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ABSTRACT Since the translocator protein (TSPO) is involved in neurodegeneration diseases, many scientists’ interest has
been focused on the development of a ligand targeting TSPO. A novel compound based on pyrazolo[1,5 -a]
pyrimidine structure, DPA-714, has been studied and considered as a TSPO ligand with high affinity. In this
highlight review, several researches for the novel radioligand for the translocator protein are illustrated.
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Scheme 1. Synthesis of DPA-714 and the radiolabelling precursor for ®F-DPA-714.
(a) Sodium methoxide, acetonitrile, 100°C; (b) N,N-Diehtylchloroacetamide, sodium
iodide, sodium hydroxide in 80% ethanol, reflux; (c) Hydrazine hydrate, acetic acid,
ethanol, reflux; (d) 2,4-Pentadione, ethanol, reflux; (e) Boron tribromide solution 1.0
M in tetrahydrofuran, dichloromethane, -60°C; (f) 1. Sodium hydride, tetrahydrofuran,
5°C; 2. 1,2di(tosyloxy)ethane, dichloromethane, reflux; (g) 1. Sodium hydride,
tetrahydrofuran, 5°C; 2. 1-fluoro-2-tosyloxyethane, dichloromethane, 60°C
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Scheme 2. Radiosynthesis of ®F-DPA-714.
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