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Fragment Screening of GPCRs Using Biophysical Methods

Fragment library screening using TINS (Target Immobilized NMR Screening)

Reference @ Target
A A m
N ‘% a
=
At E g
A = A =
Dual-cell sample holder @
Reflerer:cet;_ocr!r_lpA (Minimal small 1H NMR spectrum
molecule binding) Reduction in peak intensity
=> Cancel out non-specific binding, =_fragment binding
reduce the hit rate of false positives.

ldentification of Ligands of Adenosine A,, Receptor with Novel Biological Activity

)

Immobilized A,, StaR (Green)
maintained 60% the activity
in five days at 4°C.

Hits
\Validatio

Found out both orthosteric and allosteric modulators

Hit-to-lead
elaboration




