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Icotinib

Chemical Properties

CAS No. : 610798-31-7

Formula: C22H21N304 /©\
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Molecular Weight: 391.42
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Store at low temperature :Nj@:o 0]

Storage: Powder: -20°C for 3 years | In solvent: -80°C for 1 year \—/

Actual storage temperature shall be subject to the COA.

Biological Description

Description
Targets(I1C50)

In vitro

In vivo

Kinase Assay

Cell Research

Icotinib (Conmana) is an orally available quinazoline-based inhibitor of epidermal
growth factor receptor (EGFR), with potential antineoplastic activity.

EGFR

Icotinib inhibits EGFR activity in a dose-dependent manner, with an IC50 value of 5 nM
and complete inhibition at 62.5 nM. Icotinib selectively solely inhibits the EGFR members
including the wild type and mutants with inhibition efficacies of 61-99%. Icotinib blocks
EGFR-mediated intracellular tyrosine phosphorylation in human epidermoid carcinoma
A431 cells in a dose-dependent manner. Meanwhile, in our proliferation assay
performed on A431, BGC-823, A549, H460, HCT8, KB and Bel-7402 cell lines, we found
that the relative sensitivity of cell lines to Icotinib is A431 > BGC-823 > A549 > H460 > KB >
HCT8 and Bel-7402. Icotinib exhibits a broad spectrum of antitumor activity and it is
especially effective against tumors expressing higher levels of EGFR. [1]

Icotinib shows an antitumor effect in different types of xenografts. Icotinib inhibits tumor
growth at a rate of 51.5%, 31.0% and 67.4% in the A431, A549 and H460 xenografts at a
dose of 120 mg/kg, respectively. [1]

Biochemical kinase assays: In the in vitro kinase assays, 2.4 ng/uL EGFR protein is mixed
with 32 ng/pL Crk in 25 pL kinase reaction buffer containing 1 pM cold ATP and 1 puCi
32P-y-ATP. The mix is incubated with Icotinib at 0, 0.5, 2.5, 12.5 or 62.5 nM on ice for 10
min followed by incubation at 30 °C for 20 min. After quenching with SDS sample buffer
at 100 °C for 4 min, the protein mix is resolved by electrophoresis in a 10% SDS-PAGE gel.
The dried gel is then exposed to the Phosphorimager to detect radioactivity.
Quantification is performed by ImageQuant software. In this methodology the
radioactive signal inversely correlates with kinase activity.

Cells (103 /well) are seeded into 96-well plates in RPMI-1640 medium containing 10%
FBS and grown in a 5% CO2 incubator at 37 °C. After 24 h, cells are treated with Icotinib
at 0, 0.78, 1.56, 3.125, 6.25, 12.5 or 25 pM for 96 h. Cell proliferation is calculated by
subtracting the mean absorbance value on day 0 from the mean absorbance value on
day 4.(Only for Reference)
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A DRUG SCREENING EXPERT

Solubility DMSO: 72 mg/mL (183.95 mM),Sonication is recommended.
Ethanol: 6 mg/mL (15.33 mM),Sonication is recommended.
H20: <1 mg/mL (insoluble or slightly soluble),
(<1 mg/mlrefers to the product slightly soluble or insoluble)

In vivo Formulation 10% DMS0+40% PEG300+5% Tween 80+45% Saline: 2 mg/mL (5.11 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 2.5548 mL 12.774 mL 25.548 mL
5mM 0.511 mL 2.5548 mL 5.1096 mL
10 mM 0.2555 mL 1.2774 mL 2.5548 mL
50 mM 0.0571 mL 0.2555 mL 0.571 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.

Reference
Tan F, et al. Lung Cancer, 2012, 76(2), 177-182.
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