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Cat. No.: HY-106253 ®
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CAS No.: 381683-94-9 5
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Molecular Formula: C,H,.CLN.O,S g_
Molecular Weight: 746.14 g.
o

Target: Phospholipase ©n
Pathway: Metabolic Enzyme/Protease °
Storage: Please store the product under the recommended conditions in the Certificate of 3
Analysis. %
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BIOLOGICAL ACTIVITY

Efipladib is a potent, selective and orally active cPLA,a inhibitor with an ICsq of 0.04 uM and a Kq of 0.067 uMLL.

Description

1C50 & Target

In Vitro

In Vivo

cPLA2a
0.04 pM (|C50)

cPLA2a
0.067 uM (Ki)

Efipladib (10-25 uM; 24-72 h) increases COX-1 and PGE2 levels in PC3 and LNCaP cells!3],
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Western Blot Analysis(3!

Cell Line:
Concentration:
Incubation Time:

Result:

PC3 and LNCaP cells
10, 15,20 and 25 uM

72h

Significantly decreased cPLA2a activity. Increased COX-1 protein levels. Increased COX-2

protein levels in PC3 cells.

Efipladib (100 mg/kg; p.o.; BID for 31 days) reverses the severity in mouse collagen-induced arthritis (CIA) model[].

Efipladib (100 mg/kg; p.o.; once) significantly inhibits the nociceptive response 1 h after administration in the rat Complete

Freund’s Adjuvant (CFA) nociception model[],

Efipladib is unable to cross the BBB to gain access to the central compartment(2!,
Efipladib (100 nM; IT; 5 pL) reduces PGE2 levels in the cerebrospinal fluid in rats[2.

MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Animal Model:
Dosage:
Administration:

Result:

Mouse collagen-induced arthritis (CIA) model(t]

100 mg/kg

PO, BID for 31 days

Gave a dramatic reduction in the clinical disease severity score relative to the vehicle

treated group.
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Animal Model: Male Sprague-Dawley rats(?]

Dosage: 100 nM in 5 pL of 100% DMSO/rat
Administration: Intrathecal administration
Result: Reduced PGE2 levels in the cerebrospinal fluid (CSF) by 45-60%, yet there was no effect on

the nociceptive response.
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Caution: Product has not been fully validated for medical applications. For research use only.
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