New Product Highlights

Cinalukast (Ro 24-5913): subtype selective, orally active,
cysteinyl leukotriene (CysLT,) receptor antagonist

First available from Sigma-RBI!

Cysteinyl leukotriene (CysLT) receptors mediate a range of
pro-inflammatory effects, such as constriction of airways
and vascular smooth muscle, increased permeability of
endothelial membranes leading to plasma exudation and
edema, and enhanced secretion of thick, viscous mucus.
CysLT leukotriene receptors have therefore been implicat-
ed in a range of inflammatory diseases, notably asthma
[1-3]. There are at least two subtypes of CysLT leukotriene
receptors, referred to as CysLT, and CysLT,, and although
there is some evidence for further subdivision, this remains
to be confirmed [4].

Sigma-RBI is pleased to be the first company to offer the
subtype selective CysLT, receptor antagonist, cinalukast
(Ro 24-5913; Prod. No. € 6239). Cinalukast has been
shown to be highly potent, specific and orally active, as
well as possessing a long duration of action. /n vitro,
cinalukast competes with [*H]-LTD, binding to CysLT,
leukotriene receptors present in guinea-pig lung
membranes, displaying an IC,, value of 6.4 nM [4]. When
administered intravenously (i.v.), orally or by aerosol to
guinea-pigs, cinalukast produced a dose-dependent inhibi-
tion of both the non-subtype selective CysLT agonist LTC,-
(Prod. No. L 4886) and the CysLT, selective agonist LTD,-
(Prod. No. L 5011) induced bronchoconstriction, (1D,
values 0.06, 0.13 mg/kg (i.v); 0.06, 0.12 mg/kg (orally)

and IC,, values 0.009, 0.008 % (aerosol), respectively) [4].
In addition, cinalukast induced 100% inhibition of both
LTC,- and LTD,- induced bronchoconstriction at a dose of
1 mg/kg [4]. Moreover, a single oral dose of cinalukast (10
mg/kg) produced a long-lasting inhibition of broncho-
constriction, with pharmacological effects being observed
within 1 hr and maintained for up to 36 hr [4].

In summary, cinalukast is a potent, orally active CysLT,
receptor antagonist that should serve as a useful research
tool to study the role of this receptor in asthma as well as
other inflammatory diseases.
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[ Over 90 assays kits in the areas
of apoptosis, cyclic nucleotides,
lipid signaling, neuroscience,
phosphorylation and more!

[ Featuring overviews on schizo-
phrenia, depression, anxiety,
bipolar disorder, attention-
deficit hyperactivity disorder

[ Featured products include:
phosphoELISAs, ELISAs,
Starbright® Fluorescent
technology, enzyme immuno-
assays and more!

[ Over 350 products are featured,
including over 50 new products
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Apoptosis Poster
['] Over 300 products

[1 Numerous pathway illustrations

apoptosis pathways outlining
Fas signaling, caspase cascades,
activation and inhibition of
apoptosis and much more!

600 kits and reagents for
apoptosis research are
featured, including over 50
new products

Contact local Sigma-Aldrich Office

.800.325.5832 (US) Outside US:

1

.800.325.3010 (US) Technical Service:

1

Order:

15

SIGMA
RBI



http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=C6239&Brand=SIGMA
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=L4886&Brand=SIGMA
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=L5011&Brand=SIGMA
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=C6239&Brand=SIGMA

