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Chemical Properties

CAS No. : 926037-48-1
Formula: C27H21F3N80O L
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Biological Description

Description

Targets(1C50)

In vitro

Kinase Assay

Radotinib (IY-5511), and sometimes referred to by its investigational name IY5511, is a
drug for the treatment of different types of Y, most notably Philadelphia chromosome-
positive (Ph+) chronic myeloid leukemia (CML) with resistance or intolerance of other
tyrosine kinase Bcr-Abl inhibitors

Apoptosis,Bcr-Abl,STAT,JAK

In vitro, Radotinib binds BCR-ABL1 and reduces phosphorylation of CrkL, a BCR-ABL1
target protein. Radotinib also effectively inhibits the proliferation of common mutant
clones of BCR-ABL1, with the exception of T315l. [1] In AML cells, radotinib significantly
decreases the cell viability, promotes differentiation, and induces CD11b expression and
apoptosis. In NB4, THP-1, and Kasumi-1 cells, radotinib also induces CD11b expression,
and decreases the viability. [2]

Autophosphorylation of EGFR in cells: For experiments using cells in culture, A431 cells
are treated with various concentrations of Pelitinib for 2.75 hours before co-incubation
with 100 ng/mL EGF for 0.25 hour. Cells are washed twice with cold phosphate-buffered
saline (PBS) before adding to lysis buffer (10 mM Tris, pH 7.5, 5 mM ethylenediamine
tetra-acetic acid (EDTA), 150 mM NaCl, 1% Triton X-100, 1% Sodium deoxycholate, 0.1 %
SDS, T mM PMSF, 10 mg/mL pepstatin A, 10 mg/mL leupeptin, 20 KIU/mL aprotinin, 2
mM sodium orthovanadate, and 100 mM sodium fluoride) for 20 minutes on ice, before
immunoprecipitation and SDS-PAGE-immunoblotting. For immunoprecipitation,
cultured cells are placed in cold lysis buffer and immediately homogenized on ice with a
polytron with several pulses. The homogenate is first centrifuged at 2500 rpm (20
minutes, 4 °C) and then again at 14,000 rpm in a microcentrifuge (10 minutes, 4 °C).
Supernatants (1000 pg protein) are incubated for 2 hours at 4 °C with 15 mL of EGFR
polyclonal antibody. After 2 hours, 50 pL of protein G plus/protein A agarose beads is
added and incubated with constant rotation for 2 hours at 4 °C. After washing with lysis
buffer, beads are boiled for 2 minutes in Laemmli sample buffer. Proteins are then
resolved by SDS-PAGE, transferred to immobilon membrane and probed overnight with
an anti-phosphotyrosine antibody conjugated with horseradish peroxidase (HRP).
Membranes are developed using the ECL reagent. Total EGFR protein is determined by
stripping membranes and re-probing with receptor-specific antibodies. Quantitation of
bands is done by densitometry, using ImageQuant software with a Molecular Dynamics
laser transmittance scanner.
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A DRUG SCREENING EXPERT

Cell Research

Cells are seeded in 96-well plates at a density of 2x104 cells/ml with 100 pL of medium
per well and then incubated with various concentrations of radotinib (0, 1, 10, and 100
puM) for 72 h at 37°C. The CellTiter 96 solution (20 pL) is added directly to each well and
plates are incubated for 4 h in a humidified 5% CO2 atmosphere at 37°C. Absorbance is
measured with a PowerWave XS2 Microplate Spectrophotometer at 490 nm and the
results are expressed as percentage changes from the basal condition using four to five
culture wells for each experimental treatment. In some experiments, HL60 cells are
cultured with 100 nM ATRA and 1 uM dasatinib for 4 days, and 10 uM radotinib is added
to each group according to the planned schedule(Only for Reference)

Solubility Information

Solubility

In vivo Formulation

Preparing Stock Solutions

TmM
5mM
10 mM
50 mM

Ethanol: <1 mg/mL (insoluble or slightly soluble),
DMSO: 13.1 mg/mL (24.69 mM),Sonication is recommended.
(< 1 mg/mlrefers to the product slightly soluble or insoluble)

10% DMS0O+40% PEG300+5% Tween 80+45% Saline: 1.32 mg/mL (2.49 mM),Solution.
10% DMS0+90% Saline: < 1.32 mg/mL (2.49 mM),Lower concentrations may be soluble,

but exact solubility limit is unknown.

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.

1mg 5mg 10mg
1.885 mL 9.4251 mL 18.8501 mL
0.377 mL 1.885 mL 3.770 mL
0.1885 mL 0.9425 mL 1.885 mL
0.0377 mL 0.1885 mL 0.377 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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