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Overview: The G protein-coupled oestrogen receptor (GPE, provisional nomenclature) was identified following observations of oestrogen-
evoked cyclic AMP signalling in breast cancer cells (Aronica et al., 1994), which mirrored the differential expression of an orphan
7-transmembrane receptor GPR30 (Carmeci et al., 1997). There are observations of both cell-surface and intracellular expression of the GPE
receptor (Revankar et al., 2005; Thomas et al., 2005).

Nomenclature GPE
Other names GPR30, IL8-related receptor DRY12, flow-induced endothelial G protein-coupled receptor, GPCR-BR
Ensembl ID ENSG00000164850
Principal transduction Gs (Filardo et al., 2000), Gi/o (Revankar et al., 2005)
Selective agonists G1 (Bologa et al., 2006)
Selective antagonists G15 (Dennis et al., 2009)
Probes [3H]-Oestrogen (Revankar et al., 2005)

Antagonists at the nuclear oestrogen receptor, such as ICI182780 and tamoxifen (Filardo et al., 2000), as well as the flavonoid ‘phytoestrogens’
genistein and quercetin (Maggiolini et al., 2004), are agonists at GPE receptors.

Abbreviations: G1, 1-(4-[6-bromo-benzo{1,3]dioxol-5-yl}-3a,4,5,9b-tetrahydro-3Hcyclopenta[c]quinolin-8-yl)ethanone; G15, 4-(6-bromo-
benzo[1,3]dioxol-5-yl)-3a,4,5,9b-tetrahydro-3H-cyclopenta[c]quinoline; ICI182780, 7a-(9-[{4,4,5,5,5,-pentafluoropentyl}sulphinyl]nonyl)estra-
1,3,5(10)-triene-3,17b-diol
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