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AS605240 ; AS-605240

FEERERS : MB3879

[RERAE 1 >98% , FEEMEAY PI3Ky HDHIF
BEEME : 10MG;50MG;100MG
i : solid

BXER
SDFH C12H7N302S
DFE 257.27 o
CAS No. 648450-29-7 Ve }R . M,
R 20°C | BT 9 HN, T | NJ
DMSO : 0.4 mg/mL (1.55 mM) = 3
BfRM25°0) Water Insoluble
Ethanol Insoluble
FEER | ARMEEEENUER  RBEEISE TR mEAEN,
Hithiiiel | ATENRSMNER | BELRRFEIREFERE,

&7y : AS-605240 E—MORBAEIRFRME PI3Ky HHI5.
7% : 5-(6-Quinoxalinylmethylene)-2,4-thiazolidinedione

PIRHIARIEHR :

AN 2 s REEIEER

AR DMSO : 0.4 mg/mL (1.55 mM) ; Water Insoluble ; Ethanol Insoluble

BE e >98%

fEFESM  -20°C |, BRI TIE

Vit

S AS-605240 jE1E 4 PI3Ky , IC50 9 8 nM,fEFBTF PI3Ky LUYEFBTF PI3KS/P #1 PI3Kor i54%

PRIEE | am 30 7075 (UL,

L PI3Ky PI3Ka PI3KP PI3K&

IC50 8 nM 60 nM 270 nM 300 nM
AS-605240 #pl PI3Ky , IC50 9 8 nM, AS-605240 2 PI3Ky B9 ATP =GR |, Ki (BN
7.8 nM, AS-605240 3l PI3Kao, B,#0 §,1C50 135175 60,270, 1300 nM, AS-605240 #1fH C5a

IR JET5RY PKB BEERLE , IC50 J9 90 nM, 1 uM AS-605240 FFET B HERZ4EIE(BMDMs), 1|
MCP-1 8 CSF-1ESHY PKB B, 100 nM AS-605240 {EFRTFEHY SC-CAL il jEi&
NMDAR LTD,A~<&/0 mGIluR LTD, 1 LTP,
AS-605240 {EFFF RANTES FSHIBISIRKREER | R IHER4aieiattt , ED50 9 9.1
mg/kg. AS-605240 1% 50 mg/kg FIE(ERTF oClliESAIXT R FIPERSZ oCll-1A fER,

pr—— AS-605240 1z 50 mg/kg FIE(ERTRIFEESHIRT K BAREL, HIHIX T REFIHRIA.
AS-605240#% 10 mg/kg FIE/ERTIBHAES SHINEFRSRE ob/ob FRREY, [EEMMEKY, BBRIE
BRSRBEMIEEENE | BEASRIMARE, AS-605240 iz 30 mg/kg FIELERRHE
WHIRER , REMGENARE. mHE, AS-605240 [ ATMs £F0 MCP-1 fERKF,
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AS-605240 REBATFEL PI3Ky BEEEDHEIF.

X CHXFRiEEF ESHEXEMERIEFHTEMNER)

MB3880 AS-604850
MB3878 AS-252424
MB3572 CAY10505
MB5316 CZC24832
MB8065 TG100-115

BigkfEid - REhAR , SZNBTAFENS  EFERASE  FERTAR. AS605240 253
e PI3KYHIHRY, 2GR BT AR ERIRHASEE.

fiiRECE

W E

1mg 5mg 10 mg

1mM

3.8870 mL 19.4348 mL 38.8697 mL

5mM

10 mM

50 mM

SHTINRE (URSF)

2 [

{&5h PI3K jMBRFIEESELS -

(1)iUzE PI3Ky: 100 ng A2 PI3Ky F1ig#s buffer(10 mM MgCl,, 1 mM B-HhigsEazh, 1 mM
DTT,0.1 mM NasV0,0.1% Na Cholate , & 15 uM ATP/100 nCi y[33P]ATP)f1& 18 uM
PtdIns 5 250 pM PtdSer RIBSEREES, 1E5 AS-605240 8; DMSO f#ERT , 7£ RT g &4t
H, A 250 ug Neomycin SFRIIAMKEIE ST (SPA)BRE MBS R KL, (2) MUE PI3Ka,p,
N SAREER ATP FIAREE(LE PI3K W RRE A Ptdins 85, Eit, UxE PI3Ko, B0
S B9 IC50 18 , FAFEMEIFIERM : 60 ng PI3Ka FIiEfEE buffer ( 5 PI3Ky HUEEE buffer
L, (BEEFRE 89 uM ATP/300 nCi y[33P]ATP , 1285 Na Cholate)f12 212 uM PtdIns
5 58 uM PtdSer (9B R & B 7E RTHIEE. 100 ng PI3KB #1:8 & buffer(®& 70 uM
ATP/300 nCi y[33P]ATP, 4 mM MgCl; , ;& Na Cholate)f1& 225 uM PtdIns 5 45 uM
PtdSer BORS R B RTHIRE., 90 ng PI3KS 1A buffer (& 65 uM ATP/300 nCi
Y[33P]ATP,1 mM MgCl,, &% Na Cholate)f1& 100 uM PtdIns 5 170 uM PtdSer RIBERR
FEERT FIES. 2 /NIELLERA.

Cell lines: RAW264 EBE4HR
Concentrations: 1 nM-10 uM,;5F DMSO
Incubation Time: 30 %4

Method:

ERMEHETRE CHAIE 3 /iS5 4BiEA AS-605240 5 DMSO Fi4tE 30 1549 #A/EH8 50
nM C5a RIEL 5 ¥, (£ Serd73 RLmBBRILAT Akt S EFUAFIANE ELISA RS PKB BAER
&.

Ly S

Animal Models: RANTES i#S89BISIERA0MEM Balb/C 8 C3H FEE! aClliFS
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BT RIRFESHBXTIRAVEN DBA/1 FiREY
Formulation: 57 0.5%fRFELF45K/0.25% Tween-20
Dosages: 50 mg/kg
Administration: [JJR4ME

CEE]
oHETRmAIFEERR  ERTHIRES BRI , REXNFER , SUSSEERE.
oERD TR ENNEERMEIDER | HEMRIEFTRAEEAMURME | U EEBIRESETRAR A,

A SR EEEER

1 FRP%  BREIYEREFAFAZEECHITOE  BADERE. 8RMHFRRTRSHS BRI

RN ANEERIARRER , BEITWIRSHIZRAFREE , IAMEMELRERE. YTHER

KHAR(ERN IS U EREIF BN Parafilm O |, FHERBENAEFRAER. RMEREEK ,

B RENE  BNEERWE , DR nstieRE.,

2 (ESERHIE | B RAIRERI VS EMRE | B RAIMARERS. UFHSEHETR Bk
BIEEN AREFRREEE DMSO MERFIETMEETET 80 BEREMT —RULMSERE 3-6

MRUALE. R, BEERHTHRRE. BREERRERE.

3 MREF TERNE | BIRECATELHITERE  EESRNEEZAMREELFR. BTX

O UEYRASEMRY , FTLAERXKMESEFI (40 PBS ) #RERT , SIRESITHITNE , AlBE B EERER

B ASTIEIRFERD. WA DMSO {EUiAR| | i8HR DMSO REZERIRE <0.3%, LB R MRS,

KREFS , B BT 0.22UM RERTIESZURE | IB2RALS  SIEEESERELT  AUEF

M EYnEYE | EERAEEHESERRLE.

4 FAYSEIENA - BT RSWEMRIEAEEN ML TFREHIKTE  TRSFEMA LA

HEHERBDAR , IR , CMC-NA |, Hil%E , ERFEEZFERBEXXEIRE. 6ER DMSO | iS5t

R DMSO RILIRE < 5% LABRBH(ER. LHFERITIHE , JUSE TR

SARERST BIREE

bt (KE(KG)  [(AEERM2) |Kkm R
i3 12 0.6 20

P 10 0.5 20

4 3 0.24 12

77, 1.8 0.15 12

S 0.4 0.05 8

KR 0.15 0.025 6

G 0.08 0.02 5

IR 0.02 0.007 3

4D A(ma/kg) =14 B(mg/kg) X =4 B B9 Km RE/z4 A B9 Km ZREL
5 £ REIE RIS

BRI mE EREEN MBI FIIREHTIA T REMEN M HERT 500MG
89, FNH ARRIEERSERRN. BT~ REKTrzRdETEE  NTSE-mnEEE
EREET L XIMREAESITHSEY  SEANERRINT , FrmiFEm. MFRE~m, &
LATE 200 3 EARFRELD , EREERK , ATBRRK,

s EREaE—EiREe A NEEENYETRAESTE , 2B

hrrEREE lezemE |
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1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

MHASEEREEMRETH , WREMIHN~REIFE/) , BEL AR TSR EEEE
tEREEN—F | TREMEARTRIFE. BILUINEEER ( SRE(EFM ) FHRiEERES
ez eeing.

TR R REEHIRE ENEE | HIENERASENERERAMZLEY TR
BRLEMHIHCEY  EEESSHRRMUKS |, EREHER | XM nREmE8ETESEHRE.
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