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Description

E7820 is an angiogenesis inhibitor by suppressing integrin a2, a cell adhesion molecule expressed on

endothelial cells.

In Vitro

E7820 treatment inhibits proliferation of HUVEC induced by either bFGF and VEGF in serum-free medium
with IC50 values of 0.10 and 0.081 pg/mL, respectively. E7820 also inhibits both bFGF- and VEGF-driven

tube formation of HUVEC in this assay. The IC50 values are 0.20 and 0.24 pg/mL, respectively[3].

In Vivo

E7820 (50 mg/kg) with erlotinib has a significantly synergistic antitumor effect in three xenograft models
without severe body weight loss. E7820 (50 mg/kg) and erlotinib decrease MVD and enhance apoptosis in
tumor-associated endothelial cells, inhibit tumor cell proliferation and enhanced apoptosis, and enhance
inhibition of cell proliferation and apoptosis through activation of both intrinsic and extrinsic apoptosis
pathways in human NSCLC xenograft models[1]. E7820 shows anti-tumor activity at doses of 50, 100, and
200 mg/kg in the tumor growth and a2-integrin expression experiments[2]. E7820 (50, 100, and 200 mg/kg)
inhibits tumor growth in a dose-dependent manner in all s.c. xenograft models. E7820 completely inhibits
s.c. tumor growth of LoVo tumor cells and also regresses the tumor mass of KP-1 tumor cells at the

dosages of both 100 and 200 mg/kg[3].

Solvent&Solubility

In Vitro:

DMSO : 100 mg/mL (297.29 mM; Need ultrasonic)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.9729 mL 14.8646 mL 29.7292 mL
Stock Solutions 5 mM 0.5946 mL 2.9729 mL 5.9458 mL
10 mM 0.2973 mL 1.4865 mL 2.9729 mL
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1A T IR IAAR:  10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (7.43 mM); Clear solution
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2R IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: =2.5 mg/mL (7.43 mM); Clear solution

M7 RTFRAS 2 2.5 mg/mL (7.43 mM, TERTEERA) RIS IATT .

PL 4 mL TAER ], B 100 pL 25.0 mg/mL 95 DMSO %8N 900 uL 20% ¥ SBE-B-CD £
KA, IREIA .

A KIF IR IR R]: 10% DMSO  —90% corn oil
Solubility: = 2.5 mg/mL (7.43 mM); Clear solution

BET7 T RAT 2 2.5 mg/mL (7.43 mM, ATEEARA) BB S5 RANE R T 9L A A A LR

Bl mL TAER 6], B 100 pL 25.0 mg/mL [93#5% DMSO fi§ &% 900 L Fkiheh, REe#4.
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Cell Assay

Tumor cells are plated at 1 to 2x10° cells/well on 96-well plates in 0.1 mL of RPMI 1640 containing
10% fetal bovine serum. After 24 h, either E7820 or vehicle is added to duplicate cultures of cells,
and at 2 or 3 days after addition of E7820, the ratios of surviving cells are measured by the
3-(4,5-dimethylthiazol-2-yl)-2,5-diphenyltetrazolium bromide assay. All experiments are done at

least in duplicate and repeated twice. [3]

Animal Administration

A549, H1975, and H1650 cells are s.c. inoculated into 9-week-old female nude mice. Approximately
10 days after inoculation, E7820 (25 and 50 mg/kg) is given orally twice daily and erlotinib (60
mg/kg) is given orally once a day for 3 weeks. Tumor volume (TV) and relative TV (RTV) are
calculated by using a formula described previously. The combination effect on RTV is analyzed by

using two-way anova. [1]
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