
Novel Human Peptide 
Agonists for GPCRs

G-protein coupled receptors (GPCRs) represent an important group of targets for 
pharmaceutical therapeutics. The completion of the human genome revealed a 
large number of putative GPCRs. However, the identification of their natural li-
gands, and especially peptides, suffers from low discovery rates, thus impeding 
development of therapeutics based on these potential drug targets. We describe 
the discovery of novel GPCR ligands encrypted in the human proteome. Hundreds 
of potential peptide ligands were predicted by machine learning algorithms. In vitro 
screening of selected 33 peptides on a set of 152 GPCRs, including a group of 
designated orphan receptors, was conducted by intracellular calcium measure-
ments and cAMP assays. The screening revealed eight novel peptides as potential 
agonists that specifically activated six different receptors in a dose dependent man-
ner. Most of the peptides showed distinct stimulatory patterns targeted at designat-
ed and orphan GPCRs. Further analysis demonstrated a significant in-vivo effect 
for one of the peptides in a mouse inflammation model.
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Number Description Std. Size

036-27 P-33 (Human) 100ug
036-28 P-58 (Human) 100ug
036-29 P-58-5 (Human) 100ug
036-30 P-58-4 (Human) 100ug
036-31 P-59 (Human) 100ug
036-32 P-60 (Human) 100ug
036-33 P-61 (Human) 100ug
036-34 P-63 (Human) 100ug
036-35 P-94 (Human) 100ug


