
Product Name: Defactinib hydrochloride
Cat. No.: GC35827

Chemical Properties

Cas. No. 1073160-26-5

SMILES O=C(NC)C1=CC=C(NC2=NC=C(C(F)(F)F)C(NCC3=NC=CN=C3N(C)S(=O)(C)=O)=N2)
C=C1.[H]Cl

Formula C20H22ClF3N8O3S M.Wt 546.95

Solubility DMSO: 30 mg/mL (54.85 mM);
Water: < 0.1 mg/mL (insoluble)

Storage Store at -20°C

General
tips

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

Shipping
Condition

Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
blue ice upon request.

Structure

Protocol

Cell experiment [1]:

Cell lines Esophageal squamous cell carcinoma (ESCC)
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Preparation Method

The antiproliferative effect of Defactinib hydrochloride on ESCC cells was
evaluated using 3‐(4, 5‐dimethylthiazol‐2‐yl)‐5‐(3‐carboxymethoxyphenyl)‐2‐ (4‐
sulfophenyl)‐2H‐tetrazolium, inner salt (MTS) method. Briefly, 3 × 103 indicated
cells in 100μL of RPMI 1640 medium were seeded in 96‐well plates. Twenty‐
four hours later, cells were attached and treated with different doses of
Defactinib hydrochloride (0-25μM) for 72h. Then, the medium was discarded,
and cells were incubated with MTS solution for 1h. Plates were scanned
spectrophotometrically at 490nm, and the number of viable cells was positively
correlated with the formazan product.

Reaction
Conditions 0-25μM; 72h

Applications Defactinib hydrochloride significantly inhibited the growth of tumor cells.

Animal experiment [2]:

Animal models NCI-H358 cells xenograft tumor mice model

Preparation Method

A suspension of NCI-H358 cells (4 × 10 6 cells) was subcutaneously injected
into the right flank of 6-week-old female BALB/c nu/nu mice and maintained
under pathogen-free conditions. When tumors reached approximately 70-
120mm in size, mice were randomly divided into four groups (n = 6 per group):
1) vehicle, 2) Defactinib hydrochloride (10mg/kg), 3) avutometinib (0.3mg/kg),
and 4) avutometinib plus Defactinib hydrochloride. Avutometinib and Defactinib
hydrochloride were dissolved in 20% hydroxypropyl-β-cyclodextrin/normal
saline. Dosing was continued once daily by oral gavage until day 28, and the
body weight and general condition of the mice were monitored daily.

Dosage form 10mg/kg; ig; 28d
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Applications Defactinib hydrochloride monotherapy inhibits tumor growth.

References:
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Background

Defactinib hydrochloride is a small molecule kinase inhibitor that selectively inhibits FAK and Pyk2
[1]. Defactinib hydrochloride inhibits FAK autophosphorylation (e.g., at Tyr397) and blocks integrin-
mediated downstream RAS/MEK/ERK and PI3K/Akt signaling pathways, thereby inhibiting tumor cell

proliferation, migration, survival, and angiogenesis [2-3]. Defactinib hydrochloride is commonly used

to treat recurrent KRAS-mutant low-grade serous ovarian cancer [4].

In esophageal squamous cell carcinoma, Defactinib hydrochloride (0-25μM; 72h) significantly

inhibited the growth of tumor cells [5]. In A549 cells, Defactinib hydrochloride (1μM; 48h) partially

abolished G9a-enhanced invasion in cells [6].

In NCI-H358 cells xenograft tumor mice model, Defactinib hydrochloride (10mg/kg; ig; 28d)

monotherapy inhibits tumor growth [7]. In A427 cells xenograft tumor mice model, Defactinib

hydrochloride (10mg/kg; ip; 21d) inhibits tumor growth [8].
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