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Target: PI3K; Apoptosis N
Pathway: PI3K/Akt/mTOR; Apoptosis [ j °
(e}
Storage: Powder -20°C  3years 3
4°C  2years %
Insolvent -80°C 6 months é
-20°C  1month
SOLVENT & SOLUBILITY
In Vitro DMSO : 100 mg/mL (260.82 mM; ultrasonic and warming and heat to 80°C)
Mass
Solvent 1mg 5mg 10 mg
Concentration
Preparing 1mM 2.6082 mL 13.0412 mL 26.0824 mL
Stock Solutions
5mM 0.5216 mL 2.6082 mL 5.2165 mL
10 mM 0.2608 mL 1.3041 mL 2.6082 mL
Please refer to the solubility information to select the appropriate solvent.
In Vivo 1. Add each solvent one by one: 10% DMSO >> 40% PEG300 >> 5% Tween-80 >> 45% saline

Solubility: 2.5 mg/mL (6.52 mM); Clear solution; Need ultrasonic

2. Add each solvent one by one: 10% DMSO >> 90% (20% SBE-B-CD in saline)
Solubility: 2.5 mg/mL (6.52 mM); Clear solution; Need ultrasonic

3. Add each solvent one by one: 10% DMSO >> 90% corn oil
Solubility: 2.5 mg/mL (6.52 mM); Clear solution; Need ultrasonic

BIOLOGICAL ACTIVITY

Description PI3Ka-IN-9 (compound 27) is a selective, long-acting and oral active PI3Ka inhibitor with IC5q values of 4.4, 128, 146 and 153
nM for PI3Ka, PI3Ky, PI3K& and PI3Kf, respectively. PI3Ka-IN-9 has antiproliferative activity and induces apoptosis. PI3Ka-
IN-9 can be used for cancer researchl2l.

1C50 & Target PI3Ka PI3Ky PI3K& PI3KPB
4.4nM (ICsp) 128 nM (ICsp) 146 nM (ICsp) 153 nM (ICsp)
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In Vitro

In Vivo

PI3Ka-IN-9 (compound 27) (0-8 uM; 72 hours; cancer cell lines) has antiproliferative activity and induces apoptosis(L!.
PI3Ka-IN-9 (compound 27) (0-8 uM; MGC-803 cells) down-regulates the expression of PI3Ka protein, the proteins of PI3K
downstream, p-AKT and p-P7056 KI1.

MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Cell Viability Assay(!!

Cell Line:

Concentration:
Incubation Time:

Result:

Apoptosis Analysis!1]

Cell Line:
Concentration:
Incubation Time:

Result:

MGC-803 (gastric cancer), SKOV-3 (ovarian cancer), PC-3(prostate cancer), MCF-7 (breast
cancer), MDA-MB-231 (triple-negative breast cancer), HepG2 (liver cancer), RPMI8226
(multiple myeloma), K562 (chronic myeloid leukemia), U251 (glioma) and MOLT-4 (acute
lymphoblastic leukemia) cell lines

0-2 uM
72 hours

Inhibited the growth of a variety of cancer cells with IC5q values ranging from 0.43 to 1.33
M.

MGC-803 cells
0,2,4and 8 uM
36 hours

Increased the percentage of apoptotic cells from 12.07 to 61.69% in a dose-dependent
manner.

PI13Ka-IN-9 (compound 27) (1-10 mg/kg; p.o. and i.v.; for 24 hours; male Sprague-Dawley rat) has favorable stability (T1/,>10
h) and high bioavailability (130%)[2].
PI3Ka-IN-9 (compound 27) (30 mg/kg; p.o.; daily, for 3 weeks; male BALB/c nude mice) has antitumor activity and low

cytotoxicity[™],

MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Animal Model:

Dosage:

Administration:

Result:

Male Sprague-Dawley rat!!]
1and 10 mg/kg
Oral administration and intravenous injection; for 24 hours (Pharmacokinetic Analysis)
parameters IV PO
dose (mg/kg) 1 10
T1/2(h) 6.29 N10
Trmax (h) 0.003 9.33

Cmax (ng/mL)  454.7 2256.7

Page 2 of 3

www.MedChemExpress.com



AUCq.¢ (ng-h/mL) 2237 36697

AUC(. (ng-h/mL)2922.438114.3

CL (mL/h/kg) = 343

F % 130.4
Animal Model: Male BALB/c nude micell]
Dosage: 30 mg/kg
Administration: Oral administration; daily, for 3 weeks
Result: Inhibited tumor growth with a tumor growth inhibition (TGI) rate of 41.5%.
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Caution: Product has not been fully validated for medical applications. For research use only.
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