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NVP-BEZ 235 ; BEZ235 (Dactolisib)

FER4RS : MB1596

[RERE : >98%;ATP 2514 PI3K 1 mTOR #1HI7!
BEAE : 50MG;100MG

iz - BeM=R

HEXER
DFR C30H23N50
PDFE 469.54
CAS No. 915019-65-7
R -20°C , BRI TR s
BFEUB(L mg/ml) L
AR DMSO : 0.01 mg/mL (0.02 mM)
(25°0) DMF 0.01 mg/mL (0.02 mM)
Water Insoluble
TESEI | ARMEAEEETUERN , WREEIE , oTeesFmELAMRE.,
HftBs | ATENLEEE | BFELRRHEREFERE.
IR RIS :
AN 2 e, HEm=®
SARRME e, BFEB(A mg/ml) , DMSO (1.33 mg/mL), #1 DMF (10 mg/mL ,75 °C) ;Water Insoluble
EEN

Dactolisib (BEZ235, NVP-BEZ235) S2—FhWE&E ATP 414 PI3K 1 mTOR i , ER4AAE
i®Ieeh | 1% p110a/y/5/8 1 mTOR(p70S6K) (9 IC50 813 4 nM /5 nM /7 nM /75 nM
/6 nM, 7E 3T3TorBPL-ER HAREhiN&EI ATR ,IC50 3 21 nM , Moxd Akt 1 PDK1 A9HDHIVERTR

=

p110a pl10y mTOR p1105
(Cell-free (Cell-free (p70S6K) (Cell-free
assay) assay) (Cell-free assay) assay)

ATR
(3T3TopEPL-ER cells)

4 nM 5nM 6 nM 7 nM 21 nM

NS

BEZ235 RBEX mTOR jEAVEES p70S6K HIRBSERILIKE, BEZ235 S5 S235/S236P-RPS6
KEiRD |, 1IC50 9 6.5 nM, BEZ235 $; mTOR AYiEMEERS4(L mTOR K-LISA i{3&MzE , IC50
7320.7 nM, BEZ235 X4H B EREFHIRGEMRESS , IC50 575 nM, TEAMEAIES |,
PI3K/Akt/mTOR JBEREZ AR E(. BEZ235 FEET PI3K 1 mTOR #EgiEl , @IdEaTIX
LEREHY ATP E&IEAIEIER, FRMEINRE BEZ235 LbF8 PTEN-null fBiBZ PC3M ] US7TMG
i, SEUREEESEREER | 18 GIS0 79 10-12 nM, BEZ235 2—Fh mTORC1/2 gt
Iz

R

BEZ235 iESAPE(69%)iHIR , MXMAEEINESITZ LRBEMER. B2, XEAIERFARI
RERFEEERERAR | BEZ235 BB—IIRASZIRTRETSIRMTARRIA R | SEMTELS S SRR E
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SRITR.

BigRER : RRRR , OZNATOFEYS  AEFERALE  FERTAK, RmA PI3K 1 mTOR

SUEHDHIF.
gkt E
14: " &

- I 1mg 5mg 10 mg

195°3
1mM 2.1297 mL 10.6485 mL 21.2970 mL
5mM 0.4259 mL 2.1297 mL 4.2594 mL
10 mM 0.2130 mL 1.0648 mL 2.1297 mL
50 mM - - -

ZHITINRE (URSF)

{R9ME B, PI3K A1 mTOR 3C36:

PI3Ka, B, 5 EHE#BHS p110 £KEREREY p85 N iHhY iSH2 48R , RE PI3Ka iREREMN
20 MEEES, PI3Ky M pll0 £ KEEXER 144 NMREET-4EME. i PI3K BEESRER

IRINBSEATESE TN | SAE5eMEZ] pBlue-Bacd.5 (BT o, B,#1 6 &) &3 pVL1393 (BT
y &) Gk, %4 BaculoGold WT EE4H DNA HARRIMEANZIRBA PN AETTZH
ERMPRESREREN. ERAEERIGGUHFZNE BEZ235 (NVP-BEZ235)EATF PI3K

BUES. £ 384 AR Lt TREESEIR. B FLFINA 50 nl BSUKHIE (7&7E 90%DMSO )
1 5ul B9/ buffer, K buffer @2 10 pg/ml PIEE (I-o-EBEASELANES, B Avanti Polar Lipids
IR TRSTE 3% EEBEEET) . A/ PI3K EH(p110a, p110, p1103,71 p110y 5515
10, 25, 10,0 150 nM), IOAFRZAEREL buffer 189 5 ul 1 uM B9 ATP REIFFYE , REG#H4T 60
28 (W p110a, p110B, p1103)ak#E 120 S¥P(W p110y) , FEFNIN 10ul FERIEEES buffer £2
bR, #dER Synergy 2 FHisERSFRERTREIL.

o [

Cell lines: HCT116, DLD-1, SW480

Concentrations: 0-1 uM

Incubation Time: 48 /BT

Method:

HCT116 (PIK3CA 2835 8Y; &ifgisi7E H1047R), DLD-1 (PIK3CA Z8358! AZhEETE E545K), SW480
(PIK3CA BF4EU) A2 CRCAIEER , RIEREEA DLD-1 PIK3CA s fEFABVMiRIEFHRES
10%FBS 1 1 x B H=/MEBRANEFEF. ARRAEIIBRBEEMA (HCT116: 3000 MR/
7L, DLD-1: 5500 MHiE/&Fl, SW480: 4500 MHfE/&= 7L, DLD-1 PIK3CA 5835 8!: 7000 /M
f8/&570, DLD-1 PIK3CA EF4EEY: 9000 NMARE/EFL) , FARITERRNERIMNNZE. 16 NMNTE |,
MREINNREMSGEEH BEZ235 hTIEE , 2BYANEFE 24 /N\EE—R. RIEFmik
B3, DONZERE 16 /NESFOZSHIALIR 48 /N , (EFERIARAMIEE IR E LA BiEte UAREE
B, SiIRERSYICRIEREERIVARALL | YCEARAE N EERE TIERW. £F
GraphPad Prism 5 #X{4-F3 4 NSER0EIFphZHE 1C50 {8, FIF western blot 94 , ZRAEF O
nM EiEESIDFEIFIEZ(500 nM) BEZ235 48 2, 6, 24, Ei& 48 /i,

fHRESEIS

Thipseae | Animal Models: il Harlan FoHuBRERER,
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Formulation: NMP/E&Z & 300(10/90,v/v)
Dosages: 45 mg/kg
Administration: CIR4ME

CEE]
oA RAIFEERL  ERTHRES  BRAMIGNE , RERAREE , SNSSEEE.
oHRD TR EHNEERAEDER | A AMRIEFTRAERAMRN | U EEBEESETRAR A,

Tel:400-659-9898 Fax:0086-411-66771945
Email:sales@meilune.com Postcode:116600



Cxesy  arrppmns i £ A MBEABIRA
www.meilune.com Dalian Meilun Biotechnology Co., Ltd.

B EMIREEEER

1 FRa%E  BMRIEYERFAEECHITOE A SRR, 8FMHERRTESE S BRI mE
R AEERHRERER  BEITWRHRSHRNEZRAKEE , SANMEMELER. MTHER  <EK
(EFERY | BB EEIIT | @Y Parafilm HOMR |, FHEFREMNMETFROER. WRKENEEK , B m
B, EWEEHBE , IR RE.

2 (EERHIE | ABPOIFIRTERIZVEEERE | BISCRANANERNS. NFHEETR  BEAE
BRI HIRIEFRESIEE DMSO |, ERHIETAEIFTE T 80 BEXEMT , —RIULIRERE 3-6 MA
PAE. fEfERRT , B IEERH TR, BREERRERE.

3 HRIEAFTERNE  BREMAFTELHHERE  HRESRIEEZBHREETFR. BTXHY
WEMEIEAMRY , FILABERIZKIESR (40 PBS ) #RERT , AIRESTHIE | BT EAEERENE® &
SXILWFAERE. WA DMSO 1E79iER | iS5tk DMSO R&ERIRE <0.3% LIg MRS,

KRETIT , F BB 0.22UM SRS IURE | IB2XRAEN  PEHESEXRESN  SUSFIN
BnEd , EERIEENSERIRKE.

4 (FREISEENA - BTREWCSYIRIEAMEN , IWISTR TFRECHIKE | FTRERFTEMA—LZ AR
fEZBDER , WNIEE , CMC-NA |, HiliE | BERFEESFEREXEVRE. WER DMSO , iR DMSO
ROLEIRE < 5% LABERBIEER. ARFIERHHR , AISE TR

AR ERFAFIRIRER

Wy (KE(KG)  AEERAM2) |Km R
LS 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liz5s 0.4 0.05 8

KR 0.15 0.025 6

=)= 0.08 0.02 5

/NER, 0.02 0.007 3

#) A(mg/kg) =21 B(ma/kg) X 0 B B3 Km ZRE/ZHD A B9 Km ¥
5 XF SRR ERII

BRI RE  ERENERFRIEETEN  FINSEHITEIA. MTREMEN™ R  HERT 500MG
9, FANE ARRIEERSERRN. BT REETEzREETRE , NMSE- mifEEEEEs
EETL  XIMREAEGITHEF  FEUMERREHT , - minlEEEk. WTREmE , JLIE 200
HREAHFBELD  BRIEERE , NTTBRRK,

rRirErrEESE—EM TIRE A TECENYETRIEIESTE , 2EM

(A k=it iR B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ASEEREFRESH , IREWIN~ROEIFE/) , ANEERERTHISIEPHMEEEE L
FEBN—R , TREMERZTRIEFE. BILUINEEER (SRBEFN ) FRitsErRR%Ez T
B,

XTFERIREGHRRIR - RREEHTRE B IRRE | BIENERSE S ER A% EY | ITEER
RIS EEEESPRREUKS  2WRER | XM nSEREETERTRE.
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