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Chaki et al. Eur. J. Pharmacol. 1994, 251, R1  Akunne et al., Neuropharmacology, 1997,
36(1), 51 -2 .
-1 -2
300~400g Hartley (guinea pigs)( )
( ) 50mM Tris-HCI ( -1
pH 7,4 , pH 8.0 ) 25 (W/V)
4 10 48,000%g
2
10 (W/V) - 50mM Tris-HCI
2ml (aliquot) , 1 -80
-1- (L 3 HI(H) )
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-1 (radioligand) [ 3H](+)-
2.4nM) 50mM TRIS-HCI, pH 7.4 500
10 -
2 , Whatman GF/C
ml 3 . 4ami
-2- ([ 3 HIDTG)
-2 50mM TRIS-HCI, pH 8.0, 0.5ml
200nM  (+)-SKF10047
. 10 -
-1 -2 IC50 KELL RADLIG v.6.0.5
[ 1
EES A0 1 AlT10F 2
1C50(nM) oxe %
anu;"@ 2.1 55.7
m::@ 2.0 43.9
m:g@ 13.9 36.8
°'m§@ 12.1 12.5
>\/©/:N'/\E‘j(>cl 35.7 51.4
_ANH O 2.5 27.4
e "O 2.1 ND
HN Cl
©)\A'O 10.8 27.1
yee
,O 10.2 70.2
1)10nM % ND =
[ 1

- 13 -

10-2004-0007672

(
127.5pg
, 25
- 4.5
Beckman
168.8 , -1
3.6nM[ 3 H]DTG
-1
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A0k A1 AlZ20F 2

AHE %D A X2 %D

5 N HCH 5
NH, HC 42.9 31.3
cl
N/H01 S 33.6 21.7
NH, HCI
cl

=

c
N HCI
i

a NH, H

o N HCH
. NH,, HCI 57.3 48.3

Cl-
am 71.9 39.9
w o
N HC
NH, HCl 26.1 38.2
Cl
o _NH 66.1 72.7
N
NH 52.7 6.1
H’J%o
/é/\(\ HCL
P NH, HCl 56.9 48.3

HCl
_NHHC 63.2 57.9
Cl/é/E\% 74.5 24.3

75.6 75.0
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1- —2—(tert- ) -3-
DMF N-tert- (1.42mmol) (2equiv) , N-
(2equiv) . 50 15 20 . (0.5mL)
- 5 1 b b
NaCl . 2
. , 1- -2-(te
rt- ) -3- : 85%
2
a- 1- -2-(1- )
a-1- -2-(tert- ) -3- (2mmol) (2equiv)
(1.1equiv) 24 .
; (MgS04)
6% HCI-MeOH 2 . THF
a-1- -2-(1- ) : 50%

1H-NMR(DMSO-D6, 200MHz), & 1.61(m, 4H), 1.81(m, 4H), 2.92(m, 2H), 3.23(m, 6H), 4.05(m, 1H), 7.36(s, 5
H), 8.83(br, 3H), 10.79(br, 1H)

3

a- 1- -2-(1- )

2 a-1-  -2-(1- )
1H-NMR(DMSO-D6, 200MHz), & 2.98(t, 2H), 3.21(d, 3H), 3.39(q, 2H), 3.61(m, 1H), 3.87(s, 4H), 4.13(m, 1H),
7.33(s, 5H), 8.81(br, 3H), 11.31(br, 1H)

___ 4

a- 1- -2-(1- )

2 d-1-  -2-(1- )

1H-NMR(DMSO-D6, 200MHz), & 1.89(t, 4H), 3.08(m, 1H), 3.20(m, 3H), 3.41(m, 1H), 3.60(m, 3H), 3.94(m, 1
H), 7.32(s, 5H), 8.87(br, 3H), 11.11(br, 1H)

5
[/ =1-  -2-(N- )
2 a-1- —2(tert- ) -3-
/-1- —2-(tert- ) -3- /-1-  -2-(N-

1H-NMR(DMSO0-D6, 200MHz), & 2.50(s, 4H), 2.79(m, 1H), 3.17(d, 1H), 3.40(m, 1H), 3.64(d, 2H), 7.29(s, 5H)
, 8.41(br, 3H)

6

1 -1- -2-(1- )

- 20 -
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2 a- 1- —2—(tert- ) -3-
/-1- —2—(tert- ) -3- /-1- -2-(1-

1H-NMR(DMSO-D6, 200MHz), & 1.89(t, 4H), 3.08(m, 1H), 3.20(m, 3H), 3.41(m, 1H), 3.60(m, 3H), 3.94(m, 1
H), 7.32(s, 5H), 8.88(br, 3H), 11.15(br, 1H)
7

a- 1- -2-(1- )

2 d-1- -2-(1- )

1H-NMR(DMSO-D6, 200MHz), & 1.34(m, 1H), 1.75(m, 5H), 2.91(m, 1H), 3.09(m, 3H), 3.59(m, 1H), 4.13(m, 1
H), 7.32(s, 5H), 8.77(br, 3H), 10.57(br, 1H)

8
1- -2-(1- )
2 a-1- -2—(tert- ) -3-
1- -2-(tert- ) -3- 1- -2-(1-

)

1H-NMR(DMSO-D6, 200MHz), & 1.89(t, 4H), 3.08(m, 1H), 3.20(m, 3H), 3.41(m, 1H), 3.60(m, 3H), 3.94(m, 1
H), 7.32(s, 5H), 8.88(br, 3H), 11.15(br, 1H)

9
1-(3.4- )-2-(1- )
2 a-1- —2—(tert- ) -3-
1- —2—(tert- ) -3-(3,4- ) 1-(3,4-

)-2-(1- )

1H-NMR(DMSO0-D6, 200MHz), & 1.95(m, 4H), 3.13(m, 4H), 3.50(m, 4H), 3.99(m, 1H), 7.40(d, 1H), 7.65(d, 1
H), 7.73(s, 1H), 8.71(br, 3H), 11.11(br, 1H)

10
1-(4- )-2-(1- )
2 a-1- -2—(tert- ) -3-
1- -2-(tert- ) -3-(4- ) 1-(4-
)-2-(1- )

1H-NMR(DMSO-D6, 200MHz), & 1.98(m, 4H), 3.12(t, 3H), 3.34(t, 2H), 3.58(t, 3H), 3.97(m, 1H), 7.46(s, 4H),
8.75(br, 3H), 11.16(br, 1H)

11

1-(3- )-2-(1- )

2 d-1- —2-(tert- ) -3- 1- -2
—(tert- ) ~3-(3- ) 1-(3- )-2-(1- )

-21 -
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1H-NMR(DMSO-D6, 200MHz), & 1.64(m, 4H), 1.85(m, 4H), 3.03(m, 4H), 3.25(m, 4H), 4.10(m, 1H), 7.41(s, 3

H), 7.55(s, 1H), 8.77(br, 3H), 10.79(br, 1H)

12
1-[4-(tert- )  1-2-(1- )
2 a-1- -2-(tert- ) -3-
(tert- ) -3-(4-tert- ) 1-[4-(tert-
)

)

1-

1-2-(1-

1H-NMR(DMSO-D6, 200MHz), & 1.27(s, 9H), 1.56(m, 4H), 1.80(m, 4H), 2.97(q, 2H), 3.21(m, 4H), 3.50(m, 2

H), 4.05(m, 1H), 7.36(d, 4H), 8.98(br, 3H), 10.88(br, 1H)

13
1-[4-( ) 1-2-(1- )

2 a- 1- —2—(tert- ) -3-
(tert- ) ~3-(4- ) 1-[4~(
(1- )

1-

—2-
1-2-

1H-NMR(DMSO-D6, 200MHz), & 1.60(m, 4H), 1.81(m, 4H), 3.16(m, 4H), 3.32(m, 4H), 4.14(m, 1H), 7.69(d, 4

H), 8.86(br, 3H), 10.81(br, 1H)
14

1-(4- )-2-(1- )

2 d-1- ~2—(tert- ) -3-
(tert- ) ~3-(4- ) 1-(4-

)-2—(1-

1H-NMR(DMSO-D6, 200MHz), & 1.60(m, 4H), 1.80(m, 4H), 3.05(m, 2H), 3.21(m, 4H), 3.48(m, 2H), 4.05(m, 1

H), 7.39(s, 4H), 8.84(br, 3H), 10.79(br, 1H)

15

1-(3.4- )-2-(1- )
2 a-1- -2—(tert- ) -3-

(tert- ) -3-(3,4- ) 1-(3,4-
)

)-2-(1-

1-

1H-NMR(DMSO-D6, 200MHz), & 1.61(m, 4H), 1.82(m, 4H), 3.04(m, 2H), 3.25(m, 4H), 3.52(m, 2H), 4.08(m, 1

H), 7.39(s, 1H), 7.65(d, 2H), 8.81(br, 3H), 10.83(br, 1H)

16
1-[3-( ) ]-2-(a- )

2 d-1- ~2-(tert- ) -3-
(tert- ) ~3-(3- ) 1-[3-(
(1- )

1-

-2
1-2-

1H-NMR(DMSO-D6, 200MHz), & 1.58(m, 4H), 1.81(m, 4H), 3.13(m, 4H), 3.40(m, 4H), 4.15(m, 1H), 7.62(m, 3

H), 7.80(s, 1H), 8.80(br, 3H), 10.84(br, 1H)

- 22 -



17
1-(2,6- )-2-(1- )
2 a-1- -2-(tert- ) -3-
(tert- ) -3-(2,6- ) 1-(2,6-

)
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)-2-(1-

1-

1H-NMR(DMSO-D6, 200MHz), & 1.51(m, 4H), 1.73(m, 4H), 3.05(m, 2H), 3.21(m, 4H), 3.42(m, 1H), 3.69(m, 1
H), 3.98(m, 1H), 7.39(m, 1H), 7.51(m, 2H), 9.12(br, 3H), 10.77(br, 1H)

18
1-(2- )-2-(1- )
2 a-1- —2—(tert- ) -3-

(tert- ) -3-(2- ) 1-(2

1H-NMR(DMSO0-D6, 200MHz), & 1.55(m, 4H), 1.75(m, 4H), 2.30(s, 2H), 2.49(s, 1H), 2.99(m, 2H), 3.22(m, 3

H), 3.59(m, 3H), 3.99(m, 1H), 6.99(s, 2H), 7.31(m, 2H), 9.05(br, 3H), 10.83(br, 1H)

19
1-(3- )-2-(1- )
2 a-1- -2—(tert- ) -3-
, 1- -2-(tert- ) -3-(3- )
)-2-(1- )

1H-NMR(DMSO-D6, 200MHz), & 1.92(m, 4H), 3.10(m, 2H), 3.50(m
H), 7.51(s, 1H), 8.77(br, 3H), 11.15(br, 1H)

1-(3-

, 2H), 3.61(m, 4H), 3.98(m, 1H), 7.35(s, 3

20
1-[4-( ) 1-2-(a- )

2 d-1- -2 (tert- ) -3-

1- -2-(tert- ) -3-(4- )
[4-( ) 1-2-(1- )

1H-NMR(DMSO-D6, 200MHz), & 1.94(m, 4H), 3.21(m, 2H), 3.57(m
H), 11.19(br, 1H)

, 6H), 4.05(m, 1H), 7.69(d, 4H), 8.82(br, 3

21
1-(2.4- )-2-(1- )
2 d-1- —2-(tert- ) _3-
(tert- ) ~3-(2,4- ) 1-(2,4-
)

)-2—(1-

1-

1H-NMR(DMSO-D6, 200MHz), & 1.59(m, 4H), 1.78(m, 4H), 3.15(d, 2H), 3.26(m, 4H), 3.44(m, 1H), 3.61(m, 1
H), 4.05(m, 1H), 7.53(q, 2H), 7.69(s, 1H), 6.80(br, 3H), 10.74(br, 1H)

22

1-( )-2-(1- )

- 23 -
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2 d-1- —2-(tert- ) -3- 1- —2-
(tert- ) —4- 1—( )-2-(1- )

1H-NMR(DMSO-D6, 200MHz), & 1.61(m, 4H), 1.87(m, 4H), 1.99(m, 2H), 2.70(t, 2H), 3.25(m, 3H), 3.49(m, 3
H), 3.74(m, 1H), 7.22(m, 5H), 8.76(br, 3H), 10.79(br, 1H)

23
1-(3.4- )-2-[1-(4- )]

2 d-1- —2—(tert- ) _3-

1- —2-(tert- ) -3-(3,4- ) 4- 1
-(3.4- )-2-[1-(4- )

1H-NMR(DMSO-D6, 200MHz), & 1.64(m, 5H), 2.59(m, 2H), 3.18(m, 4H), 3.41(m, 4H), 4.15(m, 1H), 7.12(m, 5
H), 7.53(q, 3H), 7.64(s, 1H), 8.89(br, 3H), 10.61(br, 1H)

24
1-[4-(tert- ) 1-2-[1-(4- 1|

2 a-1- -2-(tert- ) -3-

1- -2-(tert- ) -3-(4-tert- ) 4- 1-
[4-(tert- ) 1-2-[1-(4- )]

1H-NMR(DMSO-D6, 200MHz), & 1.21(s, 9H), 1.71(m, 5H), 2.59(m, 2H), 2.93(m, 1H), 3.07(m, 3H), 3.45(m, 3
H), 3.69(m, 1H), 4.14(m, 1H), 7.29(m, 9H), 8.76(br, 3H), 10.60(br, 1H)

25
1-(2.4- )=2-[1-(4- )|

2 a-1- —2-(tert- ) -3-

1- —2—(tert- ) -3-(2,4- ) 4- 1
-(2.4- )-2-[1-(4- )

1H-NMR(DMSO-D6, 200MHz), & 1.68(m, 5H), 2.61(m, 2H), 3.18(m, 4H), 3.43(m, 3H), 3.62(m, 1H), 4.12(m, 1
H), 7.20(m, 5H), 7.54(q, 2H), 7.69(s, 1H), 8.83(br, 3H), 10.53(br, 1H)

26
1-(4- )-2-[1-(4- )|
a-1- -2-(tert- ) -3- 1- -2-(t
ert- ) -3-(4- ) 4-

2 1-(4- )-2-[1-(4- )]

1H-NMR(CDCI 5, 200MHz), 3 2.78(m, 5H), 2.03(m, 2H), 2.28(m, 3H), 2.51(m, 1H), 2.68(m, 1H), 2.96(m, 2H)
, 3.21(m, 2H), 7.19(q, 2H), 7.22(s, 3H), 7.48(q, 2H), 7.93(d, 2H)

27
1-[(4-tert- ) ]-3-[1-(4- )
a- 1- -2-(tert- ) -3- 1- -2-(t
ert- ) -3-(4-tert- ) 4-

2 1-[(4-tert- )  ]-3-[1-(4- )

- 24 -
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1H-NMR(CDCI 5, 200MHz), & 1.20(s, 9H), 1.89(m, 6H), 2.31(m, 1H), 2.59(m, 2H), 2.92(m, 2H), 3.23(m, 4H),
3.65(m, 1H), 6.57(br. 2H), 7.16(d, 2H), 7.30(d, 2H), 7.47(m, 3H), 7.88(d, 2H)

28
1-[4-(tert- ) 1-3-[1-(4- ) ) |
a-1- -2-(tert- ) -3- 1- -2-(t
ert- ) -3-(4-tert- ) 4—( )

2 1-[4-(tert- )  ]-3-[1-(4- ) )]

1H-NMR(CDCI 5, 200MHz), & 1.22(s, 9H), 1.76(m, 6H), 1.99(m, 2H), 2.47(m, 2H), 2.84(m, 3H), 3.18(m, 2H),
3.70(s, 2H), 5.00(br, 3H), 7.12(m, 4H), 7.28(m, 5H)

29
1-[4-(tert— ) ]-3-[1-(4- )
a-1- -2-(tert- ) -3- 3- -1-(t
ert- ) -1-(4-tert- ) 4-
2 1-[4-(tert- ) 1-3-[1-(4- )]

1H-NMR(CDCI 5, 200MHz), & 1.23(s, 9H), 1.65(m, 5H), 2.03(m, 2H), 2.49(m, 4H), 2.89(m, 4H), 3.19(m, 2H),
5.55(br, 3H), 7.11(m, 4H), 7.26(m, 5H)

30

a- 1- -2-[1-(4- )|

4- 2
a-1- -2-[1-(4- )]

1H-NMR(CDCI 5, 200MHz), & 1.85(m, 4H), 2.17(m, 6H), 2.35(m, 2H), 2.95(m, 2H), 3.25(m, 2H), 7.25(m, 5H)
, 7.49(q, 3H), 7.93(d, 2H)

31
1- -2-[1-(4- )]
a-1- -2-(tert- ) -3- 1- -2-(t
ert- ) -3- 4- 2
1-  -2-[1-(4- )]

1H-NMR(CDCI 5, 200MHz), & 1.85(m, 4H), 2.17(m, 6H), 2.35(m, 2H), 2.98(m, 2H), 3.29(m, 2H), 7.25(m, 5H)
, 7.49(q, 3H), 7.93(d, 2H)

32
/1 =1- -2-[1-(4- ) |
a-1- -2-(tert- ) -3- /-1- -2
—(tert- ) -3- 4-
2 /-1- -2-[1-(4- )]

1H-NMR(CDCI 5, 200MHz), & 1.85(m, 4H), 2.17(m, 6H), 2.35(m, 2H), 2.98(m, 2H), 3.38(m, 2H), 7.25(m, 5H)
, 7.49(q, 3H), 7.93(d, 2H)

33

- 25—



10-2004-0007672

/ -1- -2-[1-(4- ) 1|
a- 1- -2-(tert- ) -3- /-1- -2
—(tert- ) -3- 4—( )

2 /-1~ -2-[(1-(4- ) )]

1H-NMR(CDCI 5, 200MHz), & 1.77(m, 9H), 2.35(m, 4H), 2.91(m, 2H), 3.11(m, 1H), 3.70(s, 2H), 7.18(t, 4H),
7.25(t, 6H)

34
[ =1-  -2-[1-(4-(4- ) )]
d- 1- —2-(tert- ) -3- /-1- -2
~(tert- ) -3- 4-(4- )

2 /-1- —2-[1-(4-(4- ) N

1H-NMR(CDCI 5, 200MHz), & 1.79(m, 2H), 1.91(m, 5H), 2.32(d, 3H), 2.59(m, 1H), 2.75(m, 1H), 2.99(m, 2H),
3.20(q, 2H), 7.23(q, 5H), 7.43(d, 2H), 7.88(d, 2H)

35
1/ -1- -2-[1-(4-(4- ) )|
a- 1- -2-(tert- ) -3- /-1- -2
—(tert- ) -3- 4-(4- )

2 /-1- -2-[1-(4-(4- ) )]

1H-NMR(CDCI 5, 200MHz), & 1.85(m, 2H), 1.92(m, 5H), 2.34(d, 3H), 2.55(m, 1H), 2.74(m, 1H), 2.99(m, 2H),
3.22(q, 2H), 7.13(t, 2H), 7.25(m, 5H), 7.95(t, 2H)

36
/ -1- -2-[1-(4-(3.4- )] )|
a-1- —2—(tert- ) -3- /-1- -2
~(tert- ) -3- 4-(3,4- )

2 /-1-  -2-[1-(4-(3,4- ) )]

1H-NMR(CDCI 5, 200MHz), & 1.82(m, 4H), 1.95(s, 3H), 2.33(d, 3H), 2.58(m, 1H), 2.74(m, 1H), 2.99(m, 2H),
3.19(m, 2H), 7.27(m, 5H), 7.54(d, 1H), 7.74(d, 1H), 7.99(s, 1H)

37
1-(3.4- )-2-[1-(4- |
a-1- -2-(tert- ) -3- 1- -2-(t
ert- ) -3-(3,4- ) 4-

2 1-(3,4- )-2-[1-(4- )]

1H-NMR(CDCI 5, 200MHz), & 1.81(m, 4H), 1.94(s, 2H), 2.06(m, 1H), 2.30(d, 3H), 2.66(d, 2H), 2.94(t, 2H), 3
25(t. 2H), 7.07(d, 1H), 7.31(t, 2H), 7.47(m, 3H), 7.90(d, 2H)

38

1-(4- )-2-[1-(4-(3.4- ) )
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d- 1- -2-(tert- ) -3- 1- -2-(t
ert- ) -3-(4- ) 4-(3,4- )
2 1-(4- )-2-[1-(4-(3,4- ) )

1H-NMR(CDCI 5, 200MHz), & 1.81(m, 3H), 2.02(m, 1H), 2.27(d, 2H), 2.43(m, 4H), 2.69(d, 2H), 2.95(m, 2H),
3.18(m, 2H), 7.16(d, 2H), 7.23(d, 2H), 7.57(d, 1H), 7.75(d, 1H), 8.00(s, 1H)

39
1-(3.4- )=-2-[1-(4-(3,4- ) 1|
d- 1- —2—(tert- ) -3- 1- —2—(t
ert- ) -3-(3,4- ) 1-(4- Y-2-[1-(4-(3,4~- )-
)| 2 1-(3,4- )-2-[1-(4
-(3,4- ) )]

1H-NMR(CDCI 5, 200MHz), & 1.79(m, 4H), 2.30(d, 3H), 2.50(m, 3H), 2.65(t, 2H), 2.92(t, 2H), 3.17(m, 2H), 7
.07(d, 1H), 7.31(t, 2H), 7.53(d, 1H), 7.73(d, 1H), 7.98(s, 1H)

40
/1 -1- -2-[1-(4-(4- ) )|
a- 1- -2-(tert- ) -3- /-1- -2
—(tert- ) -3- 4-(4- )
2 /-1-  -2-[1-(4-(4- ) )1

1H-NMR(CDCI 5, 200MHz), & 1.82(m, 4H), 1.91(s, 3H), 2.30(d, 2H), 2.32(s, 1H), 2.52(m, 1H), 2.73(m, 1H),
2.99(m, 2H), 3.20(m, 2H), 3.89(s, 3H), 6.94(d, 2H), 7.21(m, 5H), 7.92(d, 2H)

41
1-(4- )-2-[1-(4-(4- ) )]

d- 1- —2-(tert- ) -3- 1- —2-(t
ert- ) -3-(4- ) 4-(4- )

2 1-(4- )-2-[1-(4-(4- ) )

1H-NMR(CDCI 5, 200MHz), & 1.91(m, 4H), 2.00(s, 3H), 2.28(d, 3H), 2.51(m, 1H), 2.71(m, 1H), 2.97(m, 2H),
3.20(m, 2H), 3.87(s, 3H), 6.93(d, 2H), 7.21(q, 4H), 7.92(d, 2H)

42
1/ -1- -2-[1-(4-(4-tert- ) )]
a-1- -2-(tert- ) -3- /-1- -2
—(tert- ) -3- 4-(4-tert- )

2 /-1-  —2-[1-(4-(4-tert- ) )1

1H-NMR(CDCI 5, 200MHz), & 1.32(s, 9H), 1.83(m, 4H), 2.22(m, 3H), 2.34(m, 3H), 2.58(m, 1H), 2.74(m, 1H),
2.98(m, 2H), 3.23(m, 2H), 7.23(m, 5H), 7.48(d, 2H), 7.89(d, 2H)

43

1-[4-(tert- ) 1-2-[1-(4- ) |
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a- 1- -2-(tert- ) -3- 1- -2-(t
ert- ) -3-(4-tert- ) 4-
2 1-[4-(tert- ) 1-2-[1-(4- )

1H-NMR(CDCI 5, 200MHz), & 1.28(s, 9H), 1.83(m, 4H), 2.21(m, 3H), 2.33(m, 3H), 2.53(m, 1H), 2.72(m, 1H),
2.99(m, 2H), 3.22(m, 2H), 7.14(d, 2H), 7.32(d, 2H), 7.49(m, 3H), 7.92(d, 2H)

44

1- -3-(- )-n-

2 d-1- ~2-(tert- ) -3- 3- ~1-
(tert- ) ~1- 1-  -3-(1- )-n-

1H-NMR(DMSO0-D6, 200MHz), & 1.59(m, 4H), 1.73(m, 4H), 3.0(m, 2H), 3.12(m, 2H), 3.61(m, 4H), 4.56(m, 1
H), 7.43(m, 3H), 7.65(m, 2H), 8.99(br, 3H), 11.30(br, 1H)

45
1- -2-(1- )
2 a-1- -2-(tert- ) -3-
1- -2-(tert- ) -2- 1- -2-(1- )

1H-NMR(DMSO-D6, 200MHz), & 1.92(t, 4H), 3.41(t, 4H), 3.65(m, 1H), 4.05(m, 1H), 4.98(m, 1H), 7.48(m, 3H
), 7.71(m, 2H), 9.28(br, 3H), 11.14(br, 1H)

46
1- -3-(1- )-n-
2 a-1- -2-(tert- ) -3-
3- -1-(tert- ) -1- 1-  -3-(1-

)-n-

1H-NMR(DMSO0-D6, 200MHz), & 1.95(t, 4H), 3.0(m, 2H), 3.12(m, 2H), 3.61(m, 4H), 4.56(m, 1H), 7.43(m, 3H)
, 7.65(m, 2H), 9.00(br, 3H), 11.38(br, 1H)

47
1- -3-[1-(4- )1-n-
2 a-1- -2-(tert- ) -3-
3- -1-(tert- ) -1- 4- 1- -3-[1-(4

- )1-n-

1H-NMR(DMSO-D6, 200MHz), & 1.69(m, 4H), 1.78(m, 4H), 2.79(m, 2H), 3.11(m, 2H), 3.59(m, 3H), 4.42(m, 1
H), 7.20(m, 5H), 7.40(s, 3H), 7.58(s, 2H), 8.81(br, 3H), 10.78(br, 1H)

48
1- -3-(1- )-n-
a-1- -2-(tert- ) -3- 3- -1-(t
ert- ) -1- 2
1- -3-(1- -n-
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1H-NMR(CDCI 5, 200MHz), & 1.39(m, 2H), 1.52(m, 4H), 1.81(q, 2H), 2.10(t, 2H), 2.31(m, 6H), 3.92(t, 1H), 7
.21(m, 5H)

49

1-  -4-(1- )-n-

2 d-1- —2-(tert- ) -3- 4- -1-
(tert- ) ~1- 1- -4-(1- )-n-

1H-NMR(DMSO-D6, 200MHz), & 1.59(m, 4H), 1.73(m, 4H), 2.02(m, 2H), 2.53(m, 1H), 3.01(m, 4H), 3.23(m, 2
H), 3.38(m, 1H), 4.25(m, 1H), 7.39(m, 3H), 7.55(m, 2H), 8.81(br, 3H), 10.67(br, 1H)

50

1- -5-(1- )-n-

a- 1- —2-(tert- ) -3- 5- -1-(tert- )
-1- 2 1-  -5-(1- )-

n_

1H-NMR(CDCI 5, 200MHz), & 1.28(m, 2H), 1.45(m, 2H), 1.52(m, 12H), 2.42(t, 2H), 2.58(m, 4H), 3.89(t, 1H),
7.29(m, 5H)

51
1- -3-[1-(3- )]-n-
a-1- -2—(tert- ) -3- 3- -1-(t
ert- ) -1- 3- 2
1- -3-[1-(3- )]-n-

1H-NMR(CDCI 5, 200MHz), & 0.82(d, 4H), 1.42(s, 1H), 1.64(m, 4H), 1.76(m, 3H), 1.89(q, 2H), 2.31(m, 2H),
2.84(m, 2H), 3.99(t, 1H), 7.28(t, 5H)

52
1- -3-[1-(4- Y-n-

2 a-1- -2—(tert- ) -3-

3- -1-(tert- ) -1- 4- 1- -3-[1-(
4- )1-n-

1H-NMR(DMSO-D6, 200MHz), & 1.83(m, 2H), 2.04(m, 4H), 2.15(s, 1H), 3.23(m, 3H), 3.69(m, 3H), 4.05(m, 1
H), 7.53(d, 3H), 7.64(m, 5H), 8.08(d, 2H), 8.83(br, 3H), 10.78(br, 1H)

53
1- -3-[1-(1.2.3.4- )]-n-
a- 1- —2-(tert- ) -3- 3- ~1-(t
ert- ) -1- 1,2,3,4-

2 1-  -3-[1-(1,2,3,4- )]-n-

1H-NMR(CDCI 5, 200MHz), & 1.99(t, 2H), 2.04(t, 2H), 2.56(q, 2H), 2.73(d, 2H), 2.91(t, 2H), 3.59(s, 2H), 4.0
9(q, 1H), 7.02(t, 1H), 7.08(d, 3H), 7.28(d, 1H), 7.33(d, 3H)
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54
1-  -3-[1-(4-(4- ) )1-n-
a- 1- -2-(tert- ) -3- 3- -1-(t
ert- ) -1- 4-(4- )

2 1-  -3-[1-(4-(4- ) )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.89(m, 5H), 1.99(m, 2H), 2.32(m, 2H), 2.98(m, 6H), 3.98(m, 1H), 7.09(q, 2H),
7.28(m, 5H), 7.90(d, 2H)

55
1- -3-T1-(4-( ) )1-n-
a-1- -2—(tert- ) -3- 3- -1-(t
ert- ) -1- 4—( )
2 1= -3-[1-(4~( ) )]-n-

1H-NMR(CDCI 5, 200MHz), & 1.77(m, 9H), 2.35(m, 4H), 2.91(m, 2H), 3.70(s, 2H), 3.98(m, 1H), 7.18(t, 4H),
7.25(t, 6H)

56
[1-(3- -3- - )- —4- 1- -
d- 1- —2-(tert- ) -3- 3- ~1-(t
ert- ) ~1- - —4- -

2 [1-(3- 3- - )- _4- 1- -

1H-NMR(CDCI 5, 200MHz), & 1.59(m, 2H), 1.85(q, 4H), 2.02(d, 2H), 2.31(m, 3H), 2.43(br, 2H), 2.83(d, 1H),
2.97(d, 1H), 3.68(s, 1H), 3.91(t, 1H), 4.32(d, 1H), 7.31(br, 10H)

57
[1-(3- -3- - )= ~4- ]-(4- - -
2 a-1- —2-(tert- ) -3-
3- -1-(tert- ) -1- (4- )- —4- -
[1-G- -3- - )- -4- 1-(4- - -

1H-NMR(CDCI 5, 200MHz), & 1.41(m, 3H), 1.75(br, 3H), 1.88(d, 2H), 2.21(m, 2H), 2.75(m, 3H), 2.82(m, 2H)
, 3.55(m, 1H), 3.83(br, 1H), 4.23(d, 1H), 6.98(t, 2H), 7.25(br, 7H)

58
N- -1-(3.4- )-2-(1- )
1-(3,4- )-2-(1- ) (Immol)
(3.5equiv) (1.2equiv) O . 0.5
2N NaOH NaCl , (MgS04) .
N- -1-(3,4- )-2-(1
- ) ; 70%

1H-NMR(CDCI 5, 200MHz), & 1.52(s, 8H), 2.65(s, 6H), 3.21(t, 2H), 4.34(q, 1H), 6.74(d, 1H), 7.19(m, 1H), 7.
27(d, 1H), 7.46(m, 4H), 7.76(d, 2H)
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59
d- N-(2- )-1- -2-(a- )
58 1-(3,4- )-2-(1- )
d-1- -2-(1- ) o
d- N-(2- )-1-  -2—-(1- )
6% HCI-MeOH 2 . THF
d- N-(2- )-1- -2-(1- )

1H-NMR(DMSO-D6, 200MHz), & 1.98(m, 4H), 3.08(m, 3H), 3.40(m, 2H), 3.12(m, 3H), 3.92(m, 1H), 6.98(d, 3
H), 7.06(s, 2H), 7.68(m, 2H), 7.77(t, 1H), 7.84(t, 1H), 8.42(d, 1H), 10.08(br, 1H)

60
N- -N-[2-(3.4- ) 1-1-[4-(tert- ) 1-2-(1- )
58 1-(3,4- )-2-(1- )
N-  -1-[4-(tert- ) ]-2-(1- ) 2-(3,4-

) N-  -N-[2-(3,4- ) 1-1-[4-(tert- )  ]-2-(1-
) .

1H-NMR(CDCI 5, 200MHz), & 1.23(s, 9H), 1.53(d, 8H), 2.57(m, 7H), 2.73(s, 2H), 2.85(s, 3H), 3.02(q, 1H), 3.
52(s, 1H), 6.78(dd, 1H), 7.01(d, 1H), 7.09(d, 1H), 7.25(m, 4H)

61
N- -1-(3,4- )-2-[1-(4- )]

58 1-(3,4- )-2-(1- )

1-(3.4- )-2-[1-(4- N N- ~1-(3,4- )-
2-[1-(4- )] :

1H-NMR(CDCI 5, 200MHz), & 1.28(t, 2H), 1.60(m, 2H), 1.91(m, 2H), 2.05(t, 2H), 2.49(m, 3H), 2.88(m, 2H),
3.17(d, 2H), 4.43(m, 1H), 6.68(m, 1H), 7.12(m, 3H), 7.23(m, 4H), 7.39(d, 2H), 7.48(m, 2H), 7.73(d, 2H)

62
N-[2-(3.4- ) 1-1-(3.4- )-2-[1-(4- ]|
58 1-(3,4- )-2-(1- )
1-(3,4- )-2-[1-(4- )] 2-(3,4- )
N-[2-(3,4- ) 1-1-(3/4- )-2-[1-(4-

)]

1H-NMR(CDCI 3, 200MHz), § 1.26(s, 2H), 1.44(s, 1H), 1.58(m, 2H), 1.84(t, 1H), 2.09(m, 1H), 2.32(m, 1H),
2.51(d, 3H), 2.75(m, 2H), 2.97(t, 2H), 3.45(s, 2H), 4.21(m, 1H), 6.14(br, 1H), 7.08(m, 6H), 7.26(m, 2H), 7.31(
m, 3H)

63
N-[2-(3.4- ) 1-1-(3.4- )-2-(1- )

58 2-(3,4- ) N
-[2-(3,4- ) 1-1-(3.4- )-2-(1- )
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1H-NMR(CDCI 5, 200MHz), & 1.49(s, 8H), 2.61(m, 6H), 2.99(d, 2H), 3.42(s, 2H), 4.18(q, 1H), 6.04(br, 1H),
7.06(d, 1H), 7.12(s, 2H), 7.34(m, 3H)

64
N- -1-(2,4- )-2-[1-(4- )]

58 1-(3,4- y-2-(1- )

1-(2,4- )-2-[1-(4- ) N- ~1-(2,4- )-
2-[1-(4- ) :

1H-NMR(CDCI 5, 200MHz), & 1.61(t, 4H), 1.91(t, 1H), 2.09(t, 1H), 2.52(m, 4H), 2.89(m, 2H), 3.17(d, 2H), 4.
41(q, 1H), 6.69(m, 1H), 7.16(q, 3H), 7.23(t, 4H), 7.38(s, 1H), 7.48(t, 3H), 7.75(d, 2H)

65
N-[2-(3.4- ) 1-1-(2.4- )-2-[1-(4- )|
58 1-(3,4- )-2-(1- )
1-(2,4- )-2-[1-(4- )] 2-(3,4- )
N-[2-(3,4- ) 1-1-(2,4- )-2-[1-(4-

)]

1H-NMR(CDCI 5, 200MHz), & 1.58(m, 6H), 2.01(m, 1H), 2.31(m, 2H), 2.50(d, 2H), 2.74(m, 2H), 2.97(m, 2H),
3.41(s, 2H), 4.21(m, 1H), 6.05(m, 1H), 7.12(m, 4H), 7.25(m, 7H)

66
N-[2-(3.4- ) ]-1-  -3-(1- )-n-
58 1-(3,4- )-2-(1- )
1-  -3-(1- )-n- 2-(3,4- )
N-[2-(3,4- ) 1-1- -3-(1- )-n-

1H-NMR(CDCI 5, 200MHz), & 1.59(s, 8H), 1.69(m, 1H), 2.04(m, 1H), 2.39(m, 2H), 2.54(d, 4H), 3.46(s, 2H),
5.12(q, 1H), 7.15(m, 3H), 7.26(m, 3H), 7.40(m, 2H), 8.74(d, 1H)

67
N-( o - )-1-  -3-(1- )-n-
58 1-(3,4- )-2-(1- )
1- -3-(1- )-n- p-
N-(p- )-1- -3-(1- )-n-

1H-NMR(CDCI 5, 200MHz), & 1.69(m, 8H), 2.26(m, 1H), 2.36(s, 3H), 2.49(m, 3H), 2.59(d, 4H), 4.51(m, 1H),
7.13(m, 7H), 7.22(m, 1H), 7.54(d, 2H)

68
N- —1-  -3-(1- )-n-
58 1-(3,4- )-2-(1- )
1-  -3-(1- )-n- N- -1-  -3-(1- )

-nN-

1H-NMR(CDCI 5, 200MHz), & 1.53(m, 4H), 1.69(m, 4H), 2.14(m, 1H), 2.52(m, 2H), 2.64(m, 4H), 5.27(m, 2H)
, 7.24(s, 5H), 7.46(m, 3H), 7.85(d, 2H), 9.44(s, 1H)
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N-[2-(3.4- ) 1-1- -3-[1-(4- )]-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )1-n- 2-(3,4-
N-[2-(3,4- ) 1-1-  -3-[1-(4-

10-2004-0007672

)]-n-

1H-NMR(CDCI 5, 200MHz), & 1.75(m, 4H), 1.85(t, 3H), 2.08(m, 2H), 2.32(m, 2H), 2.59(d, 2H), 2.82(d, 1H),

3.03(d, 1H), 3.48(s, 2H), 5.11(q, 1H), 7.19(t, 5H), 7.28(d, 6H), 7.41(t, 2H), 8.52(d, 1H)

70
N-[2-(3.4- ) 1-1- -3-(1-(4- ))-n-
58 1-(3,4- )-2-(1- )
1- -3-(1-(4- ))-n-
) N-[2-(3,4- ) 1-1-  -3-(1-(4-

n_

2-(3,4-
)-

1H-NMR(CDCI 5, 200MHz), & 1.91(m, 4H), 2.08(m, 2H), 2.23(m, 2H), 2.33(m,2H), 2.89(d, 1H), 3.04(d, 1H),

3.23(m, 1H), 3.56(s, 2H), 5.13(q, 1H), 7.21(m, 10H), 7.99(m, 2H), 8.28(d, 1H)

71
N=( p = )-1-  -3-[1-(4- )1-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )1-n- p-
N-(p- )-1- -3-[1-(4- )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.51(m, 3H), 1.76(m, 5H), 2.36(m, 5H), 2.61(d, 2H), 2.96(m, 3H), 4.48(m, 1H),

7.17(m, 13H), 7.68(d, 2H)

72
N=( )-1-  -3-[1-(4- )]-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )]-n-
N-=( )-1- -3-[1-(4- )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.50(m, 4H), 1.75(m, 4H), 1.89(d, 2H), 2.34(q, 2H), 2.61(d, 2H), 2.90(m, 2H),

4.53(t, 1H), 7.11(s, 6H), 7.36(m, 7H), 7.70(d, 2H)

73
N-(2.4- )-1-  -3-[1-(4- )1-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )1-n- 2,4-
N-(2,4- )-1-  -3-[1-(4- )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.98(m, 2H), 2.22(m, 2H), 2.49(m, 4H), 2.68(m, 3H), 3.01(m, 2H), 3.22(m, 2H)

, 4.92(q, 1H), 7.03(d, 5H), 7.22(t, 6H), 7.49(d, 1H), 7.95(d, 1H), 8.46(s, 1H)

74
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N=( )-1-  -3-[1-(4- )]=n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )1-n-
N-=( )-1- -3-[1-(4- )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.38(m, 2H), 1.50(m, 2H), 1.71(d, 2H), 1.91(m, 4H), 2.50(s,
3.05(t, 2H), 4.69(t, 1H), 7.17(t, 2H), 7.27(q, 4H), 7.36(d, 4H)

75
N-(3- )-1-  -3-[1-(4- )1-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )1-n- 3-
N- (3- )-1-  -3-[1-(4- )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.45(t, 2H), 1.59(d, 2H), 1.81(m, 3H), 2.01(m, 2H), 2.51(t, 2
7(d, 2H), 4.65(t, 1H), 7.04(s, 5H), 7.23(s, 1H), 7.26(q, 5H), 7.46(t, 1H), 7.89(d, 1H), 8.21(d,

76

N-(2- )-1-  -3-[1-(4- )1-n-

58 1-(3,4- y-2-(1- )
1-  -3-[1-(4- )]-n- 2-
N-(2- )-1-  -3-[1-(4- )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.98(m, 2H), 2.22(m, 2H), 2.49(m, 4H), 2.68(m, 3H), 3.01(m
, 4.92(q, 1H), 7.01(m, 3H), 7.21(d, 3H), 7.25(s, 6H), 7.43(m, 2H), 7.69(d, 1H)

77
N-(2.4.6- )-1- -3-[1-(4- )]-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(@4- )]-n- 2,4,6-
N-(2,4,6- )-1-  -3-[1-(4-

1H-NMR(CDCI 5, 200MHz), & 1.08(d, 6H), 1.25(t, 12H), 1.45(m, 1H), 1.54(m, 2H), 1.74(d,

3H), 2.59(m, 4H),

H), 2.63(d, 2H), 3.
1H), 8.31(s, 1H)

, 2H), 3.22(m, 2H)

)]-n-

3H), 1.89(m, 4H),

2.48(m, 2H), 2.59(d, 2H), 2.86(m, 1H), 2.99(d, 1H), 3.12(d, 1H), 4.03(m, 2H), 4.80(m, 1H), 7.02(d, 7H), 7.19(d

, 2H), 7.28(t, 3H)

78
N- -1-  -3-[1-(4- )1-n-
58 1-(3,4- )-2-(1- )
1- -3-[1-(4- )1-n- N- -1-  -3-[1-(4-
)1-n- :

1H-NMR(CDCI 5, 200MHz), & 1.64(m, 7H), 1.89(d, 1H), 1.97(t, 1H), 2.29(m, 2H), 2.55(d, 2H), 2.95(d, 1H), 3

.08(d, 1H), 5.35(q, 1H), 7.13(d, 2H), 7.30(q, 8H), 7.49(q, 3H), 7.96(d, 2H), 9.55(d, 1H)
79

N-(2- )-1-  -3-[1-(4- )1-n-

- 34 -



10-2004-0007672

58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )]-n- 2-
N-(2- )-1-  -3-[1-(4- )]-n-

1H-NMR(CDCI 5, 200MHz), & 1.44(m, 2H), 1.51(d, 2H), 1.73(d, 3H), 1.87(m, 3H), 2.37(m, 2H), 2.59(d, 2H),
2.95(d, 2H), 4.59(m, 1H), 6.94(t, 1H), 7.21(m, 10H), 7.39(d, 1H), 7.48(d, 1H)

80
N-(2- )-1-  -3-[1-(4- )]-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )]-n- 2-
N-(2- )-1-  -3-[1-(4- )]-n-

1H-NMR(CDCI 5, 200MHz), & 2.01(m, 4H), 2.22(m, 2H), 2.42(m, 1H), 2.99(dd, 1H), 3.38(m, 1H), 3.57(m, 1H
), 4.34(d, 2H), 4.69(m, 1H), 4.88(m, 1H), 7.05(s, 4H), 7.25(s, 2H), 7.32(d, 3H), 7.46(t, 3H), 7.67(d, 1H), 7.95(
d, 2H)

81
N-(2- )=1-  -3-[1-(4=(4- ) )]-n-
58 1-(3,4- )-2—(1- )
1- -3-[1-(4-(4- ) )]-n- 2-
N-(2- )-1-  -3-[1-(4-(4- ) )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.82(m, 1H), 2.01(m, 3H), 2.21(m, 4H), 2.39(m, 2H), 2.89(d, 1H), 3.05(d, 1H),
3.29(m, 1H), 3.64(s, 1H), 4.87(t, 1H), 7.05(m, 4H), 7.15(t, 3H), 7.26(d, 1H), 7.41(d, 2H), 7.63(d, 1H), 7.99(t, 2
H)

82
N-(2- )-1-  -3-[1-(1.2.3.4- )Y]-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1- (1,2,3,4- )]-n- 2-
N-(2- y-1-  -3-[1-(1,2,3,4- )1-n-

1H-NMR(CDCI 3, 200MHz), & 1.91(m, 1H), 2.01(m, 1H), 2.06(m, 1H), 2.53(m, 1H), 2.61(m, 1H), 2.68(m, 1H)
, 2.89(t, 1H), 2.97(d, 1H), 3.03(m, 1H), 3.60(q, 2H), 4.69(t, 1H), 6.91(q, 1H), 7.04(m, 1H), 7.16(d, 3H), 7.22(d,
5H), 7.32(s, 1H), 7.45(d, 1H)

83
N- ~1-  -3-[1-(4- )1-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )1-n- N- -1-  -3-[1-(@4-
)]1-n-

1H-NMR(CDCI 5, 200MHz), & 1.99(m, 4H), 2.23(m, 2H), 2.51(dd, 1H), 3.14(dd, 1H), 3.41(m, 1H), 3.55(m, 1
H), 4.29(t, 2H), 4.67(t, 1H), 5.78(br, 1H), 7.32(m, 10H), 7.51(m, 3H), 7.96(d, 2H), 9.29(m, 1H)

84
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N-[2-(3.4- ) 11— -3-[1-(4- )
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )]-n- 2-(3,4- )
N-[2-(3,4- ) 1-1-  -3-[1-(4- )]-n-

1H-NMR(CDCI 5, 200MHz), & 1.85(m, 5H), 2.11(m, 3H), 2.39(m, 2H), 2.91(d, 1H), 3.09(d, 1H), 3.33(m, 1H),
3.49(s, 2H), 5.12(q, 1H), 7.19(m, 7H), 7.46(m, 4H), 7.96(d, 2H), 8.29(m, 1H)

85
N- -1-  -3-[1-(4- )]-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )1-n-
N- -1-  -3-[1-(4- )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.80(m, 3H), 1.91(m, 4H), 2.13(t, 1H), 2.13(d, 1H), 2.38(m, 2H), 2.95(d, 2H),
3.27(q, 1H), 4.59(m, 1H), 7.10(s, 5H), 7.40(m, 6H), 7.68(d, 2H), 7.92(d, 2H)

86
N- “1-  -3-[1-(4- )1-n-
58 1-(3,4- )-2-(1- )
1-  -3-[1-(4- )1-n-
N- ~1-  -3-[1-(4- )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.75(m, 3H), 1.91(d, 2H), 2.00(s, 3H), 2.08(s, 2H), 2.19(m, 2H), 2.32(m, 2H),
2.59(d, 2H), 2.87(d, 1H), 3.08(d, 1H), 5.10(q, 1H), 7.17(t, 4H), 7.26(m, 6H), 8.39(d, 1H)

87
N- -1-(3.4- )-2-(1- )
1M (5mmol) N- -1-(3,4- )-2-(1- )
(Immol) 15 . THF

. 30 , 15% NaOH 3

Ooml
(MgS04), :
N- -1-(3,4- )-2

-(1- ) : 45%

1H-NMR(CDCI 5, 200MHz), & 1.51(s, 8H), 2.49(m, 6H), 2.62(m, 2H), 2.99(m, 2H), 3.81(q, 2H), 7.29(m, 8H)

88
N-  -1-[4-(tert- ) ]-2-(1- )
87 N- -1-(3,4- )-2-(1- ) N-
-1-[4-(tert- )  ]-2-(1- ) N-  -1-[4-(tert- ) ]-2-
(1- ) .

1H-NMR(CDCI 5, 200MHz), & 0.90(m, 1H), 1.30(s, 9H), 1.52(s, 8H), 2.50(m, 7H), 2.82(m, 2H), 3.75(q, 2H),
7.13(m, 2H), 7.28(m, 7H)
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89
N- -1-(3.4- )-2-[1-(4- )
87 N- -1-(3,4- )-2-(1- ) N-
-1-(3,4- )-2-[1-(4- )] N-  -1-(3,4- )-2
-[1-(4- )] :

1H-NMR(CDCI 5, 200MHz), & 1.65(m, 4H), 1.98(m, 6H), 2.51(d, 3H), 2.69(t, 2H), 2.98(m, 2H), 3.82(q, 2H),
7.12(t, 5H), 7.28(m, 7H), 7.36(s, 1H)

90
N-(3.4- -1-(3.4- )-2-(1- )
87 N- -1-(3.4- )-2-(1- ) N—(
3,4- ) ~1-(3,4- )-2-(1- ) N-(3,4-
-1-(3,4- )-2-(1- )

1H-NMR(CDCI 5, 200MHz), & 1.38(s, 8H), 2.11(m, 2H), 2.41(m, 6H), 2.64(m, 1H), 2.75(m, 3H), 3.01(m, 2H),
7.12(m, 2H), 7.14(s, 1H), 7.37(d, 3H)

91
N-(3.4- )-1-  -3-(1- )-n-

87 N- -1-(3,4- )-2-(1- ) N-(
3,4- ) -1-  -3-(1- )-n- N-(3,4- )-1
- -3-(1- )-n-

1H-NMR(CDCI 5, 200MHz), & 0.91(m, 1H), 1.54(s, 8H), 2.19(m, 2H), 2.41(m, 2H), 2.55(m, 4H), 2.69(m, 3H),
3.69(m, 1H), 7.00(d, 1H), 7.23(m, 7H)

92
N-(3.4- )-1-  -3-[1-(4- )1-n-

87 N- -1-(3,4- )-2-(1- ) N-(
3,4- ) -1-  -3-[1-(@4- )1-n- N-(3,4- )
-1-  -3-[1-(4- )]-n- .

1H-NMR(CDCI 5, 200MHz), & 1.28(t, 3H), 1.59(d, 2H), 1.87(m, 4H), 2.31(m, 4H), 2.51(d, 2H), 2.61(s, 3H), 2
.88(t, 2H), 3.64(t, 1H), 7.01(d, 1H), 7.13(m, 4H), 7.23(m, 8H)

93
N- -1-(3.4- )-2-(1- )
1-(3,4- )-2-(1- ) (Immol) (50ml) N2
. , N- -1-(3
4= )-2-(1- ) : 97%

1H-NMR(CDCI 5, 200MHz), & 1.59(s, 5H), 1.72(s, 3H), 2.69(m, 2H), 2.81(m, 2H), 2.89(m, 2H), 3.06(d, 2H),
4.46(m, 1H), 7.08(d, 1H), 7.23(m, 2H), 7.39(s, 1H), 8.19(d, 1H)

94

N- -1-(3.4- )-2-[1-(4- |
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93 1-(3,4- )-2-(1- ) 1-(3,4-
)-2-[1-(4- N N- -1-(3,4- )-2-[1-(4-
)

1H-NMR(CDCI 5, 200MHz), & 1.30(m, 2H), 1.57(m, 3H), 1.74(m, 2H), 2.03(m, 1H), 2.41(m, 2H), 2.49(d, 2H),
2.81(d, 2H), 3.05(d, 1H), 4.34(q, 1H), 5.89(m, 1H), 7.21(m, 7H), 7.37(s, 1H), 8.13(s, 1H)

95
N- —1-[4-(tert- )  J-2-[1-(4- N
93 1-(3,4- )-2-(1- ) 1-[4-(tert-
) 1-2-[1-(4- N N- “1-[4-(tert- )  ]-2-[1-(4-
)]

1H-NMR(CDCI 5, 200MHz), & 1.25(s, 9H), 1.81(m, 6H), 2.59(m, 6H), 3.08(m, 1H), 3.48(m, 2H), 4.63(m, 1H),
7.10(m, 5H), 7.31(m, 4H), 8.27(s, 1H), 8.62(d, 1H)

96
N- -1-(2,4- )-2-T1-(4- 1|
93 1-(3,4- )-2-(1- ) 1-(2.4-
)-2-[1-(4- ) N- -1-(2,4- )-2-[1-(4-
)

1H-NMR(CDCI 5, 200MHz), & 1.27(m, 2H), 1.62(d, 4H), 2.06(m, 1H), 2.39(t, 1H), 2.49(d, 3H), 2.89(d, 2H), 3
.03(d, 2H), 4.37(m, 1H), 6.17(m, 1H), 7.12(m, 2H), 7.19(m, 2H), 7.22(m, 3H), 7.38(s, 1H), 8.16(s, 1H)

97
N- ~1-  -3-[1-(4- )]-n-

93 1-(3,4- )-2-(1- ) 1-  -3-[1-(
4- )]-n- N- -1-  -3-[1-(4- )]-n-

1H-NMR(CDCI 5, 200MHz), & 1.81(m, 8H), 2.11(m, 1H), 2.29(m, 2H), 2.57(d, 2H), 2.84(d, 1H), 3.08(d, 3H),
5.25(m, 1H), 7.24(m, 10H), 8.22(s, 1H), 8.37(br, 1H)

98
N-(3,4- )-N- -1-  -3-[1-(4- )1-n-
93 1-(3,4- )-2-(1- ) N=(3,4-
)-1-  -3-[1-(4- )1-n- N-(3,4- )-N- ~1-
~3-[1-(4- )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.62(m, 4H), 1.90(m, 3H), 2.19(m, 3H), 2.30(m, 2H), 2.56(d, 2H), 2.82(m, 4H),
3.49(m, 1H), 4.75(m, 1H), 6.89(d, 1H), 7.08(s, 1H), 7.18(t, 2H), 7.30(t, 5H), 7.38(t, 4H), 8.43(s, 1H)

99
N- -N-  -1-  -3-[1-(4- )]-n-
93 1-(3,4- )-2-(1- ) N-  -1-

-3-[1-(4- )]-n- N- -N-  -1-  -3-[1-(4- )]
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1H-NMR(CDCI 5, 200MHz), & 1.56(m, 2H), 1.68(m, 1H), 1.72(m, 2H), 2.07(m, 2H), 2.23(m, 2H), 2.49(m, 2H)
, 2.58(t, 2H), 2.60(s, 3H), 3.08(m, 2H), 4.19(m, 1H), 5.39(m, 1H), 7.14(t, 3H), 7.26(m, 7H)

100
N- -1-  -3-[1-(4- )1-n-

93 1-(3,4- y-2-(1- ) 1-  -3-[1—(
4- )]-n- N- ~1-  -3-[1-(4- )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.85(m, 4H), 2.03(m, 4H), 2.35(m, 2H), 2.92(d, 1H), 3.12(d, 1H), 3.27(m, 1H),
5.22(q, 1H), 7.22(m, 5H), 7.47(m, 3H), 7.92(d, 2H), 8.12(d, 1H), 8.20(s, 1H)

101
N-{3-[4-( - - - -1- J]-1- - }-

93 1-(3,4- )-2-(1- ) 3-[4-(

- = ) -1- 1-1- - N-{3-[4-( - - ) -
1- ]-1- - }-

1H-NMR(CDCI 5, 200MHz), & 1.43(m, 2H), 1.63(m, 2H), 1.86(m, 2H), 2.04(m, 2H), 2.32(br, 4H), 2.99(m, 2H
), 3.64(s, 1H), 4.41(d, 1H), 5.17(m, 1H), 7.35(br, 10H), 8.19(s, 1H)

102
N- -1-[4-(tert- ) 1-2-(1- )
THF(50mI) N- -1-(4-tert- )-2-(1- ) (Immol)

THF(50ml) LiAlH4(4equiv) ) N2

(0.3ml), 15% NaOH(0,3ml) (0.3ml) (

) : THF _
N- -1-[4-(tert- ) 1-2-(1- )
6% HCI-MeOH 2 : THF
N-  -1-[4-(tert- ) ]-2-(1- ) : 90%

1H-NMR(CDCI 5, 200MHz), & 1.29(s, 9H), 1.56(s, 8H), 2.03(s, 3H), 2.46(m, 4H), 2.59(m, 6H), 7.15(dd, 2H),
7.30(dd, 2H)

103
N,N- -1-[4-(tert- ) 1-2-(1- )
102 N- -1-(4-tert- )-2-(1- ) N-
-N-  -1-[4-(tert- ) ]-2-(1- ) N,N- —1-[4—(tert-
) 1-2-(1- )

1H-NMR(CDCI 5, 200MHz), & 1.21(s, 9H), 1.48(s, 8H), 1.99(s, 2H), 2.30(m, 7H), 2.58(m, 5H), 2.82(m, 1H),
7.26(dd, 4H)

104
N- -1-(3.4- )-2-[1-(4- )
102 N- -1-(4-tert- )-2-(1- ) LiAl4
N- -1-(3,4- )-2-[1-(4- )] N-  -1-(3,4-
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)-2-[1-(4- )]

1H-NMR(CDCI 5, 200MHz), & 0.89(m, 2H), 1.25(m, 3H), 1.61(m, 4H), 2.17(m, 4H), 2.40(s, 2H), 2.51(d, 2H),
2.78(m, 2H), 2.96(dd, 1H), 7.12(m, 5H), 7.23(d, 2H), 7.35(s, 1H)

105
N- -1-[4-(tert- ) J-2-[1-(4- )|
102 N- -1-(4-tert- )-2-(1- ) N-
~1-[4-(tert- )  ]-2-[1-(4- N N- -1
-[4-(tert- )  ]-2-[1-(4- )

1H-NMR(DMSO-D6, 200MHz), & 1.22(s, 9H), 1.79(m, 6H), 2.71(m, 4H), 3.06(m, 2H), 3.19(m, 2H), 3.62(m, 4
H), 4.18(m, 1H), 7.30(m, 9H), 9.49(br, 1H), 9.69(br, 1H), 10.43(br, 1H)

106
N- -1-(2,4- )-2-[1-(4- )
102 N- -1-(4-tert- )-2-(1- ) LiAl4
N- ~1-(2,4- )-2-[1-(4- )] 1M N-  -1-(2
4~ )-2-[1-(4- )]

1H-NMR(CDCI 5, 200MHz), & 1.25(m, 2H), 1.66(m, 4H), 2.00(m, 1H), 2.17(m, 1H), 2.25(m, 2H), 2.43(m, 6H)
, 2.78(m, 3H), 2.99(m, 1H), 7.11(m, 5H), 7.25(d, 2H), 7.39(s, 1H)

107
N-  -1- -3-[1-(4- )]-n-
102 N- -1-(4-tert- )-2-(1- ) N-

-1-  -3-[1-(4- )]-n- N-  -1-  -3-[1-(4- )
1-n- .

1H-NMR(CDCI 5, 200MHz), & 1.30(m, 2H), 1.62(m, 2H), 1.81(m, 2H), 2.01(m, 6H), 2.25(d, 4H), 2.52(d, 2H),
2.89(t, 2H), 7.22(m, 10H)

108
N-  -1-  -3-(1- )-n-
102 N- ~1-(4-tert- )-2-(1- ) N-

-1-  -3-(1- )-n- N-  -1-  -3-(1- )-n-

1H-NMR(CDCI 5, 200MHz), & 1.57(br, 8H), 1.72(m, 1H), 1.89(m, 1H), 2.22(s, 3H), 2.41(q, 2H), 2.57(m, 4H),
2.82(br, 1H), 3.52(m, 1H), 7.24(m, 5H)

109
N.N- -1-  -3-[1-(4- )]-n-
102 N- -1-(4-tert- )-2-(1- ) N-

-N-  -1-  -3-[1-(4- )]-n- N,N- ~1-  -3-[1-(4-
)]1-n- -
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1H-NMR(CDCI 5, 200MHz), & 1.70(m, 4H), 2.18(d, 1H), 2.23(s, 6H), 2.39(d, 1H), 2.58(s, 2H), 2.99(m, 4H), 3
.20(m, 2H), 3.48(q, 1H), 3.70(t, 1H), 7.12(d, 2H), 7.21(d, 6H), 7.31(t, 2H)

110
N-  -1-  -3-[1-(4-(4- ) )1-n-
102 N- -1-(4-tert- )-2-(1- ) LiAl4
N- -1-  -3-[1-(4-(4- ) )1-n- 1M N-
-1- -3-[1-(4-(4- ) )1-n-

1H-NMR(CDCI 5, 200MHz), & 1.81(m, 4H), 2.01(m, 3H), 2.23(s, 3H), 2.35(m, 1H), 2.60(br, 2H), 2.93(d, 1H),
3.06(d, 1H), 3.19(m, 1H), 3.59(t, 1H), 3.63(s, 1H), 7.11(t, 2H), 7.28(m, 5H), 7.95(q, 2H)

(57)
1.
() ,
m nZ
X NR R,
Y U]
,m 0-2 ,h 14 : X Y , 1—-8 , F, Cl, Br, |
1-3
;R1 R2 , ) , 3 )
3 1] 3 ) ) 4_ ) N_
() (G 4- 57—
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