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DesCrIPUON | k3CA MBS, BAYI082439 A Pren K IHT BB KA A (EFR
IC50 & Target[1] PI3Ka PI3KpB PI3Kd
BAY 1082439 J& —Fiii FZLLFE VLR PI3K a / a P57 BAY1082439 7E PI3K a (4.9 nM)
5 PBK a (15.0 nM) MAAE R 1C50 HAJy 1:3, JFHXT mTOR #AEHIERYE >1000 %
[1].
BAY 1082439 (0.1-1 nM; 72 /M) b PI3K a A/ PI3K B 3 4 {1 410 1] 751 TF A5 2% b BL boie
PTEN K HTRT 51 B 4 i [2] .
In Vitro Cell Viability Assay[2]
Cell Line: PC3 and LNCaP cells (PTEN-null human prostate cancer cell lines)
Concentration: 0.1,0.33, 1, 3.3, 10 uM
Incubation Time: 72 hours
Result: Efectively inhibited cell growth by blocking the G1/S cell cycle
transition and by inducing apoptosis.
BAY 1082439 (75 mg/kg; ks & H W, #4: 4 ) 7H B Pten-n v L1 #1510 e 3R [2).
Animal Model: Pten conditional knockout mouse model (Pb-Cre+;PtenL/L, CP
model)[2]
Dosage: 75 mg/kg
In Vivo
Administration: P.o.; daily for 4 weeks
Result: Significantly decreased tumor size and P-AKT staining, nearly normal
luminal architecture, and a significant reduction of Ki67-positive cells.
Significantly inhibit the human prostate cancer growth.
HHp ST
Solvent&Solubility 0.1 M HCl HR¥EME : 16.67 mgmL (33.71 mM; #B75BIE (<60° C))

DMSO AR : 5 mg/mL (10.11 mM; ultrasonic and adjust pH to 5 with HCl; W2/ DMSO Xf7=
VAR B WS R, VSRR S ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.0221 mL 10.1104 mL 20.2208 mL
Stock Solutions 5mM 0.4044 mL 2.0221 mL 4.0442 mL
10 mM 0.2022 mL 1.0110 mL 2.0221 mL
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i %R A7 77 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 A H Pflifll, -20°C
fiBfEit, EAE 1A H AL .
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ERFARINEERNAER:  50% PEG300 —  50% Saline

Solubility: 25 mg/mL (50.55 mM); ik &7 BhivE
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ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.0221 mL 10.1104 mL 20.2208 mL 50.5520 mL
5 mM 0.4044 mL 2.0221 mL 4.0442 mL 10.1104 mL
IDMSO/0.1IMHCI1
10 mM 0.2022 mL 1.0110 mL 2.0221 mL 5.0552 mL
15 mM 0.1348 mL 0.6740 mL 1.3481 mL 3.3701 mL
20 mM 0.1011 mL 0.5055 mL 1.0110 mL 2.5276 mL
0.1 M HC1
25 mM 0.0809 mL 0.4044 mL 0.8088 mL 2.0221 mL
30 mM 0.0674 mL 0.3370 mL 0.6740 mL 1.6851 mL
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