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BKM120 (PI3K?C[]%IJ?FIJ)
e = i R .3
SF2726-10mM BKM120 (PI3K A7) 10mMx0.2ml
SF2726-5mg BKM120 (PI3K#1I7]) 5mg
SF2726-25mg BKM120 (PI3K 1] 71)) 25mg
F@E:
> HEER:
-~ 5-(2,6-dimorpholin-4-ylpyrimidin-4-y1)-4-
Uoa (trifluoromethyl)pyridin-2-amine
fETFR BKM120
1 NVP-BKM120, Buparlisib, NVP-BKM120, NVP-BKM-
120, BKM 120, BKM-120
€ N/A
ez CsH, F3NgO,
STE 410.39
CASS 944396-07-0
afi g 98%
WHRIAEIE | Water <Img/ml; DMSO 82mg/ml; Ethanol 2mg/ml
] SmgfiA1.22ml DMSO, B¢%&:4.10mgfii A\ 1ml DMSO,
Fic 1] % 10mM P . SF2726-10mM I DMSORL il .
> EYER:
BKM120 (NVP-BKM120, Buparlisib) & — Ff ik £ 44 PI3K #0415, 78 T 40 A i 56 4 F T p110a/p/S/y 1)
FEEEE | 1C5043 5 852nM/166nM/116nM/262nM . % VPS34, mTOR, DNAPK[{I/EFI R R %, iM% PI4KB ) L-F
WA TEM . Phase 2.
f55iEE | PI3K/Akt/mTOR
HE pl10a p1108 pl10B pl10y Vps34
1C50 52nM 116nM 166nM 262nM 2.4uM
BKM1201f: i TEBRPIBK I T 4L R, EL5EA2780. USTMG. MCF7HIDUI45HT, HA s tE,
GI50°40.1-0.70M . BKM1201%5 5 2 & 5 BER 41 li(ARP1. ARK. mM.1S. mMI.RAIU266)HT:, T3
Gl %, SHAZHARIE/D> . BKM120i% SCD138+EAAMMAH AR T, HAFH T CD138-3 5 41 ffa i 7%
PRAMIFTE | PEEUIK. BKMI1207] 5] &ZBimSH) EIAFIXIAPH) N . BKMI20/EH T AR EmABEAR, FEmTOR N
55, BAPUMAETE. BKMI20EH TKRASAR (1) B 41 il /&, 7f LAME 5% p-ERK 5L p-STAT3 .
BKMI120 f1STAT3 FHLIT I B A, 1E T & RAEKRAS MM, #SW T, B HEEN, H2EHRT
KRASEF A BRI AT X FP R . BKM1203: 22l i Aurora BISER 5 22 0 243k
BKM120#%30. 605%100mg/kgifIE1EH T A2780# 5 fH7, ¢4 #HIpAKTser473. BKM1204%30/160mg/kg
ENBEE | FIEEH T USTMGH &I TR AR, SRPUEiETE. BKMI20%: K4 5uM/kg 1) & A B H AT Re A A /)
[JARP1 SCID B!, S EUMB AR FIKEE KT 2 PR
IGRSEE | N/A
FHIE BKM 12072 ] H T FIk A 908 S0 PI3K A il 751
> MREWREIEGESE R E TAF R, BERIFAARIEHFRE):
it i P A S 5
BKMI1207% T-DMSOH, #4541 1.25pul B3 3 28 43840 Lo FF4RJ8, 25p1 10nM PI3BKFISug/ml 1-
o o- 3% B WL (PT) 0 21 52 36 buffer(10mM - Tris pH A7.5, 5mM MgCl,, 20mM NaCl, ImM DTT }0.05%
CHAPS), #RJa Bl , Bl 578 S ibuffer HINA25ul 2uM ATP. B AT E 3150% ATPH#TH#E, %A
JEMA25ul KinaseGlofili £ 1E 8. b1 IR SR B 5708, SR 5Ol e 5k B I ATP .

21 M0 S B




EilES A27804H i)
WIE 0-6.6uM
SEFERFIE] | 3R
A27804 LI FRIER10% FBS, L-BEER, WEHEANAIPIAE RDMEMEE 33 . g% aFL10° /M40
vk B FEREPREAR [R5 7705 |, IR E3BIS/IE . FiREiET-20mM DMSOH IBKM120. 2pl#iBEfFIBKM120
W EI AR 725 b, RIEZN0-6.6uM). SRR (100ul)iAEBINEI96FLR 1, fE37°C R B3 K. HH
Trilux 52 HR 5 AR 7 00 5 477 1) 40 084 B ) 2R
EILUES
SIYREEL | BEHTUSTMGHIA2780FS IR 11 14 4 i
fic i 15% Captisol
flEss ~60mg/kg
w2l | SRR
> BEIH:
1.Burger MT, et al. ACS Med Chem Lett, 2011, 2 (10), 774-779.
2.Park E, et al. Int J Oncol, 2012, 40(4), 1259-1266.
3.Koul D, et al. Clin Cancer Res, 2012, 18(1), 184-195.
BEBE:
e R IRLLEZY S (kS
SF2726-10mM BKM120 (PI3K#I71) 10mMx0.2ml
SF2726-5mg BKM 120 (PI3K i) 5mg
SF2726-25mg BKM120 (PI3K A7) 25mg
— Bl 143
REFRMGE:

1

2.

3.

2/2

20°CHRAF, EAO—HEG SmgM2smgt R L= RAF, 6N HAR. WERETAEDMSOW, #ill 733 )5-80°C
R’A7, Piite ™M HARL.

ARSI :
> ARPEET ARG R, BAERERR /NG, JEE R B DLEE e B e AR B NAR P

> ARPERAR T A GRS, AR TIRKRZEEGETY, AMEHFEMEAN, MR T SEEEN.
> NTREZENEE, B9 ZRRFR—RTEFERE.

{ERA5EA :
YT 7 it J 17 S R 42 R 0 A5 HE R ) S AR DR AT o AT BT BAFE2,000-10,000g B Lo B0RD - DAV Ak 5B oK 78 70 UTE B iR 5

FOT A

XFF10mMERL W ERMBE AT . 0 TR, AR A7 b O TA AR K S8 ) XY 30 398 A 7 3 71 ) s et AR T ) £ 45 LB

BOJEE -

B B TARREETE 2% AU R Ah . AR A 70 45 SR B A AR OGSOk, B AR S48 B Y, DAK s 77 IR e 4
MOAIZHZR, et S AT BIR AR .
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