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AZD-6482 ; AZD6482

FRwS - MB3883

REHRAE : >98% , PI3KP I
BEMHE . SMG;10MG;50MG
e : solid

BEFER
oF C22H24N404
SDTE 408.45 o
CAS No. 1173900-33-8 Ve
SR -20°C , BEERhRAmR A TR 1
DMSO : 82 mg/mL (200.75 mM) =
BfRM25°0) Water Insoluble
Ethanol : 10 mg/mL (24.48 mM)
RSN | FRMEEEER NUEN  MREETR TSR IMELARE,
HttinBl | ATENREMER | BFELRRHEREFERE.

&7 : AZD6482 Z PI3Kb F—FHEBRANERE MR ATP ST HDHIF.
BU& : AZD 6482 ; KIN 193 ;
(-) 2-[1-(7-methyl-2-(morpholin-4-yl)-4-oxo-4H-pyrido[1,2-a] pyrimidin-9-yl)ethylamino]benzoic

acid

IR :

AN 2 e KEBEEAEBER

BERME e, DMSO : 82 mg/mL (200.75 mM) ; Water Insoluble ; Ethanol : 10 mg/mL (24.48

mM)

BE o >98%

EERM - -20°C , BB TIE

EYEHE

e AZD6482 2 PI3KB &7 , IC50 79 10 nMEFRTF PI3KB ELAERTF PI3KS, PI3Ka #1 PI3Ky i%
BEHo5lE 8,86 , #1109 5.

e PI3KB PI3Ka PI3Ky PI3KS

IC50 21 nM 1.4 uM 1.2 yM 80 nM

AZD6482 £ PI3K #I4I% , IC50 J9 21 nM, 547, AZD6482 3l PI3Ka,y, 1 8, IC50 79 80
nM Zl| 1.4 uM, BBELCE(+)-XIENRADIR(S B)ERZ ., AZD6482 BHUIM/IMRES , FEERI/IMER
SIMATE | BRE(WPASERES | HHEE VRS E , B{EHI/IMRES , 1IC50 9 6 nM, T,
AZD6482 SBafERT PI3KPB , FEiPHIMe R MARIHIER LI, FEit, AZD6482 {fEa
1875, AT MieER.

S AZD6482 2 PI3KP &R , {Eaf i/ MRFNTUIMA2HIZA5.,

ECHEXFRIEF (ESAXEIHRESDE M=ER)
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MB3367 GSK2636771
MB5532 BYL719
MB3886 GDC-0032

iRk RmER | OZNATO FEYS | SEFERASE  FERTARK. AZD6482 2 PI3Kb
H—FMEERADERHAEY ATP B MEDHIF]. AZD6482 fEAIGINE MATEIEKMAIER T3t AZH
BFEUMRIER. e AT EXSURAIRTL.

ke E
f 7 og
R i 1mg 5mg 10 mg
1 mM 2.4483 mL 12.2414 mL 24.4828 mL
5mM 0.4897 mL 24483 mL 4.8966 mL
10 mM 0.2448 mL 1.2241 mL 2.4483 mL
50 mM 0.0490 mL 0.2448 mL 0.4897 mL

SHTIORME (RILSF)

pa

#0iH PI3K ES3EIS -

18id AlphaScreen BgiE4ENIE(E A AEEESNERT PI3KP, PI3Ka, PI3Ky#1 PI3KS AHNHIZL
8. ZE&NE PI3KETHY PIP2 7 PIP3 Z [A)AV4EHe. £ PIP3 , B GST-HRicAYM
AViR-E40RE C BSIRRIR(PH) HA0MA™ AlphaScreen BZRZRNE &R | £ 680 nm &b
R ES. ERRMNESIRTIARN PIP3 SEYZEMAY PIP3 TRMEHEESEI PH 1,
SIEERSEEFY , BIKES. AZD6482 i&F DMSO , in%E 385 fL#k £, PBKB, PBKa,
PBKy, & PBK& inZ Tris buffer(50 mM Tris pH 7.6, 0.05% CHAPS, 5 mM DTT, 124
mM MgCly) &, f1 AZD6482 FTEE 20 2% , AFIIAE PIP2 F1 ATP RUEMIER. 20
DS | IS EDTA FO4EME-PIP3 ULIEHK |, MR IEES/R M BE/ZINA S GST-grpl PH
1 AlphaScreen BERAVGNIK, SCIOMRFERTHERD 5 /M, ARRTLRS T, Lk
DMSO, ATP 1 PIP2 HISREZIREHHIF 0.8%, 4 uM, 140 pM, IHEIC50 (&,

#HRESEES -

Cell lines: Al/JMRETHL

Concentrations: 0-60 nM, j&F DMSO

Incubation Time: 5 73§

Method: 7ZEERMMIMRERE (WPA)SEIGH, MA MRS B I/IMREW , BRIFE
2 1 M 7KEEZEF] 0.02 U/mL =BEERIREDUEEERERAY 2x 1015/L Tyrodes buffer &1, A ,
M/MRRFREER MEE 30 8. SLWFFART , M0 CaCly , ZiRER 2 mM,
AZD6482, i&F DMSO,INZEI 96 Flik= , A%F IIANKRRIM/IMRER. M/IVMRERF
AZD6482 TWRB 5 7. £ 650 nm MECRIRN(E , REEHIR 5 DHBICRIIE | ic
79 ROFORI, SFLINNEERENVNE FLA CDI TR |, BB 10 28 , iERREE | ic
7 R2, BFEUES, BRERBEIESFI TB EEmmUENRIHE , ARIRELAR:
[(R1-R2)/R1]x100 I+EEREFHDE. FI+, RIEEFELQTL [(RO-RI)/R0Ix100 FFEHPHIF
HNBEARRENR. REUE IC50E,

Cxx=]

REFRAETEELE  SRTAEER  BRANTE | REVREE , TUSSECE.
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oI RIEEHNEERMI O ER | BEMREFRAMSEAIRME | L RIS EZRR A,

A S MHRMEIEEEIR

1 7=mia%  BHEIENERFAEECHTOE  BADERE. SFRMHSRRTESH S8R~

RER; NEERARRER  FETWIRSHIIZRAETES | SANMBMESERE. YTHERE

KHAREERR  IBSUEREIIF @8N Parafilm HOME | FHERBNAEFRAER. RBEREEK ,

B mERE  EEERWE , LRsnstieReE.

2 (ESERHIE | KBoNFIERIRERLRE | BT RAUANENS. NEHISEHEER Bt
BEER AIEFRESIEE DMSO EERHIETMEIBETET 80 BRKEMT —RILISERE 3-6

MRUL. R, BUEERHTHRRE. BREERRERE.

3 HIESFTIERES | BIRECATZELHITERE  wEESERSEERAMAREETFR. BTX

BOUEYEISBMERY , FRLAGERZKMEAR (40 PBS ) #oR2RT , RIRESMTHINUE | AlBI B A R EARE T

AR ARIILIRT AR, WA DMSO {E/IERI 18R DMSO REZERIRE <0.3%, LA RMImEE,

KREST  FABEGET 0.22UM REEITIESZURE |, IBZRARI  HEEESERELT  BUSF

I EYnEE | EERAEERSEHRRLE.

4 (FAEHISEENA - BT REWEMERSMR , SR TIFRECHILE , JRSFEMAN LA

HWREABER , GIMLE , CMC-NA |, HithsE | BRRESZFEEXEVRE. A DMSO , 5

& DMSO RIZERE < 5% LABR B, LHFIERTIHR , JUSE TR

SWPRRERSRGH B AR

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 BI Km &L

5 XFFmEI L IER IS

BEIFmE BRENERFmIERTEN FAYHERTIA. W TREMEN R HERT 500MG
8, FIH At ERIEERSESEN. BT nERAUsEEnIiETRE NS~ niEEE
EyEmTrL  XREFAESIIHSET  FEUMERRRT , £ RinFEER. YTRE~m, 7
LATE 200 HAEARERLD , ERWEERIN , NTERIRE.

FmirS T EESE—EiRE £ NI EEMETHREIESTE , EFAM

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

AT ALEBEFREFBETH , MREWINFRIEIFE/) AL RERTIIETHEEE
FEREERN—E , JREMRAZFmAsEE. EILUNNEESR ( SREEFM ) FHRiEERES
EzTEiBk.
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