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Abstract

The Ghrelin receptor (GHS-R1a for Growth Hormone Secretagogue Receptor type 1a) is a G protein-
coupled receptor (GPCR) that mediates in particular ghrelin-induced growth hormone secretion, food intake,
and reward-seeking behaviours. Because of its probable involvement in several physiological disorders
such as obesity and drugs/alcohol addictions, GHS-R1a represents a major target for the development of
therapeutic molecules.
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We have developed a series of selective potent Ghrelin receptor
ligands [1-5] including agonists, antagonists, partial agonists and
inverse agonists. The design, synthesis and pharmacological
evaluations of these compounds will be detailed and discussed.
Among the ghrelin receptor agonists we have developed in our
laboratory, compound JMV1843 showed particular interesting
properties. The story of compound JMV1843, an orally active ghrelin
agonist that is today commercialized (Macimorelin®, Macrilen®) [1,6]
for the diagnosis of adult growth hormone deficiency (AGHD) will be
presented.
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JMV 1843: Aib-(D)Trp-g-(D)Trp-CHO




