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Abstract

G protein coupled receptors (GPCR) are a superfamily of membrane sensors with the key rolesin
physiology and as pharmacological targets. G PCR kinases (GRK) constitute afamily of seven
serine/threonine protein kinases that specifically recognize and phosphorylate agonist-activated GPCR,
thereby terminating the GPCR-mediated signal transduction pathway. Recently researches found that
GRK aso interact with non-GPCR or participate in signal transduction in non-phosphorylated manner.
Besides, GRK activity is mediated by multiple factors. In this article, the function of GRK, the
regulation of GRK activity and GRK-mediated functions in human cancers were reviewed.
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