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U0 Approved drugs

Opioid receptors

Unless otherwizse stated all data on this page refer to the human proteins. Gene information is provided for human (Hs), mouse (Mm) and rat (Rn).
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u I\/I etab O I IteS Opioid and opioid-like receptors are activated by a variety of endogenous peptides including [Metlenkephalin (PENK, FO1210) (met), [Leulenkephalin

(PENK, P01210) (leu), B-endorphin (FOMC, P01189) (B-end), a-neocdynorphin (FDYN, P01213), dynorphin A (PDYN, P01213) (dynA), dynorphin B
(PDYN, PO1213) (dynB), big dynarphin (PDY¥N, P01213) (Big dyn), nociceptinforphanin FQ (N/OFQ (PNOC, G13519)); endomarphin-1 and endomaorphin-
2 are also potential endogenous peptides. The Greek letter names for the opioid receptors, g, & and k, are well established, and IUPHAR considers these

- names most appropriate [14]. The human N/OFQ receptor is considerad ‘opioid-related’ rather than opioid because while it exhibits a high degree of
u a. u ra. p ro u C S structural homaology with the conventional opioid receptors [35], it displays a distinct pharmacology.
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u y C e Ce p O S u e p e p eS p;:; 00000 d unofficial DOR, OP,, Delta opioid receptor, opiaid receptor A, DOP-r, DOR-1
Genes OPRD1 (Hs), Cprd 1 (Mm), Oprd? (Rn)
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u (I n aseS u I n O rg an I CS Ensembl ID EMSG00000116329 (Hs), ENSMUISE00000050511 (Mm), ENSRENCGO0000010531 (Rn)
UniProtKB AC P41143 (Hs), P32300 (Mm), P33533 (Rn)
Principal transduction Gyo

o D - . . Principal endogenous

u rote aS e S u A n tl b O d I e S agoni:tas ¢ B-endorphin (FOMC, P01189), [Leulenkephalin (PENK, PO1210), [Metlenkephalin (PFENK, P01210)
Selective agonists [D-Alajdeltarphin | pKy 9.35 [12,51]

U Other enzymes U Labelled ligands S

U Tran S p O rte rS Selective antagonists NTE pK; 10.0 [50,53]

naltrindale pk; 9.7 [42,53]

U Other protein targets U Nomenclature, key ligands, further reading
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[*Hlketanserin @ & Hs | Antagonist 86-97 PKs 28,57 W IP receptor @ | Aoonist Full agonist | 7.5-8.0 DK, - 17
[BH]N-methy'lspiperone @ @ & Rn Antagonist 91 DKQ 61 EF receptor Agonist Full agonist 6.68-7.25 pK; - 16 A
= EF, receptor Agonist Full aganist 56-80 pK; - 1.5
[*Hketanserin @ & Rn | Antagonist 8.8 pPKg4 61 oH DP, receptor Agonist Full agonist | 6.0-66 Pk, - 15
AC-90179 @ @ Hs | Inverse agonist 9.7 pKi 67 FP receptar Agonist Full agonist | 6.2 PK; - 1
EF- receptor Agonist Full agonis t 57 pK; - 1
risperidone ) M [S] Hs | Inverse agonist 93-100 |DpK; 29.31.60
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EF. receptor Agonist Full agonist 6.4 pECsg - G A d
LYg Disease: Familial hair loss: hypotrichosis Compoun dclass Synthetic organic u O e n C a- u re a.r I C eS I n ar aCO O g I Ca-
rital|| | OMIM: 278150 Approved drug? Yes (source - FDA (2004))
Orphan et 55654 International Nonproprietary Names 0 -
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mutation has also been reported.
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lloprostis used to treat pulmonary arterial hypertension, scleroderma, Raynaud's phenomenon and ischemia.
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