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BX-912 ; BX912

RIS 1 MB3973
REIRE : >98%,BR
BEME: MG; G
R | BBEEEEEK

BFER

oFH C20H23BrN8O
PDFE 471.35

CAS No. 702674-56-4 4

fEFSEM -20°C | BRI TE A G H Ho, o
" DMSO: 94 mg/mL (199.42 mM) =® ¥ O :TJB\/ENH
L Water: 94 mg/mL (199.42 mM) r
(25°C)

Water Insoluble
RS | ARUEEEEE TUERN , MREETE  FTESRImEIART,
HBRE | ATENRSMER | SFLRRAS—IXEFERIE,

A : BX-912 2—FE%AI PDKL #IHI%Y , ICso A 12 nM,
Bl&E :
N-[3-[[5-bromo-4-[[2-(1H-imidazol-5-yl)ethyllamino]-2-pyrimidinyl]Jamino]phenyl]-1-pyrrolidinecar

boxamide
IR RIER :
AN ¢ . HEeZEEAEER
BERME DMSO 94 mg/mL (199.42 mM);Ethanol 94 mg/mL (199.42 mM);Water Insoluble
BE e, >98%
EERM - -20°C , BELSEZA TR
EYiEtE
BX-912 2—MEMHY , fF14RY PDKL HIdIF  FedhREidsap IC50 8 12 nM |, {ERF PKD1
PR EUYERST PKA #0 PKC 5245351 9 #1105 2%, 5 GSK3B #8LL 33 PDK1 H9isE#EME 600
ko
PDK-1 PKA KDR CDK2/CyclinE  Chk1l
(Cell-free (Cell-free (Cell-free (Cell-free (Cell-free
L2 assay) assay) assay) assay) assay)
12 nM 110 nM 410 nM 650 nM 830 nM
BX912 #p#H CheK1,PKA,c-kit, 71 KDR IC50 45814 0.83,0.11, 0.85, #10.41 uM,BX912 {&
{BHMAR FAFRpyee4aRe , BEMT PDK1/AKt (55 , TEIEFP DG SihipEAap AN B R B A< (Ehan
PC-3 iR ZESAT. FSEMIBE (L] MDA-468 ZLiRE) EEIREM Akt iEH |, TER
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IRBERIAFRAVLELRNT BX912 ISR LU AEBARIE TR LS 30 215, #1 PDK1/Akt (55188
ARIBAEE 5L, XXMM EEE, BX912 B3ulE PDK1 BSiE, E2AHIH
AKT2 5EM(IC50>10 uM), Eitt, BX-912 2 PDK1 FYEHEHDHIRI, BX912 2 PDK1 HMARY
FREMEIDEIRI  BX912 £54% PDKL iy ATP 4%, BX912 EEIEELEXMAS PDK1
BUENLAABIAIAIA. BX912 BEIRSHIS 4 N DNA 9 MDA-468 #MiE%, BfMmigErE
G2/M HA. BX912 thAEXUDHI HCT-116 B4R | #% 1 pM FIELIEEDHIZIX 96%., BX912
BRUMHIRIB4E , 1C50 9 0.32uM,

XeHEXTRitE
MB3974 BX-795
MB1370 PS48
MB3972 GSK2334470
CL-11214 KP372-1(PDK1/Akt/FlIt Dual Inhibitor)

BigRdid - RRAR  TZNATOFEYS  REFENTSE  FERTARK. BX-912 2—MEN
A9 PDK1 #5) , AI{E/9AER GREAIRI B SEAEIHF .

figilEeE :
# pmso " & 1mg 5 mg 10 mg

e R
1mM 2.1216 mL 10.6078 mL 21.2157 mL
5mM 0.4243 mL 21216 mL 4.2431 mL
10 mM 0.2122 mL 1.0608 mL 21216 mL
50 mM 0.0424 mL 0.2122 mL 0.4243 mL
LZBUSEIIRME (SRIFETF AT , (NHSE )

BMEBIS:

EERESIENE PDKL , #B&XNE PDK1 FBEASEEANES-3,4-P2 VETIAY AKT2 BiE, BXG3Li0
i, 60 UL KRB EWEIE: 15 mM MOPS, pH 3 7.2, 1 mg/mL 4 MiER%ER,18 mM B-H
SRS, 0.7 mM ZFRWERE,3 mM EGTA,10 mM MgOAc,7.5 uM ATP,0.2 uCi[y-33P]ATP,7.5
MM IR (2 -ARRRDGGGAQPFRPRAATF),0.5 UL ZHEiE/INBRIBEISELANES
3,4-P2,60 pg AYHIEHAAZ PDKL K 172 ng AHLAIELHEAZE AKT2, =B TES 2 /MG,
A ERIRSRIRRER M 10 L LR EW PRI EEEMZR EMAT SPA 2k 7 Wallac
MicroBeta i+8§88_ENEF4). FZRAIF=4FIR B AR R AN PDK1 FIRELERI AKT2 218X,
IIAIESIEERT PDK1 , FRIITE AKT2 #DHIF1BGE | & PDK1 5 AKT2 A9 BX912, TE
PDK1 j&it, 60 pl £RL6BE964E 50 mM Tris-HCl, pH 73 7.5, 0.1 mM EGTA, 0.1 mM
EDTA, 0.1% B-FEZEE, 1 mg/mL BSA, 10 mM MgOAc, 10 uM ATP, 0.2 uCi[y-33P]JATP, 7.5
MM BREMI(H2N-ARRRGVTTKTFCGT), 60 ng fYEIEHEAZE. =R TRES 4 /T, IO 25
mM EDTA , 7£ P81 BAERATERE FRE—EPO RAESY). B4R 0.75% BEERHE=R , A
RERF%E—IR. TS |, SERREREICNERER.

Cell lines: MDA-468, MDA-453

[{HREECS Concentrations: 0.001-1 pM

Incubation Time: 72 /\At

iR EgSELS
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Method: {AiE R S35 MDA-468 MDA-453 &% 1.5-3 x 103/ MAIEMTE 96 FLIR & 37%,
FLIINBT 1% DMSO FILEKIEFE(DMSO BZIRE 0.1%)89 10 uL BX912, EH4biE,
MRS 72 /BT, A0 10 pL CBEREENEE . 7£ 450 nm &bUZE WST-1 (F5.

(=]
oA RAIFEERL  ERTARES  BRAMIGNE , RERARER , SNSSEEE.
oIBDTRIEHNEERMEDER | HEAMRIEFMRAEREEM | A LIRS ETRAR A,
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A EYIREEREIR

1 FRP%E  BREIEMERFFAEBCHITOE  BADERE. SFEMNSERTESHS BEmE
R SRR ERER  BETWRHRSHNZRARER , IAMBSMELRE. WTHER , KEX
(e IS LEHTHE , i Parafilm HOMR , FARBENIEERAER. NREENELK , B~
B, EIEEREE | IRt RE.

2 EERHIE - ABOHFRERIRERRE | BCRBIANENS. NFEHEEER RS
EAN , HIEIEFRREER DMSO |, EREIETMEETE T 80 REEMT , —RILUSERE 3-6 1B
PLE. R, BIEERHTHR. BREERRE R,

3 MRIEAFTERNE  BRENAFTELHHERE  FRESRSEEZRAHREETER. BT
WEYRIEAMRY , FTLAERZKIESHR (40 PBS ) HREAT , AJRESITHINNE  ETEAERINENAR , &
SXISLRFEFE. WA DMSO 1E/9iEs | 15HaR DMSO REERIRE <0.3% LIgRMISt.

KRETH , FI BB 0.22UM SRS RS | I52RMAE)  FEHRESEXRESN , BN
aYiEtt | BEERIAEEESEHIRLE.

4 (FREHSEIENA - BTREUCSYRIEAN , IWISTRTFRECHIRE , AT EMA LA
fEZBDAER , WNILE , CMC-NA |, Hil% | BRFEZFERBEXNEVRE. WEER DMSO |, i5HffR DMSO
ROLRIRIE < 5% LABREMIFR. LARIEIRITENE , IUSE TR

SDARRERSAFIBIRER

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

) 10 0.5 20

iz 3 0.24 12

1) 1.8 0.15 12

liz5s 0.4 0.05 8

K5 0.15 0.025 6

== 0.08 0.02 5

INER 0.02 0.007 3

a4 A(mg/kg)=z14) B(mg/kg) X w3 B B9 Km REY/a04 A B9 Km FREL

5 XFF-mEIRL IR I

BREFRE | ERANERFRNEETEY | FNHEHR TR, W TFRESHMEN™R  HEETFT 500MG
1, BA1H B RRIEERHECREN. HTF-neXntzidRHEE NS mETEEEEs
EETL  XMBREARERI TS T, BEMMERRER] , F-RinERERK. XTF&RIA~R  BJLIFE 200
BEARERED , BERBEERIR , NTmgniRe.

FEinSvNEERE TN TIRE | & NI CERNYETRIERECE | BEA

(e k=it =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

M ASEEFREERETH , WREMIN~RERE/) , BREY - RAEATHISEPAMMEEEE
PEEN—E | FIRENRAR R, BRALIINEEER (SRIBEFM ) FRiesEFRESEZTE
B,

T ERREGHARIAY R RERHREENRRE | IR ERSENBHER Sz EY) | ITEAR
IEMRLEY)  ERETSSHRREUKS  2EIRER | XM nEERETE TR RE.
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