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The amide bond is a fundamental molecular linkage omnipresent in nature, materials and drugs
(such as: Nylon, Kevlar, Proteins, 66% of drug candidates)!. Radioactive labelling is essential when
comes the study of Absorption, Distribution, Metabolism and Excretion (ADME) of drug candidates?.
However, classical ways of amide labelling requires a costly and environmentally harmful multi-step
radiosynthesis. Based on recent report on amide bond activation®#, we demonstrate a novel, direct and
late-stage way of amide labelling. Two approaches have been investigated: the trans-amidation for
deuterium labelling and the amide bond metathesis for carbon-13. Both methods were extensively

applied and (51 examples) and used on bioactive scaffolds with good isotopic incorporation.
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Bioactive molecules
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(NSAID, pain relief) (antihistamine) (Antihypertonic)
o]
0. o 0
- N/\ |
0. N
=< S ooy O
~N
N0 (0] O
H
[3C] Vesnarinone ['3C] Itopride ['3C] DEET
(Cardiotonic agent) (dyspepsia tratement) (Insect repellant)
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