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Description

GNF-5837 is a potent, selective, and orally bioavailable pan-tropomyosin receptor kinase (TRK) inhibitor
which display antiproliferative effects in cellular Ba/F3 assays ( IC50 values of 7 nM, 9 nM and 11 nM for

cells containing the fusion proteins Tel-TrkC, Tel-TrkB and Tel-TrkA, respectively) [1].

IC50 & Target
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GNF-5837 (0.1-500 nM; 72-144 hours; GOT1 cells) treatment decreases cell viability in a time- and
dose-dependent manner in GOT1 cells[2].

GNF-5837 (5-500 nM; 24 hours; GOT1 cells) causes downregulation of PI3K-Akt-mTOR signaling,
Ras-Raf-MEK-ERK signaling[2].

GNF-5837 (5-500 nM; 72 hours; GOT1 cells) treatment induces G1 cell cycle arrest[2].

GNF-5837 (500 nM; 144 hours; GOT1 cells) treatment increases apoptotic cell death[2].

Cell Viability Assay[2]

Cell Line: GOT1 cells
Concentration: 0.1nM,05nM,1nM,5nM, 10 nM, 50 nM, 100 nM and 500 nM
Incubation Time: 72 hours, 96 hours and 144 hours

Cell viability assay determined a clear decrease of GOT1 cell viability in a time-
Result:
and dose- dependent manner.

Western Blot Analysis[2]

In Vitro Cell Line: GOTA cells
Concentration: 5 nM, 50 nM and 500 nM
Incubation Time: 24 hours
Significant levels of TrkA expression, faint TrkC expression and no TrkB
Result: )
expression.
Cell Cycle Analysis[2]
Cell Line: GOT1 cells
Concentration: 5 nM, 500 nM
Incubation Time: 72 hours
Result: Induced G1 cell cycle arrest.
Apoptosis Analysis[2]
Cell Line: GOT1 cells
Concentration: 500 nM
Incubation Time: 144 hours
Result: Induced apoptosis.
GNF-5837 (25-100 mg/kg; oral administration; once daily; for 10 days; mice) treatment inhibits tumor
growth in a mouse xenograft model derived from RIE cells expressing both TRKA and NGF[1].
In Vivo Animal Model: Mouse xenograft model[1]
Dosage: 25 mg/kg, 50 mg/kg, 100 mg/kg

Administration: Oral administration; once daily; for 10 days




72 and 100% tumor regression was observed at 50 and 100 mg/kg, respectively. At
Result:
25 mg/kg, only partial tumor growth inhibition was achieved.

Solvent&Solubility

In Vitro:
DMSO : 2 32 mg/mL (59.76 mM)
H,0 : < 0.1 mg/mL (insoluble)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1mM 1.8674 mL 9.3372 mL 18.6745 mL

Stock Solutions 5mM 0.3735 mL 1.8674 mL 3.7349 mL

10 mM 0.1867 mL 0.9337 mL 1.8674 mL
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