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Advances in structure and pharmacological function of
temperature-sensitive TRPV2 channel
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Abstract: Transient receptor potential vanilloid ion channel subtypes 2 (TRPV2) is a calcium permeable
nonselective cation channel. TRPV2 is expressed in nerves, blood vessels, spleen, and other organs, and participates
in the regulation of a variety of important physiological functions, such as nociception, neural development, and
immune response. Here we reviewed the research progress on the structure, modulators, and physiological functions
of TRPV2 channel to provide references for future research.
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Figure 1  Cryo-electron microscopy (Cryo-EM) structure of the transient receptor potential vanilloid ion channel subtypes 2 (TRPV2) ion
channel. A: The atomic model of TRPV2 built from the EM density, showing four-fold-symmetric TRPV2 tetramer. Each protomer is
presented by different color (PDB ID: 5AN8™): B: A view of the protomer domain of TRPV2 (PDB ID: 5AN8™); C: Cartoon diagram of
the TRPV2 channel, and the corresponding amino acid positions of main domains. VSLD: Voltage-sensor like domain; S5-P-S6: The pore
domain between S5 and S6 helix; ARD: Ankyrin repeat domain; HLH: Helix-loop-helix; N: N-terminal; C: C-terminal
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Table 1 Summary of TRPV2 modulators. EC,;: Half effective concentration; IC,;: Half inhibitory concentration; 2-APB: 2-Aminoethoxy-

diphenyl borate; CBD: Cannabidiol
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Figure 3 Expression and physiological function of TRPV2 channel

Blood pressure control
7 it bl

Intracellular side

TRP domain

M Site 1; 2-APB [0 Site 2: CBD
B Site 3: SET-2 B Site 4: Murraxocin
Pore blocker : @ Ruthenium red @ Tranilast © SKF96365

Figure 2 Schematic diagram of molecular structure and pharma-
cology of TRPV2. Different colored squares represent the TRPV2
binding sites by several compounds, and different colored balls
represent the TRPV2 pore blockers
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TRPV2 5| JE JE K 480 i it FURL SR, A — WU 7 42
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