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Description

Sertaconazole nitrate is a topical broad-spectrum antifungal that is developed to provide an additional
agent for the treatment of superficial cutaneous and mucosal infections. Target: Antifungal Sertaconazole
nitrate reduces the release of cytokines from activated lymphocytes and mitigated inflammation in animal
models of irritant contact dermatitis and neurogenic inflammation in a dose-dependent fashion.
Sertaconazole nitrate is found to inhibit the proliferation of stimulated human lymphocytes with IC50 of 4
ug/mL [1]. Sertaconazole nitrate inhibits ergosterol synthesis by blockade of the P450-dependent enzyme
pathway that catalyzes the methylation of lanosterol to ergosterol, thus inhibits fungal cell growth.
Sertaconazole nitrate binds directly to nonsterol lipids in the membrane, which interferes with the regulation
of the permeability of fungal cell membranes, thus induces fungal cell death [2]. The mean ear weight of
Tetradecanoyl phorbol acetate (TPA)-challenged murine treated with sertaconazole nitrate (1%) is 7.23 mg
compared with 14.7 mg for controls, indicating a statistically significant reduction in irritant dermatitis.
Sertaconazole nitrate 1% elicits a significant reduction in Resiniferatoxin-induced ear edema when
compared with controls in CD-1 mice. Topical treatment with sertaconazole nitrate 1% significantly inhibits
contact hypersensitivity and decreases the content of the pro-inflammatory cytokines TNFa, IL-2, and IFNy
in oxazolone exposed murine skin [1]. Clinical trials with sertaconazole nitrate cream 2% show efficacy in
the treatment of superficial cutaneous fungal infections [2]. Sertaconazole reduces inflammation via
inducing PGE2 production and the COX-2 inhibitor blocks sertaconazole from exerting its anti-inflammatory

effects in a mouse model of TPA-induced ear edema [3].

Solvent&Solubility

In Vitro:
DMSO : 2100 mg/mL (199.69 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.9969 mL 9.9844 mL 19.9688 mL
Stock Solutions 5mM 0.3994 mL 1.9969 mL 3.9938 mL
10 mM 0.1997 mL 0.9984 mL 1.9969 mL
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135 KT RN R A]: 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (4.99 mM); Clear solution
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