE (URSF )

PAEBSELS

PI3Ko #1 PI3KP 55314 AE BRI ESHE:

p1100o AR —FEETENE | E 3P i2iE#H pl10a EMIBEESELANES ( PI) ROTEE.
His ¥RcHI N-RinEFEAI(AN 1-108) pllOa FIEEEFEAITRZ p85 La1HAI p110B(AN
1-108) EH7E Sf9 MRpEPZFRIL B4k E] 50%LA 4R, I T3kE 1C50 {8, f88F MaxiSorp
WREELAT R4 TE 384 FURHPIHITRAL, BFLEER 2 ug FESBRRINEE/RELA 1:1 AUBSASEE
ANEZ ( PI) FORsIEE22 R ( PS ) BASDIONR. HFLWIRETBRIETER , ERBIARK,
BSLIREEIE 4°CE LB, SFUI0A 7.5 ng #5819 p110a BH , SFPS& 9 uL =
1% buffer (50mM MOPSO pH 7.0,100 mM NaCl, 4mM MgCl,, 0.1%(w/v)BSA) , BT Xt
FRERSLL buffer, 1ul AT DMSO RISLIOH SRR | 3R18 8 BRI
(0.0,0.003,0.01,0.03,0.1,0.3,1.0, 3.0 1 10 uM £ZREE BAY (L&), IIAS 20 pCi/mL
[y-33P]-ATP B940 uM ATP ARFTIARLEL , RAEER MEFIESH T 2 N\t 0N 5ul
25 mM EDTA iR IE RN, AEREHRFIEECIONR , MR 384 FLLiotRitiRas A
EEFLINA 25uL UltimaGold [A¥K#EFS BetaPlate iR ESNESEHEREN P K
YIiN)iERLER

HRESELS

Cell lines: KPL4, BT474, T47D, BT20, MCF7, MDA-MB-468, SK-Br-3, LNCaP, PC3,
Colo205, HT29, HCT116, A549, H460, US7MG, 7860.
Concentrations: 0.0, 0.003, 0.01, 0.03, 0.1, 0.3, 1.0, 3.0 #0 10 uM
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Incubation Time: 72 /\iT

Method: Z#4bEE 72 /NBYSS |, {#FE Cell Titer-Glo &S&EMRESE QI FI &N E4RREIE
7, AREiRET 500-1000 MEMEEFTE] 384 FUMRT , FLE 25 uL AKERE, WTFE
MAEEERATIE  BISERESIRAISCION £ 7E t=0 \EIF0 t=72 ISR A E. 7E 37°C
TREIE®R AN 25uL Cell Titer-Glo SAMRUTE t=0 AIHERINANE , EELOIRENE
RE EERTEHT 10 28 SARFERRCEIN S 428 nm &UUE WE Wallac
Victor2 1420 Multilable HTS 12§tk EXISCIOARH TS, FREEKEFETHENLE
YI( L2087 30 pL )bER t=72 NITEIFIEAR. 4HRR7E 37°C RB 72 /M. BFLINA 30uL
Cell Titer-Glo JA&INE t=72 /NHERANLE | ARBHERETER LEREETHT 10
S8, SAEER Victor RICHMGHERAHE, HHTEURIE | SCIRAFIXTIRAS t=72
N RFHERZE t=0 A E. LRATIBANEER D LERARNEEKIDFHIES
.

EHISELS

Animal Models: Rats bearing KPL4 or HCT116 xenografts

Formulation: PEG400/acidified water (0.1 N HCI, pH 3.5; 20/80, v/v) or 5% mannitol
Dosages: 6 mg/kg

Administration: i.v.

(=]

oA RAIFEERL  ERTARES  BRAMIUME , RERRER , SNSSEEE.
oIRD T RIEHNEERMEDER | HEAMREFTRAEREEM | A LIRS ETRAR A,
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B EMIREERER

1 Fmp%E  BKEIYERFFAEECHITOE  RADERE. 8FMHERRTESE S B8EHm3E
R AEEHREEER , ITEITMIMRSHNZROETER | SAMESMEZRE. MTHSERE KX
(e, TS LEHTHYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , Bdm
B, EWIEEHBE , LIRFImLiaRE.

2 SRS | ABDRAER ARELRE | BUTRANARENSR. NEHSHETR  BERE
&R HIIEFRESIEE DMSO |, B RHIETAEITTE T 80 BREKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRE xR,

3 MRIEFIEREIE | BIRENAFEERUERE  BRESRNEERAHAREETFR. BTARNS
WEMEIBMRY , FILAMERZKIMESR (40 PBS ) iR , AIgEStTHIE , @ TEAEERENAR &
SXILRFAERE. WA DMSO 1E/9ia7 |, 58tk DMSO REERIRE <0.3% LIB M St.

KREHT  FABEGET 0.22UM RERTIEASIURE  B2XRARSI  SIESESEXRE L  GUSFBL
aiEtt | EERIAHEESEHRLE.

4 (FRIEINA - BTRSUSYIRIEAEN WL TIFRECHIRE | TR FTEMA—LZ5 AR
fEZBDAES , WNIEE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WfER DMSO , 5t DMSO
HILERE <5% LABRSMHER, SHFIERITENE , TLISE TR

EWARRERRS B AR

byt (KE(KG)  (ARERM2)  |Km &2
s 12 0.6 20

P 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liZss 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5

INER 0.02 0.007 3

= A(mg/kg) =a1# B(mg/kg) X a4 B B9 Km EEY/ZMD A B9 Km &

5 XFFmElRERIEIT

TR mE | EREERRIERTEN  FNEERTA. YTREMEN ™R  HERT 500MG
8, Bl R E2RIEERSELEN. BT -nEETEEndETEE  NSE - RRETEER
EET L, XINRBEAESITHSET  SEUNERRRT  Er-RinEAER. XNTRE=mE , FTLAE 200
REAHFBELD  BEIERE , NTTBRRK.

FRirSinEESE—EN JIRE | £ NI CERYETRIEESTEE  EEMN

(A= k== piencs =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALEEFREFRETH , WREWIN~ROEFE/) , BRNEERAEATHISETHREEEE L
FEBI—R , TREMERETRIEFE. BILUINEEER (SREBEFM ) FRiEEFR%EZTE
B,

T ERRECHRRIRY - RREEHTRE B IRRE | BN NERSEIEHER ARz EeY | W TEER
EMRNEY  EEETSSPRREUKS  ETRER | XM aREREETERPRE.
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