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IC-87114 is a specific PI3Kd inhibitor(IC50=0.5 pM).

PI3K

In a mouse model of inflammation, IC87114 inhibits the extracellular secretion of
proteases prompted by TNF1a stimulation.

In human neutrophils, IC87114 at a concentration of 5 pM effectively inhibits the
biosynthesis of phosphatidylinositol 3-phosphate (PIP3) and chemotaxis stimulated by
N-formylmethionyl-leucyl-phenylalanine (fMLP). Furthermore, in primary cells from
acute myeloid leukemia (AML) patients, such as bone marrow mononuclear cells
(BMMCs), 1C87114 at 10 pM concentration suppresses constitutive and Flt-3-induced Akt
phosphorylation as well as cell proliferation. In addition, IC87114 inhibits proliferation
and interferon-gamma (IFN-y) production in mouse CD62L positive (naive) and CD62L
negative (effector/memory) CD4+ T cells stimulated by anti-CD3.

PI3K kinase assay: Phosphatidylinositol-(4,5)-bisphosphate (PIP2) containing
phospholipid liposomes are prepared. Briefly, bovine PIP2 and phosphatidylserine (1:2
molar ratio) are vacuum-dried and resuspended at 1 mM PIP2 in 20 mM HEPES-KOH, pH
7.4, 50 mM NacCl, and 5 mM EDTA. The lipid suspension is subjected to a brief sonication,
followed by 5 freeze-thaw cycles and then 20 extrusion cycles to produce the liposomes.
The assay is conducted in 60 pL reaction volumes in 20 mM HEPES, pH 7.4, buffer
containing 1 nM PI3K, 1 uyM PIP2, 200 pM ATP, 1 uCi[y-32P]JATP, 5 mM MgCl2, plus 50
pHg/mL horse IgG as carrier protein. The reaction is incubated for 10 min at room
temperature, quenched in 140 of 1 M K2P04, 30 mM EDTA, pH 8.0, captured onto a 96-
well polyvinylidene difluoride filter plate, and washed five times with 1 M K2P04. The
filter is allowed to dry completely, and the bound radioactivity is quantitated. IC87114
dilutions are assayed in a final concentration of 1% (w/w) DMSO.

For AML cell proliferation assay, BMMCs are isolated and cultured in a-medium with 5%
fetal calf serum (FCS) with or without FLT-3 ligand (10 ng/mL) for 48 hours and with or
without IC87114. [3H]-thymidine (1 pCi [37 kBq]) is added for a final 6 hours and the
amount of radioactivity incorporated is determined by trichloracetic acid precipitation.
CD34+ cells from cord blood are cultured in stem cell factor (SCF; 20 ng/mL), FLT-3
ligand (10 ng/mL), and Tpo (20 nM) for 48 hours with or without 10 pM IC87114 and
pulsed for 12 hours with [3H]-thymidine. (Only for Reference)
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A DRUG SCREENING EXPERT

Solubility Information

Solubility DMSO0: 8 mg/mL (20.13 mM),Sonication is recommended.
(<1 mg/mlrefers to the product slightly soluble or insoluble)

In vivo Formulation 10% DMS0+40% PEG300+5% Tween 80+45% Saline: 1 mg/mL (2.52 mM),Sonication is

recommended.

Please add the solvents sequentially, clarifying the solution as much as possible before adding the next one.
Dissolve by heating and/or sonication if necessary. Working solution is recommended to be prepared and
used immediately. The formulation provided above is for reference purposes only. In vivo formulations may
vary and should be modified based on specific experimental conditions.

Preparing Stock Solutions

1mg 5mg 10mg
TmM 2.5162 mL 12.5808 mL 25.1617 mL
5mM 0.5032 mL 2.5162 mL 5.0323 mL
10 mM 0.2516 mL 1.2581 mL 2.5162 mL
50 mM 0.0503 mL 0.2516 mL 0.5032 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in
different solvents. Please use it as soon as possible.

Note: The dilution table applies only to solid products. For liquid products, please calculate the stock solution based
on the stated concentration and/or density.
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