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Chemical Properties

Cas. No.

Chemical
Name

SMILES

Formula

Solubility

General
tips

Shipping
Condition

Structure

Protocol

755037-03-7

4-(4-(3-(4-chloro-3-(trifluoromethyl)phenyl)ureido)-3-fluorophenoxy)-N-
methylpicolinamide

CNC(=0)C1=NC=CC(=C1)0C2=CC(=C(C=C2)NC(=O)NC3=CC(=C(C=C3)CI)C(F)(F)F)
F

Co1H15CIF4N40O3 M. Wt 482.82

>100mg/mL in DMSO Storage Desiccate 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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Cell experiment [1]:

Caution: Product has not been fully validated for medical applications. For research use only.
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Cell lines NCI-H1703, NCI-H2170, SK-MES-1 cells

Lung squamous cell carcinoma (LSCC) cell lines were exposed to different
concentrations of Regorafenib for 24, 48, and 72h, 0-5uM for NCI-H1703 and 0-
20uM for NCI-H2170 and SK-MES-1. Cell proliferation was measured by SRB
assay.

Preparation Method

Reaction
0-20uM; 24, 48, 72h
Conditions H
Applications Regorafenib decreased the survival fractions of LSCC cells in a dose- and time-

dependent manner.

Animal experiment [2]:

Animal models Female athymic nu/nu mice

Mice with orthotopic adrenal SK-N-SH neuroblastoma xenograft tumours were
treated with vehicle or Regorafenib. Mice in group 1 were gavage-fed once daily
with vehicle alone, while the other group of mice was fed once daily with
Regorafenib at 30mg/kg. Both groups of mice were treated for 14 days and then
euthanised by CO» followed by cervical dislocation. Tumours were harvested,

Preparation Method

weighed and photographed.

Dosage form 30mg/kg; 14 days; p.o.
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Regorafenib reduces xenograft tumour growth. The average final weight of the
Applications tumors in the control group was 2.16g, while the average final weight of the
tumors in the Regorafenib-treated group was only 0.35¢.
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Background
Regorafenib is an orally active multi-kinase inhibitor with IC 5q values of 13/4.2/46, 22, 7, 1.5 and
2.5nM for VEGFR1/2/3, PDGFRB, Kit, RET and Raf-1, respectivelyl]. Regorafenib has good anti-

tumor and anti-angiogenic activities!2> 31,

In vitro, Regorafenib (0-20uM) treatment of lung squamous cell carcinoma (LSCC) cell lines (NCI-
H1703, NCI-H2170, SK-MES-1 cells) for 24-72h, inhibited cell proliferation in a dose- and time-

dependent manner and induced cell GO/G1 phase arrest(4]. Regorafenib (2.5-10uM) treatment of
HepG2 cells for 24-96h, inhibited cell growth in a dose- and time-dependent manner, induced cell

apoptosis, and increased the level of phosphorylated c-Junl®l.

In vivo, oral treatment of mice with adrenal SK-N-SH neuroblastoma orthotopically implanted with
Regorafenib (30mg/kg) for 14 days, significantly inhibited tumor growth in the mice, with the average
final weight of the tumor in the control group being 2.16g and the average final weight of the tumor in

the Regorafenib-treated group being only 0.359[6]. Oral treatment of mice with metastatic colon
cancer model with Regorafenib (30mg/kg) for 14 days, inhibited tumor growth and metastasis in the
mice, significantly reduced tumor angiogenesis, and significantly reduced the number of infiltrating

macrophages[7].
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