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ABSTRACT: G protein-coupled receptors (GPCRs), also known as seven-transmembrane domain receptors, is a large protein family

of transmembrane receptors that sense molecules such as hormone, neurotransmitters, drugs, chemotactic factors of physical and chem-

ical extracellular signals outside the cell and activate inside signal transduction pathways and, ultimately, induce cellular responses inc-

luding tumor growth, survival and migration. Many current drugs for cancer target to GPCRs , are directed towards only a few GPCR

members. Therefore, huge efforts are currently underway to develop new GPCR-based drugs, particularly for cancer. This article reviews

recent findings that present opportunities to interfere with major tumorigenic signals by manipulating GPCR-mediated pathways, such as

lysophospholipids acid (LPA), G protein coupling receptor 30 (GPR30) and Endothelin A subtype receptor .We also discuss current drug

regarding novel GPCR targets that may provide promising opportunities for drug discovery in cancer prevention and treatment.
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