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BGT226 ; NVP-BGT226

RS - MB3888
FREHE : >98% , [ 8 PI3K/mTOR s
BEMHE . SMG;10MG;50MG
R : solid
BXER
DFR C28H25F3N602.C4H404 y p
DTE 650.6 C} . OH
CAS No. 1245537-68-1 o= N |
s 20°C | BT i Fﬁ\@
DMSO : 30 mg/mL (46.11 mM) B2 o~ OH |y
TAREIH25°C) Water Insoluble HO,EO\LHJ/ 0_4\}\] | M
Ethanol Insoluble
FEER | ARMEEEENUER  RBEEISE TR mEAEN,
Hithiiiel | ATENRSMNER | BELRRFEIREFERE,

&7y : NVP-BGT226 2E—HhEa9iz 1 2 PI3K #1 mTOR #4I% , 3% PI3Ko , PI3KB #1 PI3Ky,
B4 : NVP-BGT226 ; NVP BGT

226;1-(3-(Trifluoromethyl)-4-(piperazin-1-yl)phenyl)-8-(6-methoxypyridin-3-yl)-3-methyl-1H-imi

dazo[4,5-c]quinolin-2(3H)-one maleic acid salt

YIIRIEIR ISR :
AN 2 . HE&ZEXABER
BERME DMSO : 30 mg/mL (46.11 mM) ; Water Insoluble ; Ethanol Insoluble
BE e, >98%
fEFESRM - -20°C , BHLRhEEATIR
EYEtE
. BGT226 (NVP-BGT226)2—Fh#rES 1 & PI3K/mTOR D&% , YEBTF PI3Ko/B/y , IC50 79 4
= iR
nM/63 nM/38 nM
PI3Ka PI3Ky PI3KB
mTO
(filter-binding (filter-binding (filter-binding
L R assay) assay) assay)
4 nM 38 nM 63 nM
ARKIDHISCIR TR NVP-BGT226 EEHEEN. NVP-BGT226 BEMHIMMEAER , 1C50 <
20 nM, NVP-BGT226 7E4NEE/RIRER BiESR4IEAT  1C50<25 nM, NVP-BGT226 Hiig
e EFHER TSR AMKETF ber-abl A7, NVP-BGT226 il AKT/mTOR (SSBEKEGE | iXFE
FEEREFREKHE. RICERN O BRI G(0)-G(1) HARTR , MfETE S iR,
NVP-BGT226 {ERSF A EIE SCC4, TU183 1 KB fiEZR , B4 , IC50 5 7.4
#]30.1 nM, NVP-BGT226 4MEZRIX PIK3CA 2825 H1047R fJ Detroit 562 1 HONE-1 #Aig ,
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tHERIPEIER. sk NVP-BGT226 {EFFTF HONE-1 4Hi8F04 cisplatin SABAVERERS.
IR IR E BB R TIRY dUTP SROKIRIRICIE (3% ) (TUNEL) , % caspase 3/7 #1 PARP
o7, 7B NVP-BGT226 @IS FTIRZESMIBILT, NVP-BGT226 BITHMERXERREHE
3B-TI RUEEERFN LA , & p62 HUFERZ , S BK. Beclinl RFIERETTEATS BRADHIF,
3-methyladenine —#Z4M 2 304 NVP-BGT226 ESHEK , BIREERIEE . NVP-BGT226
FERERRERERTE N SeEmE EFRA S iEEAN Gl NCI-H929, U266, RPMI-8226
1 OPM2 Z M EIEMAIRER) , LR  XMEREFAERBEFIRIZEREHE. NVP-BGT226 #)
HIZRERIES B(Akt), P70S6k #1 4E-BP-1 BEER{Y, JXFHEFRTFIERT A0 E4KiE. NVP-BGT226
TeMFIRSREERKEF 1, OEENE-6 , F1 HS-5 ERMENFRHEFENSIEBERE
KAURIBER. NVP-BGT226 BI{ENIATTZ R BHEREATFHEURIZZ, NVP-BGT226 BAES
AT HDHIEIE.,

{EAERFR

NVP-BGT226 {EFITISHEERIER! , BIRIERIMELK | XFEFER B , EAk5
EME p-p70 S6 BESHMRFRIAFIERIVARZAL . NVP-BGT226 {EFF FaDu 4RiE/IEREE
R ISR | XFMERTER B, NVP-BGT226 #% 2.5 1 5 mg/kg FIBOAR
QBE=E  ES 21 X SXERAMELL | SIREMEERK D BITEE 34.7%F176.1% . NVP-BGT226
5 rapamycin 18tL , HIFIFEERREF—L, NVP-BGT226 L IRAMERLATIIARELY
LY294002 SMBLAFIRIERLA/IMRES.,

ECHEXF RiEF ESHEXEEIEREHIEMNZFR)

MB3887 IC-87114
MB5532 BYL719
MB3572 CAY10505
BERER  BRdH  JTZNETFLFEYE  ZEZERHASE  EERF AR, BGT226
(NVP-BGT226)2—#rEY [ & PI3K/mTOR HPH#I% |, A58 0] BT XS AIRIEHSCIE,
EREE
f 7 &
iy 1m 5m 10 m
KT gl g g g
1 mM 1.5370 mL 7.6852 mL 15.3704 mL
5mM 0.3074 mL 1.5370 mL 3.0741 mL
10 mM 0.1537 mL 0.7685 mL 1.5370 mL
50 mM - - -
ZBSCISIRE ((tsE)
Cell lines: NCI-H929, U266, RPMI-8226 1 OPM2 % &4 S 8ERE4miE
Concentrations: 20-250 nM
Incubation Time: 36 /\dY
iHss Method: NCI-H929,U266,RPMI-8226 1 OPM?2 Z &t SEEREMEiEEFL
S£ag -

1.5x104 NMARIEEFTE 96 FLilk £ FLFEE 10% FBSBIRPMItEFE, 36 /\dtf5, A BrdU
REBREERES 10 uM), HRERIEIRE FHEES 12 /\F(370C/5% CO2). AJE7E 300
g BETHED 10 98, BRELER. SABHE 600C T 2 /\ad, FAZEE/HC #-200C TE
E 30 D FIBRESTE 370C TALIE 30 % , DNA BOHIHL. MIBMAEAENE=IX ,
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P55 anti-BrdU-POD #R&ERIE 370C RS 30 2. bR anti-POD ARAMEAIT%E
buffer JiE=IR. INN ABTS ER¥iERK , EREEIRMYE 405 nm UERILE.

Animal Models: # A S FaDu #BEJERIER

Formulation: 90% N-FRE-2-ItIEizEI(NMP)/10% PEG300
Dosages: 5 mg/kg , &=

Administration: CIRRZMER

Ly S

CExE]
KA mNIFEERL  ERTARES  FRAMIKNE , RENRAER  SUSSERE.
oEBD T I ENNEERMERDER | A MREFRAERAMURNE | U EBIRESEZRATZ A,

A SR EEEER

1 Fma%  BREIRYMERFAEECHTHE BB, 8FMHSRRTESH S B8R~

R NEERAREEER , FETBEIHRSHIZRCKERE , SAMESMEZLEE., WTHERE .

KEBRGERN 1SSV EMEIF I Parafilm O , FHERBEREFSRAGER, MRKENETK

BYFRERHE  BVEERWE , LIRFIHsKIeRE.

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

MBLAE. EfERRT, BXEERETHRE. BREERRERH.

3 MRS TERNE | BRIBCAFTELHIERE  RRESREEEANREET/FR. BT

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

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

KREFS , Ff BT 0.22UM RERTIES=URE | IB2RALS  SIEEESERELL  AUEF

I EnEE | EERAEERSERLE.

4 FAYSEIENA - BT RSUEMREEMN , TR TFREHIKE  TRSFEMA LA

HRMERBDAR  AEE , CMC-NA |, HilB%E | EARFESFEEXEORE. W6ER DMSO |, 5

{R DMSO BILIRE < 5% LIBRBIEER. LATIERITR  AISETE

AR ERSAFIBIRER

bt (KE(KG) [AEERM2) |Km &
itk 12 0.6 20
by 10 0.5 20
£ 3 0.24 12
i) 1.8 0.15 12
iz 0.4 0.05 8
KR 0.15 0.025 6
G 0.08 0.02 5
NG 0.02 0.007 3
Z) A(mg/kg)=E B(ma/kg) X F B I Km REUZ A B9 Km &g
5 £FF RIS ERI

BEFRE BERNERFRIERTENE FAYHERTIA. W TREMEN R HERT 500MG
89, FH s RAIEERRESRN. BT nERUREEnIETRE NS~ REEE
ByEsT L XRBEFAESIHSET  FEMNERRRT , £ RinFEER. YTRiE~mE, 9
LATE 200 ®HEGRERLD | ERWEERIN , NTERIREK.
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TS EESE —EixE £ NI EEMYETREIESTE , EFAM

(apapE 2 Rfel= IRES O
1-20MG 0.1IMG
50-500MG 1IMG
>1G 3-5MG

MHASEEREOEMRETH , WREMIHREIFE/) , BiEL AR TR P EEEE
LHREEN—E | FTRENRAR T RAFE. EULIINSEEN (SRIBFEF ) FRiEER=%
ez eeing.

ST EEREGHPRRIR T RREERHTRECIREER | BIEWERGENSHERAMZEY TR
BRLEHHCEY  EEESSHRRMUKS |, EREHER | XM-nEEmEETESRHRE.
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