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More screening studies of the asymmetric Friedel-Crafts reaction of indole 2a and

o,B-unsaturated ketone 3a®

10 mol% 1c n-Pr.

o 20 mol%
N ddit
©jr\> +n-Pr/\)J\ = \ ©
H solvent
2a 3a H 4aa
Entry  Catalyst Solvent T(C) t Yield® (%) Ee® (%)
1 1c DCM r.t. 18h 13 51
2 1c CHsCN r.t. 18h 13 6
3 1c i-PrOH r.t. 12h 44 47
4 1c DCM:i-PrOH:H,0=85:15:0.6 r.t. 12h 50 42
5 1c CH3NO,:i-PrOH=85:15 r.t. 12h 39 16
6 1c THF:i-PrOH=85:15 r.t. 15h 44 36
7 1c DCM:MeOH=95:5 r.t. 24h 39 46
8 1c DCM:i-PrOH=95: 5 r.t. 12h 39 55
9 1c DCM:i-PrOH=90:10 r.t. 12h 37 60
10 1c DCM:i-PrOH=85:15 r.t. 12h 44 58
11 1c DCM:i-PrOH=80:20 r.t. 12h 46 34
DCM:i-PrOH=85:15
12 1c 0.01M r.t. 3d 18 53
DCM:i-PrOH=85:15
13 1c 0.03M r.t. 3d 52 54
DCM:i-PrOH=85:15
14 1c 0.3M r.t. 12h 63 50
DCM:i-PrOH=85:15
15 1c 05M r.t. 12h 57 48
DCM:i-PrOH=85:15
16 1c 0.05M -10 6d 17 73
DCM:i-PrOH=85:15
17 1c 01M -10 6d 52 65
DCM:i-PrOH=85:15
18 1c 0.2M -10 6d 61 63
DCM:i-PrOH=85:15
19 1c 0.03M 0 40h 44 55
DCM:i-PrOH=85:15
20 1c 0.05M 0 36h 39 57
DCM:i-PrOH=85:15
21 1c 0.07M 0 36h 44 57

# Reaction was conducted with 2a (0.1 mmolz), 3a (0.2 mmol), catalyst 1c (0.01 mmol) and
CF3SO3H (0.02 mmol) at room temperarure. ° Isolated yield. © Determined by chiral HPLC
analysis.
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HPLC chromatograms
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