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ABSTRACT: Class C GPCRs are important receptors sub-family and involved in many physiologic and pathologic processes in

vivo. The monomer of these receptor is composed of transmembrane HD (heptahelical transmembrane domain), extracellular VFT (venus

flytrap domain), CRD (cysteine-rich domain) which between in VFT and CRD and intracellular C-tail. In the other hand, these receptors

could form constitutive and exclusive homodimer or heterodimer, and some members of them could also form high order oligomer. So

the complex structure of these receptor provide a complicated activation mechanism. In this paper, we reviewed the course and advance

of the research of activation mechanism of these receptors in different level included monomer, dimer and tetramer. Lastly we also point

the next research in this field and the significance and new insights of these researches to discover new drug.
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Fig.1 Structure model of Class C GPCRs and the binding site of drugs®.
Red, agonist or antagonist; Blue, PAM or NAM.
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Fig. 2 The model of allosteric change upon activation in Class C GPCR
3 A, the 3-D model of the VFTs/CRDs upon agonist®.; B, the diagram of
the allosteric change of the full Class C GPCRs dimer in different state.
Red ball, agonist; Blue square, Gd*; Green triangle, NAM C, the scheme

of HDs conformation in different state®,
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