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Product Name: FN-1501

Cat. No.:

GC33049

Chemical Properties

Cas. No.
SMILES

Formula

Solubility

General
tips

Shipping
Condition

Structure

Protocol

1429515-59-2
O=C(C1=NNC=C1NC2=NC=NC3=C2C=CN3)NC4=CC=C(CN5CCN(C)CC5)C=C4
CooHosNgO M.Wt 431.49

DMSO : > 50 mg/mL (115.88 mM) Storage  Store at -20°C

For obtaining a higher solubility , please warm the tube at 37 °C and shake it in the
ultrasonic bath for a while.Stock solution can be stored below -20°C for several months.

Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
blue ice upon request.
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Caution: Product has not been fully validated for medical applications. For research use only.
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Kinase
experiment:

Cell experiment:

The activity of the CDKs and FLT3 are assayed in reaction buffer (20 mM
HEPES pH 7.5, 10 mM MgCI2, 1 mM EGTA, 0.02% Brij35, 0.02 mg/mL BSA, 0.1
mM Na3VO4, 2 mM DTT, 1% DMSOQO) at room temperature at a final ATP
concentration of 10 mM. Then FLT3, dissolved in 100% DMSO at the indicated
doses, are delivered into the kinase reaction mixture by acoustic technology and
incubated for 20 min at room temperature. After 10 uM [y-33P] ATP (specific
activity 10 Ci/pL) is added to initiate the reaction, the reactions are carried out at
25°C for 120 min. The kinase activities are detected by the filterbinding method.
IC50 values and curve fits are obtained by Prism[1].

The human AML cell line MV4-11 is cultured in IMDM media with 10% FBS and
supplemented with 2% I-glutamine and 1% penicillin/streptomycin. The MV4-11
cell line is maintained in culture media at 37°C with 5% CO2. The effects of FN-
1501 on MV4-11 proliferation are performed. Cells are cultured in 96-well culture
plates (10 000 cells/well). FN-1501 at various concentrations is added to the
plates. Cell proliferation is determined after treatment with FN-1501 for 72 h. Cell
viability is measured using the CellTiter-Glo assay, and luminescence is
measured in a multilabel reader. Data are normalized to control groups (DMSO)
and represented as the means of three independent measurements with
standard errors of

Caution: Product has not been fully validated for medical applications. For research use only.

Tel: (909) 407-4943 Fax: (626) 353-8530 E-mail: tech@glpbio.com
Address: 10292 Central Ave. #205, Montclair, CA, USA



https://www.glpbio.com/

g

G L p B I 0 Peptides, Inhibitors, Agonists

Good Laboratory Practice Bioscience

Product Data Sheet

Animal
experiment:

References:

Mice[1]Six-week-old female nu/nu mice are housed in a specific pathogen-free
facility. Prior to implantation, cells are harvested during exponential growth. Five
million MV4-11 cells in PBS are formulated as a 1:1 mixture with a Matrigel and
injected into the subcutaneous space on the right flank of each nu/nu mouse.
Daily intravenous injections are initiated when MV4-11 tumors have reached
sizes of 100-200 mm3. The animals are then randomized into treatment groups
of 8 mice each for the efficacy studies and dosed with FN-1501 (0, 15, 30, or 40
(mg/kg)/d) or cytarabine (50 (mg/kg)/d). The compounds (FN-1501, etc.) are
dissolved in a solution of PEG400 (25%), ethanol (3.7%), glucose (5%), and
acetic acid/sodium acetate buffer (pH 4.5, 7.5%). Tumor growth is measured
every 3 days using Vernier calipers for the duration of the treatment. The volume
is calculated as follows: tumor volume = a x b2/2, where a is the long diameter,
and b is the short diameter. The percentage of tumor-growth inhibition (Gl) is
calculated as follows: Gl = 100% x {1 - [(tumor volumefinal - tumor volumeinitial
for the compound-treated group)/(tumor volumefinal - tumor volumeinitial for the
vehicle-treated group)]}. The percent tumor regression (PTR) is calculated as
follows: PTR = 100% x (tumor volumeinitial - tumor volumefinal)/(tumor
volumeinitial)[1].

[1]. Wang Y, et al. Discovery of 4-((7H-Pyrrolo[2,3-d]pyrimidin-4-yl)amino)-N-(4-((4-methylpiperazin-
1-yl)methyl)phenyl)-1H-pyrazole-3-carboxamide (FN-1501), an FLT3- and CDK-Kinase Inhibitor with
Potentially High Efficiency against Acute Myelocytic Leukemia. J Med Chem. 2018 Feb
22;61(4):1499-1518.

Background

FN-1501 is a potent inhibitor of FLT3 and CDK, with IC50s of 2.47, 0.85, 1.96, and 0.28 nM for
CDK2/cyclin A, CDK4/cyclin D1, CDK6/cyclin D1 and FLT3, respectively; FN-1501 has anticancer

activity.

FN-1501 is a potent inhibitor of FLT3 and CDK, with IC50s of 2.47 + 0.21, 0.85 + 0.28, 1.96 + 0.08
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and 0.28 + 0.01 nM for CDK2/cyclin A, CDK4/cyclin D1, CDK6/cyclin D1 and FLT3, respectively. FN-
1501 shows potent inhibitory activity against several tumor cells, such as MGC803, RS4;11, MCF-7,
HCT-116, and NCI-H82, with G150s of 0.37 £ 0.04, 0.05 + 0.01, 2.84 + 0.25, 0.09 £ 0.04, 0.11 £ 0.02
nM, respectively[1].

FN-1501 exhibits potent antitumor activity, and shows little cytotoxicity on normal lymphocyte cells,
with LD50 of 185.67 mg/kg in ICR mice. FN-1501 (15. 30, or 40 mg/kg/d, i.v.) dose-dependently and
significantly suppresses the growth of tumor in MV4-11-cell-inoculated-xenograft mice[1].

[1]. Wang Y, et al. Discovery of 4-((7H-Pyrrolo[2,3-d]pyrimidin-4-yl)amino)-N-(4-((4-methylpiperazin-
1-yl)methyl)phenyl)-1H-pyrazole-3-carboxamide (FN-1501), an FLT3- and CDK-Kinase Inhibitor with
Potentially High Efficiency against Acute Myelocytic Leukemia. J Med Chem. 2018 Feb
22;61(4):1499-1518.
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