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Synthesis and Radiolabelling of [ *F |[FEDPA as an Imaging
Agent for Apoptosis

GUO Xin-yan', WANG Hong-liang', JIN Yan-feng', LIU Ying-hua',
TANG Gang-hua™ ", JJANG Shen-de'*”

1. School of Pharmaceutical Science and Technology, Tianjin University. Tianjin 300072, China;
2. PET-CT Center of Department of Nuclear Medicine, The First Affiliated Hospital
of Sun Yat-Sen University, Guangzhou 510080, China

Abstract; Synthesis and fluoro-radiolabelling of apoptosis imaging agent ['*F JFEDPA were
reported. The labeling precursor 2-{2-[ 2-(3, 5-bis (2, 2 ’-dipicolyaminomeyhyl)-phenoxy)
ethoxy J-ethoxy}ethyl amine was prepared with the total yield of 5% (based on compound 4).
'"“F-labeling of the precursor gave ['® F]FEDPA. The radiochemical yield is (8.9+0.3)%
(n=2, decay corrected) and radiochemical purity is 77% determined by HPLC.
Key words: “F-labeling; apoptosis; ['**FJFEDPA; synthesis
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Fig. 2 Retrosynthetic analysis of target compounds
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Fig. 3 Synthesis of compound 3
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Fig. 4 Synthesis of compound 7
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Fig. 8 Radioactive(a) and UV (b) chromatogram of the prepared FEDPA
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Table 1  Radiochemical yield of ["* FJFEDPA
at different conditions
. BRI AR IE SR Y
el i o
(Reaction time) / (Decay corrected
(Solvent) (Base)

min yield)/ %

MeCN K, CO; 120 3.240.6(n=3)

DMSO 0.1 g/mL NaOH(aq) 100 2.0£0.1(n=2)

DMF K;COs3 105 8.940.3(n=2)

5 ¥ € L DMF i ), DL K, CO,y Ry i 7E
135 °C F % 30 min, 15 3| [ F]FEDPA, #5i0 %
(8.9£0.3) % (n=2), 4r#rii [ FJFEDPA ji
ECRAR I FZ R . (D [PFIFEOTs By fk2%
afi BRI (2) WA 1A e AL R BN, HA K
F ) L 325 8 H AR = W i AR iC R AR A, A it — 20
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4 4 g

[“FJFEDPA J& A 17 3 i 59— Fi ke 10 20 it 4
ToH W L E B2k PET ALK, A< BF 58 % Al
1A ML Tkt IR E 1 1E
NHETAR AT TUF prad il L FJFEDPA, & i i}
] & 105 min, FRic % (8.9 £ 0.3) % (£ K IE,
n=2) ,HPLC Kl B St 2= 4l i hy 77 %,
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