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Studies on the Cacchi reaction in solution.

o Alkyne, ' 0
Pd(PPhg),Cly, Cul
Meo/u\@ ! , MeO A
OH O
Entry Alkyne Conversion Yield (%)*

1 :—Q >99% 75
2 /L >99% 65
o~ TOH 0

3 % >99% 65
(o]
5 /lL i ]
// OEt
(0]
6 ///LOH >99% 65
7 =~ NH— >99% 42
N7
8 z q >99% 67
o kP |
9 z n*u@ >99% 76
i-Pr
o F
J 0
10 7Ny >99% 60
F
1
1 = N Totu >99% 77

a) Crystallized products.
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Larock synthesis of indoles

Reaction study.
R Ph 5% mol Pd(OAc), CH, Ph
! 5 eq. base, DMF R, R,
L, - | SIS+ e
| 85% yield N N
Me R R,
1 2

Entry R, R, Base Additive T°C Conv. Ratiao
1 H H KOAc LiCl 100 >99% 812//21 8
2 H H KOAc - 100 >99% 84/16
3 H Ac KOAc LiCl 100 >99% 81/19
4 COOMe H KOAc LiCl 100 >99%  78/22
5 COOMe H KOAc LiCl 80 >99% 83/17
6 COOMe Ac KOAc LiCl 100 >99% 82/18
7 COOMe Ac KOAc - 100 >99% 81/19

8 COOMe H TMG - 100 nr -

9 COOMe H ™G LiCl 100 nr -

10 COOMe Ac TMG - 100 nr -
11 COOMe Ac T™MG LiCl 100 >99% 73727
12 COOMe H TMG DPPF 100 >99% 87/13
13 COOMe H TMG TPP 100 >99% 87/13
14 COOMe H NBu,OAc — 100 >99% 92/8

a) Evaluated by GC.
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