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GSK2126458 (PI3KHDHIFF)

FE R T RLELY S %
SF2811-10mM GSK2126458 (PI3K##157) 10mMx0.2ml
SF2811-5mg GSK2126458 (PI3KHMH71) 5mg
SF2811-25mg GSK2126458 (PI3KHHI71) 25mg
F@REN:
> HEER:
e 2,4-difluoro-N-[2-methoxy-5-(4-pyridazin-4-ylquinolin-6-
yl)pyridin-3-yl]benzenesulfonamide
fRIFR GSK2126458
g GSK458, GSK 212, GSK 2126458, GSK212
4 N/A
2z Cy5H,7F,N5058
SR 505.5
CASS 1086062-66-9
g 98%
EREARIE | Water <Img/ml; DMSO 100mg/ml; Ethanol <1mg/ml
] 5mghiA0.99ml DMSO, Bi%&:5.06mgfi A 1ml DMSO,
B A 1 0mMIE 7 . SF2811-10mM A DMSORC il
> EVER:
e peer | Omipalisib (GSK2126458, GSK458) 2 —F ik B, 5 XU¥p1100/B/y/SFImTORC1 2405, To4H i
PURRIEIE | o ki3 5190.019nM0.13nM/0.024nM/0.06nMAI0. 18nM/0.3nM. Phase 1.
f55#% | PBK/Ak/mTOR
AR pl1100 p1108 pl10y pl10B mTORC1
1C50 0.019nM(Ki) 0.024nM(Ki) 0.06nM(Ki) 0.13nM(Ki) 0.18nM(Ki)
GSK212645845 23 NS 40 i & B p 1 10a(E542K . E545KAITH1047R)H WiE 2748 AL, Kiz 5l
A 8pM. SpMF19pM. GSK21264581F il T T47DFIBT47440 i, 2 MK pAKT-S473 /K1, IC50% 5] K
0.41nMF10.18nM. T H, GSK2126458fEH T Z M4 R, GIFETA7IDABT4A7T4A VAR, FEAIM
FIMFEGUH, HAPHI4HHIE5E, 1C5053 1 293nMA12.4nM.
GSK2126458 1 1 T BT474 N KB A A, [RAKpAKT-S473 /K V-, X FRE I AF 7 mAK#ME, %
EAREFL | 300pg/kgfil7F 2 AL SRADEI MR AR, X MR AR AR . BhAh, GSK21264584F AT VU Rl AR AT
IR MR KBRS KRR, BAMRIBEE B M R AF O RAED A 3k
IGRSES | N/A
RRAIE N/A
> MARERHIEEBIERE TATH R, BEZRHAANMRIEEB ).
Pt ¥ P R S 56
FE3SAFL RN B B, LA YIGHEE T 100% DMSO) M 1513125 1135 $)24 5 4 425 F%, 3K45 11RIK
FEGSK2126458. 65|F118%] R4 DMSO. 15E G, 0.05ul57 EIHER 2384 FL LA B SR F . Segeti b &
3FRZRT IR (PIBK M 7)) A3 L S 3R X /. () AN & #0171 B B 5256 (2) 22 Bigbuffer F1(3) 25 B ANPIP3 (1)
buffer. DMSOJIEI6FIA8FIFIFTA FLH . 40uM PIP3NE] XX Mbuffer(1pl 200uM PIP3)H, %5 #18%1
HI{T$u(®B, D, F, H, I, L, N, P). A&EEHIMIRSLIGAEA. C. Ev G I. K. M. OFLA(0.1ul 100% DMSO)
Jrik: AT, H HTRFRF EMAPIBK 246, I8 & & 7FHRF:  D4X = i Buffer; 2)PIP2(JiK
¥1); 3)Stop A(EDTA); 4)Stop B(AEWMIZ-PIP3); SR SWAGER EME-APC); 6)fIVE & YIB(Eu-
FRic IPT-GSTHUAR AGSTARIL PHIR) ;. TRINVE A PIC(KF) . 88 B 2 881 /K 3% 148 B 1 il 4 PI3K
N Buffero JIAGHHEEH] % IDTT, KK ASmM. JIAEE, {f FiMultidrop CombifF 1 X% M buffer # i
A2.5ul PI3K, MEMEEFLH, FHETEENAY. LRREEER FRE 1574 . #fMultidrop Combi,
IAIN2.5ul 2XEMIVE R (PIP2FIATP, ¥ T 1X I Mbuffer) JF 4G S N « SEIGARE IR TR & 1/ . {6




Multidrop CombifE B A fLH i1 A 2.5u14% 1L 7 (Stop AFIStop BIZ5:1LLHI TR &), RME K. f#H
Mulitdrop Combi(fr VR GHIC, KR GPAFIR RS YIBIZ18: 1A E, Bl 6000ulf4AF,
A 5400p IR A YIC, 30046 R A ) AFI 300k I YR & 9B)E T AT LA N2, 5k Iy, #E1T 3k
SN, AT B 7= o £V X B AR A AT 2/N i i 4% . ERE iR 1/ f5, #EEnvision BEAR{X
FIEHTRFE S, 7E330nmAbPlEEUR G, #£620nm(Eu) F1665nm(APC) b XU K 5 -

2 0 S

IR BT474, HCC1954H1T-47D

W 0F]1uM
ALFERETA] | 72/
BT474. HCC1954FIT-47D( N\ K FLMR) B FRAE B 10% 6 25 1375 FIRPMI- 164085 7 5, BEFR7E37°C T 5%
CO M E 2. (ESLIOAI2RI3 R, ML EE S BITTSHM A, KRR S0 I SE I 3545 29 70-80% 41 i
LG FH0.25% 8 FI S -EDTAYCAEAN AL . 7E 20 i B Hh 1 FH & My 08 e o e B Gt 3EAT 4 M 112
Y A 5 B FL 1000 A B Fh AE384FL B B PR B R A m IR, L S48t 77t . i LR B T 5%
CO,, 37°C R, % RINAGSK2126458. 1# fCellTiter-Gloib ¥ —AN5286 Mk, H T 28— Kl &
GSK21264581E T UL A 2 A 1 3844 LAR FR 1l 4, IESERRE P15 o Al LU0 BEVUIN 2 105l ks 37 3 iR
HERUE, AEAR G AREFL I  2ulX SRR R . BT FL A [ DMSO 4R FEN0.15% . 4IIETE37°C, 5%
CO IR B 72/ . BEJE 5GSK21264581% B 72/ o CellTiter-Gloi #0323 A h, 48 H 5L
M 3 FR AR AR MR AR R SRR L2508, fEER TR E 230504, A5 TEAnalyst GTIEA#

Tk

B ESE S
EILIES
PR | RN N EBT474 08
i i) GSK21264587 T DMSO, R J51E/K Ffike
& <300ug/kg
BT 1 b 22
> BEHR:

1.Knight SD, et al. ACS Med. Chem. Lett. 2010, 1 (1), 39 - 43.
2. Greger JG, et al. Mol Cancer Ther. 2012, 11(4), 909-920.

BEBE:
e B2 RS
SF2811-10mM GSK2126458 (PI3KAMHI7) 10mMx0.2ml
SF2811-5mg GSK2126458 (PI3K#H1I7]) 5mg
SF2811-25mg GSK2126458 (PI3KHlI71]) 25mg
— DLRE 143
RERME:

20°CTRAF, B —HEA SmgM2smgR BT L= RAF, 6N HAN. WERETAEDMSOW I, =il 7% )5-80°C
A7, fite ™ H A%

RSN :

> RFER NG R, BAERERRA/NG, R RE R DL e B e i AR B AR

> APERANRTEN A REEH A, AMEHTIRK S EGEYT, NMEHTEREZ N, MM T EEEN.
> NTREZENEE, 155 LRRFS— KT ERE.

AT

Lo B0 5 a1 Sz R 42 U8 B R4 10 S5 AR AT . A8 FH AT AT LAE2,000-10,000g 2500 30FP , DL IR B R R0 Ulie 28 K G
IS

2. WT10mMIER, AITEERBEMA. XTREE, TEARTEZA &0 R NE S0 BRI A RV 7 B i s o B 1 i 2 T (B
WS

3. R TIEREIES B AR U P RS RS R eI LA Ok, sREARIE SIS H 1, LR TR = e 4
MUFIZHEN, @it seae kT B R AL .

4, AFISLIE B YACHR R R THAR (S5 00 E R e RAE S B R T :
http://www.beyotime.com/support/animal-dose.htm
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