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3 [Boc| H |-NOz| NMR (CDCI3) &. 1.44(9H,s), 2.91-3.05(2H,m), 3.40-3.60(4H,
m), 3.85-4.00(2H,m), 4.10-4.20(1H,m), 6.90(2H,d,J=8.0Hz),
6.98(1H,t,J=7.0Hz), 7.09-7.32(4H,m), 8.15(2H,d,J=8.8Hz)

3-a|Boc|-Me|-NO2| NMR (CDCI3) 6. 1.24-1.30(3H,m), 1.35(9H,s), 2.75-3.50(4H,
| m), 3.80-3.90(1H,m), 3.95-4.30(3H,m), 6.89-7.00(3H,m), 7.2

3-7.35(4H.m), 8.15(2H,d,J=8.3Hz)

Z Boc| H |-NH2| NMR (CDCl3) & 1.46(9H.s), 2.67-2.80(2H,m), 3.30-3.48(4H,
m), 3.57(2H,brs), 3.82-4.00(2H,m), 4.06-4.20(2H,m), 6.61(2
H.d,J=8.0Hz), 6.87-7.00(5H,m), 7.25-7.32(2H,m)
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4-a|Boc

-Me

-NHz2| NMR (CDCl3) & 1.18-1.25(3H,m), 1.38(9H,s), 2.50-2.75(2H,

m), 3.30-3.60(4H,m), 3.80-4.20(4H.m), 6.57(2H.d,J=8.3Hz),

%3

5.85-7.00(5H,m), 7.25-7.35(2H,m)

OH CO,C(CH,),

©/ mHM;NH-R’

_RZa

R’ DATA

-H

-Me NMR (CDCl3) &: 1.46(SH,s), 2.65-2.80(5H,m), 3.30-3.55(4

H.m), 3.79(2H,s), 3.85-4.00(2H,m), 4.05-4.20(2H,m), 6.85-
7 00(4H,m), 7.05-7.15(2H,m), 7.25-7.30(2H,m), 7.44(2Hd,
J=8.4Hz), 9.07(1H,brs)

5-a

-Boc NMR (CDCl3) &: 1.46(9H,s), 1.57(9H,s), 2.75-2.86(2H,m),

3.30-3.50(4H,m), 3.71(2H.s), 3.82-4.00(2H,m), 4.09(2H br

s). 6.73(1H.s), 6.89(2H,d,J=7.6Hz), 6.96(1H,t,J=8.0Hz), 7.
03-7.15(2H,m), 7.29(2H,d,J=7.6Hz), 7.41(2H,d,J=7 6Hz), 8
64(1H,brs)

5-b

-Ph NMR (CDCl3) & 1.49(9H,s), 2.70-2.90(2H,m), 3.30-3.50(4

H.m). 3.69(2H,s), 3.80-4.00(2H,m), 4.11(1H,brs), 6.44(2H,
s) 689(2H.d,J=8.0Hz), 6.95(1H.t,J=7.2Hz), 7.02-7.14(3H,
m), 7.24-7.32(2H,m), 7.37-7.44(6H.m). 8.13(1H.s)

3-F-Pn) | NMR (CDCl3) & 1.45(9H.s), 2.71-2.82(2H,m), 3.34-3.48(4

H.m). 3.68(2H,s), 3.83-3.97(2H,m), 4.07-4.16(1H,m), 6.42(
1H,s), 6.65-7.45(13H,m), 9.09-9.17(1H.5)

5-d

-Me

-Ph NMR (CDCls) & 1.13-1.25(3H,m), 1.39(9H,s), 2.55-2.80(2

H.m) 3.30-3.40(1H,m), 3.60-4.20(5H,m), 3.69(2H,s), 6.44(
1H.s), 6.80-7.31(8H,m), 7.36-7.43(6H,m), 9.11(1H.5)

T4

OH CO,C(CH,),

AN O 0 s
S G
.

DATA

NMR (CDCl) & 1.46(9H.s), 2.75-2.95(2H,m), 3.35-3.55(4H,m).
3.75-4.00(2H,m), 4.00-4.15(1H,m), 5.46(2H,s), 6.90(2H,d,J=8.4
Hz), 6.96(1H,tJ=7.6Hz), 7.15-7.31(5H,m), 7.60(2H,d,J=8.4Hz),
8.80(1H,s), 9.11(1H.s) |

-OH

NMR (CDCla) & 1.46(9H,s), 2.70-2.90(2H,m), 3.30-3.55(4H.m),
3.80-4.00(2H,m), 4.03-4.17(2H,m), 4.29(1H,brs), 4.99(2H,brs),
5.12(1H,d.J=1.2Hz), 6.66(1H,d,J=1.2Hz), 6.85-7.00(3H,m), 7.05-
715(2H.m), 7.25-7.31(2H,m), 7.47(2H,d,J=8.4Hz), 9.11(1H.brs)
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OH n
SRenIeS Vs
Rl
I A I
n RSa N
Ex -R%|-R® -R sal DATA

1 [-H | -H [-CHz-Ph| —

mp: 146-148°C

NMR & 2.57-2.75(6H,m), 3.48(2H,s), 3.82-3.94(3Hm
), 4.41(2H.d, J=5.6Hz), 4.94(1H,s), 6.36(1H,s), 6.98-
6.93(3H,m), 7.12(2H,d,J=8.4Hz), 7.21-7.34(BH,m), 7.
45(2H,d,J=8.0Hz), B.06(1Ht,J=8.0Hz), 9.96(1H.5)

2 {-H |-OH -H 2HCINMR & 2.88-3.26(6H,m), 3.93-4.10(2H,m), 4.17-4.26
: (1H,m), 5.11(1H,s), 6.70(1H,s), 6.92-6.99(3H.m), 7.2
2(2H,d,J=8.8Hz), 7.31(2H,t.J=8.0Hz), 7.68(2H,d,J=8.8
Hz), 8.91(1H,brs), 8.15(1H,bfs), 10.08(1H,brs)
2-aj-H|-H -H  |2HClimp: 162-165C

NMR & 2.70-3.50(6H,m), 3.65(2H,s), 3.94-4.01(2H,m
), 4.23-4,25(1H,m), 5.91(1H brs), 6.56(1H,s), 6.94-6.9
7(3H,m), 7.20(2H,d,J=8.0Hz), 7.28-7.32(2H,m), 7.58(
2H d.J=8.0Hz), 8.35(1H,brs), 8.91(1H,brs), 9.16(1H,br
s), 10.38(1H,s)

2b] -H | -H |-(3-F-Ph)

SHCIINMR &: 2.96-3.30(6H,m), 3.65(2H,s), 3.92-4.01(2H,m

). 412-4.23(1H,m), 5.84-5.92(1H,m), 6.72(1H.s), 6.91
'6.98(4H,m), 7.19(2H,d,J=8.8Hz), 7.24-7.45(4H,m), 7.
|59(2H,d,J=8.3Hz), 7.90(1H,t,J=2.0Hz), 8.60-8.80(2H,
m), 10.18(1H,s), 10.40(1H,s)

2-cl-Me| -H | -CH2-Ph

2HCIIMS (m/z) : 517 [(M+H)"]

NMR & 1.11(3H.d,J=6.2Hz), 2.58-2.67(1H,m), 3.07-3
23(3H.m), 3.41-3.63(3H,m), 3.95-4.03(2H,m), 4.20-4.
25(1H,m), 6.65(1H,s), 6.90-6.98(4H,m), 7.17-7.33(6H,
m), 7.25-7.62(4H,m), 8.67(1H,s), 8.79(1H,s), 10.18(1
H.s), 10.22(1H,s) '

2HCl|mp: 154-159°C

NMR & 2.93-3.04(3H.m), 3.15-3.20(3H,m), 3.66(2H,s
), 3.93-4.01(2H,m), 4.20-4.27(1H,m), 6.68(1H.s), 6.94
6.98(4H.m), 7.20(2H,d,J=8.8Hz), 7.26-7.61(4Hm), 8.
87(1H,brs), 9.08(1H,brs), 10.25(1H,s), 10.45(1H.brs
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An amide derivative of the formula (1)

OH
H
H R3a

(wherein rl. —H, -C,¢ alkylene phenyl or —optionally
hatogen substituted phenyl,

R22. -H or C,, alkyl

R3&. -H or -OH )
or the salt, and the pharmacentical composition for
treating diabetes.

The compounds of the present invention have both of

insulin secretion promoting action and insulin sensitivity

strengthening action. and are useful as diabetes treating

agent.
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