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Sigma,; Receptor Ligands

Application

>

Method eliminates ambiguity associated with other sigma; receptor
assays: high expression of the cloned human isoform in a cell line
with undetectable levels of background signal.

Ideal for high-throughput screening (HTS) of sigma; receptor ligands

Alternative to assays based on membranes sourced from whole tissue

Details

>

Used full length coding region of the cloned human sigma; receptor
DNA (Genbank accession no. BC004899, ATCC MGC-3851).

Transfected into human breast adenocarcinoma MCF-7 cells with a
pcDNAS3.1 vector - stable expression after dozens of passages.

Untransfected cells show no detectable specific binding for the
commercially available sigma; receptor radioligand [*H]-(+)-
pentazocine.

Ultra high sigma; receptor expression levels (~100pmoles/mg
membrane protein) allow more assay points and higher signal
detection with less cells.

Cloned cells adapted for culturing in 10% bovine calf serum (BCS),
an affordable, viable alternative to fetal calf serum (FCS).

Proof of concept demonstrated with binding studies on over thirty
compounds representing a wide structural variety, including
antidepressants, drugs of abuse, neurosteroids, antipsychotics and
Sigmal receptor selective ligands.
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