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: Aim of the work

To find an economically sound enzymatic process for
the synthesis of enantiopure aminoacid derivatives

e

First generation system: Enzymatic Kinetic Resolution
e Solvent: MTBE/aqueous buffer (biphasic system)
 Catalyst: Alcalase” in liquid form
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Second generation system: Enzymatic Dynamic kinetic
Resolution

e Solvent: Wet t-BuOH (monophasic system)

e Catalyst: Alcalase” in solid form
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Dynamic Resolution

The catalyst
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Alcalase CLEA® is employed as catalyst:
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Substrate Product Product DBU [equiv.] Enzyme Amine Reaction . .
(isolated ee% Loading  [equiv.]  time [h] 50°C 150°C
yields, %) W/w] Alcalase DBU
la 1b (82) 08 2 1:1 2 7 benzylamine
1la 1c (76) 99 4 1:1 1.2 I Resolutlon
la 1d (89) 98 3 2:1 1.2 5
2a 2b (60) 99 2 1:1 3 30
2a 2¢ (63) 99 4 4:1 1.2 24
2a 2d (87) 99 2 4:1 1.2 24
3a 3b (66) 99 2 2.5:1 3 168
3a 3c (65) 98 2 2:1 1.2 30 Catalyst: Alcalase® on silica
3a 3d (69) 96 2 1:1 1.2 30 | Racemization
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