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Abstract Diethylamine, one of the important organic chemicals, is widely used in preparation of pharmaceutical intermediates, and
is often an important candidate of active fragments of drugs. It is reported that replacing H atom of N-alkyl with D atom would
improve drug pharmacokinetic properties. This paper further develops the diethylamine—d,, synthetic process which uses ethanol-d; as
the starting material, with an overall yield of more than 40% for the three reaction steps and the deuterium abundance of

diethylamine—di, being more than 98% . These results are useful for development of novel deuterium drug candidates containing

diethylamine—d, fragments.
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Fig. 2 Synthesis of diethylamine—di,
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Table 1 Toluene sulfonamide hydrolysis
' iz By EE/C 15 ] /h 1%

1 70% 2 — EM 0.5 —
2 T0% B R — Tl 120 0.5 —
3 70% i i — itk 120 1 —
4 70% B IR — T 150 1 —
5 98% i iR — 85 SR Y —
6 98%Hi i — Tl 120 1 —
7 WEhIR — [l i R —
8 WeARR : 2 1R=1:3 A 110 FUR( 3 —
9 WRERR : L R=1:3 ERigs 110 FUELY —
10 3B% AR LRI TR — 65 5 100

3 Zip 337-341.
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