
;e3e4> DN6Tx_`  The title compound was obtained from the compound obtained
in Example 157 in a similar manner to Example 146. Melting point: 221-232C
(decomposed). 1H-NMR (DMSO-d6) b: 1.32 (3H, s) , 1.40 (3H, s) , 1.70-1.85
(lH,m) 5 1.85-2.10(lH,m), 2.60-3.35(8H, m), 3.40-3.82(3H, m), 3.85 4.05(3H,
m), 4.05-4.35(2H, m)) 4.50-4.60(lH,m), 4.554.80(2H, m), 5.75-5.85(lH,m))
7.08(lH,br.s), 7.17(lH,d,J=8.8Hz), 7.41(lH,d,J=8.8Hz), 7.71(lH,s))
8.208.35(lH,m), 8.40-8.55(lH,m), 10.00-10.35(lH,m), 10 11 . 87 (1H, s) . MS
(ESI) m/z: 603 (M+H+) . [Example 159] tert-Butyl
(3R*,4S*)-4-~[(5-fluoroindol-2-yl)carbonyl]amino}-3-{[(5-isopropyl-4,5,6,7-
tetrahydrothiazolo[5,4-c] 15
pyridin-2-yl)carbonyl]amino}piperidine-1-carboxylate: Boc i 0 N N ,1 N ~ N
H HN 'N 0 H The title compound was obtained from the compound obtained in
Referential Example 209 and the compound obtained in Referential Example
148 in a similar manner to 20 Example 91. 1H-NMR (CDC13) b:
1.16(6H,d,J=6.6Hz), 1.53(9H, s)) 1.65 1.80(lH,m), 2.23-2.32(lH,m),
2.80-3.10(6H, m), 3.10  



3.25(lH,m), 3.80-3.90(2H, m), 4.00-4.50(4H, m), 6.91(lH,s),6.95-7.05(lH,m),
7.25-7.40(2H, m), 7.74(lH,br.s), 8.21(lH,br.s), 9.30(lH,s). MS (ESI) m/z:
585 (M+H+) . 5 [Example 160]
N-((3R*,4S*)-4-{[(5-Fluoroindol-2-yl)carbonyl]amino}
piperidin-3-yl)-5-isopropyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-car
boxamide dihydrochloride: H S~ " H HN ~ ~ 0 H 10 The title compound was
obtained by treating the compound obtained in Example 159 in a similar
manner to Example 95. 1H-NMR (DMSO-d6) b: 1.28-1.40(6H, m))
1.85-2.00(lH,m), 2.05 2.20(lH,m), 2.40-2.60(lH,m), 2.95-3.90(8H, m), 4.40
15 4.55(2H, m), 4.60-4.75(2H, m), 7.00-7.20(2H, m), 7.307.50(2H, m),
8.45-8.60(lH,m), 8.85-9.05(lH,m)) 9.05 9.50 (2H,m) , 11.60-11.90 (2H,m) .
MS (ESI) m/z: 485 (M+H+) . [Example 161] 20
N-[(3R*,4S*)-4-{[(5-Fluoroindol-2-yl)carbonyl]amino}-1-(2
methoxyacetyl)piperidin-3-yl]-5-isopropyl-4,5,6,7
tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide 702   



hydrochloride: O~OMe 0 N F N. N HN N/ 0 H The title compound was obtained
from the compound obtained in Example 160 and methoxyacetyl chloride in a 5
similar manner. to Example 100. Melting point: 214-228C (decomposed).
1H-NMR (DMSO-d6) b: 1.25-1.40(6H, m), 1.68-1.82(lH,m)) 1.852.10(lH,m),
2.90-3.60(8H, m), 3.60-3.85(2H, m), 3.854.40(5H, m), 4.40-4.55(2H, m),
4.60-4.75(lH,m), 7.00 10 7.15(2H, m), 7.35-7.50(2H, m), 8.15-8.50(2H, m),
10.80 11.30(lH,m)) 11.73(lH,d,J=6.6Hz). MS (ESI) m/z: 557 (M+H+) . [Example
162] N-{(3R*,4S*)-4-{[(5-Chloroindol-2-yl)carbonyl]amino}-115
[(dimethylamino)carbonyl]piperidin-3-yl}-5-methyl-4,5,6,7
tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: 703    0~ N/
CI S - ~ ~N"1,~ ~ ~ N~N H HN 0 H The title compound was obtained from the
compound obtained in Example 118 and N,N-dimethylcarbamoyl chloride in a
similar manner to Example 100. 5 Melting point: 267-270C (decomposed).
1H-NMR (DMSO-d6) b: 1.65-1.78(lH,m), 1.97-2.10(lH,m), 2.70(6H, s), 2.90(3H,
s), 2.95-3.80(BH,m), 4.25-4.80(4H, m), 7.08(lH,s), 7.16(lH,dd,J=8.8,1.8Hz),
7.41(lH,d,J=8.8Hz), 7.70(lH,s), 8.31(lH,br.s), 8.40(lH,d,J=7.3Hz), 11.15 10
11.60(lH,m), 11.82(lH,s). MS (ESI) m/z: 544 (M+H+) . [Example 163]
N-{(3R*,4S*)-4-{[(5-Chloroindol-2-yl)carbonyl]amino}-1((ethylamino)carbonyl
]piperidin-3-yl}-5-methyl-4,5,6,7 



15 tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: 704    H
S (,.. -N ~ ~H HN I 0 H CI The title compound was obtained from the
compound obtained in Example 118 and ethyl isocyanate in a similar manner
to Example 100. 5 Melting point: 221-235C (decomposed). 1H-NMR (DMSO-d6) 5:
0.98(3H,t,J=7.lHz), 1.60-1.70(lH,m), 1.80-1.95(lH,m)) 2.90(3H, s),
2.95-3.40(6H, m), 3.404.00(4H, m), 4.25-4.80(4H, m), 6.60-6.80(lH,m),
7.09(lH,s), 7.16(lH,dd,J=8.8,1.9Hz)) 7.41(lH,d,J=8.8Hz)) 10
7.68(lH,d,J=l.9Hz), 8.02(lH,br.s), 8.35(lH,d,J=7.lHz)) 11 .20-11 .70 (1H,
m) , 11 . 82 (1H, s) . MS (FAB)m/z:544 (M+H+) . [Example 164]
N-((3R*,4S*)-1-[(tert-Butylamino)carbonyl]-4-{[(5 15
chloroindol-2-yl)carbonyl]amino}piperidin-3-yl)-5-methyl
4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: 705



O~H S ~ ",.., -N ~ II H HN I 0 H CI The title compound was obtained from
the compound obtained in Example 118 and tert-butyl isocyanate in a similar
manner to Example 100. 5 Melting point: 236-238C (decomposed). 1H-NMR
(DMSO-ds) ~: 1.21(9H, s), 1.60-1.70(lH,m), 1.801.90(lH,m), 2.87(3H, s),
3.00-3.40(6H, m), 3.49(lH,br.s), 3.80-3.90(lH,m), 3.90-4.00(lH,m),
4.20-4.35(2H, m), 4.47(lH,br.s), 5.90(iH,s), 7.06(iH,s), 10
7.16(lH,dd,J=8.8,1.9Hz), 7.41(lH,d,J~8.8Hz), 7.67(lH,d,J=l.9Hz))
8.04(lH,d,J=6.8Hz)) 8.34(lH,d,J=7.3Hz), 11.22(lH,br.s)) 11.79(lH,s). MS
(FAB) m/z: 572 (M+H+) . [Example 165] 15 Methyl
2-((3R*,4S*)-4-{[(5-chloroindol-2-yl)carbonyl]
amino}-3-{[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]
pyridin-2-yl)carbonyl]amino}piperidin-3-yl)acetate dihydrochloride: 706   



~-COZMe 0 N CI N. H _ -N HN N~ H 0 The title compound was obtained from the
compound obtained in Example 118 and methyl bromoacetate in a similar
manner to Example 102. 5 Melting point: 253-255C (decomposed). 1H-NMR
(DMSO-d6, 80C) ~: 1.95-2.10 (lH,m) , 2.10-2.25 (lH,m) , 2.88 (3H, s) , 3
.00-3.73 (8H,m) , 3.75 (3H, s) , 3 .97-4. 15 (2H, m) , 4.30-4.80(4H, m),
7.08-7.20(2H, m), 7.44(lH,d,J=8.6Hz), 7.63(lH,d,J=2.OHz),
8.42(lH,d,J=7.3Hz), 8.62(lH,br.s), 10 11.82(lH,br.s). MS (ESI) m/z: 545
(M+H+) . [Example 166]
2-((3R*,4S*)-4-{[(5-Chloroindol-2-yl)carbonyl]amino}-3([(5-methyl-4,5,6,7-t
etrahydrothiazolo[5,4-c]-pyridin-2 15
yl)carbonyl]amino}piperidin-3-yl)acetic acid hydrochloride: 707    r--C02H
0 N CI S N,,,,,, H _ I ~ / -N~ HN N~' H 0 The title compound was obtained
by treating the compound obtained in Example 165 in a similar manner to
Example 101. 5 Melting point: 234-240C (decomposed). 1H-NMR (DMSO-d6) b:
1.75-1.95 (lH,m) ( 2.05-2.20 (lH,m) 2 .88 (3H, s) , 2. 95-3.90 (lOH,m) , 4
.20-4.70 (4H,m) , 7 .11 (1H, s) , 7.16(lH,dd,J=8.8,2.OHz),
7.41(lH,d,J=8.8Hz), 7.66(lH,d,J=2.OHz)) 8.46(lH,br.d,J=7.8Hz),
8.65(lH,br.s), 10 11.60-12.70(2H,br. s), 11.91(lH,br.s). 



[Example 167]
N-[(3R*,4S*)-4-{[(5-Chloroindol-2-yl)carbonyl]amino}-1-(2methoxyethyl)piper
idin-3-yl]-5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide
dihydrochloride: ~OMe 0 N S ,~,,,, N H - I -N HN N 15 0 708 H CI     The
title compound was obtained from the compound obtained in Example 118 and
2-bromoethyl methyl ether in a similar manner to Example 102 (NMR was
measured in the form of a free base). 5 Melting point: 238-242C
(decomposed). 1H-NMR (CDC13) b: 1.75-1.83 (2H,m) , 2.27-2.39 (2H,m) ,
2.52(3H, s), 2.60-2.66(lH,m), 2.69-2.75(lH,m)) 2.81 2.90 (2H,m) , 2.96-3.07
(2H,m) ( 3.41 (3H, s) , 3.53-3.60 (2H,m) , 3.75(each 1H, AB type
d,J=15.5Hz), 4.02-4.05(lH,m), 10 4.40(lH,br), 6.88(lH;d,J=l.5Hz),
7.1S-7.21(lH,m), 7.31 7 . 3 3 ( 1H, m) , 7 . 63 ( 1H, d, J=1 . 5Hz ) , 8 .
17 ( 1H, d, J=5 . OHz ) , 8.26(lH,d,J=7.OHz), 9.30(lH,br.s). MS (FAB) m/z :
531 (M+H+) . [Example 168] 15
N-[(3R*,4S*)-4-([(5-Chloroindol-2-yl)carbonyl]amino}-1-(2fluoroethyl)piperi
din-3-yl]-5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide
dihydrochloride: ~F C I S N 0 H The title compound was obtained from the
compound 20 obtained in Example 118 and 2-fluoroethyl bromide in a 



similar manner to Example 102 (NMR was measured in the 709    form of a
free base) . Melting point: 228-233C (decomposed). 1H-NMR (CDC13) b:
1.77(2H,dq,J=12.5,4.OHz), 2.28-2.32(lH,m), 2.41(lH,t,J=12.5Hz), 2.52(3H,
s), 2.65(lH,d,J=10.5Hz), 5 2.76-2.81(iH,m), 2.83-2.86(3H, m)) 2.98-3.05(3H,
m), 3.75(each 1H, AB type d,J=15.5Hz), 4.02-4.08(lH,m), 4.45(lH,br),
4.54-4.59(lH,m), 4.64-4.70(lH,m), 6.87(lH,d,J=l.5Hz), 7.19-7.22(lH,m),
7.32(lH,d,J=8.5Hz), 7.64(lH,d,J=2.OHz), 8.11(lH,d,J=5.5Hz),
8.20(lH,d,J=7.3Hz), 10 9.30(lH,br). MS (FAH) m/z: 519 (M+H+) . [Example
169] N-((3R,4S)-1-Acetyl-4-{[(5-chloroindol-2-yl)carbonyl]
amino}piperidin-3-yl)-5-methyl-4,5,6,7-tetrahydro15
thiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: p ~N' C I N ~ -N ~ N H
HN I 'N _ H A 4N dioxane solution (7.0 ml) of hydrochloric acid was added
to a dioxane solution (15 ml) of the compound (630 mg) obtained in
Referential Example 214, and the 20 mixture was stirred at room temperature
for 1 hour. The reaction mixture was concentrated under reduced pressure.
710 



The thus-obtained yellow solids (590 mg) and the compound (379 mg) obtained
in Referential Example 10 were used to obtain a free base (330 mg) of the
title compound in a similar manner to Example 91. This free base was
treated 5 with an ethanol solution of hydrochloric acid to obtain the title
compound (NMR was measured in the form of a free base) . Melting point:
202-222C (decomposed). 1H-NMR (DMSO-d6) b: 1.65-1.85(lH,m), 10
1.87,2.06(total 3H, each s), 1.88-2.10(lH,m), 2.37(3H, s), 2.65-2.77(2H,
m), 2.79-2.89(2H, m), 2.99-3.09(0.5H, m)) 3.303.52(2H, m), 3.64(2H, s),
3.70-3.80(0.5H, m), 3.96-4.21(2H, m), 4.27(lH,br.s), 4.35-4.48(lH,m))
7.07,7.11(total lH,each s), 7.18(lH,d,J=8.8Hz), 7.42(lH,d,J=8.8Hz),
7.71(lH,s), 8.16 15 8.22(lH,m), 8.37,8.46(total lH,each d,J=7.8Hz),
11.81,11.83(total iH,each s). MS (ESI) m/z: 515 (M+H+) . [a]25D = -56.0 (c
= 0.50, methanol). [Example 170] 20
N-((3R,4R)-1-Acetyl-4-~[(5-chloroindol-2-yl)carbonyl]amino}piperidin-3-yl)-
5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide
hydrochloride: 711    0 0 N CI S ! N,",,, -N ~ N H HN ~ ~ / 'N 0 H The
title compound was obtained from the compound obtained in Referential
Example 219 and Referential Example 10 in a similar manner to Example 169. 



5 Melting point: 221-238C. 1H-NMR (DMSO-d6) b: 1.45-1.56(.0.5H, m),
1.60-1.70(0.5H, m), 1.89-2.01(lH,m)) 2.05(3H, s), 2.51-2.67(lH,m), 2.88(3H,
s), 3.00-3.22(3H, m), 3.31-3.40(3H, m), 3.56-3.67(0.5H, m)) 3.784.02(1.5H,
m), 4.22-4.44(2H, m), 4.56-4.72(lH,m)) 7.02(lH,s), 10
7.15(lH,dd,J=8.8,2.OHz), 7.37(lH,d,J=8.8Hz)) 7.67(lH,d,J=2.OHz),
8.42(lH,d,J=9.8Hz), 8.67-8.78(lH,m), 11 . 02-11 . 14 (1H, m) ( 11 . 72 (0 .
5H, s) , 11 .74 (0. 5H, s) . MS (FAB) m/z : 515 (M+H+) . [a]25D = -105.4 (c
= 0.58) methanol). 15 [Example 171]
N-[(3R,4S)-4-{[(5-Chloroindol-2-yl)carbonyl]amino}-1-(2methoxyacetyl)piperi
din-3-yl]-5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide
hydrochloride: 712    ~~~OMe 0 N S ,,,,,, N H - I -N HN I 0 H CI The title
compound was obtained from the compound obtained in Referential Example 221
in a similar manner to Example 169. 5 Melting point: 207-220C (decomposed).
1H-NMR (DMSO-d6) b: 1.70-1.80(lH,m)) 1.85-2.05(lH,m), 2. 90 (3H, s) ( 3
.00-3 .20 (2H,m) , 3.16 (3H) s) , 3.22-3.82 (7H,m) , 3.88-4.80(5H, m),
7.09(lH,d,J=9.OHz), 7.17(lH,dd,J=8.8,1.9Hz), 7.42(lH,d,J=8.8Hz), 10
7.70(lH,d,J=l.9Hz), 8.29(lH,br.s), 8.40-8.50(lH,m), 11.20 



11.50(lH,m)) 11.85(lH,s). MS (ESI) m/z: 545 (M+H+) . [a] 25D = -53 .4 (c =
0 . 52, methanol) . [Example 172] 15
N-[(3R,4R)-4-{[(5-Chloroindol-2-yl)carbonyl]amino]-1-(2
methoxyacetyl)piperidin-3-yl]-5-methyl-4,5,6,7-tetrahydro
thiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: 713      O~~ O M E 0 N
S ~ N ~~,,,, -N ~ N H HN I 0 N H CI The title compound was obtained from
the compound obtained in Referential Example 223 in a similar manner to
Example 169. 5 Melting point: 213-230C. 1H-NMR (DMSO-ds) b: 1.45-1.56(0.5H,
m), 1.61-1.70(0.5H, m), 1.89-2.00(lH,m), 2.05(3H, s), 2.45-2.67(lH,m),
2.88(3H, s), 3.00-3.21(4H, m), 3.32-3.56(7H, m), 3.78-3.89(2H, m),
4.004.24(2H, m), 4.26-4.43(2H, m), 7.02(lH,s), 10 7.13(lH,dd,J=8.8,2.OHz),
7.37(lH,d,J=8.8Hz), 7 . 67 (1H, d, J=2 . OHz) , 8.41 (1H, d) J=9 . 8Hz) , 8
.74 (1H, d, J=9. 8Hz) , 10.80-10.90(lH,m), 11.72(lH,s). 



MS (FAB) m/z: 545 (M+H+) . [a]25D = -100.3 (c = 0.51) methanol). 15
[Example 173] N-((3R,4R)-4-{[(5-Chloroindol-2-yl)carbonyl]amino}-6
oxotetrahydro-2H-pyran-3-yl)-5-methyl-4,5,6,7-tetrahydro
thiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: 714      0 0 o ci s
_N~N H HN I N 0 H The title compound was obtained from the low-polar
compound obtained in Referential Example 176 and the compound obtained in
Referential Example 10 in a similar 5 manner to Example 169. 1H-NMR
(DMSO-ds) b: 2.41-2.56(2H, m), 2.91(3H, s)) 3.01 3.23(lH,m), 3.24-3.56(5H,
m), 3.62-3.67(lH,m)) 4.21 4.44(lH,m), 4.56-4.78(2H, m), 7.11(lH,s))
7.16(lH,dd,J=8.8,2.OHz), 7.22(lH,d,J=8.5Hz), 10 7.41(lH,d,J=8.8Hz),
7.69(lH,d,J=2.OHz), 8.40-8.50(lH,m), 11.34-11.56(lH,m)) 11.82(lH,s). MS
(FAB) m/z: 488 (M+H+) . 



[Example 174] N-((3R,4S)-4-~[(5-Chloroindol-2-yl)carbonyl]amino]-6 15
oxotetrahydro-2H-pyran-3-yl)-5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyri
dine-2-carboxamide hydrochloride: 0 0 o ci s`;~~` ~~ -N `YN HN H 0 715
The title compound was obtained from the high-polar compound obtained in
Referential Example 176 and the compound obtained in Referential Example 10
in a similar manner to Example 169. 5 1H-NMR (DMSO-d6) b: 2.41-2.56(2H, m),
2.91(3H, s)) 3.23 3.41(2H, m), 3.43-3.50(2H, m), 3.56-3.67(2H, m),
4.37(lH,dd,J=13.9,7.1Hz), 4.40-4.50(lH,m), 4.56-4.78(2H, m), 7.12(lH,s),
7.17(lH,dd,J=8.8,2.OHz), 7.41(lH,d,J=8.8Hz), 7.71(lH,d,J=2.OHz),
8.44(lH,d,J=8.5Hz)) 8.15(lH,d,J=8.5Hz)) 10 11.42-11 .53 (1H, m) , 11 .79
(1H, s) . MS (FAB) m/z: 488(M+H+). [Example 175] Ethyl
(3R,4S)-5-{[tert-butyl(diphenyl)silyl]oxy}-3-{[(5chloroindol-2-yl)carbonyl]
amino}-4-{[(5-methyl-4,5,6,715
tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}valerate: OTBDPS 0 ~ ~
1~/~COZEt CI S I~H"" HN N ~N~ p The title compound was obtained from the
compound obtained in Referential Example 225 in a similar manner to 20
Example 169. 1H-NMR (CDC13) b: 1.09(9H, s), 1.21(3H,t,J=7.4Hz), 2.49(3H,
s), 2.65(lH,dd,J=15.9,5.4Hz), 2.67-2.90(5H, m), 716   



3.60(lH,d,J=14.9Hz), 3.72(lH,d,J=14.9Hz), 3.78-3.91(2H, m), 4.00-4.21(2H,
m), 4.43-4.50(lH,m), 4.78-4.89(lH,m), 6.81(lH,s), 7.20(lH,dd,J=8.8,2.OHz),
7.32-7.52(m,7H), 7.63-7.74(6H, m)) 7.89-8.01(lH,m), 9.18(lH,s). 5 [Example
176] Ethyl
(3R,4S)-3-{[(5-chloroindol-2-yl)carbonyl]amino}-5hydroxy-4-{[(5-methyl-4,5,
6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}valerate: OH 0 ~ ~
1~/~COzEt S I~H", HN ~N~ p 10 After hydrogen fluoridepyridine (0.4 ml) was
added dropwise to a mixture solution composed of the compound (0.54 g)
obtained in Example 175, pyridine (4.0 ml) and tetrahydrofuran (10 ml)
under ice cooling, the reaction mixture was stirred for 18 hours while the
temperature 15 thereof was gradually raised to room temperature. The
reaction mixture was concentrated) and the resultant residue was purified
by column chromatography on silica gel (chloroform: methanol = 9:1) to
obtain the title compound (0.31 g). 20 1H-NMR (CDC13) b:
1.20(3H,t,J=7.4Hz), 2.49(3H, s), 2.672.90(6H, m)) 3.62-3.74(3H, m))
3.78-3.94(lH,m), 4.004.20(2H, m)) 4.30-4.40(lH,m)) 4.80-4.89(lH,m),
6.93(lH,s), 717    7.23(lH,dd,J=8.8,2.OHz), 7.33(lH,d,J=8.8Hz),
7.56(lH,d,J=8.5Hz), 7.61(lH,d,J=2.OHz), 7.88(lH,d,J=8.5Hz), 9.29 (1H, s) .
[Example 177] 5
N-((3S,4R)-4-{[(5-Chloroindol-2-yl)carbonyl]amino}-6oxotetrahydro-2H-pyran-
3-yl]-5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide
hydrochloride: 0 0 0 -N ~ N H NH CI 0 N H A 4N dioxane solution (20 ml) of
hydrochloric acid 10 was added to the compound (0.31 g) obtained in Example
176, and the mixture was heated under reflux for 4 hours. The reaction
mixture was concentrated, and the resultant residue was recrystallized from
diethyl ether to obtain the title compound (0.23 g). 15 Melting point:
221-238C (decomposed). 1H-NMR and MS (FAB): The same as those of the
enantiomer in Example 174. 



[Example 178] N-((3R*,4R*)-4-{[(5-Chloroindol-2-yl)carbonyl]amino}-1,120
dioxohexahydro-1-thiopyran-3-yl)-5-methyl-4,5,6,7
tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: 718    O~S~O
0 ..", -N ~ N H NH / ~ ~ CI 0 N H A free base of the title compound was
obtained from the compound obtained in Referential Example 227 and
5chloroindole-2-carboxylic acid in a similar manner to 5 Example 91. This
free base was treated with an ethanol solution of hydrochloric acid to
obtain the title compound. Melting point: 241-244C. 'H-NMR (DMSO-d6) b:
2.14(lH,br)) 2.30-2.34(lH,m)) 2. 92 (3H, s) , 3 .10-3 .18 (2H,m) , 3 .41
(4H,br) , 3 .68 (2H,br) , 10 4.44(lH,br), 4.63-4.78(3H, m),
7.16-7.18(lH,m)) 7.21(lH,s), 7 .43 (1H, d, J=8.5Hz) , 7 .67 (1H, d) J=4 .
6Hz) , 8 . 39 (1H, br) 8.94(lH,br)) 11.82(lH,br). MS (ESI) m/z: 522 (M+H+)
. [Example 179] 15
N-((3R*,4R*)-4-{[(5-Fluoroindol-2-yl)carbonyl]amino]-1,1dioxohexahydro-1-th
iopyran-3-yl)-5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridine-2-carboxami
de hydrochloride: 719    



U~ S~ ~ S ,,",, -N ~ N H NH l~ 0 N H A free base of the title compound was
obtained from the compound obtained in Referential Example 227 and 5
fluoroindole-2-carboxylic acid in a similar manner to 5 Example 91. This
free base was treated with an ethanol solution of hydrochloric acid to
obtain the title compound. Melting point: 243-245C. 1H-NMR (DMSO-ds) b:
2.14 (lH,br) , 2.30-2.33 (lH,m) , 2. 92 (3H, s) , 3.13 (2H,br) , 3.51
(4H,br) ( 3.63 (2H,br) , 10 4.63(3H,br), 4.78(lH,br)) 7.01-7.05(lH,m),
7.21(lH,s), 7.37-7.44(2H, m), 8.36(lH,br), 8.93(lH,d,J=6.8Hz))
11.72(lH,br). MS (ESI) m/z: 506 (M+H+) . [Example 180] 15
N-((3R*,4R*}-3-{[(5-Chloroindol-2-yl)carbonyl]amino}-1,1
dioxohexahydro-1-thiopyran-4-yl)-5-methyl-4,5,6,7
tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: 720    0
,S_0 ...,, 



-N ~ N H _ NH CI 0 N H A free base of the title compound was obtained from
the compound obtained in Referential Example 229 and the compound obtained
in Referential Example 10 in a similar 5 manner to Example 91. This free
base was treated with an ethanol solution of hydrochloric acid to obtain
the title compound. Melting point: 242-247C. 1H-NMR (DMSO-d6) b:
2.16(lH,br), 2.45(lH,br), 2.93(3H, s), 10 3 . 13 (2H, br) , 3 . 26 (4H, br)
, 3 . 69 (2H) br) , 4 . 45 (1H) br) , 4 . 65 4.77 (3H,m) , 7.01 (1H, s) ,
7.17 (lH,dd,J=8.7) l.4Hz) , 7.43(lH,d,Ja8.5Hz), 7.69(lH,s))
8.35-8.40(lH,m)) 9.04 (lH,br) , 11.86 (1H, s) . MS (ESI) m/z: 522 (M+H+) .
15 [Example 181]
N-((3R*,4S*)-4-{[(5-Chloroindol-2-yl)carbonyl]amino}-1,1dioxohexahydro-1-th
iopyran-3-yl)-5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridine-2-carboxami
de hydrochloride: 721    0~ S~ 0 0 ~. N ~ N H NH / ~ ~ CI 0 N i H A free
base of the title compound was obtained from the compound obtained in
Referential Example 231 and 5chloroindole-2-carboxylic acid in a similar
manner to 5 Example 91. This free base was treated with an ethanol solution
of hydrochloric acid to obtain the title compound. Melting point: 244-249C.
1H-NMR (DMSO-ds) b: 2.17-2.27 (2H,m) , 2.90 (3H, s) , 3.09(lH,br),
3.18-3.21(2H, m)) 3.31-3.34(2H, m), 3.60 10 3.67(3H, m), 4.41-4.49(2H, m),
4.54-4.59(2H, m), 7.04(lH,s), 7.09-7.13(lH,m), 7.39(lH,d,J=8.5Hz),
7.61(lH,d,J=9.9Hz), 8.52-8.56(lH,m), 8.83-8.85(lH,m), 11.65(lH,d,J=11.9Hz).
MS (ESI) m/z: 522 (M+H+) . [Example 182] 15
N-((3R*,4S*)-4-{[(5-Fluoroindol-2-yl)carbonyl]amino}-1,1dioxohexahydro-1-th
iopyran-3-yl)-5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridine-2-carboxami
de hydrochloride: 



722    ~aS : 0 F ~ \ / 0 H A free base of the title compound was obtained
from the compound obtained in Referential Example 231 and
5fluoroindole-2-carboxylic acid in a similar manner to 5 Example 91. This
free base was treated with an ethanol solution of hydrochloric acid to
obtain the title compound. Melting point: 236-241C. 1H-NMR (DMSO-ds) b:
2.20-2.24(2H, m), 2.89(3H, s), 3.07(lH,br), 3.19-3.22(2H, m), 3.60-3.66(4H,
m), 4.43 10 4.58(5H, m), 6.95-7.00(lH,m), 7.04(lH,s), 7.32-7.38(2H, m),
8.50(lH,d,J=8.5Hz), 8.83(lH,d,J=8.5Hz), 11.59(lH,s). MS (ESI) m/z: 506
(M+H`) . [Example 183]
N-((3R*,4R*)-3-{[(5-Fluoroindol-2-yl)carbonyl]amino]-1,115
dioxohexahydro-1-thiopyran-4-yl)-5-methyl-4,5,6,7
tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: 723    II
,5~0 S l N,,,,,, -N ~ N H NH / J ~ F 0 N i H A free base of the title
compound was obtained from the compound obtained in Referential Example 233
and the compound obtained in Referential Example 10 in a similar 5 manner
to Example 91. This free base was treated with an ethanol solution of
hydrochloric acid to obtain the title compound. 



Melting point: 244-249C. 1H-NMR (DMSO-d6) b: 2.12-2.18 (lH,m) , 2.50
(lH,br) , 10 2.92 (3H, s) , 3.17 (3H,br) , 3.50-3.61 (SH,m) , 4.45 (lH,br)
, 4.62-4.78(3H, m)) 6.98-7.03(2H, m)) 7.36-7.42(2H, m)) 8.30 (lH,br) , 9.00
(1H, d, J~8. OHz) , 11.74 (1H, s) . MS (ESI) m/z: 506(M+H+). [Example 184]
15 N-((3S,4R)-4-{[(5-chloroindol-2-yl)carbonyl]amino}-1
methyl-6-oxopiperidin-3-yl)-5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridi
ne-2-carboxamide (low-polar compound) and
N-((38,4R)-4-{[(5-chloroindol-2yl)carbonyl]amino]-1-methyl-6-oxopiperidin-3
-yl)-5-methyl 20 4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide
(high-polar compound): 724    0 N 0 0 S~ S " N + ~ N -N \\lN H NH -N / J ~
CI 0 n Low-polar compound High-polar compound The title compound was
obtained from the compound obtained in Referential Example 236 and the
compound CI obtained in Referential Example 10 in a similar manner to 5
Example 169. Low-polar compound: Melting poing: 189-203C (decomposed). 



1H-NMR (CDC13) b: 2.52(3H, s), 2.59(lH,q,J-8.8Hz), 2.71 2 .78 (2H,m) , 2 .
89-3 . 00 (2H, m) , 3 . 03 (3H, s) , 10 3.12(lH,dd,J=17.6,5.4Hz),
3.43(lH,dd,Ja12.7,5.1Hz), 3.70(lH,d,J=15.2Hz), 3.77(lH,d,J=15.2Hz),
3.83(lH,dd,J=12.7,3.9Hz), 4.55-4.67(2H, m), 6.99(lH,s),
7.23(lH,dd,J=8.8,2.OHz), 7.33(lH,d,J=8.8Hz), 7.65(lH,d,J=2.OHz))
8.07(lH,d,J=5.lHz), 8.16(lH,d,J=5.4Hz), 15 9.43 (1H, s) . MS (FAB) m/z:
501(M+H+). High-polar compound: Melting point:183-195C (decomposed). 1H-NMR
(DMSO-d6) b: 2.33(3H, s), 2.41-2.50(lH,m), 2.62 20 2.73(3H, m),
2.75-2.81(lH,m)) 2.82(3H, s), 3.21-3.32(2H, m), 3.,34-3.50(2H, m),
3.55(lH,d,J=15.4Hz), 3.63(lH,d,J=15.4Hz), 725     4.30-4.40(0.5H, m),
4.50-4.60(0.5H, m), 7.04(lH,s)) 7.15(lH,dd,J=8.8,2.OHz),
7.38(lH,d,J=8.8Hz), 7.67(lH,d,J=2.OHz), 8.49(lH,d,J=8.5Hz))
8.71(lH,d,J=8.5Hz), 11.74 (1H, s) . 5 MS (FAB) m/z: 501 (M+H+) . [Example
185)
5-Chloro-N-((1R*,2S*)-2-{[4-(pyridin-4-yl)benzoyl]amino}cyclohexyl)indole-2
-carboxamide hydrochloride: CI 0 N ,,, _ \ / HN I N NJ 0 H 10 The title
compound was obtained from the compound obtained in Referential Example 71
and the compound obtained in Referential Example 237 in a similar manner to
the process described in Example 2. 1H-NMR (DMSO-d6) b: 1.40-1.52(2H, m),
1.60-1.80(4H, m), 1.9615 2.10(2H, m), 4.24-4.39(2H, m),
7.15(lH,dd,J=8.8,2.OHz), 7.21(lH,s), 7.40(lH,d,J=8.8Hz),
7.64(lH,d,J=2.OHz), 8.06(4H, s), 8.18(1H,J=7.3Hz), 8.34-8.42(3H, m),
8.94(2H,d,J=6.9Hz) ,11.91(lH,s). MS (FAB)m/z: 473 (M+H)'. 20 [Example 186]
4-(4-{[((1R*,2S*)-2-([(5-Chloroindol-2-yl)carbonyl]amino}cyclohexyl)amino]c
arbonyl}phenyl)pyridine N-oxide: 



726    CI 0 'N = I \ i H HN o_~~J o " The title compound was obtained from
the compound obtained in Referential Example 71 and the compound obtained
in Referential Example 240 in a similar manner to 5 the process described
in Example 2. 1H-NMR (DMSO-d6) 2 . 00 (2H, m) , 4 . 21-4 . 7 . 41 ( 1H) d,
J=8 . 6Hz ) , 7.91(2H,d,J~8.3Hz)) 10 8 . 27 (2H, d, J~6 . 6Hz) ,
1.40-1.52(2H, m), 1.60-1.80(4H, m), 1.8836(2H, m), 7.12-7.18(2H, m), 7.66
(1H) s) , 7. 80-7.87 (4H,m) 8.01(lH,d,J=7.6Hz), 8.09(lH,d,J=7.3Hz),
11.79(lH,s). MS (FAB) m/z : 489 (M+H) +. [Example 187]
5-Chloro-N-((1R*,2S*)-2-{[4-(pyridin-2-yl)benzoyl]amino]cyclohexyl)indole-2
-carboxamide hydrochloride: CI 0 ' I\/ \ HN N, ,N U H 15 The title compound
was obtained from the compound obtained in Referential Example 71 and
4-(2pyridyl)benzoic acid (Japanese Patent Application LaidOpen No.
2000-119253) in a similar manner to the process 727    described in Example
2. 



1H-NMR (DMSO-d6) b: 1.39-1.51(2H, m), 1.60-1.80(4H, m)) 1.892.00(2H, m),
4.24-4.38(2H, m), 7.12-7.16(2H, m), 7.367.39(lH,m), 7.42(lH,d,J=8.8Hz),
7.66(lH,d,J=2.OHz), 7.87 5 7 . 90 (1H, m) , 7 . 92 (2H, d, J=8 . 3Hz) , 7 .
98-8 . 11 (3H, m) , 8.15(2H,d,J=8.3Hz), 8.69(lH,d,J=4.6Hz), 11.80(lH,s). MS
(FAB) m/z: 473(M+H)+. [Example 188]
2-(4-{[((1R*,2S*)-2-{[(5-Chloroindol-2-yl)carbonyl]amino}10
cyclohexyl)amino]carbonyl}phenyl)pyridine N-oxide: CI 0 N ,,. _ \ I i H HN
I N I+ H ~ N.0- 0 The title compound was obtained from the compound
obtained in Referential Example 71 and the compound obtained in Referential
Example 241 in a similar manner to 15 the process described in Example 2.
1H-NMR (DMSO-ds) b: 1.39-1.51(2H, m), 1.60-1.79(4H, m), 1.892.00(2H, m),
4.23-4.37(2H, m), 7.12-7.17(2H, m), 7.397.43(3H, m), 7.61-7.64(lH,m),
7.67(lH,d,J=2.OHz)) 7.89(4H, s), 8.00-8.06(lH.m), 8.08-8.02(lH,m), 8.3220
8.35(iH,m), 11.79(lH,s). MS (FAB) m/z: 489(M+H)+. [Example 189]
5-Chloro-N-[(1R*,2R*)-2-({[5-(4-pyridin-2-yl)thiazol-2 728
yl]carbonyl}amino)cyclohexyl]indole-2-carboxamide hydrochloride: CI I ~ \ /
H HN N~'_'' ,~ H N The title compound was obtained from the compound 5
obtained in Referential Example 69 and lithium 5-(4
pyridyl)thiazole-2-carboxylate (Japanese Patent Application Laid-Open No.
2000-143623) in a similar manner to the process described in Example 2.
1H-NMR (DMSO-d6) b: 1.44 (2H,br.s) ( 1.65 (4H,br.s) , 1.85 10 2.06(2H, m),
4.23(lH,br.s), 4.30(lH,br.s), 7.14-7.23(2H, m), 7.41(lH,d,J=8.8Hz))
7.69(lH,s), 8.04-8.13(2H, m), 8.13(lH,d,J=8.8Hz), 8.59(lH,d,J=8.OHz),
8.75-8.87(3H, m), 11. 83 (1H, s) . 



MS (ESI)m/z: 480(M+H)+. 15 [Example 190)
5-Chloro-N-[(1R*,2S*)-2-({[1-(pyridin-4-yl)piperidin-4yl]carbonyl}amino)cyc
lohexyl]indole-2-carboxamide hydrochloride: CI r Nv `H HN I N I N ~ H 729
1-(4-Pyridyl)piperidine-4-carboxylic acid (Tetrahedron, 1998) Vol. 44,
p.7095) (206 mg) was suspended in methylene chloride (50 ml), and thionyl
chloride (144 u1) was added under ice cooling to stir the 5 mixture for 30
minutes. After triethylamine (969 ul) was added to the reaction mixture,
the compound (328 mg) obtained in Referential Example 71 was added to stir
the mixture at room temperature for 30 minutes. The reaction mixture was
concentrated under reduced pressure, water was 10 added to the residue, the
mixture was concentrated under reduced pressure, and precipitate deposited
was collected by filtration to obtain the title compound (310 mg). 1H-NMR
(DMSO-d6) ~: 1.30-2.00(lOH,m), 2.74(lH,br.s), 3 . 18 (2H, q, J=12 .3Hz) , 4
. 03 (lH,br. s) , 4 . 10-4 .25 (3H, m) , 7 . 15 15 7.55(4H, m),
7.42(lH,d,J=8.8Hz), 7.65(lH,s), 7.91(lH,d,J=8.8Hz), 8.20-8.35(3H, m),
11.91(lH,s), 13.47 (iH,br.s) . MS (FAB) m/z: 480(M+H)+. [Example 191] 20
Nl- (4-Chlorophenyl) -Nz- ( (1S) 2R, 4S) -4- [ (dimethylamino)
carbonyl]-2-~[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbo
nyl]amino]cyclohexyl)ethanediamide hydrochloride: 730 



0 N~ 0 g N~,,,~ 0 / CI -N ~ N H HN N ~ 0 H The compound (288 mg) obtained
in Referential Example 242 was dissolved in tetrahydrofuran (8.0 ml),
lithium hydroxide (46 mg) and water (1.0 ml) were successively 5 added, and
the mixture was stirred at room temperature for 2 hours. The reaction
mixture was concentrated under reduced pressure to obtain a crude product
(292 mg) of lithium 2-(4-chloroanilino)-2-oxoacetate as a colorless solid.
This crude product and the compound obtained in 10 Referential Example 253
were dissolved in N,N dimethylformamide (15 ml), and 1-hydroxybenzotriazole
monohydrate (164 mg) and 1-(3-dimethylaminopropyl)-3ethylcarbodiimide
hydrochloride (251 mg) were added to stir the mixture at room temperature
for 64.5 hours. The 15 solvent was distilled off under reduced pressure, a
saturated aqueous solution of sodium hydrogencarbonate and methylene
chloride were added to the residue to conduct liquid separation, and the
resultant organic layer was dried over anhydrous sodium sulfate. After the
solvent was 20 distilled off under reduced pressure, the residue was
purified by column chromatography on silica gel (methylene chloride:
methanol - 47:3). The thus-obtained pale yellow 731    solids were
dissolved in methylene chloride) a 1N ethanol solution (0.52 ml) of
hydrochloric acid was added) and the solvent was distilled off under
reduced pressure. Methanol and diethyl ether were added to the residue, and
5 precipitate formed was collected by filtration to obtain the title
compound (245 mg). 1H-NMR (DMSO-ds) b: 1.45-1.55(lH,m), 1.60-1.80(3H, m),
1.952.10(2H, m), 2.79(3H, s), 2.80-3.00(lH,m), 2.92(3H, s)) 2.94(3H, s),
3.10-3.40(2H, m), 3.40-3.80(2H, m), 3.95 10 4.05(lH,m), 4.40-4.80(3H, m),
7.40(2H,d,J=8.8Hz), 7.83(2H,d,J=8.8Hz), 8.75(lH,d,J=7.lHz),
9.00-9.10(lH,br), 10.81 (1H, s) , 11.45-11.75 (lH,m) . 



MS (FAB) m/z: 547(M+H)'. [Example 192] 15
N1-(5-Chloropyridin-2-yl)-Nz-((1S,2R,4S)-4[(dimethylamino)carbonyl]-2-{[(5-
methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}cyclohex
yl)ethanediamide hydrochloride: 0 N\ 0 S~N~,,.~ - 0 N, CI -N ~ ~N' H HN N \
0 H 20 The compound (240 mg) obtained in Referential Example 243 was
dissolved in tetrahydrofuran (8.0 ml), lithium hydroxide (41 mg) and water
(1.0 ml) were successively 732    added to the solution) and the mixture
was stirred at room temperature for 2.5 hours. The reaction mixture was
concentrated under reduced pressure to obtain lithium
2[(5-chloropyridin-2-yl)amino]-2-oxoacetate (249 mg). 5 On the other hand,
10% palladium on carbon (200 mg) was added to a solution of the compound
(293 mg) obtained in Referential Example 252 in methanol (10 ml), and the
mixture was stirred at room temperature for 18 hours under a hydrogen
atmosphere. After removing palladium on carbon 10 by filtration, the
filtrate was concentrated under reduced pressure to obtain a crude product
(259 mg) of
N{(1R,2S,5S)-2-amino-5-[(dimethylamino)carbonyl]cyclohexyl}-5-methyl-4,5,6,
7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide. 15 This crude product
(259 mg) and the lithium salt (249 mg) prepared above were added to
N,N-dimethylformamide (15 ml), and 1-hydroxybenzotriazole monohydrate (166
mg) and 1-(3-dimethylaminopropyl)-3-ethylcarbodiimide hydrochloride (235
mg) were added to stir the mixture at 20 room temperature for 63.5 hours.
The solvent was distilled off under reduced pressure, a saturated aqueous
solution of sodium hydrogencarbonate and methylene chloride were added to
the residue to conduct liquid separation, and the resultant organic layer
was dried over anhydrous sodium 25 sulfate. After the solvent was distilled
off under reduced pressure, the residue was purified by column
chromatography on silica gel (methylene chloride: methanol 733    



- 93:7). The thus-obtained pale yellow solids were dissolved in methylene
chloride, a 1N ethanol solution (0.855 ml) of hydrochloric acid was added
to the solution, and the solvent was distilled off under reduced pressure.
5 Methanol and diethyl ether were added to the residue, and precipitate
formed was collected by filtration to obtain the title compound (209 mg).
1H-NMR (DMSO-d6) b: 1.40-1.57(lH,m), 1.60-1.80(3H, m), 1.952.13 (2H,m) (
2.79 (3H, s) , 2.80-3.00 (lH,m) , 2.92 (3H, s) , 10 2.94(3H, s),
3.10-3.40(2H, m), 3.40-3.80(2H, m), 3.95 4.05(iH,m)) 4.37-4.80(3H, m),
7.90-8.10(2H, m), 8.45(lH,d,J=2.2Hz), 8.71(lH,d,J=7.6Hz), 9.10-9.30(lH,br),
10.26(lH,s), 11.30-11.60(lH,br). MS (FAB) m/z: 548 (M+H)+. 15 [Example 193]
N1- (3-Chlorophenyl) -Nz- ( (1S, 2R, 4S) -4- [ (dimethylamino)
carbonyl]-2-{[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbo
nyl]amino]cyclohexyl)ethanediamide hydrochloride: O N~ I S ,, -N ~ N ~ HN ~
O 20 The compound (222 mg) obtained in Referential Example 270 and
3-chloroaniline (63 ul) were dissolved in N,N 734    dimethylformamide (10
ml), and 1-hydroxybenzotriazole monohydrate (68 mg) and
1-(3-dimethylaminopropyl)-3ethylcarbodiimide hydrochloride (144 mg) were
added to stir the mixture at room temperature for 40 hours. The 5 solvent
was distilled off under reduced pressure, a saturated aqueous solution of
sodium hydrogencarbonate and methylene chloride were added to the residue
to conduct liquid separation, and the resultant organic layer was dried
over anhydrous sodium sulfate. After the solvent was 10 distilled off under
reduced pressure) the residue was purified by column chromatography on
silica gel (methylene chloride: methanol = 30:1). The thus-obtained pale
yellow solids were dissolved in methylene chloride, a 1N ethanol solution
(0.50 ml) of hydrochloric acid was added, and the 



15 solvent was distilled off under reduced pressure. Diethyl ether was
added to the residue, and precipitate formed was collected by filtration to
obtain the title compound (174 mg). 1H-NMR (DMSO-ds) ~: 1.45-1.62(lH,m),
1.65-1.90(3H, m)) 1.9820 2.20 (2H,m) , 2.79 (3H) s) , 2.88-3.10 (lH,m) ,
2.93 (3H, s) 2.94 (3H, s) , 3.15-3.40 (2H,m) ( 3 .40-3. 90 (2H,m) ,
3.954.10(lH,m), 4.40-4.80(3H, m), 7.19(lH,dd,J=9.3,2.OHz))
7.37(lH,d,J=8.2Hz), 7.77(lH,d,J=8.3Hz), 7.92-8.05(lH,m),
8.75(lH,d,J=7.3Hz), 8.95-9.20(lH,br)) 10.87(lH,s), 11.2525 11.45 (lH,br) .
[Example 194] N1-((1S,2R,4S)-4-[(Dimethylamino)carbonyl]-2-{[(5-methyl 735
4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2yl ) carbonyl ] amino }
cyclohexyl ) -Nz - ( 4 - fluorophenyl ) ethanediamide hydrochloride: O N~ O
S~N,~~ / F -N ~ N H HN ~ O ` 5 The title compound was obtained by
hydrolyzing the compound obtained in Referential Example 254, condensing
the hydrolyzate with the compound obtained in Referential Example 253 and
then treating the condensation product with hydrochloric acid in a similar
manner to the process 10 described in Example 191. 1H-NMR (DMSO-d6) b:
1.40-2.13 (6H,m) , 2.77 (3H, s) , 2. 93 (3H, s) , 2.97(3H, s),
3.12-3.82(7H, m), 3.93-4.04(lH,m), 4.384.46(lH,m), 4.35-4.75(lH,m),
7.11-7.21(2H, m), 7.72 7.84(2H, m), 8.73(lH,d,J=7.6Hz), 8.93-9.02(lH,m), 15
10.70(lH,s). MS (FAB) m/z : 531 (M+H) +. [Example 195] N1- (4-Bromophenyl)
-N2- ( (1S, 2R, 4S) -4- [ (dimethylamino)
carbonyl]-2-~[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]20
pyridin-2-yl)carbonyl]amino}cyclohexyl)ethanediamide hydrochloride: 736
0 N~ 



S ,., , Br -N ~ N ~ HN ~ O ` The compound (152 mg) obtained in Referential
Example 255 was dissolved in tetrahydrofuran (5.0 ml), a 1N aqueous
solution (1.20 ml) of sodium hydroxide and 5 methanol (5.0 ml) were
successively added, and the mixture was stirred at room temperature for 2.5
hours. The reaction mixture was concentrated under reduced pressure, and
methylene chloride (10 ml) and 1N hydrochloric acid (2.0 ml) were added to
the residue to conduct liquid 10 separation. The resultant organic layer
was dried over anhydrous sodium sulfate) and the solvent was distilled off
under reduced pressure to obtain a crude product (280 mg) of
2-(4-bromoanilino)-2-oxoacetic acid as a colorless solid. This crude
product and the compound (280 mg) 15 obtained in Referential Example 253
were dissolved in N,N dimethylformamide (30 ml), and 1-hydroxybenzotriazole
monohydrate (90 mg) and 1-(3-dimethylaminopropyl)-3ethylcarbodiimide
hydrochloride (226 mg) were added to stir the mixture at room temperature
for a night. The 20 solvent was distilled off under reduced pressure, a
saturated aqueous solution of sodium hydrogencarbonate and methylene
chloride were added to the residue to conduct 737    liquid separation, and
the resultant organic layer was dried over anhydrous sodium sulfate. After
the solvent was distilled off under reduced pressure, the residue was
purified by column chromatography on silica gel (methylene 5 chloride:
methanol - 97:3). The thus-obtained pale yellow solids were dissolved in
methylene chloride, a 1N ethanol solution (191 ul) of hydrochloric acid was
added) and the solvent was distilled off under reduced pressure. Methanol
and diethyl ether were added to the residue, and 10 precipitate formed was
collected by filtration to obtain the title compound (103 mg). 1H-NMR
(DMSO-ds) b: 1.43-1.57(lH,m), 1.59-1.80(3H, m), 1.972.10 (2H,m) , 2.79 (3H,
s) , 2.84-2.98 (7H,m) , 3.18 (2H,br.s) , 3.39-3.72(2H, m), 3.95-4.05(lH,m),
4.20-4.80(3H, m), 15 7 . 53 (2H, d, J=8 . 8Hz) , 7 .77 (2H, d) J=8 . 8Hz) ,
8 . 75 (1H, d, J=7 . 3Hz) , 8.97-9.09(lH,m), 10.82(lH,s)) 11.11(lH,br.s).
MS (FAB) m/z: 591(M+H)+. [Example 196]
Nl-(4-Chloro-2-methylphenyl)-NZ-((1S,2R,4S)-420
[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7
tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}cyclohexyl)ethanediami
de hydrochloride: 738 



0 0 s~~,., ~ ci N HN ~ O The title compound was obtained by hydrolyzing the
compound obtained in Referential Example 256, condensing the hydrolyzate
with the compound obtained in Referential 5 Example 253 and then treating
the condensation product with hydrochloric acid in a similar manner to the
process described in Example 191. 1H-NMR (DMSO-d6) b: 1.45-1.55(lH,m),
1.60-1.80(3H, m), 2.00-2.10(2H, m), 2.19(3H, s), 2.79(3H, s), 2.80-3.00(7H,
m), 10 3.31(2H,br.s), 3.40-3.70(2H,br), 3.95-4.05(lH,m), 4.35 4.70(3H, m),
7.20-7.30(lH,m), 7.35(lH,d,J=2.5Hz), 7.43(lH,d,J=8.6Hz),
8.76(lH,d,J=6.6Hz), 9.00-9.15(lH,br), 10. 19 (1H, s) . MS (FAB) m/z:
561(M+H)+. 15 [Example 197]
Nl-(4-Chloro-3-methylphenyl)-NZ-((1S,2R,4S)-4[(dimethylamino)carbonyl]-2-{[
(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]-pyridin-2-yl)carbonyl]amino]cycl
ohexyl)ethanediamide hydrochloride: 739    0 N~ S ,.,~ , CI N ~ HN -N O The
title compound was obtained by hydrolyzing the compound obtained in
Referential Example 257, condensing the hydrolyzate with the compound
obtained in Referential 5 Example 253 and then treating the condensation
product with hydrochloric acid in a similar manner to the process described
in Example 191. 1H-NMR (DMSO-d6) b: 1.47-1.53 (lH,m) , 1.68-1.80 (3H,m) ,
1. 982.09(2H, m), 2.29(3H, s), 2.79(3H, s), 2.80-3.00(lH,m)) 



10 2. 95 (6H, s) , 3 . 17-3 . 19 (3H,m) , 3 .40-3 . 80 (lH,m) , 3. 93
4.02(lH,m), 4.44-4.56(3H, m), 7.38(lH,d,J=8.8Hz), 7.65(lH,d,J=8.8Hz),
7.74(lH,s), 8.75(lH,d,J=7.8Hz), 8.96(lH,d,J=B.OHz)) 10.69(lH,s). MS (FAB)
m/z: 561(M+H)+. 15 [Example 198]
N1-(4-Chloro-2-fluorophenyl)-Nz-((1S,2R,4S)-4[(dimethylamino)carbonyl]-2-{[
(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]-pyridin-2-yl)carbonyl]amino]cycl
ohexyl)ethanediamide hydrochloride: 740    O N~ S ,..' F , CI -N ~ N ~ HN N
O H The title compound was obtained by hydrolyzing the compound obtained in
Referential Example 25S, condensing the hydrolyzate with the compound
obtained in Referential 5 Example 253 and then treating the condensation
product with hydrochloric acid in a similar manner to the process described
in Example 191. 1H-NMR (DMSO-d6) b: 1.40-1.55(lH,m)) 1.58-1.80(3H, m))
1.952.12(2H, m)) 2.77(3H, s), 2.80-3.00(lH,m), 2.91(3H, s), 10 2.92 (3H, s)
, 3 .10-3.40 (2H,m) , 3.40-3.80 (2H,m) , 3.95 4.05(lH,m), 4.30-4.80(3H, m),
7.29(lH,d,J=8.5Hz), 7.52(lH,dd,J=10.3,2.OHz), 7.61(lH,t,J=8.4Hz),
8.72(lH,d,J=6.8Hz), 9.00-9.20(lH,br), 10.38(lH,s), 11.2011.45(lH,br). 15 MS
(FAB) m/z : 565 (M+H) +. [Example 199] N1- (2) 4-Dichlorophenyl) -N2- (
(1S, 2R, 4S) -4- [ (dimethylamino)
carbonyl]-2-{[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbo
nyl]amino]cyclohexyl)ethanediamide 20 hydrochloride: 741    



O N_ The compound (300 mg) obtained in Referential Example 270 was
dissolved in N,N-dimethylformamide (5 ml), and 2,4-dichloroaniline (165
mg), 1-(3-dimethylaminopropyl)-3 5 ethylcarbodiimide hydrochloride (260 mg)
and 1 hydroxybenzotriazole monohydrate (91 mg) were added to stir the
mixture at room temperature for 2 days. The solvent was distilled off under
reduced pressure) a saturated aqueous solution of sodium hydrogencarbonate
and 10 methylene chloride were added to the residue to conduct liquid
separation, and the resultant organic layer was dried over anhydrous sodium
sulfate. After the solvent was distilled off under reduced pressure, the
residue was purified by column chromatography on silica gel (methylene 15
chloride:methanol - 47:3) to obtain a free base of the title compound. This
product was dissolved in methylene chloride, a 1N ethanol solution (108 ul)
of hydrochloric acid was added, and the solvent was distilled off under
reduced pressure. A small amount of methanol was added to 20 the residue,
and diethyl ether was added dropwise while irradiating with ultrasonic
waves to collect precipitate formed by filtration. This product was washed
with diethyl 742     ether to obtain the title compound (60 mg). 



1H-NMR (DMSO-d6) b: 1 .45-1 .77 (4H, m) , 2. 03-2 . 12 (2H, m) , 2.79(3H,
s)) 2.92-2.96(7H, m), 3.25(2H,br.s), 3.49(lH,br.s), 3.69(lH,br.s),
3.98-4.04(lH,m), 4.40-4.43(lH,m), 5 4.45(lH,br.s), 4.69(lH,br.s),
7.48(lH,dd,J=8.5,2.4Hz), 7.75(lH,d,J=2.4Hz), 7.89(lH,d,J=8.5Hz))
8.75(lH,d,J=6.8Hz), 9.21(lH,br.s), 10.25(lH,s), 11.55(lH,br.s). MS (FAB)
m/z: 581(M+H)+. [Example 200] 10
Nl-(3,4-Dichlorophenyl)-NZ-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(5-m
ethyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}cyclohex
yl)ethanediamide: O N~ O I S~~,. , CI -N ~ N1 hi HN O 3,4-Dichloroaniline
(1.62 g) was dissolved in 15 methylene chloride (20 ml), and triethylamine
(1.67 ml) and methyl chlorooxoacetate (1.01 ml) were successively added
under ice cooling, and the mixture was stirred at room temperature for 21
hours. Water and methylene chloride were added to the reaction mixture to
conduct 20 liquid separation. The resultant water layer was extracted with
methylene chloride. Organic layers were combined and dried over anhydrous
magnesium sulfate, and the solvent 743    was distilled off under reduced
pressure. The resultant residue was dissolved in ethanol (50 ml), and water
(25 ml) and lithium hydroxide monohydrate (629 mg) were successively added
to stir the mixture at room temperature 5 for 12.5 hours. Lithium hydroxide
monohydrate (629 mg) was additionally added to stir the mixture at room
temperature for 5.5 hours. The reaction mixture was concentrated under
reduced pressure to solidity. Water and diethyl ether were added to the
residue to conduct liquid separation. 10 Hydrochloric acid was added to the
resultant water layer to acidify it. Solid formed were collected by
filtration to obtain a crude product (1.62 g) of
2-(3,4dichloroanilino)-2-oxoacetic acid as a colorless solid. This crude
product (191 mg) and the compound obtained in 15 Referential Example 253
were dissolved in N,N dimethylformamide (10 ml), and 1-hydroxybenzotriazole
monohydrate (110 mg) and 1-(3-dimethylaminopropyl)-3ethylcarbodiimide
hydrochloride (157 mg) were added to stir the mixture at room temperature
for 67 hours. The 20 solvent was distilled off under reduced pressure, a 



saturated aqueous solution of sodium hydrogencarbonate and ethyl acetate
were added to the residue to conduct liquid separation, and the resultant
water layer was extracted 3 times with methylene chloride. Organic layers
were 25 combined and dried over anhydrous sodium sulfate. After the solvent
was distilled off under reduced pressure, the residue was purified by
column chromatography on silica 744    gel (methylene chloride:methanol -
95:5) to obtain the title compound (154 mg). 1H-NMR (CDC13) b:
1.77-1.88(lH,m), 1.91-1.95(lH,m), 2.052.10 (3H,m) , 2.51 (3H, s) (
2.77-2.99 (6H,m) , 2.95 (3H, s) , 5 3.05(3H, s), 3.68(lH,d,J=15.5Hz),
3.74(lH,d,J=15.5Hz), 4.08-4.13 (lH,m) , 4.69-4.72 (lH,m) , 7.40 (2H, s) ,
7.41(lH,d,J=7.7Hz), 7.90(lH,s), 8.01(lH,d,J=7.7Hz), 9.27 (1H, s) . MS (ESI)
m/z: 581 (M+H)+. 10 [Example 201] Nl- (2, 4-Difluorophenyl) -Nz- ( (1S, 2R)
4S) -4- [ (dimethylamino)
carbonyl]-2-{[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbo
nyl]amino]cyclohexyl)ethanediamide: O N~ O S ~ N.,,, F / F -N ~ N H HN O 15
The title compound was obtained by hydrolyzing the compound obtained in
Referential Example 259 and condensing the hydrolyzate with the compound
obtained in Referential Example 253 in a similar manner to the process
described in Example 191. 20 1H-NMR (CDC13) b: 1.55-1.62(lH,m))
1.67-1.98(2H, m), 2.012.18 (4H,m) , 2.52 (3H, s) , 2.77-3.00 (4H,m) 2. 95
(3H, s) , 2.99 (3H) s) , 3.65-3.78 (2H,m) , 4.06-4.15 (lH,m) , 745
4.66-4.73(lH,m)) 6.85-6.94(2H, m), 7.38(lH,d,J=8.5Hz), 7.96(lH,d,J=7.3Hz),
8.22-8.29(lH,m), 9.36(lH,br). [Example 202] 



N1- (3, 4-Difluorophenyl) -N2- ( (1S, 2R, 4S) -4- [ (dimethylamino) 5
carbonyl]-2-{[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbo
nyl]amino}cyclohexyl)ethanediamide: O N~ F S ~,.., ~ F -N ~ N HN O The
title compound was obtained by hydrolyzing the compound obtained in
Referential Example 260 and 10 condensing the hydrolyzate with the compound
obtained in Referential Example 253 in a similar manner to the process
described in Example 191. 1H-NMR (CDC13) b: 1.56-1.73(lH,m), 1.77-1.99(2H,
m)) 2.002.18 (4H,m) , 2.52 (3H) s) , 2.75-3.00 (4H,m) ( 2.95 (3H, s) , 15
3.06(3H, s), 3.64-3.79(2H, m), 4.05-4.14(lH,m), 4.684.75(lH,m),
7.09-7.21(2H, m), 7.38(lH,d,J=8.8Hz), 7.72(lH,ddd,J~12.0, 7.1,2.6Hz),
7.95(lH,d,J=7.8Hz), 9 . 22 ( 1H, br) . [Example 203] 20
N1-((1S,2R,4S)-4-[(Dimethylamino)carbonyl]-2-~[(5-methyl4,5,6,7-tetrahydrot
hiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}cyclohexyl)-N2-(pyridin-4-yl)etha
nediamide 746    hydrochloride: O N~ O -N ~ N ~ HN N O H The title compound
was obtained by hydrolyzing the compound obtained in Referential Example
261, condensing 5 the hydrolyzate with the compound obtained in Referential
Example 253 and then treating the condensation product with hydrochloric
acid in a similar manner to the process described in Example 191. 1H-NMR
(DMSO-d6) b: 1. 40-2. 10 (6H,m) , 2 .77 (3H, s) , 2. 927 (3H, s) , 10
2.933(3H, s), 3.05-4.20(8H, m), 4.40-4.55(lH,m), 8 . 27 (2H, d, J=6 . 8Hz)
, 8 . 67 (1H, d, J=8 . OHz) , 8 . 71 (2H, d, J=6 . 8Hz) , 9. 10-9.30
(lH,br) , 11.81 (1H, s) . MS (FAB) m/z: 514(M+H)+. [Example 204] 15
N1-(5-Bromopyridin-2-yl)-N2-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(5-
methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}cyclohe
xyl)ethanediamide hydrochloride: 747 



O N~ O S~N,,. N~ Br ~ N1 H HN ~ 0 `~ The title compound was obtained by
hydrolyzing the compound obtained in Referential Example 262, condensing
the hydrolyzate with the compound obtained in Referential 5 Example 253 and
then treating the condensation product with hydrochloric acid in a similar
manner to the process described in Example 195. 1H-NMR (DMSO-ds) b:
1.43-1.57(lH,m), 1.61-1.81(3H, m)) 1.982 .15 (2H,m) , 2.79 (3H, s) , 2.86
(3H) s) , 2.89-3 . 01 (4H,m) , 10 3 .18 (2H,br. s) , 3 .50 (2H,br. s) , 3 .
95-4. 05 (lH,m) , 4 .35 4.62(3H, m), 7.97(lH,d,J=9.OHz))
8.12(lH,dd,J=9.0,2.4Hz)) 8.52(lH,d,J=2.4Hz)) 8.70(lH,d,J=7.5Hz))
9.18(lH,d,J=7.5Hz), 10.25(lH,br.s). MS (FAB) m/z : 592 (M+H) +. 15 [Example
205] N1- (6-Chloropyridin-3-yl) -N2- ( (1S, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]p
yridin-2-yl)carbonyl]amino}cyclohexyl)ethanediamide hydrochloride: 748    O
N~ O S~ ,. ~1 CI -N ~ N1 ~ HfV ~ O ` The compound (200 mg) obtained in
Referential Example 263, which was a crude product, was dissolved in
methanol (10 ml) to heat the solution to 50C, and a 1N aqueous 5 solution
(3 ml) of sodium hydroxide to stir the mixture 



for 5 minutes. To this mixture was added 1N hydrochloric acid to adjust the
pH to a weak acidity. The solvent was distilled off under reduced pressure
to obtain residue containing 2-[(2-chloropyridin-5-yl)amino]-2-oxoacetic 10
acid. This residue and the compound (250 mg) obtained in Referential
Example 253 were dissolved in N,Ndimethylformamide (5 ml), and
1-(3-dimethylaminopropyl)-3ethylcarbodiimide hydrochloride (32S mg) and
1hydroxybenzotriazole monohydrate (46 mg) were added to 15 stir the mixture
at room temperature for 3 days. The solvent was distilled off under reduced
pressure, and a saturated aqueous solution of sodium hydrogencarbonate and
methylene chloride were added to the residue to conduct liquid separation.
The resultant organic layer was dried 20 over anhydrous sodium sulfate, the
solvent was distilled off under reduced pressure, and the residue was
purified by column chromatography on silica gel (methylene 749
chloride:methanol - 47:3) to obtain a free base of the title compound as a
pale yellow solid.. This product was dissolved in methylene chloride, a 1N
ethanol solution (862 ul) of hydrochloric acid was added, and the solvent 5
was distilled off under reduced pressure. A small amount of methanol was
added to the residue) and ethyl acetate and diethyl ether were added
dropwise while irradiating with ultrasonic waves to collect precipitate
formed by filtration. This product was washed with diethyl ether to 10
obtain the title compound (229 mg), 1H-NMR (DMSO-ds) b: 1.46-1.75(4H, m),
1.99-2,09(2H, m), 2.79(3H, s), 2.92-2.95(7H, m), 3.12-3.53(3H, m),
3.70(lH,br.sj, 3.99-4.06(lH,m), 4.44(2H,br.s), 4.69,4.73(lH,each s),
7.53(lH,d,J=8.5Hz), 8.23-8.25(iH,m), 15 8.72-8.77(lH,m), 8.85(lH,s),
9.07,9.16(lH,each d,J=8.lHz), 11.09(lH,d,J=8.lHz)) 11.78(lH,br.s). MS (FAB)
m/z : 548 (M+H)'. [Example 206] N - (6-Chloropyridazin-3-yl) -Nz- ( (1S,
2R, 4S) -4 20
[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyr
idin-2-yl)carbonyl]amino}cyclohexyl)ethanediamide hydrochloride: ` 750    O
N~ 



S ,~~~ NON CI ._N ~ N ~ HN O The title compound was obtained by hydrolyzing
the compound obtained in Referential Example 264, condensing the
hydrolyzate with the compound obtained in Referential 5 Example 253 and
then treating the condensation product with hydrochloric acid in a similar
manner to the process described in Example 191. 1H-NMR (DMSO-d6) b:
1.44-1.57(lH,m), 1.62-1.80(3H, m), 2.002.10(2H, m), 2.79(3H, s),
2.86(3H,br.s), 2.94(3H, s), 2.95 10 3.01(lH,m), 3.14-3.23(2H, m),
3.45-3.63(2H, m), 3.96 4.08(lH,m), 4.40-4.60(3H, m)) 7.97(lH,d,J=9.3Hz),
8.26(lH,d,J=9.3Hz), 8.69(lH,d,J=7.6Hz)) 9.20(lH,d,J=?.6Hz), 11.06(lH,s). MS
(FAB) m/z: 549(M+H)+. 15 [Example 207] Nl- (5-Chlorothiazol-2-yl) -NZ- (
(1S, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]p
yridin-2-yl)carbonyl]amino]cyclohexyl)ethanediamide hydrochloride: 751    O
N~ 0 S~ ,,,, N~ --N ~ N ~ HN ~~CI ~N S O H The title compound was obtained
by hydrolyzing the compound obtained in Referential Example 265, condensing
the hydrolyzate with the compound obtained in Referential 5 Example 253 and
then treating the condensation product with hydrochloric acid in a similar
manner to the process described in Example 191. 1H-NMR (DMSO-ds) b:
1.35-2.10 (6H,m) , 2.77 (3H, s) , 2.92 (3H, s) , 2.93(3H, s)) 3.05-4.23(8H,
m), 4.32-4.80(2H, m), 7.59(lH,s)) 10 8.63(lH,d,J=7.6Hz),
9.14(lH,d,J=7.6Hz). MS (FAB) m/z: 554 (M+H)+. [Example 208] N1-
(5-Chloropyridin-2-yl) -NZ- ( (1S, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-{[(5-methyl-5,6-dihydro-4H15 pyrrolo [3, 4-d]
thiazol-2 



yl)carbonyl]amino]cyclohexyl)ethanediamide hydrochloride: O N~ S ,~' N, CI
N ~ HN ,N O 752    The compound (210 mg) obtained in Referential Example
266 and the compound (350 mg) obtained in Referential Example 272 were
dissolved in N,N-dimethylformamide (15 ml), and 1-hydroxybenzotriazole
monohydrate (205 mg) and 5 1-(3-dimethylaminopropyl)-3-ethylcarbodiimide
hydrochloride (290 mg) were added to stir the mixture at room temperature
for 20 hours. The solvent was distilled off under reduced pressure, and a
saturated aqueous solution of sodium hydrogencarbonate and methylene 10
chloride were added to the residue to conduct liquid separation. The
resultant organic layer was dried over anhydrous sodium sulfate, the
solvent was distilled off under reduced pressure, and the residue was
purified by column chromatography on silica gel (methylene 15 chloride:
methanol - 20:1). The thus-obtained pale yellow solids were dissolved in
methylene chloride, a 1N ethanol solution (0.46 ml) of hydrochloric acid
was added, and the solvent was distilled off under reduced pressure.
Methanol and diethyl ether were added to the residue, and 20 precipitate
formed was collected by filtration to obtain the title compound (248 mg).
1H-NMR (DMSO-ds) b: 1.47-1.50(lH,m), 1.69-1.76(3H, m), 1.982.06(2H, m),
2.79(3H, s), 2.95(3H, s), 2.98-3.05(lH,m), 



3.10(3H, s), 3.49-4.62(6H, m), 7.98-8.03(2H, m), 8.45(lH,s), 25
8.73(lH,d,J=7.6Hz), 9.10(lH,d,J=8.OHz), 10.30(lH,s). MS (FAB) m/z:
534(M+H)'. [Example 209] 753    5
N-~(1R,2S,5S)-2-t[2-(4-Chloroanilino)acetyl]amino}-5[(dimethylamino)carbony
l]cyclohexyl}-5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridine-2-carboxami
de hydrochloride: 0 N~ O S~ ,~~ / CI -N ~ N ~ HN ~ The compound (2.3 g)
obtained in Referential Example 267 was dissolved in ethanol (10 ml), and a
1N aqueous solution (20 ml) of sodium hydroxide was added to stir the
mixture at room temperature for 2 hours. After 1N 10 hydrochloric acid (20
ml) was added to the reaction mixture) the mixture was diluted with water
and stirred for 30 minutes. Insoluble matter deposited was collected by
filtration to obtain 2-(4-chloroanilino)acetic acid (1.05 g) as a colorless
solid. This solid and the compound 15 (0.25 g) obtained in Referential
Example 253 were dissolved in N,N-dimethylformamide (10 ml), and
1hydroxybenzotriazole monohydrate (0.11 g) and
1-(3dimethylaminopropyl)-3-ethylcarbodiimide hydrochloride (0.23 g) were
added to stir the mixture at room 20 temperature for 4 days. After the
reaction mixture was diluted with chloroform and washed with a saturated
aqueous solution of sodium hydrogencarbonate and saturated 754   aqueous
solution of sodium chloride, the resultant organic layer was dried over
anhydrous sodium sulfate. The solvent was distilled off under reduced
pressure) and the residue was purified by column chromatography on silica
gel 5 (chloroform: methanol = 97:3). The thus-obtained pale yellow solid
was dissolved in ethanol, a 1N ethanol solution of hydrochloric acid was
added, and the solvent was distilled off under reduced pressure. Methanol
and diethyl ether were added to the residue, and precipitate 



10 formed was collected by filtration to obtain the title compound (0.15
g). 1H-NMR (DMSO-ds) ~: 1.35-1.41(lH,m)) 1.59-1.80(3H, m)) 1.821. 95 (2H,m)
, 2.76 (3H, s) , 2. 93 (3H, s) , 2. 94 (3H, s) , 2 .993.10(lH,m),
3.10-3.22(2H, m), 3.42-3.60(2H, m)) 3.60 15 3.77(2H, m), 3.80-3.90(lH,m),
4.35-4.48(2H, m), 4.68 4.80(lH,m), 6.40(lH,d,J=6.7Hz), 6.44(lH,d,J=6.7Hz),
6.90(lH,d,J=6.7Hz)) 7.00(lH,d,J=6.7Hz), 7.70-7.89(lH,m)) 8.35-8.42(lH,m),
11.05-11.38(lH,m). [Example 210] 20
N-{(1R,2S,5S)-2-{[2-(4-Chloro-2-fluoroanilino)acetyl]amino}-5-[(dimethylami
no)carbonyl]cyclohexyl}-5methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2
carboxamide hydrochloride: 755   O N~ CI S N ~``,, HN HN Ni" HO The title
compound was obtained by condensing the compound obtained in Referential
Example 432 with the compound obtained in Referential Example 34 and then 5
treating the condensation product with hydrochloric acid in a similar
manner to the process described in Example 2. 1H-NMR (DMSO-ds) b:
1.45-1.60(lH,m), 1.70-2.15(6H, m), 2 .80 (3H, s) , 2. 97 (3H, s) , 2. 95-3
. 15 (2H, m) , 3 .35-3 .55 (2H) m) , 4.05-4.20(lH,m), 4.46(2H, s),
4.50-4.65(lH,m), 7.05(lH,s), 10 7.16(lH,dd,J=8.8,2.2Hz),
7.41(lH,d,J=8.8Hz), 7.68(lH,s), 8.30-8.45(lH,br), 9.30-9.50(lH,br),
11.78(lH,s). MS (ESI) m/z: 529 (M+H)+. [Example 212]
N-{(1R,2S,5S)-2-{[(5-Chloroindol-2-yl)carbonyl]amino}-515
[(dimethylamino)carbonyl]cyclohexyl}-5-(4,5-dihydrooxazol
2-yl)-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2carboxamide: 757   



0 N~ O CI ,,,, S 0 ~ N ~ HN C ,~-N N O The compound (250 mg) obtained in
Example 211 was suspended in methylene chloride, and a saturated aqueous
solution of sodium hydrogencarbonate was added to fully 5 stir the mixture.
The resultant organic layer was separated and dried over anhydrous
magnesium sulfate. Triethylamine (0.5 ml} and bromoethyl isocyanate (43 ul)
were then added to stir the mixture at room temperature for 20 hours. A
saturated aqueous solution of sodium 10 hydrogencarbonate was added to the
reaction mixture to separate an organic layer. The organic layer was dried
over anhydrous magnesium sulfate. The solvent was distilled off under
reduced pressure, and the residue was purified by column chromatography on
silica gel (methylene 15 chloride: methanol - 22:3) to obtain the title
compound (227 mg). 1H-NMR (CDC13) b: 1.50-2.15(4H, m)) 2.15-2.40(2H, m),
2.803.00(lH,m), 2.97(3H, s), 3.11(3H, s), 3.70-3.95(4H, m), 4.104.30(lH,m),
4.30-4.50(2H, m), 4.60-4.70(lH,m)) 4.74(2H, s), 20 6.85(lH,s),7.21(lH,dd,J
=8.8,2.2Hz), 7.34(lH,d,J~8.8Hz)) 7.50(lH,br.s), 7.62(lH,s)) 7.87(lH,br.s),
9.48(lH,br.s}. MS (ESI) m/z: 598(M+H)+. 758   [Example 213]
N-{(1R,2S,5S)-2-{[(5-Chloro-4-fluoroindol-2yl)carbonyl]amino}-5-[(dimethyla
mino)carbonyl]cyclohexyl}5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine
-25 carboxamide hydrochloride: 0 N~ CI \,, 1 -N ~ N ~ HN The compound (140
mg) obtained in Referential Example 144 was dissolved in
N,N-dimethylformamide (10 ml), and the compound (100 mg) obtained in
Referential Example 274, 10 1-(3-dimethylaminopropyl)-3-ethylcarbodiimide
hydrochloride (140 mg) and 1-hydroxybenzotriazole monohydrate (110 mg) were
added to stir the mixture at room temperature for 18 hours. The solvent was
distilled off under reduced pressure, and the residue was 15 partitioned in
water-ethyl acetate) and a water layer was 



extracted with ethyl acetate. The resultant organic layers were combined,
washed with saturated aqueous solution of sodium chloride and then dried
over anhydrous sodium sulfate. The solvent was distilled off under reduced
20 pressure, and the residue was purified by column chromatography ~on
silica gel (methanol:methylene chloride - 1:19), giving tert-butyl
(1R,2S,5S)-2-{[(5-chloro-4 759
fluoroindol-2-yl)carbonyl]amino}-5[(dimethylamino)carbonyl]cyclohexylcarbam
ate (260 mg). The thus-obtained powder was dissolved in methylene chloride
(5 ml), and a 4N dioxane solution (1.2 ml) of 5 hydrochloric acid was
added. After the reaction mixture was stirred at room temperature for 3.5
hours) the solvent was distilled off under reduced pressure. Methylene
chloride (10 ml) was added to the residue, and the mixture was
concentrated. After this process was repeated 3 times) 10 the residue was
dried under reduced pressure to obtain crude
N-~(1S,2R,4S)-2-amino-4-[(dimethylamino)carbonyl]cyclohexyl}-5-chloro-4-flu
oroindole-2-carboxamide. This product was dissolved in
N,N-dimethylformamide (50 ml), and the compound (150 mg) obtained in
Referential Example 15 10, 1-(3-dimethylaminopropyl)-3-ethylcarbodiimide
hydrochloride (140 mg) and 1-hydroxybenzotriazole monohydrate (110 mg) were
added to stir the mixture at room temperature for 18 hours. The solvent was
distilled off under reduced pressure, and the residue was 20 partitioned in
a mixed solvent of water-ethyl acetate tetrahydrofuran, and a water layer
was extracted with ethyl acetate. The resultant organic layers were
combined, washed with saturated aqueous solution of sodium chloride and
then dried over anhydrous sodium sulfate. The solvent 25 was distilled off
under reduced pressure, and the residue was purified by column
chromatography on silica gel (methanol:methylene chloride = 1:19) to obtain
a free base 760   of the title compound (270 mg). This product was
dissolved in methylene chloride (10 ml), and a 1N ethanol solution (0.72
ml) of hydrochloric acid was added to stir the mixture at room temperature
for 30 minutes. Crystals 5 deposited were collected by filtration to obtain
the title compound (200 mg). 1H-NMR (DMSO-d6) b: 1.24-1.98(6H, m),
2.33-3.33(6H, m), 



2.81 (3H, s) , 2 . 90 (3H, s) , 2. 99 (3H, s) , 4.12 (1H, br. s) , 4
.304.70(lH,m), 4.60(lH,br.s), 7.21(lH,s)) 7.27(2H,br.s)) 10
8.37(lH,d,J=8.lHz), 8.43(lH,d,J=7.6Hz)) 12.11(lH,s). MS (FAB) m/z:
561(M+H)+. [Example 214]
N-{(1R,2S,5S)-2-{[(5-Chloro-3-fluoroindol-2yl)carbonyl]amino}-5-[(dimethyla
mino)carbonyl]cyclohexyl} 15
5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2carboxamide
hydrochloride: 0 N~ O CI ,,,, S~ F _ -N ~ N ~ HN ~N O H The compound (250
mg) obtained in Referential Example 279 was dissolved in methylene chloride
(60 ml), and a 4N 20 dioxane solution (1.3 ml) of hydrochloric acid was
added. After the reaction mixture was stirred at room temperature for 5.5
hours, a 4N dioxane solution (0.65 ml) of 761   hydrochloric acid was
additionally added, and the mixture was stirred at room temperature for 1
hour. The solvent was distilled off under reduced pressure, methylene
chloride (10 ml) was added to the residue, and the mixture 5 was
concentrated. This process was repeated 3 times. The residue was dried
under reduced pressure, and the thusobtained crude product was dissolved in
N,Ndimethylformamide (50 ml), and the compound (160 mg) obtained in
Referential Example 10, 1-(3-dimethylamino 10 propyl)-3-ethylcarbodiimide
hydrochloride (150 mg) and 1 hydroxybenzotriazole monohydrate (120 mg) were
added to stir the mixture at room temperature for 18 hours. The solvent was
distilled off under reduced pressure, and the residue was partitioned in a
mixed solvent of water-ethyl 15 acetate, and a water layer was extracted
with ethyl acetate. The resultant organic layers were combined, washed with
saturated aqueous solution of sodium chloride and then dried over anhydrous
sodium sulfate. The solvent was distilled off under reduced pressure, and
the residue 20 was purified twice by column chromatography on silica gel
(methanol:methylene chloride = 2:23 -~ 1:9) to obtain a free base (260 mg)
of the title compound. This product was dissolved in methylene chloride,
and a 1N ethanol solution (0.69 ml) of hydrochloric acid was added to stir
the 25 mixture at room temperature for 30 minutes. The solvent was
distilled off. The residue was dissolved in methanol, and diethyl ether and
hexane were added. The thus-obtained 762 



crystals were collected by filtration to obtain the title compound ( 2 3 0
mg ) . 1H-NMR (DMSO-ds) b: 1.50-1.56(lH,m), 1.73-1.78(3H, m), 1.942.02
(2H,m) , 2.33-3.55 (6H,m) , 2.80 (3H, s) , 2. 92 (3H, s) , 5 2.98 (3H) s) ,
4.17 (1H) br. s) ( 4.30-4.80 (lH,br) , 4.62 (lH,br. s) ,
7.25(lH,d,J=8.8,1.7Hz), 7.40(lH,d,J=8.8,1.7Hz), 7 . 65 ( 1H, d, J=1 . 7Hz )
, 7 . 72 ( 1H, d, J=5 . 9Hz ) , 8 . 74 ( 1H, d, J=8 . OHz ) ,
10.85-11.35(lH,br)) 11.71(lH,s). MS (FAB) m/z: 561(M+H)+. 10 [Example 215]
N-~(1R,2S,5S)-2-{[(3-Bromo-5-chloroindol-2-yl)carbonyl]amino}-5-[(dimethyla
mino)carbonyl]cyclohexyl}-5-methyl4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine
-2-carboxamide hydrochloride: O N~ CI g Br ,,,. -N ~ N ~ HN O 15 The title
compound was obtained by treating the compound obtained in Referential
Example 282 with a 4N dioxane solution of hydrochloric acid and condensing
the thus treated compound with the compound obtained in 20 Referential
Example 10 in a similar manner to the process described in Example 214.
1H-NMR (DMSO-ds) b: 1.51-2. 01 (6H,m) , 2.33-3.29 (7H,m) , 763   2 . 81
(3H, s) , 2.88 (3H, s) , 3 .01 (3H, s) ( 4.20 (lH,br. s) 4.48(lH,br),
4.70-4.73(lH,m), 7.29(lH,dd,J=8.9,1.8Hz), 7.45-7.49(2H, m),
7.80(lH,d,J=7.6Hz), 8.76(lH,d,J=8.8Hz), 12 .31 (1H, s) . 



5 MS (FAB) m/z : 622 (M+H) +. [Example 216]
N-{(1R,2S,5S)-2-{[(3-Chloro-5-fluoroindol-2-yl)carbonyl]amino]-5-[(dimethyl
amino)carbonyl]cyclohexyl]-5-methyl4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin
e-2-carboxamide 10 hydrochloride: O N~ F S ,, CI -N ~ N ~ HN 'N O H The
title compound was obtained from the compound obtained in Referential
Example 253 and the compound obtained in Referential Example 284 in a
similar manner to 15 the process described in Example 5. 1H-NMR (DMSO-d6)
~: 1.40-1.51(lH,m), 1.75-2.00(5H, m)) 2 .79 (3H, s) , 2 . 92 (3H, s) , 2 .
99 (3H, s) , 3 . 10-3 .21 (3H, m) , 3 .293.41(4H, m), 4.11-4.21(lH,m),
4.62-4.75(lH,m)) 7.14(lH,dt,J=8.8,2.4Hz), 7.24(lH,dd,J=8.8,2.4Hz), 20
7.45(lH,dd,J=8.8,4.4Hz), 7.69(lH,d,J=2.5Hz), 8.79(lH,d,J=2.5Hz),
12.10(lH,s). MS (FAB) m/z: 561(M+H)+. 764   [Example 217]
N-{(1R,2S,5S)-2-{[(5-Chloro-3-formylindol-2-yl)carbonyl]amino}-5-[(dimethyl
amino)carbonyl]cyclohexyl}-5-methyl4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin
e-2-carboxamide 5 hydrochloride: O N~ t S ,.. -N ~ N ~ HN The title
compound was obtained from the compound obtained in Referential Example 253
and the compound obtained in Referential Example 286 in a similar manner to
10 the process described in Example 5. 1H-NMR (DMSO-d6) b: 1.40-1.51(lH,m),
1.75-1.89(4H, m), 1.902.01 (lH,m) , 2.80 (3H, s) , 2.91 (3H, s) , 3.03 (3H,
s) , 3.053.33(3H, m), 3.60-3.71(lH,m), 4.11-4.21(lH,m), 4.324.44(lH,m),
4.62-4.75(2H, m)) 7.35(lH,dd,J=8.0,1.4Hz), 15 7.56(lH,d,J=8.OHz),
8.21(lH,d,J=l.4Hz), 8.65(lH,t,J=7.4Hz), 9.92(iH,d,J=6.8Hz),
10.15(lH,t,J=9.lHz), 13.00(lH,dt,J=6.4). MS (FAB) m/z: 571 (M+H)+. [Example
218] 



20
5-Chloro-NZ-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(5methyl-4,5,6,7-te
trahydrothiazolo[5,4-c]pyridin-2yl)carbonyl]amino}cyclohexyl-N3,
N3-dimethylindole-2,3 765    dicarboxamide hydrochloride: U The title
compound was obtained from the compound obtained in Referential Example 253
and the compound 5 obtained in Referential Example 289 in a similar manner
to the process described in Example 5. 1H-NMR (DMSO-d6) b: 1.40-1.51(lH,m))
1.75-2.01(5H, m), 2.78(9H, s), 2.93(3H, s), 3.01(3H, s)) 3.10-3.33(3H, m),
3.40 3.50(lH,m), 3.65-3.75(lH,m), 4.01-4.09(lH,m), 4.32 10 4.44(lH,m))
4.62-4.75(2H, m), 7.25(lH,d,J=8.OHz), 7.40 7 . 50 (2H, m) , 8 . 62 ( 1H,
br) , 9 . 08 ( 1H, br) , 12 . 28 ( 1H, br) . MS (FAB) m/z : 614 (M+H) +. [
Examp 1 a 219 ] N-~(1R,2S,5S)-2-[(6-Chloro-2-naphthoyl)amino]-5 15
[(dimethylamino)carbonyl]cyclohexyl}-5-methyl-4,5,6,7
tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: 766    



O N~ 0 g~~,,,, , , CI -N ~ N 1i HN O The compound (270 mg) obtained in
Referential Example 294 was dissolved in methylene chloride (10 ml), and a
1N ethanol solution (10 ml) of hydrochloric acid was added to 5 stir the
mixture for 90 minutes. The solvent was distilled off under reduced
pressure, and the resultant residue was dissolved in N,N-dimethylformamide
(7 ml). The compound (110 mg) obtained in Referential Example 10,
1-(3dimethylaminopropyl)-3-ethylcarbodiimide hydrochloride 10 (100 mg) and
1-hydroxybenzotriazole monohydrate (70 mg) were added to stir the mixture
at room temperature for 23 hours. The reaction mixture was concentrated
under reduced pressure, and water was added to conduct extraction with
ethyl acetate. The resultant organic layer was dried over 15 anhydrous
sodium sulfate. The solvent was distilled off under reduced pressure, and
the residue was purified twice by column chromatography on silica gel
(methylene chloride: methanol - 20:1 --3 10:1). The thus-obtained free base
was dissolved in methanol, and a 1N ethanol solution 20 (0.30 ml) of
hydrochloric acid was added. The residue was washed with ethyl acetate to
obtain the title compound (130 mg) . 767   1H-NMR (DMSO-d6) b:
1.45-1.60(lH,m)) 1.70-1.90(3H, m), 1.902 . 10 (2H,m) , 2 .81 (3H, s) , 2.
91 (3H, s) , 3 .00 (3H, s) , 3 . 00 3.22 (3H,m) , 3.53 (2H,br) , 4.10-4.20
(lH,m) , 4.30-4.70 (3H,m) 7.59(lH,dd,J=8.8,2.2Hz), 7.87(lH,d,J=8.5Hz), 5
7.96(lH,d,J=8.5Hz), 8.02(lH,d,J=8.8Hz)) 8.10(lH,d,J=2.2Hz), 8.33(lH,s))
8.43(lH,d,J=8.lHz), 8.52(lH,d,J=7.3Hz). MS (FAB) m/z : 554 (M+H) +.
[Example 220] 7-Chloro-N-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(510
methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)
carbonyl]amino}cyclohexyl)cinnoline-3-carboxamide hydrochloride: O N~ O 



S~~,,~ N.,N , CI -N ~ ~N' p HN O The title compound was obtained by
treating the 15 compound obtained in Referential Example 299 with an
ethanol solution of hydrochloric acid and then condensing it with the
compound obtained in Referential Example 10 in a similar manner to the
process described in Example 219. 1H-NMR (CDC13) b: 1.50-1.65(lH,m),
1.70-1.90(3H, m), 2.05 20 2.15(lH,m), 2.15-2.30(lH,m), 2.81(3H, s),
2.85-3.05(8H, m), 3.15-3.25(2H, m), 3.40-3.80(lH,m), 4.25-4.80(4H, m),
8.02(lH,dd,J=8.8,2.OHz), 8.38(lH,d,J=8.8Hz), 8.66(lH,s)) 76a   8.91(lH,s),
8.96(lH,d,J=7.3Hz), 9.53(lH,br). MS (FAB) m/z : 556 (M+H) +. [Example 221]
N-{(1R,2S,5S)-2-{[(5-Chlorobenzimidazol-2 5
yl)carbonyl]amino}-5-[(dimethylamino)carbonyl]cyclohexyl}
5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2 carboxamide
hydrochloride: O N~ N~ ,,,, N~ S ~ HN N O The title compound was obtained
by treating the 10 compound obtained in Referential Example 300 with an
ethanol solution of hydrochloric acid and then condensing it with the
compound obtained in Referential Example 10 in a similar manner to the
process described in Example 219. 1H-NMR (DMSO-d6) b: 1.45-1.60(lH,m),
1.60-1.83(3H, m), 2.00 15 2.20 (2H,m) , 2.78 (3H, s) , 2. 92 (6H, s) ,
3.00-3.30 (3H,m) , 3.47(2H,br.s), 4.10-4.75(4H, m), 7.30(lH,d,J=8.8Hz),
7.62(lH,d,J=12.5Hz)) 7.63(lH,s), 8.75-8.87(lH,m)) 9.09(lH,dd,J=12.5,8.8Hz),
11.20-11.40(lH,m). MS (FAB) m/z : 546 (M+H) +. 20 [Example 222]
N-((1S,2R,4S)-4-[(Dimethylamino)carbonyl]-2-{[(5-methyl 



4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2 769
yl)carbonyl]amino}cyclohexyl)-7-fluoroisoquinoline-3carboxamide
hydrochloride: 0 N~ g N~,, N ~ / F -N ~ N H HN O The title compound was
obtained from the compound 5 obtained in Referential Example 253 and the
compound obtained in Referential Example 304 in a similar manner to the
process described in Example 5. 1H-NMR (DMSO-d6) b: 1.50-1.60 (lH,m) ,
1.70-1.85 (3H,m) , 1. 952.05(lH,m), 2.10-2.20(lH,m)) 2.80(3H, s),
2.90-3.90(5H, m), 10 2.93(3H, s), 2.96(3H, s), 4.10-4.75(4H, m))
7.75-7.85(lH,m), 8.00-8.05(lH,m), 8.30-8.35(lH,m), 8.61(lH,s), 8 . 93 (2H,
d, J=7 . 3Hz) , 9 . 31 (1H, s) . MS (FAB) m/z: 539(M+H)+. [Example 223] 15
N-{(1R,2S,5S)-2-{[(7-Chloro-2H-chromen-3-yl)carbonyl]amino}-5-[(dimethylami
no)carbonyl]cyclohexyl}-5-methyl4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2
-carboxamide hydrochloride: 770   O N~ O ~ CI -N ~ N HN ~ I / O The
compound (220 mg) obtained in Referential Example 252 was dissolved in
methanol (10 ml), and 10~ palladium on carbon (180 mg) was added to stir
the mixture at room 5 temperature for 4 hours in a hydrogen atmosphere.
After the reaction mixture was filtered, the filtrate was concentrated
under reduced pressure, and the residue was dissolved in
N,N-dimethylformamide (30 ml). The compound (108 mg) obtained in
Referential Example 306) 1 10 hydroxybenzotriazole monohydrate (78 mg) and
1-(3 



dimethylaminopropyl)-3-ethylcarbodiimide hydrochloride (196 mg) were added
to stir the mixture at room temperature for a night. The reaction mixture
was concentrated under reduced pressure, and methylene 15 chloride and a
saturated aqueous solution of sodium hydrogencarbonate were added to the
residue to conduct liquid separation. The resultant organic layer was dried
over anhydrous sodium sulfate. The solvent was distilled off under reduced
pressure, and the residue was purified 20 by column chromatography on
silica gel (methylene chloride: methanol - 100:3) to obtain a pale yellow
foamy substance. This foamy substance was dissolved in methylene 771
chloride (2 ml), a 1N ethanol solution (363 ,ul) of hydrochloric acid was
added, and the solvent was distilled off under reduced pressure. Diethyl
ether was added to the residue. Precipitate formed was collected by
filtration to 5 obtain the title compound (175 mg). 1H-NMR (DMSC 2 . 78
(3H, s) , 3 .28 (2H,m) , 4.80 (3H,m) , 10 6.92(lH,s), -ds) b: 1.40-1.52
(lH,m) , 1.55-1.96 (5H,m) , 2.90(3H, s), 2.98(3H, s), 3.01-3.12(lH,m),
3.133.40-3.85(2H, m), 3.92-4.00(lH,m), 4.354.84(lH,d,J=14.5Hz),
4.89(lH,d,J=14.5Hz), 6.98(lH,dd,J=8.1,1.7Hz), 7.08(lH,s))
7.17(lH,d,J=8.3Hz), 8.12(lH,d,J=8.lHz), 8.34(lH,d,J=8.lHz). MS (FAB) m/z :
558 (M+H) +. [Example 224]
N-{(1R,2S,5S)-2-{[(E)-3-(4-Chlorophenyl)-2-propenoyl]15
amino}-5-[(dimethylamino)carbonyl]cyclohexyl}-5-methyl
4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: O N~
g ,,,~ , I CI -N ~ N HN O The title compound was obtained by treating the
20 compound obtained in Referential Example 307 with an ethanol solution of
hydrochloric acid and then condensing it with the compound obtained in
Referential Example 10 in 772   



a similar manner to the process described in Example 219. 1H-NMR (DMSO-ds)
b: 1.35-1.55 (lH,m) , 1.55-1.90 (4H,m) , 2 .79 (3H, s) , 2 . 92 (3H, s) , 2
. 99 (3H, s) , 3 . 05-3 .30 (3H, m) , 3 . 403.55(lH,m), 3.60-3.75(lH,m),
3.93-4.03(2H, m), 4.35 5 4.50(lH,m), 4.50-4.60(lH,m), 4.60-4.75(lH,m),
6.65(lH,d,J=15.7 Hz), 7.35(lH,d,J=15.7 Hz), 7 .44 (1H, d) J=8. 6 Hz) , 7 .
55 (1H, d, J=8 .6 Hz) , 8.03(lH,d,J=8.lHz), 8.34(lH,br.s))
11.25-11.70(lH,br). MS (ESI) m/z: 530(M+H)+. 10 [Example 225]
6-Chloro-N-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(5methyl-4,5,6,7-tet
rahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}cyclohexyl)-4-oxo-1,4-dih
ydroquinoline-2carboxamide hydrochloride: O N~ O 0 CI -N~N HN 15 0 The
title compound was obtained from the compound obtained in Referential
Example 253 and the compound obtained in Referential Example 309 in a
similar manner to the process described in Example 5. 20 1H-NMR (DMSO-ds)
b: 1.43-1.60(lH,m), 1.65-2.10(3H, m), 2 .79 (3H) s) , 2 . 92 (3H, s) , 2.
99 (3H) s) , 3 . 05-3 . 20 (2H) m) , 3 . 20 3.80(5H, m), 4.08-4.20(lH,m),
4.35-4.50(lH,m), 4.60 773   4.70(lH,m), 4.70(lH,d,J=15.6Hz), 6.77(lH,br.s),
7 . 73 ( 1H) d, J=8 . 9Hz ) ( 7 . 94 ( 1H, d, J=8 . 9Hz ) , 7 . 97 ( 1H, d,
J=2 . 2Hz ) , 8.54(lH,br.s), 8.80-9.00(lH,m)) 11.18-11.42(lH,br),
11.7012.50 (lH,br) . 5 MS (ESI) m/z: 571(M+H)+. [Example 226] tert-Butyl
2-[({(1R,2S,5S)-2-{[(5-chloroindol-2-yl)carbonyl]amino}-5-[(dimethylamino)c
arbonyl]cyclohexyl}amino)carbonyl]-4,6-dihydro-5H-pyrrolo[3,4-d]thiazole-51
0 carboxylate: 



O N~ O S~ ,,,, N ~ HN Boc'N 1) The compound (1.46 g) obtained in
Referential Example 310 was dissolved in methylene chloride (10 ml), and an
ethanol solution (10 ml) of hydrochloric acid was 15 added at room
temperature to stir the mixture for 1 hour. After completion of the
reaction, the solvent was distilled off, ethanol was added) the mixture was
concentrated, and diisopropyl ether was added to the residue to solidify
it. The resultant solids were 20 collected by filtration to obtain
N-{(1S,2R,4S)-2-amino-4[(dimethylamino)carbonyl]cyclohexyl}-5-chloroindole-
2carboxamide hydrochloride. 774    2) This product was dissolved in
N,Ndimethylformamide (5 ml), and the compound (1.31 g) obtained in
Referential Example 406, 1hydroxybenzotriazole monohydrate (640 mg) and
1-(3 5 dimethylaminopropyl)-3-ethylcarbodiimide hydrochloride (1.36 g) were
added to stir the mixture at room temperature for 3 days. The reaction
mixture was concentrated, and methylene chloride and a saturated aqueous
solution of sodium hydrogencarbonate were added to 10 the residue to
conduct liquid separation. The resultant organic layer was dried over
anhydrous sodium sulfate. After the solvent was distilled off under reduced
pressure, the residue was purified by column chromatography on silica gel
(methanol:methylene chloride = 1:19) to obtain 15 the title compound (1.22
g). 1H-NMR (CDC13) b: 1.53(9H, s), 1.70-2.40(6H, m), 2.803 .20 (7H,m) ,
4.15-4.25 (lH,m) , 4.55-4.80 (SH,m) , 6.83(lH,d,J=l.5Hz),
7.20(lH,dd,J=8.8,2.OHz), 7.33(lH,d,J=8.8Hz), 7.40-7.50(iH,m),
7.61(lH,br.s)) 7.7220 7.80(lH,m), 9.41(lH,br.s). MS (ESI) m/z: 615 (M+H)+.
[Example 227]
5-Chloro-N-~(1S,2R,4S)-2-[[(5,6-dihydro-4H-pyrrolo[3,4-d]thiazol-2-yl)carbo
nyl]amino]-4-[(dimethylamino)carbonyl] 25 cyclohexyl]indole-2-carboxamide
hydrochloride: 775   O N~ 



CI ~`,,, HN HN O The compound (1.22 g) obtained in Referential Example 226
was dissolved in methylene chloride (5 ml), and an ethanol solution (10 ml)
of hydrochloric acid was added to 5 stir the mixture for 1 hour. After the
reaction mixture was concentrated, a saturated aqueous solution of sodium
hydrogencarbonate and methylene chloride were added to conduct liquid
separation, and the resultant organic layer was dried over anhydrous sodium
sulfate. The solvent was 10 distilled off, and the residue was purified by
column chromatography on silica gel (methanol:methylene chloride = 1:9) to
obtain a free base (636 mg) of the title compound as a colorless glassy
solid. The free base (200 mg) was dissolved in a 1N ethanol solution (1 ml)
of 15 hydrochloric acid. After the solution was concentrated, ethyl acetate
was added to solidfy the residue. The thusobtained colorless powder was
collected by filtration and dried to obtain the title compound (195 mg).
1H-NMR (DMSO-ds) b: 1.45-1.60(lH,m), 1.70-1.90(3H, m), 1.90 20 2.05(2H, m),
2.80(3H, s)) 2.98(3H, s), 2.98-3.15(lH,m), 4.05 4.20 (lH,m) , 4.44
(2H,br.s) , 4.58 (3H,br.s) , 7.05(lH,d,J=l.5Hz), 7.16(lH,dd, J=8.7,1.SHz),
776   7.42(lH,d,J=8.7Hz), 7.68(lH,d,J=l.8Hz), 8.38(lH,d,J=7.8Hz),
8.42(lH,d,J=7.8Hz), 10.45-10.65(2H,br), 11.78(lH,br.s). MS (FAB) m/z:
515(M+H)+. [Example 228] 5
5-Chloro-N-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(5methyl-5,6-dihydro
-4H-pyrrolo[3,4-d]thiazol-2yl)carbonyl]amino}cyclohexyl)indole-2-carboxamid
e hydrochloride: O N~ CI "`1,, HN ~ \ ~N~ O 



10 The title compound wa.s obtained from the compound obtained in Example
227 and formalin in a similar manner to the process described in Example
18. 1H-NMR (DMSO-d6) b: 1.45-1.60(lH,m), 1.65-1.90(3H, m), 1.902 .05 (2H,m)
, 2.80 (3H, s) , 2.98 (3H, s) , 2 . 98-3 . 06 (lH,m) , 15 3.06(3H,
s),4.05-4.20(lH,m), 4.30-5.00(5H,br. s), 7.04(lH,d,J=l.7Hz),
7.17(lH,dd,J=8.8,2.1Hz) ,7.41(lH,d,J=8.8Hz) 7.68(lH,d,J=2.lHz) 8.36(lH,d,J
=7.8Hz), 8.42(lH,d,J=8.lHz),11.78(lH,br.s),12.14(lH,br.s). MS (FAB) m/z:
529(M+H)+. 20 [Example 229] tert-Butyl
2-{[((1R,2S,5S)-5-[(dimethylamino)carbonyl]-2{[(5-fluoroindol-2-yl)carbonyl
]amino}cyclohexyl)amino] 777
carbonyl}-4,6-dihydro-5H-pyrrolo[3,4-d]thiazole-5carboxylate: O N~ F 0 vi N
HN Boc'N " O The title compound was obtained from the compound 5 obtained
in Referential Example 311 and the compound obtained in Referential Example
406 in a similar manner to the process described in Example 226. 1H-NMR
(CDC13) b: 1.53(9H, s),1.60-2.40(6H,m),2.803.20(7H, m),
4.15-4.25(lH,m),4.55-4.80(5H,m),6.84 10 6.87(lH,m),
7.01(lH,dt,J=2.4,9.1Hz),7.25-7.30(lH,m),
7.34(lH,dd,J=9.1,4.3Hz),7.42-7.49(lH,m),7.70-7.80(lH,m), 9.37-9.45(lH,m).
MS (ESI) m/z: 599(M+H)+. [Example 230] 15
N-{(1S,2R,4S)-2-[[(5,6-Dihydro-4H-pyrrolo[3,4-d]thiazol-2yl) carbonyl]
amino] -4- [ (dimethylamino) carbonyl] -5fluoroindole-2-carboxamide
hydrochloride: 778   



O N~ F \S N ~``,, HN HN~ 0 H The title compound was obtained from the
compound obtained in Example 229 in a similar manner to the process
described in Example 227. 5 1H-NMR (DMSO-ds) b:
1.45-1.60(lH,m),1.65-1.90(3H,m),1.90 2. 10 (2H,m) ( 2. 80 (3H, s) , 2 . 97
(3H) s) , 2 .98-3 . 15 (lH,m) , 4.
054.20(lH,m),4.35-4.50(2H,m),4.58(3H,br.s),6.97-7.10(2H, m), 7.35-7.47(2H,
m), 8.34(lH,d,J=7.8Hz),8.41(lH,d,J=8.lHz), 10.53(2H,br.s),11.68(lH,br.s).
10 MS (FAB) m/z : 499 (M+H) +. [Example 231]
N-((1S,2R,4S)-4-[(Dimethylamino)carbonyl]-2-{[(5-methyl5,6-dihydro-4H-pyrro
lo[3,4-d]thiazol-2-yl)carbonyl]amino}cyclohexyl)-5-fluoroindole-2-carboxami
de hydrochloride: 0 N~ F ~`,,, HN ~ \ ~N~ O 15 The title compound was
obtained from the compound obtained in Example 230 and formalin in a
similar manner 779   to the process described in Example 18. 1H-NMR
(DMSO-d6) b:
1.45-1.60(lH,m),1.65-1.90(3H,m),1.902.10(2H,m),2.80(3H,s),2.90-3.20(7H,m),4
.05-4.20(1H, m), 4.30-5.00(SH,br.s),6.95-7.10(2H, m),7.35-7.50(2H, m), 5
8.33(lH,d,J=7.6Hz),8.41(lH,d,J=8.lHz),11.67(lH,br.s), 12.37(lH,br.s). MS
(FAB) m/z : 513 (M+H) +. [Example 232]
N-{(1R,2S,5S)-2-[(6-Chloro-2-naphthoyl)amino]-5 10
[(dimethylamino)carbonyl]cyclohexyl}-5-methyl-5,6-dihydro4H-pyrrolo[3,4-d]t
hiazole-2-carboxamide hydrochloride: O N~ m N ~ N HN ~ ~ O The title
compound was obtained from the compound obtained in Referential Example 294
and the compound 15 obtained in Referential Example 293 in a similar manner
to 



the process described in Example 226. 1H-NMR (DMSO-d6) ~: 1.48-1.56 (lH,m)
, 1.71-1.84 (3H,m) , 1.95-2.04(2H,m),2.81(3H,s),3.00(3H,s),3.02(3H,s),
3.06-3.15(2H, m)) 4.13-4.14(lH,m),4.52-4.63(4H, m), 20 7 . 60 ( 1H) d, J=8
. 5Hz ) ( 7 . 87 ( 1H) d, J=8 . 8Hz ) , 7 . 96 ( 1H) d, J=8 . 5Hz ) ,
8.01(lH,d,J=8.8Hz),8.10(lH,s),8.32(lH,s),
8.45(lH,d,J=8.lHz),8.51(lH,d,J=7.3Hz). 780   MS (FAB) m/z; 540(M+H)+.
[Example 233]
7-Chloro-N-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(5methyl-5,6-dihydro
-4H-pyrrolo[3,4-d]thiazol-2-yl) 5
carbonyl]amino}cyclohexyl)cinnoline-3-carboxamide hydrochloride and
7-chloro-N-((1S,2R,4S)-4[(dimethylamino)carbonyl]-2-{[(5-methyl-5H-pyrrolo[
3,4d]thiazol-2-yl)carbonyl]amino}cyclohexyl)cinnoline-3carboxamide: I 0 N~
0 S~N,, - N~.N ~ CI N ~ N H HN ~ ~ i 0 10 I 0 N~ 0 S~N,, . N~.N ~ CI N / N
H HN ~ I i i 0 A 4N dioxane solution (3.0 ml) of hydrochloric acid was
added to a suspension of the compound (330 mg) obtained in Referential
Example 299 in a mixed solvent of 15 dioxane (3.0 ml) and methylene
chloride (3.0 ml), and the mixture was stirred at room temperature for 30
minutes. The solvent was distilled off under reduced pressure, and 781
the thus-obtained white powder was dissolved in N,Ndimethylformamide (5.0
ml), and the compound (172 mg) obtained in Referential Example 293,
1-hydroxybenzotriazole monohydrate (130 mg) and 1-(3 5
dimethylaminopropyl)-3-ethylcarbodiimide hydrochloride (192 mg) were added
to stir the mixture at room temperature for 15 hours. The solvent was
distilled off under reduced pressure, methylene chloride and a saturated
aqueous solution of sodium hydrogencarbonate were added to 



10 the residue. The resultant organic layer was washed with saturated
saline and then dried over anhydrous sodium sulfate. The solvent was
distilled off under reduced pressure, and the residue was purified by
column chromatography on silica gel (methylene chloride: methanol 15 -
20:1). A 1N ethanol solution (0.35 ml) of hydrochloric acid was added to a
solution of the thus-obtained highpolar compound mainly formed in ethanol
(4.0 ml), and the solvent was distilled off under reduced pressure. Ethanol
and diethyl ether were added to the residue, and 20 precipitate formed was
collected by filtration to obtain
7-chloro-N-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-~[(5methyl-5,6-dihydro
-4H-pyrrolo[3,4-d]thiazol-2yl)carbonyl]amino]cyclohexyl)cinnoline-3-carboxa
mide hydrochloride (184 mg) a main product. 25 1H-NMR (DMSO-d6) b:
1.50-1.65(lH,m),1.70-1.90(3H,m),2.032.12(1H, m),2.15-2.30(lH,m),2.81(3H,
s),2.90-3.05(lH,m)) 2.96(3H,s),3.07(3H,s),4.28-4.37(1H,
m),4.40-4.95(5H,br), 782   8 . 02 (1H, d, J=B . 8Hz) , 8 . 38 (1H, d, J=8 .
8Hz) , 8 . 66 (1H) s) ,
8.91(lH,s),8.97(lH,d,J=7.lHz),9.43-9.57(lH,br),11.7511.95(0.5H,br),12.35-11
.55(0.5H,br). MS (FAB) m/z : 542 (M+H) 5 In the purification by the column
chromatography on silica gel) low-polar
7-chloro-N-((1S,2R,4S)-4[(dimethylamino)carbonyl]-2-{[(5-methyl-5H-pyrrolo[
3,4d]thiazol-2-yl)carbonyl]amino}cyclohexyl)cinnoline-3carboxamide (98 mg)
was also obtained as a by-product. 10 1H-NMR (CDC13) b: 1.90-2.25(6H,
m),2.85-3.00(lH,m), 2 . 95 (3H, s) , 3 . 05 (3H) s) , 3 . 91 (3H, s) , 4
.43-4 . 54 (1H, m) , 4.86-4.95(lH,m),6.70(lH,d,J=l.5Hz),7.19(lH,d,J=l.5Hz),
7.59(lH,d,J=8.8Hz),7.76(lH,d,J=8.8Hz),7.95(lH,d,J=8.8Hz),
8.53(lH,s),8.64(lH,d,J=8.OHz),8.73(lH,s). 15 MS (FAB) m/z: 540 (M+H)+.
[Example 234]
7-Chloro-N-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(5methyl-5,6-dihydro
-4H-pyrrolo[3,4-d]thiazol-2-yl)carbonyl]amino}cyclohexyl)isoquinoline-3-car
boxamide 20 hydrochloride O N~ O N ~ / CI N \ N HN _ _ O 783   The compound
(500 mg) obtained in Referential Example 146 was dissolved in an ethanol
solution (5 ml) of hydrochloric acid, and the mixture was stirred at room
temperature for 30 minutes. The solvent was distilled off 5 under reduced
pressure, and the residue was dissolved in 



N,N-dimethylformamide (7 ml), and the compound (299 mg) obtained in
Referential Example 293, 1-hydroxybenzotriazole monohydrate (71 mg) and
1-(3dimethylaminopropyl)-3-ethylcarbodiimide hydrochloride 10 (403 mg) were
added to the solution to stir the mixture at room temperature for a night.
The solvent was distilled off under reduced pressure, a saturated aqueous
solution of sodium hydrogencarbonate and methylene chloride were added to
the residue to conduct liquid separation. The 15 resultant water layer was
extracted with methylene chloride. Organic layers were combined and dried
over anhydrous sodium sulfate. The solvent was distilled off under reduced
pressure, and the residue was purified by column chromatography on silica
gel (methylene 20 chloride:methanol = 93:7) to obtain a free base (260 mg)
of the title compound as a pale yellow solid. This product was dissolved in
methylene chloride, a 1N ethanol solution (961 ~1) of hydrochloric acid was
added, and the solvent was distilled off under reduced pressure. A small
amount 25 of methanol was added to the residue, and diethyl ether was added
dropwise to collect precipitate formed by filtration. This product was
washed with diethyl ether to 784   obtain the title compound (260 mg).
1H-NMR (DMSO-d6) ~: 1.47-1.56(lH,m),1.71-1.75(3H, m), 1 . 95-1 . 99 (1H, m)
, 2 . 12-2 . 15 (1H, m) , 2 .78 (3H, s) , 2 . 95 (3H, s) ,
2.98(lH,br.s),3.05(3H,s),4.19-4.22(lH,m),4.44-4.52(3H, m), 5 4 .74-4 . 88
(2H,m) , 7 .87 (1H, dd) J=8.8, l.7Hz) , 8.24 (1H, d, J=8. 8Hz) ,
8.36(lH,d,J=1.7Hz),8.58(lH,s),8.90-8.92(2H,m),9.30(lH,s),
12.65-12.75(lH,m). MS (FAB) m/z: 541(M+H)+. [Example 235] 10 tert-Butyl
2-[(~(1R,2S,5S)-2-~[(5-chloroindol-2-yl)carbonyl]amino}-5-[(dimethylamino)c
arbonyl]cyclohexyl}amino)carbonyl]-6,6-dimethyl-6,7-dihydrothiazolo[4,5c]py
ridine-5(4H)-carboxylate: I O N~ O CI N~N~~ \ / Boc-N \ S H HN O 15 The
compound (95.4 mg) obtained in Referential Example 316 was dissolved in
diethyl ether (1 ml) in an argon atmosphere, and tert-butyllithium (1.60N
pentane solution, 244 ~1) was added dropwise at -78C. After the mixture was
stirred for 1 hour at -78C, carbon dioxide was 20 blown into the reaction
mixture for 10 minutes. The reaction mixture was heated to room
temperature. After the reaction mixture was concentrated under reduced
pressure, the residue was dissolved in N,N-dimethylformamide (5 ml). 785 



To the solution, were successively added the compound (178 mg) obtained in
Referential Example 432 , 1hydroxybenzotriazole monohydrate (48.0 mg) and
1-(3dimethylaminopropyl)-3-ethylcarbodiimide hydrochloride 5 (136 mg). The
resultant mixture was stirred overnight at room temperature. The reaction
mixture was concentrated, and methylene chloride and a saturated aqueous
solution of sodium hydrogencarbonate were added to the residue to separate
an organic layer. The organic layer was dried 10 over anhydrous sodium
sulfate, and the solvent was then distilled off under reduced pressure. The
resultant residue was purified by column chromatography on silica gel
(methanol:methylene chloride = 1:19) to obtain the title compound (140 mg).
15 1H-NMR (CDC13) b: 1 . 50 (9H, s) , 1 . 52 (3H, s) , 1 . 54 (3H, s)
1.70-2.10(4H,m),2.15-2.45(2H, m),2.80-3.20(9H, m)) 4.10-4.25(iH,br),
4.60-4.75(3H,m),6.85(lH,br.s), 7.21(lH,dd,J=8.8,1.8Hz),7.34(lH,d,J=8.8Hz),
7 .48 (1H, d, J=7 . 3Hz) , 7 . 61-7 . 63 (1H, m) , 7 . 89 (1H) br. s) 20
9.27 (lH,br.s) . MS (ESI) m/z: 657(M+H)+. [Example 236]
N-~(1R,2S,5S)-2-~[(5-Chloroindol-2-yl)carbonyl]amino}-5[(dimethylamino)carb
onyl]cyclohexyl}-6,6-dimethyl-4,5,6,7 25
tetrahydrothiazolo[4,5-c]pyridine-2-carboxamide hydrochloride: 786   I O N~
CI N` N ~~ \ / \ ~H HN H ~ N H The title compound was obtained from the
compound obtained in Example 235 in a similar manner to the process
described in Example 227. 5 1H-NMR (DMSO-d6) b: 1.40(6H,
s),1.45-1.60(lH,m), 1.70-2. 05 (5H,m) , 2. 81 (3H, s) , 2. 95-3 . 15 (6H,m)
, 4.05-4.20(lH,br),4.25-4.45(2H, m),4.55-4.65(lH,m),
7.06(lH,d,J=l.7Hz),7.17(lH,dd,J=8.8,2.OHz),
7.42(lH,d,J=8.8Hz),7.68(lH,d,J=2.OHz),8.34-8.39(2H, m), 10
9.77(lH,br.s),9.84(lH,br.s),11.79(lH,br.s). MS (ESI) m/z: 557 (M+H)+.
[Example 237] tert-Butyl
2-[({(1R,2S,5S)-2-{[(5-chloroindol-2-yl)carbonyl]amino}-5-[(dimethylamino)c
arbonyl]cyclohexyl}15
amino)carbonyl]-5,7-dihydro-6H-pyrrolo[3,4-d]pyrimidine-6carboxylate: 



O N~ O. IN Boc-N ~ \~N HN 787    r The compound (1.27 g) obtained in
Referential Example 50 was dissolved in tetrahydrofuran (48 ml), and
lithium hydroxide (117 mg) and water (6.0 ml) were added to stir the
mixture at room temperature for 4.5 hours. The 5 reaction mixture was dried
to solid under reduced pressure to obtain a crude carboxylic acid lithim
salt (1.24 g). This product was condensed with the compound obtained in
Referential Example 432 in a similar manner to the process described in the
step 2) of Example 226 to obtain the 10 title compound. 1H-NMR (CDC13) ~:
1.50-1.70(lH,m),1.54(9H,s),1.80 2 .10 (3H,m) , 2.25-2.50 (2H,m) , 2.85-2.95
(lH,m) ( 2.99 (3H, s) ,
3.14(3H,s),4.15-4.25(lH,m),4.65-4.75(lH,m),4.80-4.90(4H, m),
6.97(lH,s),7.15-7.25(lH,m),7.30-7.40(lH,m),7.60-7.65(lH,m), 15
8.15-8.25(lH,m),8.40-8.45(lH,m),8.75-8.85(lH,m)) 9.40-9.45(lH,m). MS (ESI)
m/z: 611 (M+H) +. [Example 238]
N-{(1R,2S,5S)-2-{[(5-Chloroindol-2-yl)carbonyl]amino}-5 20
[(dimethylamino)carbonyl]cyclohexyl}-6-methyl-6,7-dihydro5H-pyrrolo[3,4-d]p
yrimidine-2-carboxamide hydrochloride: n N 788    The compound (367 mg)
obtained in Example 237 was dissolved in methylene chloride (10 ml), and
trifluoroacetic acid (10 ml) was added to stir the mixture at room
temperature for 2 hours. The reaction mixture was 5 dried to solid under
reduced pressure. The title compound was obtained from the thus-obtained
crude product and formalin in a similar manner to the process described in
Example 18. 1H-NMR (DMSO-d6) b: 1.50-1.60(lH,m),1.65-2.10(5H, m), 10
2.81(3H,s),2.90-3.00(lH,m),2.96(3H,s),3.05(3H,s), 



4 . 10-4 . 20 (1H, m) , 4 . 55-4 . 65 (1H, m) , 4 . 65-4 . 90 (4H, br) ,
7.06(lH,s),7.15(lH,dd,J=8.7,2.1Hz),
7.41(lH,d,J=8.8Hz),7.66(lH,d,J=l.7Hz),8.35-8.45(lH,m),
8.57(lH,d,J=8.lHz),9.00(lH,s),11.80(lH,s), 15 11.90-12.20(lH,m). MS (FAH)
m/z: 524 (M+H)+. [Example 239]
7-Chloro-N-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(6methyl-6,7-dihydro
thiazolo[4,5-d]pyrimidin-2-yl) 20
carbonyl]amino}cyclohexyl)isoquinoline-3-carboxamide hydrochloride O N~ O
g~~,,,. ~ ~ CI -N~~N' h1 HN ~N O 7S9   The title compound was obtained by
treating the compound obtained in Referential Example 146 with an ethanol
solution of hydrochloric acid and then condensing it with the compound
obtained in Referential Example 322 5 in a similar manner to the process
described in Example 49. 1H-NMR (DMSO-ds) ~:
1.50-1.60(lH,m),1.70-1.90(3H,m),1.902 . 15 (2H, m) , 2 . 81 (3H, s) , 2 .
95 (3H, s) , 2 . 90-3 . 05 (1H, m) ,
3.26(3H,s),4.20-4.55(2H,m),5.00(2H,s),7.91(lH,d,J=8.8Hz), 8.27
(lH,d,J=8.8Hz),8.37(lH,s),8.54(lH,s),8.62(lH,s), 10 8.79 (1H, d) J=8 . 3Hz)
, 8. 94 (1H, d, J=8 . 1Hz) , 9.32 (1H) s) . MS (ESI) m/z: 554 (M+H)+.
[Example 240]
7-Chloro-N-((1S,2R,4S)-4-{[ethyl(methyl)amino]carbonyl}-2{[(5-methyl-4,5,6,
7-tetrahydrothiazolo[5,4-c]pyridin-2 15
yl)carbonyl]amino}cyclohexyl)isoquinoline-3-carboxamide hydrochloride: O N~
CI ! N~ N~N HN \ \ O The title compound was obtained from the compound
obtained in Referential Example 325 and the compound 20 obtained in
Referential Example 10 in a similar manner to the process described in
Example 2. 1H-NMR (DMSO-d6) ~: 0.98, 1.04 (3H,each t,J=7.lHz) , 790 



1.52-1.60(lH,m),1.74-1.77(3H, m),1.96-2.05(lH,m),
2.15-2.18(lH,m),2.77-2.93(8H, m),3.17-3.32(3H, m),
3.49(lH,br.s),4.22(lH,br.s),4.41-4.45(lH,m))
4.51(iH,br.s),4.69-4.72(lH,m),7.89(lH,d,J=8.7Hz), 5
8.26(lH,d,J~8.7Hz),8.37(lH,s),8.60(lH,s),8.91-8.98(2H, m),
9.32(lH,d,J=6.6Hz),11.39,11.53(lH,each m). MS (FAB) m/z: 569(M+H)+.
[Example 241] N-~(iR*,2S*,55*)-2-~[(5-Chloroindol-2-yl)carbonyl]amino}10
5-[2-(dimethylamino)-2-oxoethyl]cyclohexyl}-5-methyl
4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: O N~
g I -N ~ N ~ HN I The title compound was obtained from the compound 15
obtained in Referential Example 336 and the compound obtained in
Referential Example 10 in a similar manner to the process described in
Example 2. 1H-NMR (DMSO-d6) b: 1.13-1.22(lH,m),1.40-1.46(lH,m), 1.68-1. 99
(SH,m) , 2. 18-2.29 (2H,m) , 2.80 (3H, s) , 2. 92 (3H, s) , 20
2.96(3H,s),3.22(2H,br.s),3.49(lH,br.s),3.70(lH,br.s),
4.09-4.16(lH,m),4.42-4.46(2H,m),4.67(lH,br.s),7.03(lH,s),
7.16(lH,dd,J~8.5,1.5Hz),7.42(lH,d,J=8.5Hz),7.67(lH,s), 791
8.01(lH,d,J=8.5Hz),8.40(lH,d,J=7.8Hz),11.35-11.58(lH,m), 11.76 (lH,br.s) .
MS (FAB) m/z : 557 (M+H) +. [Example 242] 5
N-{(1R,2S,5S)-2-{[(5-Chloroindol-2-yl)carbonyl]amino}-5[(methylsulfonyl)met
hyl]cyclohexyl}-5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridine-2-carboxa
mide hydrochloride: S,; O O O CI -N ~ N HN O 10 The title compound was
obtained by treating the compound obtained in Referential Example 340 with
an ethanol solution of hydrochloric acid and then condensing it with the
compound obtained in Referential Example 10 in a similar manner to the
process described in Example 219. 15 1H-NMR (DMSO-d6) b:
1.35-1.40(lH,m),1.55-1.62(lH,m), 



1.70-1.76(lH,m),1.88-1.94(lH,m),2.03-2.07(lH,m),
2.13-2.17(lH,m),2.30-2.33(lH,m),2.43-3.48(lOH,m),
3.60-3.73(2H,m),4.11-4.16(lH,m),4.40-4.42(2H, m),
4.68-4.73(lH,m),7.05(lH,s),7.16(lH,dd,J=2.0,8.8Hz), 20
7.41(lH,d,J=8.8Hz),7.68(lH,s),8.26(lH,d,J=7.8Hz),
8.39(lH,d,J=7.8Hz),11.78(lH,br.s). MS (ESI) m/z: 564 (M+H)+. 792   [Example
243]
N-~(1R,2S,5S)-2-~[(2-Chloro-6H-thieno[2,3-b]pyrrol-5yl)carbonyl]amino}-5-[(
dimethylamino)carbonyl]cyclohexyl}5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c
]pyridine-25 carboxamide: !~ CI y ~ S The title compound was obtained by
hydrogenation of the compound obtained in Referential Example 252 and then
condensing it with the compound obtained in Referential 10 Example 345 in a
similar manner to the process described in Example 223. 1H-NMR (CDC13) b:
1.56-1.66 (lH,m) , 1.76-1.93 (2H,m) ,
2.02-2.06(lH,m),2.19-2.26(lH,m),2.30-2.34(lH,m),2.52(3H,s),
2.79-2.88(3H,m),2.91-2.94(2H,m),2.96(3H,s),3.09(3H, s), 15
3.69-3.77(2H,m),4.13-4.19(lH,m),4.58-4.61(lH,m),6.72(lH,s),
6.84(lH,s),7.50(lH,d,J=7.3Hz),7.60(lH,d,J~5.8Hz)) 10.54(lH,br). MS (ESI)
m/z: 549(M+H)+. [Example 244] 20
N-{(1R,2S,5S)-2-~[3-(4-Chlorophenyl)-2-propynoyl]amino}-5[(dimethylamino)ca
rbonyl]cyclohexyl}-5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridine-2-carb
oxamide 793    hydrochloride: 0 N~ CI s 



\ ~N HN ~N 0 The title compound was obtained by hydrogenation of the
compound obtained in Referential Example 252 and then 5 condensing it with
the compound obtained in Referential Example 347 in a similar manner to the
process described in Example 223. 1H-NMR (DMSO-d6) b:
1.38-1.50(lH,m),1.58-1.92(4H, m)) 2 . 78 (3H, s) , 2 . 90 (3H, s) ( 2 . 97
(3H, s) , 3 . 01-3 .24 (3H) m) , 10
3.26-3.SO(2H,m),3.90-3.98(iH,m),4.30-4.78(3H, m),
7.51(lH,d,J=8.8Hz),7.57(lH,d,J~8.8Hz),8.34(lH,d,J=8.8Hz))
8.83(lH,d,J=7.8Hz). MS (FAB) m/z: 528 (M+H)+. [Example 245] 15
6-Chloro-N-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(5methyl-4,5,6,7-tet
rahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino]cyclohexyl)-4-oxo-1,4-dih
ydroquinazoline-2carboxamide hydrochloride: 794   0 1~~ CI S~ ~.. N ~ HN O
The title compound was obtained by hydrogenation of the compound obtained
in Referential Example 252 and then condensing it with the compound
obtained in Referential 5 Example 349 in a similar manner to the process
described in Example 223. 1H-NMR (DMSO-ds) b: 1.45-1.60(lH,m),1.70-1.90(3H,
m), 1. 90-2.20 (3H,m) , 2. 80 (3H, s) , 2 . 93 (3H, s) , 2 . 97 (3H, s) ,
2.98-3.80(4H, m), 4.05-4.20(2H, m),4.35-4.80(3H, m), 10
7.63(lH,d,J=8.3Hz),7.90(lH,d,J~7.3Hz),8.75-9.00(2H, m),
11.00-11.50(lH,br),12.53(lH,br.s). MS (ESI) m/z: 573 (M+H)+. [Example 246]
N-{(1R,2S,5S)-2-{[2-(4-Chloroanilino)-2-oxoethane15
thioyl]amino)-5-[(dimethylamino)carbonyl]cyclohexyl]-5
methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2carboxamide: 795   



O N\ 0 g N,,,~ O , CI \ N H HN N \ .~N S The compound (184 mg) obtained in
Referential Example 253 and the compound (150 mg) obtained in Referential
Example 351 were dissolved in a mixed solvent of methanol 5 (1
ml)-methylene chloride (4 ml)) the solution was heated and stirred at 150C,
and the heating was continued for 5 minutes after distilling off the
solvent. After the reaction mixture was allowed to cool, the formed product
was purified by column chromatography on silica gel 10 (methylene chloride:
methanol = 24:1) to obtain the title compound (59 mg). 1H-NMR (CDC13) b:
1.65-1.90(2H, m), 1.90-2.00(lH,m),
2.00-2.15(2H,m),2.20-2.30(lH,m),2.52(3H,s),2.75-2.95(5H, m), 2 . 96 (3H, s)
, 3 . 07 (3H, s) , 3 . 68 (1H, d, J~15.2Hz) , 15 3.75(lH,d,J~15.7Hz),
4.45-4,60(lH,m),4.80-4.85(lH,m))
7.31(2H,d,J=8.8Hz),7.44(lH,d,J~8.6Hz),7.60(2H,d,J~8.8Hz), 9 . 99 (1H, d,
Ja7 . 6Hz) , 10 . 15 (1H, s) . MS (ESI) m/z: 563 (M+H)+. [Example 247] 20
N-{(1R,2S,5S)-2-({2-[(5-Chloropyridin-2-yl)amino]-2 796
oxoethanethioyl]amino)-5-[(dimethylamino)carbonyl]cyclohexyl]-5-methyl-4,5,
6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide: O N~ O S I ~,,,~ O N ~
CI \ N HIV ~N~ S 5 The compound (184 mg) obtained in Referential Example
253 and the compound (150 mg) obtained in Referential Example 353 were
dissolved in a mixed solvent of methanol (0.3 ml)-methylene chloride (0.3
ml), the solution was heated and stirred at 150C) and the heating was
continued 10 for 5 minutes after distilling off the solvent. reaction
mixture was allowed to cool, the formed product was purifiec by column
chromatography on silica gel (methylene chloride:methanol - 24:1) to obtain
the title compound (52 mg ) . 15 1H-NMR (CDC13) b: 1.60-2.00(3H,
m),2.00-2.20(2H, m), 2.25-2.40(lH,m),2.53(3H,s),2.80-2.95(5H,m),2.96(3H,s),
3.08(3H,s),3.70(lH,d,J-15.4Hz),3.75(lH,d,J-15.4Hz),
4.45-4,60(lH,m),4.75-4.85(lH,m),7.45(lH,d,J=8.3Hz),
7.67(lH,dd,J=8.8,2.5Hz),8.18(lH,d,J=8.8Hz), 



20 8.31(lH,d,J=2.OHz),10.06(lH,d,J=6.3Hz),10.56(lH,s). MS (ESI) m/z : 564
(M+H) +. 797   [Example 248]
N-{(1R,2S,5S)-2-({2-[(5-Chloropyridin-2-yl)amino]-2thioxoacetyl}amino)-5-[(
dimethylamino)carbonyl]cyclohexyl}-5-methyl-4,5,6,7-tetrahydrothiazolo(5,4-
c] 5 pyridine-2-carboxamide: O S N ~ CI HfV _ O The compound (72 mg)
obtained in Referential Example 355 and 2-amino-5-chloropyridine (100 mg)
were dissolved in a mixed solvent of methanol (0.2 ml)-methylene chloride
10 (0.2 ml)) the solution was heated and stirred at 150C, and the heating
was continued for 8 minutes after distilling off the solvent. After the
reaction mixture was allowed to cool, the formed product was purified by
preparative thin layer chromatography on silica gel (methylene 15 chloride:
methanol - 23:2) to obtain the title compound (4 mg) . 1H-NMR (CDC13) b:
1.60-2.00(3H, m),2.00-2.20(3H, m), 2 . 53 (3H, s) , 2 .75-3 . 00 (5H) m) ,
2 . 95 (3H, s) , 3 . 05 (3H, s)
3.65-3.80(2H,m),4.05-4.15(lH,m),4.70-4.80(lH,m),7.28(lH,d), 798
7.43(lH,d,J=9.3Hz),7.75(lH,dd,J=8.8,2.7Hz),
8.41(lH,d,J=2.7Hz),9.05(lH,d,J=8.8Hz),11.56(lH,s). MS (ESI) m/z: 564
(M+H)+. [Example 249] 



5 Nl- (5-Chloro-2-thienyl) -N2- ( (1S, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]-
pyridin-2-yl)carbonyl]amino]cyclohexyl)ethanediamide hydrochloride: O N~ O
S ,., N ~ HN ~ \ CI .N ~ S O 10 The title compound was obtained by
hydrolyzing the compound obtained in Referential Example 356, condensing
the hydrolyzate with the compound obtained in Referential Example 253 and
then treating the condensation product with hydrochloric acid in a similar
manner to the process 15 described in Example 191. 1H-NMR (DMSO-ds)
b:1.40-1.55(lH,m),1.60-1.85(3H, m), 1. 90-2. 15 (2H,m) , 2.79 (3H, s) , 2.
90-3 . 15 (lH,m) , 2 .92 (3H, s) 2. 94 (3H) s) , 3 . 15-3 .30 (2H,m) ( 3.
50-3 .80 (2H,m) ( 3 . 95-4.05 (lH,m) ,
4.35-4.90(3H,m),6.90(lH,d,J=4.2Hz),6.94(lH,d,J=4.2Hz), 20
8.72(lH,d,J=7.3Hz),9.13(lH,br.s),11.21(lH,br.s), 12.32(lH,br.s) . 799   MS
(ESI) m/z: 553(M+H)+. [Example 250]
N-~(1R,2S,5S)-2-{[(4-Chloroanilino)carbonyl]amino}-5[(dimethylamino)carbony
l]cyclohexyl}-5-methyl-4,5,6,7 5
tetrahydrothiazolo[5,4-c]pyridine-2-carboxamide hydrochloride: O N~ CI S I
,,,. / N ~ HN N O 4-Chlorophenyl isocyanate (76.8 mg) was added to a
solution of the compound (183 mg) obtained in Referential 10 Example 253 in
methylene chloride (20 ml)) and the mixture was stirred at room temperature
for 24 hours. The solvent was distilled off under reduced pressure) and the
residue was purified by column chromatography on silica gel (methylene
chloride:methanol = 20:1 ~ 10:1) to distil off 15 the solvent. The residue
was dissolved in ethanol (2 ml) and methylene chloride (2 ml), a 1N ethanol
solution (0.4 ml) of hydrochloric acid was added to stir the mixture at
room temperature for 30 minutes. The reaction mixture was concentrated
under reduced pressure, and the residue was 20 solidified with diethyl
ether to obtain the title compound (160 mg). 800  



1H-NMR (DMSO-d6) b: 1.35-1.50(lH,m),1.60-1.90(5H, m), 2.79 (3H, s) , 2 . 92
(3H, s) , 3 . 00 (3H, s) , 3 . 10-3 .60 (4H,m) ,
3.60-3.90(2H,m),4.35-4.80(3H,m),6.26(lH,br. s),
7.23(2H,d,J=9.OHz),7.37(2H,d,J=9.OHz),8.53(lH,br.s), 5
8.72(lH,br.s),11.35,11.67(total lH,each s). MS (ESI) m/z: 519 (M+H) +.
[Example 251] Nl- ( (1S, 2R, 4S) -4- [ (Dimethylamino) carbonyl] -2- { [
(5-methyl4,5,6,7-tetrahydrothiazolo[5,4-c]-pyridin-2-yl)carbonyl]10
amino}cyclohexyl)-N2-(5-fluoropyridin-2-yl)ethanediamide hydrochloride: O
N~ O g ' ~,,. N ~ F _N ~ N HN O The title compound was obtained by
hydrolyzing the compound obtained in Referential Example 357, condensing 15
the hydrolyzate with the compound obtained in Referential Example 253 and
then treating the condensation product with hydrochloric acid in a similar
manner to the process described in Example 191. 1H-NMR (DMSO-d6) b:
1.47-1.53(lH,m),1.68-1.75(3H, m), 20
1.99-2.10(2H,m),2.80(3H,s),2.80-3.00(lH,m),2.95(6H,s),
3.18-3.21(2H,m),3.40-3.80(2H, m),3.87-4.82(4H, m), 801   7.82-7.85(lH,m),
8.01-8.05(lH,m),8.40(lH,d,J=2.9Hz), 8 .71 (1H, d, J=7 .7Hz) , 9 . 13 (1H,
d, J=7 . 3Hz) ( 10 .27 (1H, s) . MS (FAB) m/z: 532 (M+H)'. [Example 252] 5
N1- (4-Chlorophenyl) -N2- ( (1S, 2R, 4S) -4- [ (dimethylamino)
carbonyl]-2-{[(5-methyl-5,6-dihydro-4H-pyrrolo[3,4-d]thiazol-2-yl)carbonyl]
amino}cyclohexyl)ethanediamide hydrochloride: O N~ O S I ~,,. , CI N HN ~N~
0 10 The title compound was obtained from the compound obtained in
Referential Example 242 and the compound obtained in Referential Example
272 in a similar manner to the process described in Example 191. 1H-NMR
(DMSO-d6) b: 1.47-1.51 (lH,m) , 1.69-1.75 (3H,m) 15
1.98-2.05(2H,m),2.80(3H,s),2.95(3H, s),2.98-3.04(lH,m), 



3.10(3H,s),3.40-4.61(6H,m),7.41(2H,d,J=8.8Hz))
7.81(2H,d,J=8.8Hz),8.76(lH,d,J=7.6Hz),8.95(lH,d,J=8.3Hz)) 10.79(lH,s). MS
(FAB) m/z: 533(M+H)+. 20 [Example 253] N1- [4-Chloro-2- (trifluoromethyl)
phenyl] -NZ- ( (1S) 2R, 4S) -4 802
[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7
tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}
cyclohexyl)ethanediamide hydrochloride: O N~ O S ,~~ F3C / CI N ~ HN -N O 5
Thionyl chloride (1 ml) was added to a chloroform solution (10 ml) of the
compound (269 mg) obtained in Referential Example 359, and the mixture was
stirred at 75C for 30 minutes. The solvent was distilled off under reduced
pressure, and the residue was dried. To the 10 residue were added a
methylene chloride solution (7 ml) of the compound (286 mg) obtained in
Referential Example 253 and pyridine (3 ml) under ice cooling. The mixture
was stirred for 2 hours while the temperature of the system was raised to
room temperature. A saturated aqueous 15 solution (10 ml) of sodium
hydrogencarbonate was added to the reaction mixture to conduct liquid
separation. The resultant organic layer was dried over anhydrous sodium
sulfate. The solvent was distilled off under reduced pressure, and the
resultant residue was subjected to 20 column chromatography on silica gel
(methylene chloride:methanol - 20:1) and column chromatography on LH 803 



20 (molecular sieve, methanol) to obtain a free base (90 mg) of the title
compound as a pale yellow amorphous solid. Methylene chloride (5 ml),
ethanol (5 ml) and a 1N ethanol solution (1 ml) of hydrochloric acid were
added to thie 5 product, and distilling-off and drying were conducted under
reduced pressure to obtain the title compound. 1H-NMR (DMSO-d6) b:
1.41-1.55(lH,m),1.59-1.80(3H, m), 1.98-2.13(2H,m),2.77(3H,s),2.91(6H,
s),3.12-3.26(2H, m)) 3.30-3.58(2H,m),3.60-3.78(lH,m),3.94-4.04(lH,m)) 10
4.35-4.63(2H,m),4.64-4.80(lH,m),7.73-7.82(2H,m),7.85(lH,s), 8.68-8.73
(lH,m) , 9.18 (lH,br. s) , 10.31 (1H, s) . MS (ESI)m/z: 615(M+H). [Example
254] Nl-{4-Chloro-2-[(dimethylamino)carbonyl]phenyl}-Nz 15
((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(5-methyl4,5,6,7-tetrahydrothia
zolo[5,4-c]pyridin-2-yl)carbonyl]amino}cyclohexyl)ethanediamide
hydrochloride: O N~ O s -N \yN HN 'IO The title compound was obtained by
hydrolyzing the 20 compound obtained in Referential Example 362, condensing
the hydrolyzate with the compound obtained in Referential 804    Example
253 and then treating the condensation product with hydrochloric acid in a
similar manner to the process described in Example 191. 1H-NMR (DMSO-d6) b:
1.42-1.56 (lH,m) ( 1.59-1.82 (3H,m) , 5 1 . 98-2.14 (2H,m) , 2 .79 (3H, s)
, 2.91 (3H, s) , 2. 93 (3H, s) 2.95(3H,s),2.98(3H,s),3.10-3.30(4H,
m),3.62-3.79(lH,m), 3.92-4.01(lH,m),4.34-4.50(2H, m),4.66-4.79(lH,m),
7.52(lH,d,J=2.4Hz),7.55(lH,dd,J=2.4,8.5Hz),
8.05(lH,d,J=8.5Hz),8.75(lH,br),9.10-9.24(lH,m),10.52(lH,s). 10 MS (ESI)
m/z: 618 (M+H)+. [Example 255] N1- [4-Chloro-2- (hydroxymethyl) phenyl]
-N2- ( (1S, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]p
yridin-2-yl)carbonyl]amino} 15 cyclohexyl)ethanediamide hydrochloride: O N~
O .-N~N HN 



The title compound was obtained by condensing the compound obtained in
Referential Example 270 with 4chloro-2-hydroxymethylaniline and then
treating the 20 condensation product with hydrochloric acid in a similar
manner to the process described in Example 199. 805    1H-NMR (DMSO-d6) b:
1.42-1.57(lH,m),1.58-1.81(3H, m), 1 . 98-2. 14 (2H,m) ( 2.79 (3H, s) , 2.
93 (6H) s) , 3 . 12-3 .58 (4H,m) ,
3.67-3.80(lH,m),3.94-4.04(lH,m),4.37-4.50(1.5H, m),
4.55(2H,s),4.67-4.80(lH,m),5.77-5.92(0.5H, m), 5
7.37(lH,dd,J=2.4,8.6Hz),7.42(lH,d,J=2.4Hz),
7.91(lH,d,J=8.6Hz),8.74-8.81(lH,m),9.03-9.19(lH,m), 10.79 (1H, s) . MS
(ESI) m/z: 577 (M+H)+. [Example 256] 10 N1- (4-Chloro-2-methoxyphenyl) -N2-
( (1S, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-([(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]p
yridin-2-yl)carbonyl]amino}cyclohexyl)ethanediamide hydrochloride: O N~ O
-N~N HN 15 The title compound was obtained by hydrolyzing the compound
obtained in Referential Example 364, condensing the hydrolyzate with the
compound obtained in Referential Example 253 and then treating the
condensation product with hydrochloric acid in a similar manner to the
process 20 described in Example 191. 1H-NMR (DMSO-d6) b:
1.40-1.55(lH,m),1.58-1.79(3H,m),1.94 806    2 . 11 (2H,m) , 2.77 (3H, s) (
2.92 (6H, s) , 3 .05-3 .55 (4H,m) ,
3.653.75(lH,br),3.90(3H,s),3.91-4.00(lH,m),4.364.47(2H,br),4.65-4.77(1H,
br), 7.04(lH,dd,J=8.5,2.OHz),
7.20(lH,d,J=2.OHz),8.06(lH,d,J=8.5Hz),8.65-8.80(lH,br), 5
9.10-9.25(lH,br),9.74(lH, s),11.10-11.35(lH,br). MS (ESI) m/z: 577 (M+H)+.
[Example 257] N- ( (1R, 2S, 5S) -2- ~ [2- (4-Chloroanilino)
-2(hydroxyimino)acetyl]amino]-5-[(dimethylamino)carbonyl]10
cyclohexyl]-5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]
pyridine-2-carboxamide hydrochloride: 



O N~ O NOH / I CI -N ~ N HN O The title compound was obtained by
deprotecting the compound obtained in Referential Example 366 by 15
hydrochloric acid treatment, condensing the deprotected compound with the
compound obtained in Referential Example 10 and then treating the
condensation product with hydrochloric acid in a similar manner to the
process described in Example 214. 20 1H-NMR (DMSO-d6) ~: 1.41-1.53 (lH,m) (
1.57-1.77 (3H,m) , 1 . 88-2 . 04 (2H,m) ( 2 .77 (3H, s) ( 2.91 (6H) s) , 3
.00-3 . 60 (4H,m) , 807   3.65-3.74(lH,br),3.87-3.96(lH,m),4.37-4.48(2H,
m), 4.66-4 .76 (lH,m) , 6 .70 (2H, d, J=8. 8Hz) ,
7.04(lH,d,J=8.8Hz),7.10(lH,d,J=8.8Hz),8.40-8.53(2H, m)) 8.57-8.66(lH,m),
10.30-10.47(lH,br), 10.66-10.76(lH,br). 5 MS (ESI) m/z: 562(M+H)+. [Example
258]
N1-(4-Chlorophenyl)-N2-((3R,4S)-1-(2-methoxyacetyl)-3-{[(5methyl-4,5,6,7-te
trahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}piperidin-4-yl)ethanedia
mide hydrochloride: O~Oi N S~N,.~~ ~ / CI -nj \yN n HN ll O 10 The title
compound was obtained by deprotecting the compound obtained in Referential
Example 367 by hydrochloric acid treatment, condensing the deprotected
compound with the compound obtained in Referential Example 15 10 and then
treating the condensation product with hydrochloric acid in a similar
manner to the process described in Example 214. 1H-NMR (DMSO-ds) ~:
1.60-1.72 (lH,m) , 1.99-2.22 (lH,m) ,
2.90(3H,s),3.03-4.80(l7H,m),7.40(2H,d,J=8.8Hz), 20
7.83(2H,d,J=8.8Hz),8.56-8.73(lH,br),9.14-9.33(lH,br),
10.83(lH,s),11.20-11.55(lH,br). MS (ESI) m/z: 549(M+H)+. 808   



[Example 259]
N1-(5-Chloropyridin-2-yl)-Nz-((38,4S)-1-(2-methoxyacetyl)3-([(5-methyl-4,5,
6,7-tetrahydrothiazolo[5,4-c]pyridin-2yl)carbonyl]amino}piperidin-4-yl)etha
nediamide 5 hydrochloride: N N~ CI N HN O ` The title compound was obtained
by deprotecting the compound obtained in Referential Example 368 by
hydrochloric acid treatment) condensing the deprotected 10 compound with
the compound obtained in Referential Example 10 and then treating the
condensation product with hydrochloric acid in a similar manner to the
process described in Example 214. 1H-NMR (DMSO-d6) b:
1.60-1.72(lH,m),1.98-2.20(lH,m), 15
2.90(3H,s),3.00-4.77(l7H,m),7.20-7.35(0.8H,br),
7.48-7.56(0.2H,br),7.94-8.07(lH,br),8.40-8.70(lH,br),
8.48-8.70(iH,br),9.23-9.45(lH,br),10.21-10.35(lH,br), 11.30-11.70(lH,br).
MS (ESI) m/z : 550 (M+H) +. 20 [Example 260] Nl- (5-Bromopyridin-2-yl) -N2-
( (3R, 4S) -1- (2-methoxyacetyl)
-3([(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2 809
yl)carbonyl]amino}piperidin-4-yl)ethanediamide hydrochloride: O N S ,,~' ~
Br N N ~ HN O The title compound was obtained by deprotecting the 5
compound obtained in Referential Example 369 by hydrochloric acid
treatment, condensing the deprotected compound with the compound obtained
in Referential Example 10 and then treating the condensation product with
hydrochloric acid in a similar manner to the process 10 described in
Example 214. 1H-NMR (DMSO-d6) b: 1.60-1.73(lH,m),1.97-2.20(lH,m),
2.90(3H,s),3.03-3.52(7H,m),3.64-4.07(5H, m),4.10-4.50(4H, m),
4.65-4.78(lH,m),7.28-7.35(0.2H,m),7.97(lH,d,Ja8.8Hz),
8.11(lH,dd,J=8.8,2.2Hz),8.51(lH,d,J=2.2Hz),8.55-8.67(lH,m), 15
9.22-9.41(lH,m),10.20-10.31(0.8H, m),11.25-11.70(lH,br). MS (ESI) m/z: 594
(M+H)+. [Example 261] N1- (4-Chlorophenyl) -N3- ( (1S, 2R, 4S) -4- [
(dimethylamino) carbonyl]-2-~[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]20
pyridin-2-yl)carbonyl]amino}cyclohexyl)malonamide hydrochloride: 



810   O N~ O 1 S N,,, ~N ~ N H HN The title compound was obtained by
condensing the compound obtained in Referential Example 371 with the
compound obtained in Referential Example 253 and then 5 treating the
condensation product with hydrochloric acid in a similar manner to the
process described.in Example 5. 1H-NMR (DMSO-d6) b:
1.32-1.50(lH,m),1.55-1.87(5H, m), 2.78 (3H, m) , 2.92 (3H, s) , 2. 98 (3H,
s) , 2. 99-3 .00 (lH,m) , 3.05-3.50(5H,m),3.65-3.75(lH,m),3.80-3.92(lH,m),
10 4.35-4.45(lH,m),4.45-4.55(lH,m),4.65-4.80(iH,m))
7.34(2H,d,J=8.8Hz),7.58(2H,d,J=8.8Hz),8.00-8.10(lH,m),
8.30-8.40(lH,m),10.29(lH,d,J=12.5Hz),12.40(lH,br. s) MS (FAB) m/z: 561
(M+H)+. [Example 262] 15 N1- (3-Chlorophenyl) -N3- ( (1S, 2R, 4S) -4- [
(dimethylamino)
carbonyl]-2-~[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbo
nyl]amino}cyclohexyl)malonamide hydrochloride: 811    i O N~ O -N' \~~H""
HN H' v 'CI U O O The title compound was obtained by condensing the
compound obtained in Referential Example 373 with the compound obtained in
Referential Example 253 and then 5 treating the condensation product with
hydrochloric acid in a similar manner to the process described in Example
5. 1H-NMR (DMSO-d6) b: 1.32-1.50(lH,m),1.55-1.90(5H, m), 2.77 (3H) s) , 2.
91 (3H, s) , 2. 98 (3H) s) ( 2 . 99-3 . 00 (lH,m) ,
3.05-3.50(SH,m),3.65-3.80(lH,m),3.80-3.90(lH,m), 10
4.35-4.50(lH,m),4.50-4.60(lH,m),4.65-4.80(lH,m), 



7.09(lH,d,J~8.8Hz),7.31(lH,d,J=8.8Hz),7.38(lH,t,J=8.8Hz),
7.79(lH,s),8.00-8.10(lH,m),8.30-8.40(lH,m), 10.28 (1H, d, J=12.5Hz) ( 11 .
67 (lH,br. s) . MS (FAB) m/z: 561(M+H)+. 15 [Example 263]
N1-(5-Chloropyridin-2-yl)-N2-((1S,2R,4S)-4~[ethyl(methyl)amino]carbonyl}-2-
~[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}cyc
lohexyl)ethanediamide hydrochloride: 812   O N~ O g N,,~ N ~ CI ~N ~ N H HN
N O H 10% Palladium on carbon (0.3 g) was added to a solution of the
compound (0.33 g) obtained in Referential Example 404 in ethanol (20 ml),
and the mixture was 5 stirred at room temperature for 24 hours under a
hydrogen atmosphere. After removing insoluble matter by filtration through
Celite pad, the filtrate was concentrated under reduced pressure. The
resultant residue (0.37 g) was dissolved in N,N-dimethylformamide (20 ml),
and the 10 compound (0.3 g) obtained in Referential Example 266) 1
hydroxybenzotriazole monohydrate (0.2 g) and
1-(3dimethylaminopropyl)-3-ethylcarbodiimide hydrochloride (0.37 g) were
successively added to stir the mixture at room temperature for 18 hours.
The reaction mixture was 15 concentrated under reduced pressure, and the
resultant residue was diluted with a mixed solvent of chloroformmethanol
(9:1) and washed with a saturated aqueous solution of sodium
hydrogencarbonate and saturated aqueous solution of sodium chloride. After
the resultant organic 20 layer was dried over anhydrous sodium sulfate) and
the solvent was distilled off under reduced pressure) the 813   resultant
residue was purified by column chromatography on silica gel
(chloroform:methanol - 95:5) to concentrate the intended fraction. A 1N
ethanol solution of hydrochloric acid was added to form a hydrochloride.
This salt was 5 recrystallized from a mixed solvent of methanol and diethyl
ether to obtain the title compound (0.28 g). 1H-NMR (DMSO-d6) b: 0. 95 (1
.5H, t, J=6. 9Hz) , 1.42(1.5H,t,J=6.9Hz), 1.40-1.52(lH,m),1.60-1.78(3H, m),
1.92-2.11(2H,m),2.74(3H,s),2.90(3H, s),3.10-3.38(5H, m), 10
3.40-3.52(lH,m),3.68-3.70(lH,m),3.96-4.05(lH,m),4.41(2H,s)) 



4.70(lH,d,J=15.9Hz),8.00-8.01(2H,m),8.44(lH,s),
8.71(lH,dd,J=10.1,2.2Hz),9.14(0.5H,d,J=7.8Hz)) 9.22 (0.5H, d, J=8.3Hz) ,
10.24 (0.5H, s) , 10.28 (0. 5H, s) , 11.48(lH,br.s),11.61(lH,br.s). 15 MS
(FAB) m/z : 562 (M+H) +. [Example 264] N1- (4-Chlorophenyl) -N2- ( (1S, 2R,
4S) -4- { [ethyl (methyl) amino]
carbonyl}-2-~[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbo
nyl]amino}cyclohexyl)ethanediamide 20 hydrochloride: O N~ O S ,.,~ / CI N ~
HN -N O 814   The title compound was obtained by converting the compound
obtained in Referential Example 404 into an amine, condensing the amine
with the compound obtained in Referential Example 374 and then treating the
condensation 5 product with hydrochloric acid in a similar manner to the
process described in Example 263. 1H-NMR (DMSO-ds) b: 0.97(1.5H,t,J=6.9Hz),
1.04(1.5H,t,J~6.9Hz),1.40-1.60(lH,m),1.60-1.80(3H, m),
1.92-2.11(2H,m),2.74(3H,s),2.89(3H, s),3.10-3.32(SH,m), 10
3.40-3.52(lH,m),3.65-3.80(lH,m),3.90-4.05(lH,m), 4 .40 (2H, s) , 4.70 (1H,
d) J=15. 9Hz) , 7 . 39 (2H, d, J-8. 8Hz) ,
7.82(2H,d,J=8.8Hz),8.75(lH,dd,J=10.1,2.2Hz),
9.00(0.5H,d,J~7.8Hz),9.08(0.5H,d,J=8.3Hz),
10.81(lH,d,J=4.9Hz),11.45(lH,br.s). 15 MS (FAB) m/z: 561 (M+H)+. [Example
265] N1- (5-Hromopyridin-2-yl) -Nz- ( (1S, 2R, 4S)
-4{[ethyl(methyl)amino]carbonyl}-2-{[(5-methyl-4,5,6,7tetrahydrothiazolo[5,
4-c]pyridin-2-yl)carbonyl] 20 amino}cyclohexyl)ethanediamide hydrochloride:
O N~ O S ,,~~ N, I Br -N ~ N HIV O 815   



The title compound was obtained by converting the compound obtained in
Referential Example 404 into an amine, condensing the amine with the
compound obtained in Referential Example 375 and then treating the
condensation 5 product with hydrochloric acid in a similar manner to the
process described in Example 263. 1H-NMR (DMSO-ds) b: 1.02(1.5H,t,J66.9Hz),
1.08(1.5H,t,J=6.9Hz),1.49-1.60(lH,m),1.60-1.86(3H, m), 2 . 00-2 .20 (2H, m)
, 2 . 81 (3H, s) , 2. 97 (3H, s) ( 3 . 15-3 . 42 (6H, m) 10
3.50-3.60(lH,m),3.70-3.82(lH,m),4.48(2H,s), 4 . 77 (1H, d, J=15. 9Hz) , 8 .
04 (1H, d, J=8 . 8Hz) ( 8 . 17 (1H, d) J~8. 8Hz)
8.58(lH,s),8.78(lH,dd,J=10.1,2.2Hz),9.21(0.5H,d,J=7.8Hz), 9.29 (0.5H, d,
J=8.3Hz) , 10.29 (0.5H, s) , 10.33 (0. 5H, s) ,
11.53(0.5H,br.s),11.65(0.5H,br.s). 15 MS (FAH) m/z: 607 (M+H)+. [Example
266] N1- (4-Chlroro-3-fluorophenyl) -NZ- ( (1S, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]p
yridin-2-yl)carbonyl] 20 amino}cyclohexyl)ethanediamide hydrochloride: i O
N~ O F S~N,.~ / CI -N~N H HN II N y I O H 816   The title compound was
obtained by converting the compound obtained in Referential Example 252
into an amine, condensing the amine with the compound obtained in
Referential Example 378 and then treating the condensation 5 product with
hydrochloric acid in a similar manner to the process described in Example
263. 1H-NMR (DMSO-d6) b: 1.44-1.52 (lH,m) , 1.65-1.76 (3H,m) ,
2.01-2.07(2H,m),2.77(3H,s),2.93(6H, s),2.94-3.00(lH,m), 



3.10-3.38(3H,m),3.68-3.70(lH,m),3.96-4.05(lH,m),4.42(2H,s), 10
4.70(lH,d,J=15.9Hz),7.56(lH,t,J=8.8Hz),7.68(lH,d,J=8.8Hz),
7.90(lH,dd,J11.7,1.5Hz),8.73(lH,dd,J=12.5,7.3Hz),
9.06(lH,dd,J=12.5,8.1Hz),11.01(lH,d,J=5.8Hz), 11.30-11.42(lH,m). MS (FAB)
m/z: 565(M+H)`. 15 [Example 267]
N-~(1R,2S,5S)-2-{[3-(4-Chlorophenyl)-3oxopropanoyl]amino}-5-[(dimethylamino
)carbonyl]cyclohexyl}-5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-
carboxamide: O N~ O a,... ~N ~ N HN O O 20 The title compound was obtained
by deprotecting the 817   compound obtained in Referential Example 383 by
hydrochloric acid treatment, condensing the deprotected compound with the
compound obtained in Referential Example 10 and then treating the
condensation product with 5 hydrochloric acid in a similar manner to the
process described in Example 214. 1H-NMR (CDC13) (free base) b: 1.22-1.32
(lH,m) , 1.49 1.92 (3H,m) , 1. 95-2.10 (2H,m) , 2.53 (3H, s) ( 2.70-2.79
(lii,m) , 2. 80-2. 90 (2H,m) , 2.93 (6H, s) , 2. 95-3 . 09 (2H,m) , 3.72
(2H, s) 10 3.87(2H,s),4.05-4.19(iH,m),4.60-4.70(lH,m),7.20 7 . 40 (2H, m) (
7 . 42 (2H) d, J~8 . 3Hz) , 7 . 87 (2H, d, J~8 . 3Hz) . MS (FAB) m/z: 546
(M+H)+. [Example 268] N1- (5-Chlroropyri din-2-yl) -NZ- ( (1R, 2R, 4S) -4
15
[(dimethylamino)carbonyl]-2-{[(5-methyl-5H-pyrrolo[3,4-d]thiazol-2-yl)carbo
nyl]amino]cyclohexyl)ethanediamide: 



O N~ CI N N HN ,N~ O The title compound was obtained by deprotecting the
compound obtained in Referential Example 386 by 20 hydrochloric acid
treatment, and condensing the deprotected compound with the compound
obtained in 818   Referential Example 293 in a similar manner to the
process described in Example 214. 1H-NMR (DMSO-ds) b: 1. 00-2 . 35 (7H,m) ,
2. 96 (3H, s) ( 3 .04 (3H, s) , 3.85-3.95(lH,m),3.88(3H,
s),4.60-4.75(lH,m), 5 6.68(lH,d,J=2.OHz),
7.17(lH,d,J=2.OHz),7.20-7.32(lH,m),
7.67(lH,dd,J38.8,2.8Hz),7.99(lH,d,J=8.4Hz),
8.21(lH,d,J=8.8Hz),8.25(lH,d,J=2.8Hz),9.64(lH,s). HRMS (FAB) m/z:
532.1520(M+H)+. (Calculated; C23HZ~C1N~O4S : 532 . 1534 ) . 10 [Example
269] N1- [ (5-Chlroropyridin-2-yl) amino] -NZ- ( (1R, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]p
yridin-2-yl)carbonyl]amino}cyclohexyl)ethanediamide hydrochloride: S -~(
\YN 15 The title compound was obtained by reducing the compound obtained in
Referential Example 387 in a similar manner to the process described in
Referential Example 253, and condensing the reduction product with the
compound 20 obtained in Referential Example 266 and treating the
condensation product with hydrochloric acid in a similar manner to the
process described in Example 208. 819    1H-NMR (DMSO-d6) b: 1.50-1.98(6H,
m)) 2.82(3H,s),2.91(3H,s), 2.95(3H,s),2.86-3.92(7H,m),4.30-4.81(2H,
m),7.92-8.09(2H, m), 8.39-8.47(lH,m),8.56-8.72(2H,m),10.17(lH,s). MS (ESI)
m/z: 548(M+H)'. 



5 [Example 270] N1- (4-Chlorophenyl) -N2- ( (1R, 2R, 4S) -4- [
(dimethylamino)
carbonyl]-2-i[(5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbo
nyl]amino}cyclohexyl)ethanediamide: O N~ O S ~,~~ / CI -N ~ N HN ~ O 10 The
title compound was obtained by reducing the compound obtained in
Referential Example 387 in a similar manner to the process described in
Referential Example 253, and condensing the reduction product with the
lithium salt obtained by hydrolyzing the compound obtained in 15
Referential Example 242 and treating the condensation product with
hydrochloric acid in a similar manner to the process described in Example
191. 1H-NMR (DMSO-ds) b: 1.50-1. 97 (6H,m) , 2. 82 (3H, s) , 2.91 (3H) s)
2.98(3H,s),2.83-3.88(7H, m),4.30-4.79(2H, m), 20 7 . 37 (2H, d, J=8. 8Hz) ,
7 . 89 (2H, d, J=8 . 8Hz) ,
8.34(lH,d,J=8.4Hz),8.63(lH,d,J=8.8Hz),10.72(lH,s). 820   MS (ESI) m/z: 547
(M+H)+. [Example 271]
N1-{(1R,2S,5S)-2-{[(5-Chloroindol-2-yl)carbonyl]amino}-5[(dimethylamino)car
bonyl]cyclohexyl}-Nz-(pyridin-4-yl)5 ethanediamide hydrochloride:
b`~[JA~p,.. 0 HN The title compound was obtained by deprotecting the
compound obtained in Referential Example 310 by hydrochloric acid
treatment, and condensing the 10 deprotected compound with lithium
2-[(pyridin-4-yl)amino] 2-oxoacetate obtained by hydrolyzing the compound
obtained in Referential Example 261 and then treating the condensation
product with hydrochloric acid in a similar manner to the process described
in Example 191. 15 1H-NMR (DMSO-ds) b: 1.40-2 . 01 (6H,m) , 2.79 (3H, s) ,
3 . 01 (3H, s) ,
3.00-3.18(lH,m),4.02-4.19(lH,m),4.45-4.55(lH,m),7.09(lH,s))
7.13-7.22(lH,m),7.41(lH,d,J=8.4Hz),7.64(iH,br. s), 8 .28 (2H, d, J=6 . 8Hz)
( 8 . 36 (1H) d, J=8 . OHz) , 8 . 62 (1H, d, J=S . 8Hz) ,
8.72(2H,d,J=6.8Hz),11.74(lH,s),11.83(lH,s). 20 MS (FAB) m/z : 511 (M+H) +.
[Example 272] 821  



i O N~ b~N HN~ I01 H11, HN A 4N dioxane solution (8.0 ml) of hydrochloric
acid was added to a solution of the compound (400 mg) obtained in
Referential Example 389 in ethanol (5.0 ml) at room 5 temperature and the
mixture was stirred the same temperature for 5 hours. The solvent was
distilled off under reduced pressure, the residue was washed with methylene
chloride, and insoluble matter was filterred and washed to obtain the title
compound (320 mg). 10 1H-NMR (DMSO-d6) b: 1.38-1 . 92 (lOH,m) , 2.77 (3H,
s) , 2. 96 (3H, s) ,
2.82-3.35(6H,m),3.88-4.10(2H,m),4.34-4.43(lH,m),7.05(lH,s),
7.11-7.17(lH,m),7.38(lH,d,J=8.8Hz),7.65(lH,s),
8.25(lH,d,J=B.OHz),8.34(lH,d,J=7.6Hz),8.89(lH,d,J=8.4Hz), 11.75(lH,s). 15
MS (ESI) m/z : 517 (M+H) +. [Example 274]
N1-{(1R,2S,5S)-2-{[(5-Chloroindol-2-yl)carbonyl]amino}-5[(dimethylamino)car
bonyl]cyclohexyl}-Nz-(1-methylpiperidin4-yl)ethanediamide~hydrochloride:
823    i O N~ lOl H`" HN The title compound was obtained by methylating the
compound obtained in Example 273 in a similar manner to the process
described in Referential Example 9 and 5 treating it with hydrochloric
acid. 1H-NMR (DMSO-ds) ~: 1 .40-2 . 01 (11H) m) , 2 . 67 (3H) s) , 2 .79
(3H, s) , 2 . 98 (3H, s) , 2.85-4.48 (7H,m) , 7 .07 (1H) s) ,
7.16(lH,dd,J=8.8,2.OHz), 7.40(lH,d,J=8.8Hz), 7.68(lH,d,J~2.OHz),
8.25-8.35(iH,m),8.37(lH,d,J=7.6Hz), 10
8.90-9.02(lH,m),9.82(lH,br.s),11.78(lH,s). 



MS (ESI) m/z: 531(M+H)+. [Example 275] Nl- (5-Chloropyridin-2-yl) -Nz- (
(1S, 2R, 4S) -4 [(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7 15
tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]
amino}cyclohexyl))-N1-methylethanediamide hydrochloride: 824    O N~ O S
,,.~ N~ I CI -N ~ N HN O The title compound was obtained by hydrolyzing the
compound obtained in Referential Example 390, condensing the hydrolyzate
with the compound~obtained in Referential 5 Example 253 and then treating
the condensation product with hydrochloric acid in a similar manner to the
process described in Example 191. 1H-NMR (DMSO-ds) S: 1.32-1.97(6H, m),
2.42-2.51(lH,m), 2 .76 (3H, s) , 2 . 91 (3H, s) , 2 . 93 (3H, s) , 3 .27
(3H, s) , 10 3.00-4.80(BH,m), 7.45(lH,br.s),7.88-7.97(lH,m), 8.25-8.41(2H,
m),8.78-8.91(lH,m). MS (FAB) m/z: 562(M+H)+. [Example 276] Nl-
(5-Chloropyrimidin-2-yl) -NZ- ( (1S, 2R, 4S) -4 15
[(dimethylamino)carbonyl]-2-~[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyr
idin-2-yl)carbonyl]amino]cyclohexyl)ethanediamide hydrochloride: 825   



O N~ O g f ~~,,. N ~ CI -N ~ N HN N~N H The title compound was obtained by
hydrolyzing the compound obtained in Referential Example 391, condensing
the hydrolyzate with the compound obtained in Referential 5 Example 253 and
then treating the condensation product with hydrochloric acid in a similar
manner to the process described in Example 191. 1H-NMR (DMSO-ds) ~: 1.38-2
.10 (7H,m) ( 2.77 (3H) s) ( 2 .90 (3H, s) , 2.93(3H, s),
3.04-4.80(8H,m),8.60-8.70(2H,m),8.82(2H,s)) 10
9.08(lH,br.s),10.64(lH,s),11.57(lH,br.s). MS (FAB) m/z : 549 (M+H) +.
[Example 277] N1- (4-Chlorophenyl) -NZ- ( (1S, 2R, 4S) -4- ~ [ethyl
(methyl) amino]  carbonyl}-2-{[(5-methyl-5,6-dihydro-4H-pyrrolo[3,4-d] 15
thiazol-2-yl)carbonyl]amino}cyclohexyl)ethanediamide hydrochloride: 826   I
O N~ O g N~,.~ / CI N H HN ~N~ `H O The title compound was obtained by
reducing the compound obtained in Referential Example 392 in a similar
manner to the process described in Referential Example 253, 5 and
condensing the reduction product with the carboxylic 



acid obtained by hydrolyzing the compound obtained in Referential Example
242 and treating the condensation product with hydrochloric acid in a
similar manner to the process described in Example 195. 10 1H-NMR (DMSO-d6)
b: 0.96,1.02(3H, each t,J=7.OHz)) 1.47-1.58(lH,m),1.65-1.77(3H,
m),1.98-2.08(2H, m), 2.76-2.91(4H,m),3.07(3H,s),3.19-3.41(2H,
m),3.98-4.04(lH,m), 4.42(lH,br.s),4.46-4.94(4H,m),7.41(2H,d,J=8.8Hz),
7.83(2H,d,J=8.8Hz),8.74-8.80(lH,m),9.02(lH,d,J=7.3Hz), 15 10. 82 (1H, s) ,
12 .41 (lH,br. s) . MS (FAB) m/z: 547(M+H)+. [Example 278] Nl-
(5-Bromopyridin-2-yl) -NZ- ( (1S, 2R, 4S)
-4{[ethyl(methyl)amino]carbonyl}-2-{[(5-methyl-5,6-dihydro20
4H-pyrrolo[3,4-d]thiazol-2-yl)carbonyl]amino}cyclohexyl) ethanediamide
hydrochloride: 827   O N~ O g N,,, N ~ Br N H HN ~N~ `H O The title
compound was obtained from the compound obtained in Referential Example 392
and the compound obtained in Referential Example 262 in a similar manner to
5 the process described in Example 277. 1H-NMR (DMSO-d6) b: 0.90-1.08
(3H,m) , 1.40-2.13 (6H,m) ,
2.70-3.53(13H,m),3.92-4.08(lH,m),4.35-4.47(lH,m),
7.95(lH,d,J=8.8Hz),8.10(lH,dd,J=8.8,2.4Hz),8.50-8.55(lH,m),
8.68-8.78(lH,m),9.12-9.18(lH,m),10.26(lH,s). 10 MS (FAB) m/z: 592(M+H)+.
[Example 279]
Nl-(5-Chloropyridin-2-yl)-NZ-((1S,2R,4S)-4~[ethyl(methyl)amino]carbonyl}-2-
{[(5-methyl-5,6-dihydro4H-pyrrolo[3,4-d]thiazol-2-yl)carbonyl]amino}cyclohe
xyl)15 ethanediamide hydrochloride: 828   O N~ O g ~ ~~,,. N ~ ( CI N HN
,Nf O The title compound was obtained from the compound obtained in
Referential Example 392 and the compound 



obtained in Referential Example 243 in a similar manner to 5 the process
described in Example 277. 1H-NMR (DMSO-ds) b: [0. 95 (t, J=7. OHz) , 1. 01
(t, J=6 . 8Hz) , 3H] ,
1.45-1.72(4H,m),1.96-2.07(2H,m),2.74-2.90(4H,m),3.06(3H,s),
3.18-3.40(2H,m),3.95-4.02(lH,m),4.41(lH,br.s),4.544.90(4H, m))
8.00(2H,br.s),8.45(lH,s),8.70-8.75(lH,m), 10
9.15(lH,br.s),10.27(lH,br.s),12.29(lH,br.s). MS (ESI) m/z: 548(M+H)+.
[Example 280] N1-(4-Chloro-3-methoxyphenyl)-NZ-((1S,2R,4S)-4-[(dimethyl
amino)carbonyl]-2-([(5-methyl-4,5,6,7 15
tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]
amino}cyclohexyl)ethanediamide hydrochloride: 829   O N~ O S ~,,. O / I CI
-N ~ N HN 'N O H The title compound was obtained by condensing the compound
obtained in Referential Example 395 with the compound obtained in
Referential Example 10 and treating 5 the condensation product with
hydrochloric acid in a similar manner to the process described in Example
2. 1H-NMR (DMSO-d6) b: l.46-1.54 (lH,m) , 1.67-1.77 (3H,m) , 2 .01-2.10
(2H,m) , 2.79 (3H, s) , 2 . 92-2. 98 (7H, m) , 3 .21 (2H,br. s) ,
3.49(lH,br.s),3.69(lH,br.s),3.80(3H,s),3.98-4.03(lH,m), 10
4.42-4.50(2H,m),4.69(lH,br.s),7.37(lH,d,J~8.7Hz))
7.48(lH,dd,J=8.7,2.2Hz),7.72(lH,d,J=2.2Hz),
8.75(lH,d,J~7.3Hz),9.06(lH,br.s),10.77(lH,s), 11.44 (lH,br.s) . MS (FAB)
m/z: 577 (M+H)+. 15 [Example 281]
N1-(4-Chlorophenyl)-Nz-((iR*,2R*)-2-{[(5-methyl-4,5,6,7tetrahydrothiazolo[5
,4-c]pyridin-2-yl)carbonyl]amino]cyclopentyl)ethanediamide hydrochloride:
830  



0 S~N~ / CI N H HN~" ~ I O The title compound was obtained by hydrolyzing
the compound obtained in Referential Example 242) condensing the
hydrolyzate with the compound obtained in Referential 5 Example 62 and then
treating the condensation product with hydrochloric acid in a similar
manner to the process described in Example 195. 1H-NMR (DMSO-ds) b: 1 .
65-1 .73 (4H) m) , 1 . 91-1 . 96 (2H, m) ,
2.91(3H,s),3.15(2H,br.s),3.49(lH,br.s),3.66(lH,br.s), 10
4.32-4.42(3H,m),4.66(lH,br.s),7.40(2H,d,J=8.9Hz),
7.84(2H,d,J=8.9Hz),8.92(lH,d,J=8.5Hz),9.03(lH,d,J=8.3Hz),
10.76(lH,s),11.32(lH,br.s). MS (FAB) m/z: 462(M+H)+. [Example 282] 15
N1-(5-Chloropyridin-2-yl)-Nz-((1R*,2R*)-2-{[(5-methyl4,5,6,7-tetrahydrothia
zolo[5,4-c]pyridin-2-yl)carbonyl]amino]cyclopentyl)ethanediamide
hydrochloride: O S H N~ CI -N ~ N HN ~ I 'N O H The title compound was
obtained by condensing the 20 compound obtained in Referential Example 62
with the 831   compound obtained in Referential Example 266 and then
treating the condensation product with hydrochloric acid in a similar
manner to the process described in Example 208. 5 1H-NMR (DMSO-ds) b: 1.71
(4H,br. s) , 1. 96 (2H, br. s) , 2.90 (3H) s) ,
3.14(lH,br.s),3.21(lH,br.s),3.47(lH,br.s),3.68(lH,br.s),
4.34-4.45(3H,m),4.66(lH,br. s),7.99-8.06(2H,m),8.438.44(lH,m),
8.94(lH,d,J=8.3Hz),9.20(lH,d,J=8.5Hz), 10.20(lH,br.s)) 11.78(1.lH,br.s). 10
MS (FAB) m/z: 463(M+H)'. [Example 283] Nl- ( (1S) 2R, 4S) -4- [
(Dimethylamino) carbonyl] -2- { [
(5-methyl4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]amino}cyclo
hexyl)-Nz-(4-ethynylphenyl)ethanediamide: O N~ O S N,,,, / / -N ~ N H HN 



O 15 The title compound was obtained by condensing the compound obtained in
Referential Example 252 with the compound obtained in Referential Example
397 in a similar manner to the process described in Example 263. 20 1H-NMR
(CDC13) b: 1.67-2.16(6H,m),2.51(3H,s),2.762.91(SH,m)) 832   2. 94 (3H, s) ,
3 . 04 (3H, s) , 3 . 07 (1H, s) , [3. 65 (1H, d, J=15.5Hz) ,
3.73(lH,d,J=15.5Hz)AB
pattern],4.09-4.16(lH,m),4.724.75(lH,m),7.42-7.46(3H,m),7.58(2H,d,J=8.5Hz),
8. 02 (1H, d, J=8. 1Hz) , 9.36 (1H, s) . 5 MS (FAB) m/z : 537 (M+H) +.
[Example 284]
Nl-(5-Chloropyrazin-2-yl)-Nz-((1S,2R,4S)-4[(dimethylamino)carbonyl]-2-{[(5-
methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl] 10
amino]cyclohexyl)ethanediamide hydrochloride: O N~ O S ~ ~,,.~ NCI -N ~ N
HN I~TN O The title compound was obtained by condensing the compound
obtained in Referential Example 253 with the compound obtained in
Referential Example 399 in a similar 15 manner to the process described in
Referential Example 97 and then treating the condensation product with
hydrochloric acid. 1H-NMR (DMSO-ds) b: 1.44-1.52 (lH,m) , 1.65-1.77 (3H,m)
, 2 . 00-2 . 10 (2H, m) , 2 . 77 (3H, s) , 2 . 91-2 . 97 (7H, m) , 3 . 20
(2H, br. s) , 20 3.48(lH,br.s),3.68(lH,br.s),3.97-4.02(lH,m),4.40 4.46
(2H,m) , 833   4.68(lH,br.s),8.64(lH,d,J=l.2Hz),8.70(lH,d,J=7.3Hz),
9.02(lH,s),9.21(lH,br.s),10.91(lH,br.s),11.50(lH,br.s). MS (FAB) m/z: 549
(M+H)+. [Example 285] 



5 N1- (4-Chloro-3-nitrophenyl) -NZ- ( (1S, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-([(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]p
yridin-2-yl)carbonyl]amino]cyclohexyl)ethanediamide hydrochloride: O N~ O S
N ~ HN -N 10 The title compound was obtained by condensing the compound
obtained in Referential Example 253 with the compound obtained in
Referential Example 400 in a similar manner to the process described in
Referential Example 97 and then treating the condensation product with 15
hydrochloric acid. 1H-NMR (DMSO-d6) b:1.44-1.53 (lH,m) , 1.66-1.73 (3H,m) ,
1 . 97-2 . 07 (2H, m) , 2 . 77 (3H, s) , 2 . 89-3 . 05 (7H, m) , 3 . 20
(2H) br. s) , 3.55 (2H,br.s) ,4.00 (lH,br.s) ,4.44 (lH,br.s) ,4.52
(2H,br.s) , 7.75(lH,d,J=8.8Hz),8.08(lH,d,J=8.8Hz),8.59(lH,s), 20
8.71(lH,d,J=7.3Hz),9.07(lH,d,J=8.OHz),11.24(lH,s), 11.58(lH,br.s). 834
MS (FAB) m/z: 592(M+H)+. [Example 286] N1- (4-Chloro-2-nitrophenyl) -NZ- (
(1S, 2R, 4S) -4[(dimethylamino)carbonyl]-2-~[(5-methyl-4,5,6,75
tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]
amino}cyclohexyl)ethanediamide hydrochloride: O N~ O N~,,. NO / CI -N ~ N H
HN ~ I O The title compound was obtained by condensing the compound
obtained in Referential Example 253 with the 10 compound obtained in
Referential Example 401 and then treating the condensation product with
hydrochloric acid in a similar manner to the process described in Example
208. 1H-NMR (DMSO-ds) ~: 1.46-1.54(lH,m)) 1.66-1.77(3H, m), 15
2.03-2.10(2H,m),2.79(3H,s),2.90-2.93(7H, m),3.17-3.28(2H, m),
3.49(lH,br.s),3.68(lH,br.s),3.99-4.04(lH,m),4.41(lH,br.s),
4.46(lH,br.s),4.68(lH,br.s),7.89(lH,d,J=9.OHz),8.208.21(2H, m),
8.73(lH,d,J=6.4Hz),9.28(lH,br.s), 11.49 (lH,br. s) , 11 .56 (1H) s) . 20 MS
(FAB) m/z: 592(M+H)+. [Example 287] 



835   N1- (3-Amino-4-chlorophenyl) -N2- ( (1S, 2R) 4S)
-4[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]p
yridin-2-yl)carbonyl]amino)cyclohexyl)ethanediamide hydrochloride: O N~ O
NH2 S ~,~~ / CI -N ~ N HN O 5 The compound (236 mg) obtained in Example 285
was dissolved in ethanol (25 ml), and a catalytic amount of Raney nickel
was added to stir the mixture at room temperature for 17 hours under a
hydrogen atmosphere. 10 Thereafter, a catalytic amount of Raney nickel was
additionally added to stir the mixture for additional ? hours. The catalyst
was removed by filtration, and the solvent was distilled off under reduced
pressure. The residue was purified by column chromatography on silica 15
gel (methylene chloride: methanol - 23:2) to obtain a pale yellow solid
(101 mg). This product was dissolved in methylene chloride, and a 1N
ethanol solution (360 ~1) of hydrochloric acid. The solvent was distilled
off under reduced pressure, a small amount of methanol was added to 20 the
residue, and diethyl ether was added dropwise while irradiating with
ultrasonic waves to collect precipitate 836   formed. This product was
washed with diethyl ether to obtain the title compound (95 mg). 1H-NMR
(DMSO-ds) b: 1.45-1.53(lH,m),1.66-1.73(3H, m),
1.97-2.10(2H,m),2.78(3H,s),2.91-2.94(7H,br.s),3.115
3.19(lH,m),3.29(lH,br.s),3.48(lH,br.s),3.69(lH,br.s),
3.95-4.02(lH,m),4.44(2H,br.s),4.68,4.72(lH,each br.s),
4.86(2.5H,br.s),6.98(lH,dd,J=8.5,1.9Hz),7.14(lH,d,J=8.5Hz))
7.35,7.38(lH,each br.s),8.72-8.77(lH,m),[8.91(d,J=7.8Hz),
8.99(d,J=8.5Hz),1H],10.45,10.47(lH,each br.s), 10 11.74(lH,br.s). MS (FAH)
m/z: 562(M+H)+. [Example 288] Nl- (2-Amino-4-chlorophenyl) -NZ- ( (1S) 2R)
4S) -4[(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,715
tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]
amino}cyclohexyl)ethanediamide hydrochloride: 



O N~ O S N,~~ H2N / CI -N ~ N H HN ~ I O ` The title compound was obtained
from the compound obtained in Example 286 in a similar manner to the
process 20 described in Example 287. 1H-NMR (DMSO-dfi) b: 1.45-1.77(4H,
m),2.06-2.09(2H, m), 837
2.78(3H,s),2.92(7H,br.s),3.12-3.19(lH,m),3.26-3.28(lH,m),
3.48(lH,br.s),3.70(lH,br.s),4.00-4.44(5.7H, m), 4.70,4.74(lH,each
br.s),6.63-6.66(lH,m),6.85(lH,br.s),
7.18-7.21(lH,m),8.77-8.81(lH,m),[8.97(d,J=7.8Hz), 5
9.06(d,J=8.lHz),1H],9.98(lH,s),11.60(lH,br.s). MS (FAB) m/z: 562(M+H)+.
[Example 289]
N1-(6-Chloro-4-methylpyridin-3-yl)-N2-((1S,2R,4S)-4[(dimethylamino)carbonyl
]-2-([(5-methyl-4,5,6,7 10
tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl)amino)cyclohexyl)ethanediami
de hydrochloride: o N~ 0 s ~,,. w ci -N ~ N HN ~ I O The title compound was
obtained by condensing the compound obtained in Referential Example 270
with the 15 compound obtained in Referential Example 402 and then treating
the condensation product with hydrochloric acid in a similar manner to the
process described Example 199. 1H-NMR (DMSO-d6) b: 1.45-1.54 (iH,m) ,
1.65-1.77 (3H,m) , 2.02-2.08(2H,m),2.22(3H,s),2.79(3H, s),2.89-2.93(7H, m))
20 3.19(2H,br.s),3.54(2H,br.s),3.99-4.04(lH,m),4.404.42(lH,m),
4.50(2H,br.s),7.49(lH,s),8.32(lH,s), 838
8.75(lH,d,J=7.lHz),9.09(lH,d,J=7.3Hz),10.48(lH,s), 11.40(0.9H,br.s). MS
(FAB) m/z: 562 (M+H)+. [Example 290] 5
N-{(1R,2S,5S)-2-({[(E)-2-(4-Chlorophenyl)diazenyl]carbonyl}amino)-5-[(dimet
hylamino)carbonyl]cyclohexyl}-5methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyri
dine-2carboxamide hydrochloride: 



O N~ O S ~,,.~ / I CI -N ~ N HN N 10 After 10~ Palladium on carbon (200 mg)
was added to a solution of the compound (700 mg) obtained in Referential
Example 252 in tetrahydrofuran (10 ml), and the mixture was stirred at room
temperature for 2 days under a hydrogen atmosphere, the reaction mixture
was filtered, 15 and the compound obtained in Referential Example 405 (470
mg) was added to a solution of an amine obtained by concentrating the
filtrate in formamide (5.0 ml) to stir the mixture at 95C for 18 hours.
After the reaction mixture was concentrated, and a saturated aqueous
solution 20 (50 ml) of sodium hydrogencarbonate, water (50 ml) and
methylene chloride (30 ml) were added to conduct liquid 839   separation)
the resultant water layer was extracted with methylene chloride (2 x 20
ml). Organic layere were combined, dried over anhydrous sodium sulfate,
concentrated and purified by column chromatography on 5 silica gel
(methylene chloride: methanol - 12:1). This purified product was treated
with a 1N ethanol solution of hydrochloric acid to obtain the title
compound (100 mg). 1H-NMR (DMSO-d6) b: 1.40-1.60(lH,m),1.65-2.05(5H, m)) 2
. 80 (3H, s) , 2 .91 (3H, s) , 2.99 (3H, s) , 3 . 00-3 .20 (2H,m) , 10
3.20-3.32(lH,m),3.43(lH,br.s),3.69(lH,br.s),3.95(lH,br.s),
4.45(lH,br.s),4.60-4.80(2H,m),7.68(2H,d,J~8.7Hz), 7.83(2H,d,J=8.7Hz),
8.41(lH,br.s),8.68(lH,d,J=7.6Hz), 11.40-11.80(lH,br). MS (ESI) m/z: 532
(M+H)+. 15 [Example 291]
N-{(1R,2S,5S)-2-(~[2-(4-Chlorophenyl)hydrazino]carbonyl}amino)-5-[(dimethyl
amino)carbonyl]cyclohexyl}-5methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin
e-2carboxamide hydrochloride: O N~ O g ~,, / I CI ~N ~ N HN 20 The title
compound was obtained by changing the 



840   reaction conditions in the reaction 290 to conditions that stirring
was days. 1H-NMR (DMSO-ds) b: 1.30-1.50(lH,m)) 5 1 . 80-1 . 97 (2H, m) , 2
.76 (3H) s) , 2 . 80-3 . 0 described in Example conducted at 40C for 3
1.50-1.80(3H, m), 5 (2H,m) , 2. 91 (6H) s) , 3 .05-3.30 (2H,m) , 3.47
(2H,br. s) , 4.30-4.50 (2H,m) , 4.72(lH,t,J=12.8Hz),6.40-6.60(2H,
m),6.55-6.70(2H, m), 6.95-7.20(2H,m),7.88(lH,d,J=11.3Hz),8.48-8.65(lH,m))
11.48-11.80(lH,br). 10 MS (ESI) m/z: 534(M+H)+. [Example 292]
N1-(5-Chloropyridin-2-yl)-N2-((1S,2R,4S)-4[(dimethylamino)carbonyl]-2-~[(4,
5,6,7tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl] 15
amino]cyclohexyl)ethanediamide hydrochloride: O N~ O S~ ~,.' N ~ CI H \ N1
HN ~ I O The title compound was obtained by condensing the compound
obtained in Referential Example 34 with the compound obtained in
Referential Example 420 and then 20 treating the condensation product with
hydrochloric acid in a similar manner to the process described Example 17.
1H-NMR (DMSO-ds) ~: 1.45-1.55(lH,m),1.60-1.80(3H, m), 1 . 95-2 . 10 (2H, m)
, 2 . 78 (3H, s) , 2 . 85-3 . 00 (4H, m) , 841   3.11 (2H,br s) , 3.40-3.55
(2H,m) , 3.95-4.07 (lH,m) , 4.374.45(lH,m),4.48(2H,br s),8.00-8.01(2H, m),
8.10(lH,d,J=7.lHz), 8.43-8.47(lH,m), 9. 16 (1H) d, J=7 .8Hz) , 9.43 (2H,br
s) , 10.27 (1H, s) . 5 MS (FAB) m/z: 534(M+H)+. [Example 293]
N-((3R*,4S*)-4-{[(5-Chloroindol-2-yl)carbonyl]amino]-1[(1-hydroxycyclopropy
l)carbonyl)piperidin-3-yl)-5-methyl4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin
e-2-carboxamide 10 hydrochloride: O OH O N CI S 



v N HN O The title compound was obtained by condensing the compound
obtained in Example 118 with 1-hydroxy-1cyclopropanecarboxylic acid and
then treating the 15 condensation product with hydrochloric acid in a
similar manner to the process described Example 150. 1H-NMR (DMSO-ds) ~:
0.60-0.90 (3H,br) , 0. 92-1.03 (lH,m) ,
1.71-1.84(lH,m),1.85-2.03(lH,m),2.91(3H,s), 3.00-3.80(7H, m),
4.05-4.80(SH,m),6.28-6.42(lH,br)) 20 7.09(lH,s), 7.18(lH,dd,J=8.8,1.5Hz),
7.42(lH,d,J=8.8Hz), 7.70(lH,d,J=1.5Hz),8.14-8.29(lH,br),8.41(lH,br
d,J=7.6Hz), 11. 83 (1H) s) . MS (ESI) m/z: 557(M+H)+. 842   [Example 294]
N-((3R*,4S*)-4-([(5-Chloroindol-2-yl)carbonyl]amino]-1[(1-methoxycyclopropy
l)carbonyl]piperidin-3-yl)-5-methyl4,5,6,7-tetrahydrothiazolo[5,4-c]pyridin
e-2-carboxamide 5 hydrochloride: O Oi O N CI S ,,,, N HN , NY O H The title
compound was obtained by condensing the compound obtained in Example 118
with the compound obtained in Referential Example 409 and then treating the
10 condensation product with hydrochloric acid in a similar manner to the
process described Example 150. iH-NMR (DMSO-d6) b: 0.65-1.05(4H,
m),1.74-1.88(lH,m),1.922.10(lH,m),2.91(3H,s),3.00-3.80(lOH,m),4.05-4.83(6H,
m), 7.08(lH,s),7.18(lH,dd,J=8.6,2.OHz),7.42(lH,d,J=8.6Hz), 15
7.71(lH,d,J=2.OHz),8.08-8.30(lH,br),8.41(lH,br d,J=7.8Hz),
10.60-10.80(0.5H,br),10.85-11.05(0.5H,br),11.84(lH, s). [Example 295]
7-Chloro-N-((3R,4S)-1-(2-methoxyacetyl)-3-{[(5-methyl4,5,6,7-tetrahydrothia
zolo[5,4-c]pyridin-2-yl)carbonyl]20
amino]piperidin-4-yl)-3-isoquinolinecarboxamide hydrochloride: 843   O~Oi N



S ,~,'~ ~ , CI _ N N HN O The title compound was obtained by treating the
compound obtained in Referential Example 410 with a 4N dioxane solution of
hydrochloric acid to deprotect it, 5 condensing the deprotected compound
with the compound obtained in Referential Example 10 and then subjecting
the condensation product to a hydrochloric acid treatment again in a
similar manner to the process described in Example 219. 10 1H-NMR (DMSO-ds)
b: 1.60-1.80 (lH,m) , 2.13-2.38 (lH,m) ,
2.90(3H,s),3.00-3.87(lOH,m),3.89-4.10(2H, m), 4.15-4.58(4H, m),
4.60-4.78(lH,m),7.89(lH,d,J=8.8Hz),
8.25(lH,d,J=8.8Hz),8.37(lH,s),8.61(lH,s),8.70-8.95(lH,m),
9.05-9.29(lH,m),9.36(lH,s),11.20-11.40(0.5H,br), 15 11 .45-11 . 65 (0 .5H,
br) . MS (ESI) m/z: 557 (M+H). [Example 296] N1- (4-chloro-3-fluorophenyl)
-NZ- ( (3R, 4S) -1- (2methoxyacetyl)-3-{[(5-methyl-4,5,6,720
tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]
amino]piperidin-4-yl)ethanediamide hydrochloride: 844   O~O~ N S ,~~~ , CI
N ~ HN O ~I~ F The title compound was obtained by treating the compound
obtained in Referential Example 411 with a 4N dioxane solution of
hydrochloric acid to deprotect it, 5 condensing the deprotected compound
with the compound obtained in Referential Example 10 and then subjecting
the condensation product to a hydrochloric acid treatment again in a
similar manner to the process described in Example 219. 10 1H-NMR (DMSO-ds)
b: 1.60-1.72(lH,m),1.98-2.21(lH,m),
2.91(3H,s),3.00-3.52(9H,m),3.56-4.05(3H, m),4.08-4.50(4H, m),
4.60-4.78(lH,br),7.56(lH,t,J=8.8Hz),7.70(lH,d,J=9.OHz),
7.91(lH,dd,J=8.8,2.3Hz),8.50-8.72(lH,m),9.15-9.35(lH,m))
11.02(lH,s),11.15-11.33(0.5H,br),11.35-11.50(0.5H,br). 15 MS (FAB) m/z:
567(M+H)+. [Example 297]
N1-(5-chloro-2-thienyl)-N2-((38,4S)-1-(2-methoxyacetyl)-3~[(5-methyl-4,5,6,
7-tetrahydrothiazolo[5,4-c]pyridin-2yl)carbonyl]amino]piperidin-4-yl)ethane
diamide 20 hydrochloride: 845  



O~Oi N S O N `~ HN ~ ~ CI S O The title compound was obtained by treating
the compound obtained in Referential Example 412 with a 4N dioxane solution
of hydrochloric acid to deprotect it, 5 condensing the deprotected compound
with the compound obtained in Referential Example 10 and then subjecting
the condensation product to a hydrochloric acid treatment again in a
similar manner to the process described in Example 219. 10 1H-NMR (DMSO-d6)
b: 1.60-1.73(lH,m),1.96-2.19(lH,m), 2 . 91 (3H, s) , 3 .04-3 .54 (9H,m) , 3
.60-4 . 05 (3H, m) ( 4 .07-4 .34 (3H,m) ,
4.35-4.54(lH,br),4.60-4.80(lH,br),6.89(lH,d,J=4.2Hz),
6.93(lH,d,J=4.2Hz),8.48-8.70(lH,m),9.18-9.40(lH,m), 12.31(lH,s). 15 MS
(ESI) m/z: 555(M+H)+. [Example 298]
N-((1R,2S,5S)-2-([2-(4-Chlorophenoxy)acetyl]amino}-5[(dimethylamino)carbony
l]cyclohexyl]-5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]pyridine-2-carboxami
de 20 hydrochloride: 846   0 N~ O S~~,,,~ / CI -N ~ N1 H HN ~O O The title
compound was obtained by reducing the compound obtained in Referential
Example 252, condensing the reduction product with p-chlorophenoxyacetic
acid and 5 treating the condensation product with hydrochloric acid in a
similar manner to the process described in Example 223. 1H-NMR (DMSO-d6) b:
1.35-1.47(lH,m),1.55-1.90(5H, m), 2 .77 (3H) s)., 2. 92 (3H, s) , 2 . 96
(3H, s) ( 2 . 98-3 . 10 (1H) m) , 10
3.10-3.80(3H,m),3.85-3.95(lH,m),4.35-4.50(4H, m))
4.50-4.80(lH,br),6.85(2H,d,J=8.5Hz),7.15-7.35(lH,br),
7.88-8.03(lH,br),8.46(lH,d,J=8.8Hz),11.30-11.65(lH,br). MS (FAB) m/z : 534
(M+H) +. 



[Example 299] 15
7-Chloro-N-((1S,2R,4S)-4-[(dimethylamino)carbonyl]-2-{[(5methyl-5H-pyrrolo[
3,4-d]thiazol-2-yl)carbonyl]amino]cyclohexyl)-3-isoquinolinecarboxamide
hydrochloride: O N~ O S~~,,.~ N, , CI N1 H HN N i I O The title compound
was obtained by condensing the 847   lithium salt of the carboxylic acid
obtained by hydrolyzing the compound obtained in Referential Example 413
with a compound obtained by deprotecting the the compound obtained in
Referential Example 146 by an acid 5 treatment and treating the
condensation product with hydrochloric acid. 1H-NMR (DMSO-d6) ~:
1.00-1.11(2H, m),1.45-1.60(lH,m),
1.65-1.85(lH,m),1.95-2.06(lH,m),2.10-2.24(lH,m),2.78(3H,s), 2. 87-3 .02
(lH,m) , 2. 94 (3H, s) , 3 . 88 (3H, s) ( 4 . 16 10 4.27 (lH,m) , 4.45-4.56
(lH,m) , 7.03 (1H, s) , 7.55 (1H, s) , 7.87(lH,br d,J=8.3Hz),8.24(lH,br
d,J=8.8Hz),8.33(lH,s), 8.59(lH,s),8.85(lH,br d,J=7.6Hz),9.01(lH,br
d,J=7.8Hz), 9.28 (1H, s) . MS (ESI) m/z: 539 (M+H)+. 15 [Example 300]
N-{(1R,2S,5S)-2-{[(6-Chloro-4-oxo-4H-chromen-2-yl)carbonyl]amino}-5-[(dimet
hylamino)carbonyl]cyclohexyl}-5methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyri
dine-2carboxamide hydrochloride: O N~ O CI ~N' ~ HN 20 O The title compound
was obtained by condensing a compound obtained by treating the compound in
Referential Example 417 with a 4N dioxane solution of hydrochloric 



848   acid with the compound obtained in Referential Example 10 and then
treating the condensation product with hydrochloric acid in a similar
manner to the process described in Example 219. 5 1H-NMR (DMSO-ds) b:
1.40-1.53(lH,m),1.67-2.04(5H, m), 2 .40-2 . 53 (1H, m) , 2 . 80 (3H, s) , 2
. 92 (3H, s) , 3 . 01 (3H, s) ,
3.09-3.22(3H,m),3.66-3.77(lH,m),4.01-4.10(lH,m),
4.34-4.49(lH,m),4.58-4.76(2H,m),6.80(lH,d,J=4.9Hz),
7.59-7.70(lH,m),7.90-8.00(lH,m),7.96(lH,s),8.52-8.60(iH,m)) 10
8.80-8.90(lH,m),11.10-11.25(0.5H,br),11.40-11.55(0.5H,br). MS (ESI) m/z:
572(M+H)+. [Example 301]
7-Chloro-N-((3R,4S)-1-(2-methoxyacetyl)-3-{[(5-methyl4,5,6,7-tetrahydrothia
zolo[5,4-c]pyridin-2-yl) 15
carbonyl]amino}piperidin-4-yl)-3-cinnolinecarboxamide hydrochloride: O~Oi N
S ,'~ ~.~`~ / CI _ N N HN O The title compound was obtained by condensing a
compound obtained by treating the compound obtained in 20 Referential
Example 418 with a 4N dioxane solution of hydrochloric acid with the
compound obtained in Referential Example 10 and then treating the
condensation product with hydrochloric acid in a similar manner to the 849
process described in Example 219. 1H-NMR (DMSO-ds) b:
1.70-1.80(lH,m),1.85-2.05(lH,m), 2 . 90 (3H, s) , 3 . 00-3 .20 (2H, m) , 3
. 16 (3H, s) ( 3 . 22-3 . 82 (7H) m) ,
3.88-4.80(5H,m),7.09(lH,d,J=9.OHz),7.17(lH,dd,J=8.8,1.9Hz), 5
7.42(lH,d,J=8.8Hz),7.70(iH,d,J=l.9Hz),8.29(lH,br s),
8.40-8.50(lH,m),11.20-11.50(lH,br m),11.85(lH,s). MS (ESI) m/z: 558(M+H)+.
[Example 302] N1- (5-Chloropyridin-2-yl) -Nz- ( (1S, 2R, 4S) -4 10
[(dimethylamino)carbonyl]-2-~[(5-methyl-4,5,6,7tetrahydrothieno[3,2-c]pyrid
in-2-yl)carbonyl]amino}cyclohexyl)ethanediamide hydrochloride: 



O N~ O ,,,, N ~ CI S ~ HN O The title compound was obtained by deprotecting
the 15 compound obtained in Referential Example 421 with hydrochloric acid,
methylating the deprotected compound in a similar manner to the process
described in Example 18 and treating it with hydrochloric acid. 1H-NMR
(DMSO-ds) b: 1.42-1.58(lH,m),1.59-1.80(3H, m), 20
1.83-1.95(lH,m),1.97-2.10(lH,m),2.78(3H,s), 2.89(3H, s))
2.96(3H,s),3.00-3.10(lH,m),3.10-3.20(2H, m), 3.45-3.80(1H, m),3.90-4.00(2H,
m),4.00-4.50(3H, m), 7 .77 (1H, s) , 7. 95-8 .05 (3H, m) , 8.44 (1H) t)
J=1. 6Hz) , 850   8.90(lH,d,J=8.6Hz),10.25(lH,s),11.12(lH,br s). MS (ESI)
m/z: 547(M+H)+. [Example 303] Nl-(5-Chloropyridin-2-yl)-N2-((1S,2R,4S)-45
[(dimethylamino)carbonyl]-2-{[(5-isopropyl-4,5,6,7
tetrahydrothiazolo[5,4-c]pyridin-2-yl)carbonyl]aminocyclohexyl)ethanediamid
e hydrochloride: O N~ O S~~,.,' N, CI N H HN O The title compound was
obtained by condensing the 10 compound obtained in Referential Example 418
with the compound obtained in Referential Example 420 and then treating the
condensation product with hydrochloric acid in a similar manner to the
process described in Example 2. 1H-NMR (DMSO-ds) b: 1.30-1.40(6H,
m),1.38-1.58(lH,m), 15
1.59-1.82(3H,m),1.95-2.13(2H,m),2.40-2.65(lH,m),2.49(3H,s),
2.87-3.55(4H,m),2.49(3H,s),3.60-3.82(2H, m),3.93-4.04(lH,m),
4.37-4.55(2H,m),4.55-4.72(lH,m),7.94-8.10(2H,m),8.43(lH,s),
8.64-8.77(lH,m),9.12(1/2H,d,J=7.8Hz),9.24(1/2H,d,J=7.8Hz),
10.22(1/2H,s),10.26(1/2H,s),11.25(1/2H,br s)) 20 11.44(1/2H,br s). MS (FAB)
m/z: 578 (M+H) +. [Example 304] N- ( (1R) 2S, 5S) -5- [ (Dimethylamino)
carbonyl] -2- { [2- (4 851  



fluoroanilino)-2-oxoethanethioyl]amino}cyclohexyl)-5methyl-4,5,6,7-tetrahyd
rothiazolo[5,4-c]pyridine-2carboxamide hydrochloride: O N~ O S II H,,,, O /
F -N ~ N HN S 5 The title compound was obtained by treating the compound
obtained in Referential Example 424 with hydrochloric acid to deprotect it,
condensing the deprotected compound with the compound obtained in
Referential Example 10 and then subjecting the 10 condensation product to a
hydrochloric acid treatment again in a similar manner to the process
described in Example 219. 1H-NMR (DMSO-d6) b: 1.45-1.60(lH,m),1.60-1.80(3H,
m), 2.00-2.10(lH,m),2.20-2.35(lH,m),2.79(3H,s),2.93(3H, s), 15
2.95(3H,s),2.95-3.10(lH,m),3.10-3.30(2H, m),3.40-3.60(lH,m),
3.60-3.80(iH,m),4.35-4.50(iH,m),4.50-4.60(lH,m), 4.60-4.80(2H, m),
7.20(2H,t,J=8.8Hz), 7.77(2H,dd,J=9.0,5.1Hz), 8.80(lH,br),10.42(lH,s), 10.93
(lH,br) , 11.28 (lH,br) . 20 MS (ESI) m/z : 547 (M+H) +. [Example 305]
N-[(1R,2S,5S)-5-[(Dimethylamino)carbonyl]-2-(i2-[(5fluoropyridin-2-yl)amino
]-2-oxoethanethioyl}amino) 852
cyclohexyl]-5-methyl-4,5,6,7-tetrahydrothiazolo[5,4-c]pyridine-2-carboxamid
e hydrochloride: O N~ O 5~~,,~ O N~ F -N ~ N1 H HN S The title compound was
obtained by treating the 5 compound obtained in Referential Example 427
with hydrochloric acid to deprotect it) condensing the deprotected compound
with the compound obtained in Referential Example 10 and then subjecting
the condensation product to a hydrochloric acid treatment 10 again in a
similar manner to the process described in Example 219. 1H-NMR (DMSO-ds) b:
1.43-1.57(lH,m),1.64-1.87(3H, m), 2.00(lH,br
s),2.17-2.34(lH,m),2.78(3H,s),2.90(3H,s), 2.95(3H, s),2.95-3.10(lH,m),
3.10-3.30(2H, m), 3.40 15 3.60(lH,m), 3.68(lH,br s),4.44(lH,br s),4.45 



4.56(lH,m),4.60-4.73(2H,m),7.807.90(lH,m),8.08(lH,dd,J=9.1,3.9Hz),
8.41(lH,d,J=2.9Hz),8.79(lH,d,J=6.6Hz),10.49(lH,s), 11.07 (lH,br s) , 11.69
(lH,br) . 20 MS (ESI) m/z: 548(M+H)+. [Example 306] 853
N-{(1R,2S,5S)-2-({2-[(5-Chloropyridin-2-yl)amino]-2oxoethanethioyl}amino)-5
-[(dimethylamino)carbonyl]cyclohexyl}-5-methyl-5H-pyrrolo[3,4-d]thiazole-2c
arboxamide: O N~ O 5~~,,.~ O N, CI N Fi HN N i 5 S The title compound was
obtained by treating the compound obtained in Referential Example 428 with
hydrochloric acid to deprotect it and then condensing the deprotected
compound with the compound obtained in 10 Referential Example 293 in a
similar manner to the process described in Example 219. 1H-NMR (DMSO-ds) ~:
1.45-1.58(lH,m),1.63-1.73(2H,m),1.731.87(2H,m),2.00-2.10(lH,m),2.20-2.35(lH
,m),2.79(3H,s), 2.95(3H,s),2.96-3.10(lH,m),3.89(3H,s),4.48 15
4.58(lH,m),4.60-4.70(lH,m),7.05(lH,d,J=l.7Hz),
7.55(lH,d,J=l.7Hz),8.00(lH,dd,J=8.9,2.4Hz),
8.05(lH,d,J=8.9Hz),8.44(lH,d,J=2.4Hz),8.71(lH,d,J=7.3Hz), 10. 57 (1H, s) (
11 . 13 (1H, d, J=7 . 8Hz) . MS (FAB) m/z: 548(M+H)+. 20 [Example 307]
N-{(1R,2S,5S)-2-({2-[(5-Chloropyridin-2-yl)amino]-2
oxoethanethioyl}amino)-5-[(dimethylamino)carbonyl]
cyclohexyl}-5-methyl-5,6-dihydro-4H-pyrrolo[3,4-d] 



854   thiazole-2-carboxamide hydrochloride: O N~ O S~~,,' O N, CI NT H HN N
i S The title compound was obtained by treating the compound obtained in
Referential Example 428 with 5 hydrochloric acid to deprotect it,
condensing the deprotected compound with the compound obtained in
Referential Example 293 under an argon atmosphere and then subjecting the
condensation product to a hydrochloric acid treatment again in a similar
manner to the process 10 described in Example 219. 1H-NMR (DMSO-ds) S:
1.42-1.58 (lH,m) , 1.65-1.87 (3H,m) ,
1.97-2.10(lH,m),2.17-2.30(lH,m),2.80(3H,s),2.96(3H, s),
2.98-3.10(lH,m),3.07(3H,s),4.30-5.00(6H, m),8.00-8.10(lH,m))
8.46(lH,d,J=2.4Hz),8.79(lH,t,J=7.3Hz),10.54(lH,s)) 15
11.04(lH,d,J=7.8Hz),12.24(lH,br s). MS (ESI) m/z: 550(M+H)+. [Example 308]
N1- (5-Chloropyridin-2-yl) -NZ- [ (1S, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-({[6-(dimethylamino)-4,5,6,720
tetrahydrobenzothiazol-2-yl]carbonyl]amino)cyclohexyl]ethanediamide: 855
O N~ g I ~~,,. N~ I CI ~ N HN U The title compound was obtained by
deprotecting the compound obtained in Referential Example 431 with
hydrochloric acid, methylating the deprotected compound in 5 a similar
manner to the process described in Example 18 and treating it with
hydrochloric acid. 1H-NMR (DMSO-ds) S:
1.42-1.58(lH,m),1.59-1.80(3H,m),1.902.12(3H,m),2.30-2.45(lH,m),2.70-3.00(ll
H,m),2.92(3H,s), 3.00-3.20(2H,m),3.25-3.45(lH,m),3.63-3.80(lH,m),3.88 10
4.02(lH,m),4.35-4.47(lH,m),8.02(lH,s),8.42-8.55(lH,m), 



8.60-8.68(lH,m),8.93(lH,dd,J=14.5,8.2Hz),
9.19(lH,dd,J=17.7,8.2Hz),10.28(lH,s),10.91(lH,br s). MS (ESI) m/z: 576
(M+H)+. [Example 309] 15
N-{(1R,2S,5S)-2-[({[(4-Chlorophenyl)sulfonyl]amino}
carbonyl)amino]-5[(dimethylamino)carbonyl]cyclohexyl}-5methyl-4,5,6,7-tetra
hydrothiazolo[5,4-c]-pyridine-2carboxamide hydrochloride: O N~ 0 CI N~ `H
HN 856   4-Chlorophenylsulfonyl isocyanate (148 Q11) was added to a
solution of the compound (328.0 mg) obtained in Referential Example 253 in
methylene chloride (10 ml), and the mixture was stirred at room temperature
for 24 hours. 5 The solvent was distilled off under reduced pressure, and
residue was purified by preparative thin-layer column chromatography on
silica gel (methylene chloride: methanol - 9:1). The thus-obtained product
was dissolved in ethanol (2 ml) and methylene chloride (2 ml), and a 1N
ethanol 10 solution (0.25 ml) of hydrochloric acid was added to stir the
mixture at room temperature for 30 minutes. The reaction mixture was
concentrated under reduced pressure, and the residue was solidified with
diethyl ether to obtain the title compound (104.3 mg). 15 1H-NMR (DMSO-d6)
b: 1.25-1.45 (lH,m) , 1.45-1.80 (5H,m) , 2.76 (3H, s) , 2. 94 (3H, s) , 2.
97 (3H, s) , 3. 00-3 .80 (6H,m)
4.35-4.85(3H,m),6.53(lH,brs),7.66(2H,d,J=8.5Hz),
7.86(2H,d,J~8.5Hz),8.50-8.82(lH,m),10.64(lH,br s), 11.10-11.80(lH,br). 20
MS (ESI) m/z: 583 (M+H)+. [ Examp 1 a 310 ] Nl- (5-Chloropyridin-2-yl) -NZ-
( (1S, 2R, 4S)
-4[(dimethylamino)carbonyl]-2-~[(5-methyl-4,5,6,7tetrahydrothiazolo[5,4-c]p
yridin-2 25 yl)carbonyl]amino}cyclohexyl)ethanediamide: 857   



O CI The title compound was obtained from the compound obtained in
Referential Example 435 and the compound obtained in Referential Example 10
in a similar manner to 5 Example 2. 1H-NMR (CDC13) b: 1.60-1.98(3H,
m),2.00-2.16(3H, m), 2.52 (3H, s) , 2.78-2 . 90 (3H,m) , 2.92-2. 98 (2H,m)
, 2 . 95 (3H, s) , 3.06(3H,s),3.69(lH,d,J=15.4Hz),3.75(lH,d,J=15.4Hz),
4.07-4.15(lH,m),4.66-4.72(lH,m),7.40(lH,d,J=8.8,0.6Hz), 10
7.68(lH,dd,J=8.8,2.4Hz),8.03(lH,d,J=7.8Hz),
8.16(lH,dd,J=8.8,0.6Hz),8.30(lH,dd,J=2.4,0.6Hz),9.72(lH,s). MS (ESI) m/z:
548(M+H)+. [Example 311] N1- (5-Chloropyridin-2-yl) -Nz- ( (1S) 2R, 4S) -4
15 [(dimethylamino)carbonyl]-2-{[(5-methyl-4,5,6,7
tetrahydrothiazolo[5,4-c]pyridin-2
yl)carbonyl]amino}cyclohexyl)ethanediamide p toluenesulfonate monohydrate:
858    O N~ g N\~, N ~ CI N H HN O The compound (6.2 g) obtained in Example
310 is dissolved in methylene chloride (120 ml), a 1 mol/L ethanol solution
(11.28 ml) of p-toluenesulfonic acid was 5 added to the solution, and the
solvent was distilled off. Ethanol (95 ml) containing 15% water was added
to the residue, and the mixture was stirred at 60C to dissolve it. The
solution was then cooled to room temperature and stirred for a day.
Crystals deposited were collected by 



10 filtration, washed with ethanol and dried at room temperature for 2
hours under reduced pressure to obtain the title compound (7.4 g). 1H-NMR
(DMSO-d6) b:
1.45-1.54(lH,m),1.66-1.78(3H,m),2.032.10(2H,m),2.28(3H,s),2.79(3H,s),2.91-3
.02(lH,m), 15 2. 93 (3H, s) ( 2. 99 (3H, s) , 3 . 13-3.24 (2H,m) , 3.46-3
.82 (2H,m) , 3.98-4.04(lH,m),4.43-4:80(3H,m),7.11(2H,d,J=7.8Hz),
7.46(2H,d,J=8.2Hz),8.01(2H,d,J=l.BHz),8.46(lH,t,J=l.8Hz))
8.75(lH,d,J~6.9Hz),9.10-9.28(lH,br),10.18(lH,br)) 10.29(lH,s). 20 MS (ESI)
m/z: 548(M+H)+. Elemental analysis: Cz4H3oC1N~04S~C~H803S~Hz0. Calculated:
C;50.43,H;5.46;N;13.28,C1;4.80,5;8.69. 859   Found: C;50.25,H;5.36,N;
13.32,C1;4.93,5;8.79. mp (decomposed) : 245^'248C. [Test Example 1] 5
Determination of human FXa-inhibiting effect (ICSO value): 5% DMSO
solutions (10 Q11) of each test compound) the concentrations of which were
suitably set stepwise, Tris buffer (100 mM Tris, 200 mM potassium chloride,
0.2% BSA) pH 7.4) (40 ~ul) and 0.0625 U/ml human FXa (Enzyme Research 10
Labolatories, Inc.) dissolved and diluted with Tris buffer) (10 [ul) were
respectively put in wells of a 96 well microplate, and a 750 ~tM aqueous
solution (40 ~1) of S-2222 (Chromogenix Co.) was added. Absorbance at 405
nm was measured for 10 minutes at room temperature to 15 determine an
increase in absorbance (DOD/min). As a control, Tris buffer was used in
place of the test compound. The percent inhibition (%) calculated using the
following equation at the final concentration of the test 



20 compound and the final concentration of the test compound were plotted
on the axis of ordinate and the axis of abscissa of logarithmic normal
probability paper, respectively, to determine the 50% inhibition
concentration (ICSO value) . 25 Percent inhibition (%)  (1 - (~OD/min of
test compound) . (DOD/m7.n of control)] x 100 860   (Result) In Table 1, it
is demonstrated that the compounds according to the present invention have
a potent FXa inhibiting effect. 5 Table 1  CompoundHuman FXa- inhibiting
effect (ICSO) : nM CompoundHuman FXa- inhibiting effect (ICso) : nMEx.
386Ex. 1435.8Ex. 783Ex. 1644.8Ex. 1192Ex. 1911.2Ex. 544.2Ex. 1922.0Ex.
623.5Ex. 1945.0Ex. 632.5Ex. 2041.5Ex. 741.4Ex. 2463.1Ex. 10126Ex. 2471.9Ex.
1304.5Ex. 2485.4Ex. 1384.4  [Test Example 2] Determination of anti-FXa
activity in rat plasma after oral administration: 



10 (A) Administration and blood collection: A drug solution (1 mg/ml)
obtained by dissolving or suspending a test compound (10 mg) in 0.5% methyl
cellulose (MC) was orally administered to rats (10 ml/kg). After 0.5, 1, 2
and 4 hours from the drug administration, 861   5 10 15 the blood (0.5 ml)
was collected through the jugular vein using a syringe which is containing
a 3.13% (w/v) aqueous solution (50 ~1) of trisodium citrate dihydrate
(amount of blood collected: 0.45 ml). For rats of a control group) the same
blood collection was conducted after a 0.5% MC solution was administered.
Each blood sample was centrifuged at 1500 x g for 10 minutes at 4C to
separate plasma, and the plasma was preserved at -40C until it was used in
the following determination of anti-FXa activity in plasma. (B)
Determination of FXa-inhibiting activity in plasma: In the determination of
anti-FXa activity in plasma, S-2222 was used as a substrate. Tris buffer
(100 mM Tris, 200 mM potassium chloride, 0.2% BSA, pH 7.4) (5456 ul), human
FXa (2.5 U/ml, 44 ul) and water (550 ~1) were mixed. The resultant human
FXa solution was used in the following test. Rat.plasma (5 ~1) obtained in
accordance with the 20 25 procedure (A) described above was put in wells of
a 96well microplate, and the above-described human FXa solution (55 ~1) and
a 750 ~M aqueous solution (40 ul) of S-2222 were sequentially added.
Immediately after that, absorbance at 405 nm was measured at room
temperature by ' means of a spectrophotometer SPECTRAmax 340 or 190
(Molecular Devices Co., U.S.A.), thereby determining a rate of reaction
(~OD/min). The anti-FXa activity, i.e., percent inhibition (%) 862   was
calculated in accordance with the following equation: Percent inhibition
(%)  [1 - (DOD/min of sample) . (average value of DOD/min of the control
group)] x 100 



5 (Result) The compounds described in Examples 63, 191, 192) 194 and 204
exhibited a potent FXa-inhibiting activity of 62 to 96% at an oral dose of
10 mg/kg. 10 INDUSTRIAL APPLICABILITY The cyclicdiamine derivatives
according to the present invention exhibit a potent inhibitory effect on
activated blood coagulation factor X and are useful as medicines, activated
blood coagulation factor X inhibitors, 15 anticoagulants, agents for
preventing and/or treating thrombosis or embolism, agents for preventing
and/or treating thrombotic disease and agents for preventing and/or
treating cerebral infarction, cerebral embolism, myocardial infarction)
angina pectoris, pulmonary 20 infarction, pulmonary embolism, Buerger's
disease, deep venous thrombosis, disseminated intravascular coagulation
syndrome, thrombus formation after valve or joint replacement, thrombus
formation and reocclusion after angioplasty, systemic inflammatory response
syndrome 25 (SIRS), multiple organ dysfunction syndrome (MODS), thrombus
formation during extracorporeal circulation, or blood clotting upon blood
drawing. 863   CLAIMS 1. A compound represented by the general formula (1)
5 Q1-QZ-T-N(R1) -Q3-N(RZ) -T1-Q4 (1) wherein R1 and R2, independently of
each other, represent a hydrogen atom, hydroxyl group, alkyl group or
alkoxy group; 10 Q1 represents a saturated or unsaturated, 5- or 6 membered
cyclic hydrocarbon group which may be substituted, a saturated or
unsaturated, 5- to 7membered heterocyclic group which may be substituted, a
saturated or unsaturated, bicyclic or tricyclic fused 15 hydrocarbon group
which may be substituted, or a saturated or unsaturated, bicyclic or
tricyclic fused heterocyclic group which may be substituted; Q2 represents
a single bond, a saturated or unsaturated) 5- or 6-membered divalent cyclic
20 hydrocarbon group which may be substituted, a saturated or unsaturated,
5- to 7-membered divalent heterocyclic group which may be substituted, a
saturated or unsaturated, divalent bicyclic or tricyclic fused hydrocarbon
group which may be substituted, or a 25 saturated or unsaturated, divalent
bicyclic or tricyclic fused heterocyclic group which may be substituted; Q3
represents the following group: 



864   R3 Q5 R 4 in which QS means an alkylene group having 1 to 8 carbon
atoms, an alkenylene group having 2 to 8 carbon atoms, or a group - ( CH2 )
m-CH2 -A-CH2 - ( CH2 ) n- , in whi ch m and n are 5 independently of each
other 0 or an integer of 1-3, and A means an oxygen atom, nitrogen atom,
sulfur atom, -SO-, -S02-, -NH-, -O-NH-, -NH-NH-, -S-NH-, -SO-NH- or
-S02-NH-, and R3 and R4 are substituents on carbon atom(s), nitrogen atoms)
or a sulfur atoms) of a ring 10 comprising QS and are independently of each
other a hydrogen atom, hydroxyl group, alkyl group, alkenyl group) alkynyl
group, halogen atom, halogenoalkyl group) cyano group, cyanoalkyl group,
amino group, aminoalkyl group) N-alkylaminoalkyl group,
N,N-dialkylaminoalkyl 15 group, acyl group, acylalkyl group, acylamino
group which may be substituted, alkoxyimino group, hydroxyimino group,
acylaminoalkyl group, alkoxy group, alkoxyalkyl group, hydroxyalkyl group)
carboxyl group, carboxyalkyl group, alkoxycarbonyl group, 20
alkoxycarbonylalkyl group, alkoxycarbonylalkylamino group,
carboxyalkylamino group) alkoxycarbonylamino group,
alkoxycarbonylaminoalkyl group, carbamoyl group, N-alkylcarbamoyl group
which may have a substituent on the alkyl group, N,N-dialkylcarbamoyl group
which may 865   have a substituent on the alkyl group(s), Nalkenylcarbamoyl
group, N-alkenylcarbamoylalkyl group, N-alkenyl-N-alkylcarbamoyl group,
N-alkenyl-Nalkylcarbamoylalkyl group, N-alkoxycarbamoyl group, N 5
alkyl-N-alkoxycarbamoyl group, N-alkoxycarbamoylalkyl group,
N-alkyl-N-alkoxycarbamoylalkyl group, carbazoyl group which may be
substituted by 1 to 3 alkyl groups) alkylsulfonyl group, alkylsulfonylalkyl
group) 3- to 6membered heterocyclic carbonyl group which may be 10
substituted, carbamoylalkyl group, N-alkylcarbamoylalkyl group which may
have a substituent on the alkyl group(s), N,N-dialkylcarbamoylalkyl group
which may have a substituent on the alkyl group(s), carbamoyloxyalkyl
group, N-alkylcarbamoyloxyalkyl group, N,N 15 dialkylcarbamoyloxyalkyl
group, 3- to 6-membered 



heterocyclic carbonylalkyl group which may be substituted, 3- to 6-membered
heterocyclic carbonyloxyalkyl group which may be substituted, aryl group,
aralkyl group, heteroaryl group, heteroarylalkyl 20 group,
alkylsulfonylamino group, arylsulfonylamino group, alkylsulfonylaminoalkyl
group, arylsulfonylaminoalkyl group, alkylsulfonylaminocarbonyl group,
arylsulfonylaminocarbonyl group) alkylsulfonylaminocarbonylalkyl group,
arylsulfonylaminocarbonylalkyl 25 group, oxo group, carbamoyloxy group,
aralkyloxy group, carboxyalkyloxy group, acyloxy group, acyloxyalkyl group,
arylsulfonyl group, alkoxycarbonylalkylsulfonyl group, 866
carboxyalkylsulfonyl group, alkoxycarbonylacyl group,
alkoxyalkyloxycarbonyl group, hydroxyacyl group, alkoxyacyl group,
halogenoacyl group, carboxyacyl group, aminoacyl group, acyloxyacyl group,
acyloxyalkylsulfonyl 5 group, hydroxyalkylsulfonyl group,
alkoxyalkylsulfonyl group, 3- to 6-membered heterocyclic sulfonyl group
which may be substituted, N-alkylaminoacyl group, N,Ndialkylaminoacyl
group, N,N-dialkylcarbamoylacyl group which may have a substituent on the
alkyl group(s), N,N 10 dialkylcarbamoylalkylsulfonyl group which may have a
substituent on the alkyl group(s), alkylsulfonylacyl group,
aminocarbothioyl group) N-alkylaminocarbothioyl group,
N,N-dialkylaminocarbothioyl group or alkoxyalkyl(thiocarbonyl) group, or R3
and Rq, together 15 with each other, denote an alkylene group having 1 to 5
carbon atoms, alkenylene group having 2 to 5 carbon atoms, alkylenedioxy
group having 1 to 5 carbon atoms or carbonyldioxy group; Q4 represents an
aryl group which may be 20 substituted, an arylalkenyl group which may be
substituted, an arylalkynyl group which may be substituted, a heteroaryl
group which may be substituted, a heteroarylalkenyl group which may be
substituted, a saturated or unsaturated, bicyclic or tricyclic fused 25
hydrocarbon group which may be substituted, or a saturated or unsaturated,
bicyclic or tricyclic fused heterocyclic group which may be substituted;
867   T represents a carbonyl or thiocarbonyl group; and T1 represents a
carbonyl group, sulfonyl group, group -C (=O) -C (=O) -N (R~ ) -, group -C
(=S) -C (=O) -N (R~ ) -, group -C (=O) -C (=S) -N (R~ ) -, group -C (=S) -C
(=S) -N (R~ ) -, in 5 which R' means a hydrogen atom, hydroxyl group, alkyl
group or alkoxy group) group -C(=O)-A1-N(R~~)-, in which A1 means an
alkylene group having 1 to 5 carbon atoms, which may be substituted, and R"
means a hydrogen atom, hydroxyl group, alkyl group or alkoxy group, group
10 -C(=O)-NH-, group -C(=S)-NH-, group -C(=O)-NH-NH-, group 



-C(=O)-AZ-C(=O)-, in which Az means a single bond or alkylene group having
1 to 5 carbon atoms, group -C(=O)A3-C(=O)-NH-) in which A3 means an
alkylene group having 1 to 5 carbon atoms ) group -C (=O) -C (=NORa) -N
(Rb) -, group 15 -C (=S) -C (=NORa) -N (Rb) -, in which Ra means a hydrogen
atom, alkyl group or alkanoyl group, and Rb means a hydrogen atom, hydroxyl
group, alkyl group or alkoxy group, group -C (=O) -N~N- ) group -C (=S)
-N=N-, group -C (NOR) -C (=0) N(Rd)-, in which R means a hydrogen atom)
alkyl group, 20 alkanoyl group) aryl group or aralkyl group, and Rd means a
hydrogen atom, hydroxyl group, alkyl group or alkoxy group, group -C (=N-N
(Re) (Rf) ) -C (=O) -N (Rg) -, in which Re and Rf, independently of each
other, mean a hydrogen atom, alkyl group, alkanoyl group or
alkyl(thiocarbonyl) group, 25 and Rg means a hydrogen atom, hydroxyl group,
alkyl group or alkoxy group, or thiocarbonyl group; a salt thereof, a
solvate thereof, or an N-oxide thereof. 868   2. The compound, the salt
thereof, the solvate thereof, or the N-oxide thereof according to Claim 1,
wherein the group Q4 in the formula (1) is a group selected from the group
consisting of a phenyl group 5 which may be substituted, a naphthyl group
which may be substituted) an anthryl group which may be substituted, a
phenanthryl group which may be substituted, a styryl group which may be
substituted, a phenylethynyl group which may be substituted, a pyridyl
group which may be 10 substituted, a pyridazinyl group which may be
substituted, a pyradinyl group which may be substituted, a furyl group
which may be substituted) a thienyl group which may be substituted, a
pyrrolyl group which may be substituted, a thiazolyl group which may be
substituted, 15 an oxazolyl group which may be substituted, a pyrimidinyl
group which may be substituted, a tetrazolyl group which may be
substituted, a thienylethenyl group which may be substituted, a
pyridylethenyl group which may be substituted, an indenyl group which may
be 20 substituted, an indanyl group which may be substituted) a
tetrahydronaphthyl group which may be substituted, a benzofuryl group which
may be substituted, an isobenzofuryl group which may be substituted, a
benzothienyl group which may be substituted, an indolyl 25 group which may
be substituted, an indolinyl group which may be substituted, an isoindolyl
group which may be substituted, an isoindolinyl group which may be 869
substituted, an indazolyl group which may be substituted) a quinolyl group
which may be substituted, a dihydroquinolyl group which may be substituted,
a 4oxodihydroquinolyl group (dihydroquinolin-4-on) which 



5 may be substituted, a tetrahydroquinolyl group which may be substituted,
an isoquinolyl group which may be substituted, a tetrahydroisoquinolyl
group which may be substituted, a chromenyl group which may be substituted)
a chromanyl group which may be substituted, an 10 isochromanyl group which
may be substituted, a 4H-4 oxobenzopyranyl group which may be substituted,
a 3,4 dihydro-4H-4-oxobenzopyranyl group which may be substituted, a
4H-quinolizinyl group which may be substituted, a quinazolinyl group which
may be 15 substituted, a dihydroquinazolinyl group which may be
substituted, a tetrahydroquinazolinyl group which may be substituted, a
quinoxalinyl group which may be substituted, a tetrahydroquinoxalinyl group
which may be substituted, a cinnolinyl group which may be substituted, 20 a
tetrahydrocinnolinyl group which may be substituted, an indolizinyl group
which may be substituted, a tetrahydroindolizinyl group which may be
substituted, a benzothiazolyl group which may be substituted, a
tetrahydrobenzothiazolyl group which may be substituted, 25 a benzoxazolyl
group which may be substituted, a benzoisothiazolyl group which may be
substituted, a benzoisoxazolyl group which may be substituted, a 870
benzimidazolyl group which may be substituted, a naphthyridinyl group which
may be substituted, a tetrahydronaphthyridinyl group which may be
substituted, a thienopyridyl group which may be substituted, a 5
tetrahydrothienopyridyl group which may be substituted, a thiazolopyridyl
group which may be substituted, a tetrahydrothiazolopyridyl group which may
be substituted, a thiazolopyridazinyl group which may be substituted, a
tetrahydrothiazolopyridazinyl group which may be 10 substituted, a
pyrrolopyridyl group which may be substituted) a dihydropyrrolopyridyl
group which may be substituted, a tetrahydropyrrolopyridyl group which may
be substituted, a pyrrolopyrimidinyl group which may be substituted, a
dihydropyrrolopyrimidinyl group which may 15 be substituted, a
pyridoquinazolinyl group which may be substituted, a
dihydropyridoquinazolinyl group which may be substituted, a
pyridopyrimidinyl group which may be substituted, a
tetrahydropyridopyrimidinyl group which may be substituted, a
pyranothiazolyl group which may be 20 substituted,a dihydropyranothiazolyl
group which may be substituted, a furopyridyl group which may be
substituted, a tetrahydrofuropyridyl group which may be substituted, an
oxazolopyridyl group which may be substituted, a tetrahydrooxazolopyridyl
group which may 25 be substituted, an oxazolopyridazinyl group which may be
substituted, a tetrahydrooxazolopyridazinyl group which may be substituted,
a pyrrolothiazolyl group which may 871 



be substituted, a dihydropyrrolothiazolyl group which may be substituted, a
pyrrolooxazolyl group which may be substituted) a dihydropyrrolooxazolyl
group which may be substituted, a thienopyrrolyl group which may be 5
substituted, a thiazolopyrimidinyl group which may be substituted, a
4-oxo-tetrahydrocinnolinyl group which may be substituted, a
1,2,4-benzothiadiazinyl group which may be substituted, a
1,1-dioxy-2H-1,2,4benzothiadiazinyl group which may be substituted) a 10
1,2,4-benzoxadiazinyl group which may be substituted, a cyclopentapyranyl
group which may be substituted, a thienofuranyl group which may be
substituted, a furopyranyl group which may be substituted, a pyridoxazinyl
group which maybe substituted, a 15 pyrazoloxazolyl group which may be
substituted) an imidazothiazolyl group which may be substituted, an
imidazopyridyl group which may be substituted, a tetrahydroimidazopyridyl
group which may be substituted, a pyrazinopyridazinyl group which may be
substituted, a 20 benzoisoquinolyl group which may be substituted, a
furocinnolyl group which may be substituted, a pyrazolothiazolopyridazinyl
group which may be substituted, a tetrahydropyrazolothiazolopyridazinyl
group which may be substituted, a 25 hexahydrothiazolopyridazinopyridazinyl
group which may be substituted) an imidazotriazinyl group which may be
substituted, an oxazolopyridyl group which may be 872   substituted) a
benzoxepinyl group which may be substituted, a benzoazepinyl group which
may be substituted, a tetrahydrobenzoazepinyl group which may be
substituted) a benzodiazepinyl group which may be 5 substituted, a
benzotriazepinyl group which may be substituted, a thienoazepinyl group
which may be substituted, a tetrahydrothienoazepinyl group which may be
substituted, a thienodiazepinyl group which may be substituted, a
thienotriazepinyl group which may be 10 substituted, a thiazoloazepinyl
group which may be substituted, a tetrahydrothiazoloazepinyl group which
may be substituted, a
4,5,6,7-tetrahydro-5,6tetramethylenethiazolopyridazinyl group which may be
substituted, and a 5,6-trimethylene-4,5,6,7 15
tetrahydrothiazolopyridazinyl group which may be substituted. 3. The
compound) the salt thereof, the solvate thereof, or the N-oxide thereof
according to Claim 1 or 2, wherein the substituent(s) on the group Q4 are 1
to 3 20 substituents selected from a hydroxyl group, halogen 



atoms, halogenoalkyl groups, an amino group, a cyano group, aminoalkyl
groups, a nitro group, hydroxyalkyl groups, alkoxyalkyl groups, a carboxyl
group, carboxyalkyl groups, alkoxycarbonylalkyl groups, acyl 25 groups) an
amidino group) a hydroxyamidino group, linear, branched or cyclic alkyl
groups having 1 to 6 carbon atoms, linear, branched or cyclic alkoxy groups
having 1 873   to 6 carbon atoms, amidino groups substituted by a linear,
branched or cyclic alkoxycarbonyl group having 2 to 7 carbon atoms, linear,
branched or cyclic alkenyl groups having 2 to 6 carbon atoms, linear or
branched 5 alkynyl groups having 2 to 6 carbon atoms, linear, branched or
cyclic alkoxycarbonyl groups having 2 to 6 carbon atoms, a carbamoyl group,
mono- or dialkylcarbamoyl groups substituted by a linear, branched or
cyclic alkyl groups having 1 to 6 carbon atoms on the 10 nitrogen atom,
mono- or di-alkylamino groups substituted by a linear, branched or cyclic
alkyl groups having 1 to 6 carbon atoms, and 5- or 6-membered
nitrogen-containing heterocyclic groups. 4. The compound, the salt thereof,
the solvate 15 thereof, or the N-oxide thereof according to Claim 1,
wherein the group Q4 represents any of the following groups: R7 RS Rs (a) \
/ Rs wherein RS and R6, independently of each other, represent 20 a
hydrogen atom, cyano group, halogen atom, alkyl group, hydroxyalkyl group,
alkoxy group, alkoxyalkyl group, carboxyl group, carboxyalkyl group, acyl
group, alkoxycarbonyl group, alkoxycarbonylalkyl group) or phenyl group
which may be substituted by a cyano group, 874  



hydroxyl group) halogen atom, alkyl group or alkoxy group) and R' and Re,
independently of each other, represent a hydrogen atom, hydroxyl group,
nitro group, amino group) cyano group, halogen atom, alkyl group, 5 alkenyl
group, alkynyl group, halogenoalkyl group, hydroxyalkyl group, alkoxy
group, alkoxyalkyl group, carboxyl group, carboxyalkyl group, acyl group)
carbamoyl group, N-alkylcarbamoyl group) N,Ndialkylcarbamoyl group,
alkoxycarbonyl group, amidino 10 group or alkoxycarbonylalkyl group; R9
-C-C ~ ~ ~ ( b ) ~R~o wherein R9 and Rl, independently of each other)
represent a hydrogen atom, hydroxyl group) nitro group, amino group) cyano
group, halogen atom) alkyl group, 15 alkenyl group, alkynyl group,
halogenoalkyl group, hydroxyalkyl group) alkoxy group, alkoxyalkyl group)
carboxyl group, carboxyalkyl group) acyl group, carbamoyl group)
N-alkylcarbamoyl group, N,Ndialkylcarbamoyl group, alkoxycarbonyl group,
amidino 20 group or alkoxycarbonylalkyl group; 875   R' ~ ..12 Rt3 (c)
wherein R11, Rlz and R13, independently of one another, represent a
hydrogen atom, hydroxyl group) nitro group, amino group) cyano group,
halogen atom, alkyl group, 5 alkenyl group, alkynyl group, halogenoalkyl
group) hydroxyalkyl group, alkoxy group, alkoxyalkyl group, carboxyl group,
carboxyalkyl group, acyl group) carbamoyl group, N-alkylcarbamoyl group)
N,N 



dialkylcarbamoyl group, alkoxycarbonyl group, amidino 10 group or
alkoxycarbonylalkyl group; _ R~6 (d) X wherein X1 represents CH2) CH, NH)
NOH, N, O or S) and Rlq, R15 and R16, independently of one another,
represent a hydrogen atom, hydroxyl group, nitro group, amino group, 15
cyano group, halogen atom, alkyl group, alkenyl group, alkynyl group)
halogenoalkyl group, hydroxyalkyl group, alkoxy group, alkoxyalkyl group,
carboxyl group, carboxyalkyl group, acyl group, carbamoyl group)
Nalkylcarbamoyl group, N,N-dialkylcarbamoyl group) 876    alkoxycarbonyl
group, amidino group or alkoxycarbonylalkyl group; R~ T ~a (e) R wherein X2
represents NH) N, O or S) X3 represents N, C 5 or CH, X4 represents N, C or
CH) and R1~ and Rla, independently of each other, represent a hydrogen
atom, hydroxyl group, vitro group, amino group, cyano group, halogen atom,
alkyl group, alkenyl group, alkynyl group, halogenoalkyl group,
hydroxyalkyl group, alkoxy group, 10 alkoxyalkyl group, carboxyl group,
carboxyalkyl group) acyl group, carbamoyl group, N-alkylcarbamoyl group,
N,N-dialkylcarbamoyl group, alkoxycarbonyl group, amidino group or
alkoxycarbonylalkyl group, excluding the cases where X3 and X4 are
combinations of C and CH, 15 and are both C or CH; ~o (f) / / wherein N
indicates that 1 or 2 carbon atoms of the ring substituted by R19 have been
substituted by a nitrogen 



atom, and R19, R2 and R21, independently of one another, 20 represent a
hydrogen atom) hydroxyl group) vitro group, 877   r amino group, cyano
group, halogen atom, alkyl group, alkenyl group, alkynyl group,
halogenoalkyl group, hydroxyalkyl group, alkoxy group, alkoxyalkyl group,
carboxyl group, carboxyalkyl group, acyl group) 5 carbamoyl group,
N-alkylcarbamoyl group, N,N dialkylcarbamoyl group, alkoxycarbonyl group,
amidino group or alkoxycarbonylalkyl group; ~Z3 RZz I\X RZ3 ~Z R24 wherein
XS represents CHz, CH, N or NH, Z1 represents N, 10 NH or O, Zz represents
CHz, CH, C or N, Z3 represents CHz) CH) S, SOz or C=.O) XS-ZZ indicates
that XS and Zz are bonded to each other by a single bond or double bond,
Rzz and Rz3) independently of each other, represent a hydrogen atom,
hydroxyl group, nitro group, amino group, 15 cyano group, halogen atom,
alkyl group, alkenyl group, alkynyl group) halogenoalkyl group,
hydroxyalkyl group, alkoxy group) alkoxyalkyl group, carboxyl group,
carboxyalkyl group, acyl group, carbamoyl group, Nalkylcarbamoyl group,
N,N-dialkylcarbamoyl group, 20 alkoxycarbonyl group, amidino group or
alkoxycarbonylalkyl group, and Rz4 represents a hydrogen atom or alkyl
group; 878   



s R2s X R2s (h) wherein X6 represents O or S, and R25 and Rzs)
independently of each other, represent a hydrogen atom, hydroxyl group,
nitro group, amino group, cyano group) 5 halogen atom, alkyl group, alkenyl
group, alkynyl group, halogenoalkyl group, hydroxyalkyl group, alkoxy
group, alkoxyalkyl group) carboxyl group) carboxyalkyl group, acyl group,
carbamoyl group, N-alkylcarbamoyl group, N,N-dialkylcarbamoyl group,
alkoxycarbonyl group, 10 amidino group or alkoxycarbonylalkyl group; R27
R28 ( 1 ) wherein Rz' and R28, independently of each other, represent a
hydrogen atom, hydroxyl group, nitro group, amino group, cyano group,
halogen atom, alkyl group, 15 alkenyl group, alkynyl group, halogenoalkyl
group, hydroxyalkyl group, alkoxy group) alkoxyalkyl group, carboxyl group,
carboxyalkyl group, acyl group, carbamoyl group, N-alkylcarbamoyl group)
N,Ndialkylcarbamoyl group, alkoxycarbonyl group, amidino 20 group or
alkoxycarbonylalkyl group; 879   R2s E' 2R3o (J) /E N wherein E1 and E2,
independently of each other, represent N or CH, and R29 and R3,
independently of each other) represent a hydrogen atom, hydroxyl group,
nitro group, 5 amino group, cyano group) halogen atom, alkyl group) 



alkenyl group, alkynyl group, halogenoalkyl group, hydroxyalkyl group,
alkoxy group) alkoxyalkyl group) carboxyl group, carboxyalkyl group, acyl
group, carbamoyl group, N-alkylcarbamoyl group, N,N 10 dialkylcarbamoyl
group, alkoxycarbonyl group, amidino group or alkoxycarbonylalkyl group;
Ray R32 (k) Y2 wherein Y1 represents CH or N, YZ represents -N(R33) -, in
which R33 means a hydrogen atom or alkyl group having 1 15 to 6 carbon
atoms, O or S, and R31 and R32, independently of each other, represent a
hydrogen atom, hydroxyl group, nitro group, amino group, cyano group,
halogen atom, alkyl group, alkenyl group, alkynyl group, halogenoalkyl
group, hydroxyalkyl group, alkoxy group) alkoxyalkyl 20 group, carboxyl
group, carboxyalkyl group, acyl group, carbamoyl group) N-alkylcarbamoyl
group, N,N 880   dialkylcarbamoyl group, alkoxycarbonyl group, amidino
group or alkoxycarbonylalkyl group; and 34 35 R 4 5 R 6 R3s ( 1 ) 2~ ~ ~7 1
8 wherein numerals 1 to 8 indicate positions, each N 5 indicates that any
one of carbon atoms of positions 1 to 4 and any one of carbon atoms of
positions 5 to 8 has been substituted by a nitrogen atom, and R34, Ras and
R3s, independently of one another) represent a hydrogen atom, hydroxyl
group, nitro group) amino group, cyano group, 10 halogen atom, alkyl group,
alkenyl group, alkynyl group, 



halogenoalkyl group) hydroxyalkyl group, alkoxy group) alkoxyalkyl group,
carboxyl group, carboxyalkyl group, acyl group, carbamoyl group,
N-alkylcarbamoyl group, N,N-dialkylcarbamoyl group, alkoxycarbonyl group,
15 amidino group or alkoxycarbonylalkyl group. 5. The compound, the salt
thereof) the solvate thereof, or the N-oxide thereof according to Claim 1,
wherein the group Q4 represents any of the following groups: R' R5 Ra (a) \
/ 2 0 Rs 881   wherein RS and R6, independently of each other, represent a
hydrogen atom or alkyl group, R' represents a hydrogen atom) and R8
represents a hydrogen atom, halogen atom, alkyl group or alkynyl group; R9
-C-C ~ ~ ~ ( b ) ~R~o 5 wherein R9 represents a hydrogen atom, and Rl
represents a hydrogen atom, halogen atom, alkyl group or alkynyl group; R11
R' ~ R'3 (c) 10 wherein R11 are R12 both represent hydrogen atoms) and R13
represents a hydrogen atom, halogen atom, alkyl group or alkynyl group; R15
R~s (d) '~1 / 



X wherein X1 represents NH, NOH, N, O or S, R19 represents 15 a hydrogen
atom, halogen atom, acyl group, Nalkylcarbamoyl group, N,N-dialkylcarbamoyl
group or 882    alkyl group, R15 represents a hydrogen atom or halogen
atom, and R16 represents a hydrogen atom, halogen atom, alkyl group or
alkynyl group; R1 z 18 R ~2 5 wherein X2 represents NH, O or S, X3
represents N, C or CH, X4 represents N, C or CH, R1' represents a hydrogen
atom, and R18 represents a hydrogen atom, halogen atom, alkyl group or
alkynyl group, excluding the cases where X3 and X4 are combinations of C
and CH, and are both C or 10 CH; ~o t> / / wherein N indicates that 1 or 2
carbon atoms of the ring substituted by R19 have been substituted by a
nitrogen atom, R19 and RZ both represent hydrogen atoms, and R21 15
represents a hydrogen atom, cyano group) halogen atom, alkyl group, alkenyl
group) alkynyl group or halogenoalkyl group; 883 



R22 .\X R23 ~Z R2a wherein XS represents CH2, CH, N or NH, Z1 represents N,
NH or O, Z2 represents CH2, CH, C or N, Z3 represents CH2, CH, S, SO2 or
C=O, X5-Z2 indicates that XS and Z2 are 5 bonded to each other by a single
bond or double bond, R22 represents a hydrogen atom, R23 represents a
hydrogen atom, halogen atom, alkyl group or alkynyl group, and R2q
represents a hydrogen atom; s R25 X R2s ( h ) 10 wherein X6 represents O,
R25 represents a hydrogen atom, and R26 represents a hydrogen atom, halogen
atom, alkyl group or alkynyl group; R27 R28 ( 1 ) wherein R2' represents a
hydrogen atom or halogen atom, 15 and R28 represents a hydrogen atom)
halogen atom, alkyl group or alkynyl group; 884   R2s E~ 



//~ R 30 i E2 N wherein E1 and E2, independently of each other, represent N
or CH, Rz9 represents a hydrogen atom or halogen atom, and R3 represents a
hydrogen atom, halogen atom, alkyl 5 group or alkynyl group; R3~ Y' R32 (k)
Y2 wherein Y1 represents CH or N) YZ represents -N (R33) -, in which R33
means a hydrogen atom or alkyl group having 1 to 6 carbon atoms, O or S)
R31 represents a hydrogen atom 10 or halogen atom, and R32 represents a
hydrogen atom) halogen atom, alkyl group or alkynyl group; and 34 35 R 4 5
R 3 N N 6 R3s ( 1 ) 2~ ~ ~7 1 8 wherein numerals 1 to 8 indicate positions,
each N indicates that any one of carbon atoms of positions 1 to 15 4 and
any one of carbon atoms of positions 5 to 8 has been substituted by a
nitrogen atom, R34 represents a hydrogen atom or halogen atom, R35
represents a hydrogen 885   



atom or halogen atom, and R36 represents a hydrogen atom, halogen atom,
alkyl group or alkynyl group. 6. The compound) the salt thereof, the
solvate thereof, or the N-oxide thereof according to any one of 5 claims 1
to 3, wherein the group Q4 in the formula (1) is a 4-chlorostyryl,
4-fluorostyryl) 4-bromostyryl, 4 ethynylstyryl) 4-chlorophenylethynyl,
4-fluorophenylethynyl, 4-bromophenylethynyl, 4-ethynylphenylethynyl,
6-chloro-2-naphthyl, 6-fluoro-2-naphthyl, 6-bromo-2 10 naphthyl,
6-ethynyl-2-naphthyl, 7-chloro-2-naphthyl, 7 fluoro-2-naphthyl,
7-bromo-2-naphthyl, 7-ethynyl-2naphthyl, 5-chloroindol-2-yl,
5-fluoroindol-2-yl, 5bromoindol-2-yl) 5-ethynylindol-2-yl,
5-methylindol-2-yl) 5-chloro-4-fluoroindol-2-yl,
5-chloro-3-fluoroindol-2-yl, 15 3-bromo-5-chloroindol-2-yl,
3-chloro-5-fluoroindol-2-yl) 3-bromo-5-fluoroindol-2-yl,
5-bromo-3-chloroindol-2-yl, 5-bromo-3-fluoroindol-2-yl,
5-chloro-3-formylindol-2-yl, 5-fluoro-3-formylindol-2-yl,
5-bromo-3-formylindol-2-yl, 5-ethynyl-3-formylindol-2-yl, 5-chloro-3-(N,N
20 dimethylcarbamoyl)indol-2-yl) 5-fluoro-3-(N,N
dimethylcarbamoyl)indol-2-yl, 5-bromo-3-(N,Ndimethylcarbamoyl)indol-2-yl,
5-ethynyl-3-(N,Ndimethylcarbamoyl)indol-2-yl, 6-chloroindol-2-yl,
6fluoroindol-2-yl, 6-bromoindol-2-yl, 6-ethynylindol-2-yl, 25
6-methylindol-2-yl) 5-chlorobenzothiophen-2-yl) 5fluorobenzothiophen-2-yl,
5-bromobenzothiophen-2-yl) 5ethynylbenzothiophen-2-yl)
5-methylbenzothiophen-2-yl, 886   5-chloro-4-fluorobenzothiophen-2-yl,
6-chlorobenzothiophen-2-yl) 6-fluorobenzothiophen-2-yl,
6bromobenzothiophen-2-yl) 6-ethynylbenzothiophen-2-yl,
6methylbenzothiophen-2-yl, 5-chlorobenzofuran-2-yl, 5 5
fluorobenzofuran-2-yl, 5-bromobenzofuran-2-yl, 5 ethynylbenzofuran-2-yl,
5-methylbenzofuran-2-yl) 5chloro-4-fluorobenzofuran-2-yl,
6-chlorobenzofuran-2-yl, 6-fluorobenzofuran-2-yl) 6-bromobenzofuran-2-yl,
6ethynylbenzofuran-2-yl, 6-methylbenzofuran-2-yl, 5 10
chlorobenzimidazol-2-yl, 5-fluorobenzimidazol-2-yl) 5
bromobenzimidazol-2-yl, 5-ethynylbenzimidazol-2-yl, 6chloroquinolin-2-yl,
6-fluoroquinolin-2-yl) 6bromoquinolin-2-yl, 6-ethynylquinolin-2-yl,
7chloroquinolin-3-yl, 7-fluoroquinolin-3-yl, 7 15 bromoquinolin-3-yl,
7-ethynylquinolin-3-yl) 7 chloroisoquinolin-3-yl, 7-fluoroisoquinolin-3-yl,
7bromoisoquinolin-3-yl, 7-ethynylisoquinolin-3-yl, 7chlorocinnolin-3-yl,
7-fluorocinnolin-3-yl, 7bromocinnolin-3-yl) 7-ethynylcinnolin-3-yl,
7-chloro-2H 20 chromen-3-yl, 7-fluoro-2H-chromen-3-yl, 7-bromo-2H
chromen-3-yl, 7-ethynyl-2H-chromen-3-yl,
6-chloro-4-oxo1,4-dihydroquinolin-2-yl,
6-fluoro-4-oxo-1,4dihydroquinolin-2-yl,
6-bromo-4-oxo-1,4-dihydroquinolin2-yl,
6-ethynyl-4-oxo-1,4-dihydroquinolin-2-yl, 6 25
chloro-4-oxo-1,4-dihydroquinazolin-2-yl,
6-fluoro-4-oxo1,4-dihydroquinazolin-2-yl,
6-bromo-4-oxo-1,4-dihydroquinazolin-2-yl,
6-ethynyl-4-oxo-1,4-dihydroquinazolin 



887   2-yl, phenyl) 4-chlorophenyl, 4-fluorophenyl) 4bromophenyl,
4-ethynylphenyl, 3-chlorophenyl, 3fluorophenyl) 3-bromo-phenyl,
3-ethynylphenyl, 3-chloro4-fluorophenyl, 4-chloro-3-fluorophenyl)
4-chloro-2 5 fluorophenyl, 2-chloro-4-fluorophenyl, 4-bromo-2 fluorophenyl,
2-bromo-4-fluorophenyl, 2,4-dichlorophenyl, 2,4-difluorophenyl)
2,4-dibromophenyl, 4-chloro-3methylphenyl, 4-fluoro-3-methylphenyl,
4-bromo-3methylphenyl, 4-chloro-2-methylphenyl, 4-fluoro-2 10 methylphenyl,
4-bromo-2-methylphenyl) 3,4-dichlorophenyl, 3,4-difluorophenyl,
3,4-dibromophenyl, 2-pyridyl, 3pyridyl, 4-pyridyl, 4-chloro-2-pyridyl,
4-fluoro-2pyridyl, 4-bromo-2-pyridyl, 4-ethynyl-2-pyridyl,
4chloro-3-pyridyl, 4-fluoro-3-pyridyl, 4-bromo-3-pyridyl, 15
4-ethynyl-3-pyridyl, 5-chloro-2-pyridyl, 5-fluoro-2 pyridyl,
5-bromo-2-pyridyl, 5-ethynyl-2-pyridyl, 4chloro-5-fluoro-2-pyridyl,
5-chloro-4-fluoro-2-pyridyl) 5-chloro-3-pyridyl, 5-fluoro-3-pyridyl)
5-bromo-3pyridyl, 5-ethynyl-3-pyridyl, 6-chloro-3-pyridazinyl, 6 20
fluoro-3-pyridazinyl, 6-bromo-3-pyridazinyl) 6-ethynyl 3-pyridazinyl)
5-chloro-2-thiazolyl, 5-fluoro-2thiazolyl, 5-bromo-2-thiazolyl,
5-ethynyl-2-thiazolyl, 2-chlorothieno[2,3-b]pyrrol-5-yl,
2-fluorothieno[2,3b]pyrrol-5-yl, 2-bromothieno[2,3-b]-pyrrol-5-yl or 2 25
ethynylthieno[2,3-b]pyrrol-5-yl group. 7. The compound, the salt thereof)
the solvate thereof, or the N-oxide thereof according to any one of 888
claims 1 to 6, wherein the group Q1 in the formula (1) is a saturated or
unsaturated, bicyclic or tricyclic fused hydrocarbon group which may be
substituted, or a saturated or unsaturated, bicyclic or tricyclic fused 5
heterocyclic group which may be substituted. 8. The compound, the salt
thereof, the solvate thereof, or the N-oxide thereof according to any one
of claims 1 to 6, wherein the group Q1 in the formula (1) is a
thienopyridyl group which may be substituted, 10 tetrahydrothienopyridyl
group which may be substituted, thiazolopyridyl group which may be
substituted, tetrahydrothiazolopyridyl group which may be substituted)
thiazolopyridazinyl group which may be substituted,
tetrahydrothiazolopyridazinyl group which may be 15 substituted,
pyranothiazolyl group which may be substituted, dihydropyranothiazolyl
group which may be substituted, furopyridyl group which may be substituted)
tetrahydrofuropyridyl group which may be substituted, oxazolopyridyl group
which may be substituted, 



20 tetrahydrooxazolopyridyl group which may be substituted, pyrrolopyridyl
group which may be substituted, dihydropyrrolopyridyl group which may be
substituted, tetrahydropyrrolopyridyl group which may be substituted,
pyrrolopyrimidinyl group which may be substituted) 25
dihydropyrrolopyrimidinyl group which may be substituted,
oxazolopyridazinyl group which may be substituted,
tetrahydrooxazolopyridazinyl group which may be 889   substituted,
pyrrolothiazolyl group which may be substituted, dihydropyrrolothiazolyl
group which may be substituted, pyrrolooxazolyl group which may be
substituted, dihydropyrrolooxazolyl group which may be 5 substituted,
benzothiazolyl group which may be substituted, tetrahydrobenzothiazolyl
group which may be substituted, thiazolopyrimidinyl group which may be
substituted, dihydrothiazolopyrimidinyl group which may be substituted,
benzoazepinyl group which may be 10 substituted, tetrahydrobenzoazepinyl
group which may be substituted, thiazoloazepinyl group which may be
substituted) tetrahydrothiazoloazepinyl group which may be substituted,
thienoazepinyl group which may be substituted, tetrahydrothienoazepinyl
group which may be 15 substituted, 4,5,6,7-tetrahydro-5,6
tetramethylenethiazolopyridazinyl group which may be substituted) or
5,6-trimethylene-4,5,6,7tetrahydrothiazolopyridazinyl group which may be
substituted. 20 9. The compound) the salt thereof) the solvate thereof, or
the N-oxide thereof according to any one of claims 1 to 8, wherein the
substituent(s) on the group Q1 are 1 to 3 substituents selected from a
hydroxyl group, halogen atoms, halogenoalkyl groups, an amino group, a 25
cyano group, an amidino group, a hydroxyamidino group, C1-C6 alkyl groups,
C3-C6 cycloalkyl C1-C6 alkyl groups) hydroxy-C1-C6 alkyl groups, C1-C6
alkoxy groups, C1-C6 890   alkoxy C1-C6 alkyl group, a carboxyl group,
C2-C6 carboxyalkyl groups, CZ-C6 alkoxycarbonyl C1-C6 alkyl groups, amidino
groups substituted by a C2-C6 alkoxycarbonyl group, C2-C6 alkenyl groups,
CZ-C6 alkynyl 5 groups, C2-C6 alkoxycarbonyl groups, amino C1-C6 alkyl
groups, C1-C6 alkyl amino C1-C6 alkyl groups, di (C1-C6 alkyl) amino C1-C6
alkyl groups, CZ-C6 alkoxycarbonylaminoC1-C6 alkyl groups, C1-C6 alkanoyl
groups, C1-C6 alkanoylamino C1-C6 alkyl groups, C1-C6 alkylsulfonyl 10
groups, C1-C6 alkylsulfonylamino C1-C6 alkyl groups) a 



carbamoyl group, C1-C6 alkylcarbamoyl groups, N,N-di(C1-C6 alkyl) carbamoyl
groups, C1-C6 alkylamino groups) di (C1-C6 alkyl)amino groups, 5- or
6-membered heterocyclic groups containing one of nitrogen, oxygen and
sulfur or the 15 same or different two atoms thereof, 5- or 6-membered
heterocyclic-C1-Cq alkyl group, and 5- or 6-membered heterocyclic-amino
C1-C4 alkyl group. 10. The compound, the salt thereof, the solvate thereof,
or the N-oxide thereof according to any one of 20 claims 1 to 9, wherein
the group T1 in the formula (1) is a carbonyl group, group
-C(=O)-C(=O)-N(R~)-, group  C (=S) -C (=O) -N (R~ ) -, group -C (=O) -C
(=S) -N (R~ ) - or group C(=S)-C(=S)-N(R~)-, in which R' means a hydrogen
atom, hydroxyl group, alkyl group or alkoxy group. 25 11. The compound) the
salt thereof, the solvate thereof, or the N-oxide thereof according to any
one of claims 1 to 9, wherein the group T1 in the formula (1) is 891   a
group -C ( d0) -C (=0) -N (R~ ) -, group -C (=S) -C (=O) -N (R~ ) -, group
-C (=O) -C (=S) -N (R~ ) - or group -C (=S) -C (=S) -N (R~ ) -, in which R'
means a hydrogen atom, hydroxyl group, alkyl group or alkoxy group. 5 12.
The compound) the salt thereof, the solvate thereof, or the N-oxide thereof
according to any one of claims 1 to 11, wherein the group Q3 in the formula
(1) is R3 Q5 R4 10 wherein QS means an alkylene group having 3 to 6 carbon
atoms or a group - (CH2)m-CHZ-A-CHz- (CHZ)"-, in which m and n are
independently of each other 0 or 1, and A has the same meaning as defined
above, and R3 and R' are independently of each other a hydrogen atom,
hydroxyl 15 group, alkyl group, alkenyl group, alkynyl group, halogen atom,
halogenoalkyl group, amino group, hydroxyimino group, alkoxyimino group,
aminoalkyl group, N-alkylaminoalkyl group, N,N-dialkylaminoalkyl group)
aryl group, acylalkyl group, acylamino group which may 20 be substituted,
acylaminoalkyl group, alkoxy group, alkoxyalkyl group, hydroxyalkyl group,
carboxyl group, carboxyalkyl group, alkoxycarbonyl group,
alkoxycarbonylalkyl group, alkoxycarbonylamino gxoup,
alkoxycarbonylaminoalkyl group, carbamoyl group, N 892   alkylcarbamoyl
group which may have a substituent on the alkyl group) N,N-dialkylcarbamoyl
group which may have a substituent on the alkyl group(s),
N-alkenylcarbamoyl group, N-alkenylcarbamoylalkyl group) N-alkenyl-N 5
alkylcarbamoyl group, N-alkenyl-N-alkylcarbamoylalkyl group,
N-alkoxycarbamoyl group, N-alkyl-Nalkoxycarbamoyl group,
N-alkoxycarbamoylalkyl group, Nalkyl-N-alkoxycarbamoylalkyl group,
carbazoyl group which may be substituted by 1 to 3 alkyl groups, 10
alkylsulfonyl group, alkylsulfonylalkyl group, 3- to 6 



membered heterocyclic carbonyl group which may be substituted, 3- to
6-membered heterocyclic carbonyloxyalkyl group which may be substituted,
carbamoylalkyl group, carbamoyloxyalkyl group, N 15 alkylcarbamoyloxyalkyl
group, N,N dialkylcarbamoyloxyalkyl group, N-alkylcarbamoylalkyl group
which may have a substituent on the alkyl group(s),
N,N-dialkylcarbamoylalkyl group which may have a substituent on the alkyl
group(s), alkylsulfonylamino 20 group) alkylsulfonylaminoalkyl group, oxo
group, acyloxy group, acyloxyalkyl group, arylsulfonyl group,
alkoxycarbonylalkylsulfonyl group, carboxyalkylsulfonyl group,
alkoxycarbonylacyl group, carboxyacyl group, alkoxyalkyloxycarbonyl group,
halogenoacyl group, N,N 25 dialkylaminoacyl group, acyloxyacyl group,
hydroxyacyl group, alkoxyacyl group, alkoxyalkylsulfonyl group)
N,Ndialkylcarbamoylacyl group, N,N 893   dialkylcarbamoylalkylsulfonyl
group, alkylsulfonylacyl group, aminocarbothioyl group,
N-alkylaminocarbothioyl group, N,N-dialkylaminocarbothioyl group or
alkoxyalkyl(thiocarbonyl) group. 5 13. The compound) the salt thereof, the
solvate thereof, or the N-oxide thereof according to any one of claims 1 to
11, wherein the group Q3 in the formula (1) is R3 ~5 R4 10 wherein QS means
a group - (CHZ)m-CHZ-A-CH2- (CH2)n-, in which m and n are independently of
each other 0 or 1) and A has the same meaning as defined above, and R3 and
R4 are independently of each other a hydrogen atom, hydroxyl group) alkyl
group, alkenyl group, alkynyl 15 group, halogen atom, halogenoalkyl group,
amino group, hydroxyimino group, alkoxyimino group, aminoalkyl group)
N-alkylaminoalkyl group, N,N-dialkylaminoalkyl group, acyl group, acylalkyl
group, acylamino group which may be substituted, acylaminoalkyl group,
alkoxy group, 20 alkoxyalkyl group, hydroxyalkyl group, carboxyl group,
carboxyalkyl group, alkoxycarbonyl group, alkoxycarbonylalkyl group,
alkoxycarbonylamino group, alkoxycarbonylaminoalkyl group, carbamoyl group)
Nalkylcarbamoyl group which may have a substituent on the 894   alkyl
group, N,N-dialkylcarbamoyl group which may have a substituent on the alkyl
group(s), N-alkenylcarbamoyl group, N-alkenylcarbamoylalkyl group,
N-alkenyl-Nalkylcarbamoyl group) N-alkenyl-N-alkylcarbamoylalkyl 5 group,
N-alkoxycarbamoyl group, N-alkyl-N alkoxycarbamoyl group,
N-alkoxycarbamoylalkyl group, Nalkyl-N-alkoxycarbamoylalkyl group)
carbazoyl group which may be substituted by 1 to 3 alkyl groups,
alkylsulfonyl group, alkylsulfonylalkyl group) 3- to 6 10 membered
heterocyclic carbonyl group which may be 



substituted, 3- to 6-membered heterocyclic carbonyloxyalkyl group which may
be substituted, carbamoylalkyl group, carbamoyloxyalkyl group,
Nalkylcarbamoyloxyalkyl group, N,N 15 dialkylcarbamoyloxyalkyl group,
N-alkylcarbamoylalkyl group which may have a substituent on the alkyl
group(s), N,N-dialkylcarbamoylalkyl group which may have a substituent on
the alkyl group(s), alkylsulfonylamino group, alkylsulfonylaminoalkyl
group, oxo group, acyloxy 20 group, acyloxyalkyl group, arylsulfonyl group)
alkoxycarbonylalkylsulfonyl group, carboxyalkylsulfonyl group,
alkoxycarbonylacyl group) carboxyacyl group, alkoxyalkyloxycarbonyl group,
halogenoacyl group, N,Ndialkylaminoacyl group, acyloxyacyl group,
hydroxyacyl 25 group, alkoxyacyl group, alkoxyalkylsulfonyl group,
N,Ndialkylcarbamoylacyl group, N,N-dialkylcarbamoylalkylsulfonyl group,
alkylsulfonylacyl group, 895   aminocarbothioyl group,
N-alkylaminocarbothioyl group, N,N-dialkylaminocarbothioyl group or
alkoxyalkyl(thiocarbonyl) group. 14. The compound, the salt thereof) the
solvate 5 thereof, or the N-oxide thereof according to any one of claims 1
to 11, wherein the group Q3 in the formula (1) is R3 Q5 R4 wherein QS means
an alkylene group having 3 to 6 carbon 10 atoms, and R3 and R4 are
independently of each other a hydrogen atom, hydroxyl group) alkyl group)
alkenyl group) alkynyl group) halogen atom, halogenoalkyl group, amino
group, hydroxyimino group, alkoxyimino group) aminoalkyl group,
N-alkylaminoalkyl group, N,N 15 dialkylaminoalkyl group, acyl group)
acylalkyl group, acylamino group which may be substituted, acylaminoalkyl
group, alkoxy group) alkoxyalkyl group, hydroxyalkyl group, carboxyl group,
carboxyalkyl group, alkoxycarbonyl group, alkoxycarbonylalkyl group, 20
alkoxycarbonylamino group, alkoxycarbonylaminoalkyl group, carbamoyl group,
N-alkylcarbamoyl group which may have a substituent on the alkyl group,
N,Ndialkylcarbamoyl group which may have a substituent on the alkyl
group(s), N-alkenylcarbamoyl group, N 896   alkenylcarbamoylalkyl group,
N-alkenyl-N-alkylcarbamoyl group, N-alkenyl-N-alkylcarbamoylalkyl group)
Nalkoxycarbamoyl group, N-alkyl-N-alkoxycarbamoyl group)
N-alkoxycarbamoylalkyl group, N-alkyl-N 5 alkoxycarbamoylalkyl group,
carbazoyl group which may be 



substituted by 1 to 3 alkyl groups, alkylsulfonyl group, alkylsulfonylalkyl
group, 3- to 6-membered heterocyclic carbonyl group which may be
substituted, 3- to 6membered heterocyclic carbonyloxyalkyl group which may
10 be substituted, carbamoylalkyl group, carbamoyloxyalkyl group,
N-alkylcarbamoyloxyalkyl group) N,Ndialkylcarbamoyloxyalkyl group,
N-alkylcarbamoylalkyl group which may have a substituent on the alkyl
group(s), N,N-dialkylcarbamoylalkyl group which may have a 15 substituent
on the alkyl group(s), alkylsulfonylamino group, alkylsulfonylaminoalkyl
group, oxo group, acyloxy group, acyloxyalkyl group, arylsulfonyl group,
alkoxycarbonylalkylsulfonyl group, carboxyalkylsulfonyl group,
alkoxycarbonylacyl group, carboxyacyl group, 20 alkoxyalkyloxycarbonyl
group, halogenoacyl group, N,N dialkylaminoacyl group, acyloxyacyl group,
hydroxyacyl group, alkoxyacyl group, alkoxyalkylsulfonyl group,
N,Ndialkylcarbamoylacyl group) N,N-dialkylcarbamoylalkylsulfonyl group,
alkylsulfonylacyl group, 25 aminocarbothioyl group, N-alkylaminocarbothioyl
group, N,N-dialkylaminocarbothioyl group or alkoxyalkyl(thiocarbonyl)
group. 897   15. The compound, the salt thereof, the solvate thereof, or
the N-oxide thereof according to any one of claims 1 to 11, wherein the
group Q3 in the formula (1) is R3 Q5 R 4 5 wherein QS means an alkylene
group having 4 carbon atoms, R3 is a hydrogen atom) and R4 is an
N,N-dialkylcarbamoyl group which may have a substituent on the alkyl
group(s). 16. The compound, the salt thereof, the solvate 10 thereof, or
the N-oxide thereof according to any one of claims 1 to 11, wherein the
group Q3 in the formula (1) is R3 ~5 R 4 wherein QS means an alkylene group
having 4 carbon atoms, 15 R3 is a hydrogen atom, and R4 is an
N,N-dimethylcarbamoyl group. 



17. The compound according to Claim 1, which is represented by the general
formula (1): Qs-Qz_To_N(Ri) -Q3-N(R2) -T1_Q4 (1) 20 wherein R1 and R2,
independently of each other, represent a 898   hydrogen atom, hydroxyl
group, alkyl group or alkoxy group; Q1 represents a saturated or
unsaturated, 5- or 6membered cyclic hydrocarbon group which may be 5
substituted, a saturated or unsaturated) 5- to 7 membered heterocyclic
group which may be substituted, a saturated or unsaturated) bicyclic or
tricyclic fused hydrocarbon group which may be substituted, or a saturated
or unsaturated, bicyclic or tricyclic fused 10 heterocyclic group which may
be substituted; Q2 represents a single bond, a saturated or unsaturated) 5-
or 6-membered divalent cyclic hydrocarbon group which may be substituted, a
saturated or unsaturated, 5- to 7-membered divalent heterocyclic 15 group
which may be substituted, a saturated or unsaturated, divalent bicyclic or
tricyclic fused hydrocarbon group which may be substituted, or a saturated
or unsaturated, divalent bicyclic or tricyclic fused heterocyclic group
which may be substituted; 20 Q3 represents the following group: R3 Q5 R 4
in which QS means a group - (CHZ) m-CH2-A-CHZ- (CHZ) n-, in which m and n
are independently of each other 0 or an integer of 1-3, and A means an
oxygen atom, nitrogen 899   atom, sulfur atom, -SO-, -S02-, -NH-, -O-NH-,
-NH-NH-, -S-NH-, -SO-NH- or -SOZ-NH-, and R3 and R' are substituents on
carbon atom(s), nitrogen atoms) or a sulfur atoms) of a ring comprising QS
and are 5 independently of each other a hydrogen atom, hydroxyl group,
alkyl group, alkenyl group, alkynyl group, halogen atom, halogenoalkyl
group) cyano group, cyanoalkyl group, amino group, aminoalkyl group,
Nalkylaminoalkyl group, N,N-dialkylaminoalkyl group, acyl 



10 group, acylalkyl group) acylamino group which may be substituted,
alkoxyimino group, hydroxyimino group) acylaminoalkyl group, alkoxy group)
alkoxyalkyl group, hydroxyalkyl group, carboxyl group, carboxyalkyl group,
alkoxycarbonyl group, alkoxycarbonylalkyl group, 15
alkoxycarbonylalkylamino group, carboxyalkylamino group,
alkoxycarbonylamino group, alkoxycarbonylaminoalkyl group, carbamoyl group)
N-alkylcarbamoyl group which may have a substituent on the alkyl group,
N,Ndialkylcarbamoyl group which may have a substituent on 20 the alkyl
group(s), N-alkenylcarbamoyl group, N alkenylcarbamoylalkyl group,
N-alkenyl-N-alkylcarbamoyl group, N-alkenyl-N-alkylcarbamoylalkyl group,
Nalkoxycarbamoyl group, N-alkyl-N-alkoxycarbamoyl group,
N-alkoxycarbamoylalkyl group, N-alkyl-N 25 alkoxycarbamoylalkyl group)
carbazoyl group which may be substituted by 1 to 3 alkyl groups)
alkylsulfonyl group) alkylsulfonylalkyl group, 3- to 6-membered
heterocyclic 900   carbonyl group which may be substituted, carbamoylalkyl
group, N-alkylcarbamoylalkyl group which may have a substituent on the
alkyl group(s), N,Ndialkylcarbamoylalkyl group which may have a substituent
5 on the alkyl group(s), carbamoyloxyalkyl group, N alkylcarbamoyloxyalkyl
group, N,Ndialkylcarbamoyloxyalkyl group, 3- to 6-membered heterocyclic
carbonylalkyl group which may be substituted, 3- to 6-membered heterocyclic
10 carbonyloxyalkyl group which may be substituted) aryl group, aralkyl
group, heteroaryl group, heteroarylalkyl group) alkylsulfonylamino group)
arylsulfonylamino group) alkylsulfonylaminoalkyl group,
arylsulfonylaminoalkyl group, alkylsulfonylaminocarbonyl group) 15
arylsulfonylaminocarbonyl group, alkylsulfonyl aminocarbonylalkyl group,
arylsulfonylaminocarbonylalkyl group, oxo group, carbamoyloxy group,
aralkyloxy group, carboxyalkyloxy group, acyloxy group, acyloxyalkyl group,
arylsulfonyl group, alkoxycarbonylalkylsulfonyl group, 20
carboxyalkylsulfonyl group, alkoxycarbonylacyl group,
alkoxyalkyloxycarbonyl group, hydroxyacyl group, alkoxyacyl group,
halogenoacyl group, carboxyacyl group, aminoacyl group, acyloxyacyl group,
acyloxyalkylsulfonyl group, hydroxyalkylsulfonyl group, alkoxyalkylsulfonyl
25 group, 3- to 6-membered heterocyclic sulfonyl group which may be
substituted, N-alkylaminoacyl group, N,Ndialkylaminoacyl group,
N,N-dialkylcarbamoylacyl group 901   which may have a substituent on the
alkyl group(s), N,Ndialkylcarbamoylalkylsulfonyl group which may have a
substituent on the alkyl group(s), alkylsulfonylacyl group,
aminocarbothioyl group, N-alkylaminocarbothioyl 



5 group, N,N-dialkylaminocarbothioyl group or alkoxyalkyl(thiocarbonyl)
group, or R3 and R4, together with each other, denote an alkylene group
having 1 to 5 carbon atoms, alkenylene group having 2 to 5 carbon atoms,
alkylenedioxy group having 1 to 5 carbon atoms or 10 carbonyldioxy group;
Q4 represents an aryl group which may be substituted) an arylalkenyl group
which may be substituted, an arylalkynyl group which may be substituted, a
heteroaryl group which may be substituted, 15 a heteroarylalkenyl group
which may be substituted, a saturated or unsaturated, bicyclic or tricyclic
fused hydrocarbon group which may be substituted, or a saturated or
unsaturated) bicyclic or tricyclic fused heterocyclic group which may be
substituted; 20 T represents a carbonyl or thiocarbonyl group; and T1
represents a carbonyl group, sulfonyl group or thiocarbonyl group; a salt
thereof, a solvate thereof, or an N-oxide thereof. 18. The compound, the
salt thereof) the solvate 25 thereof, or the N-oxide thereof according to
Claim 17, wherein the group Q1 is a saturated or unsaturated, bicyclic or
tricyclic fused hydrocarbon group which may 902   be substituted, or a
saturated or unsaturated, bicyclic or tricyclic fused heterocyclic group
which may be substituted) and Qz is a single bond. 19. The compound; the
salt thereof) the solvate 5 thereof, or the N-oxide thereof according to
Claim 17 or 18, wherein the group Q1 is a thienopyridyl group which may be
substituted, tetrahydrothienopyridyl group which may be substituted,
thiazolopyridyl group which may be substituted, tetrahydrothiazolopyridyl
group which may 10 be substituted, thiazolopyridazinyl group which may be
substituted, tetrahydrothiazolopyridazinyl group which may be substituted)
pyranothiazolyl group which may be substituted, dihydropyranothiazolyl
group which may be substituted) furopyridyl group which may be substituted,
15 tetrahydrofuropyridyl group which may be substituted, oxazolopyridyl
group which may be substituted, tetrahydrooxazolopyridyl group which may be
substituted, pyrrolopyridyl group which may be substituted,
dihydropyrrolopyridyl group which may be substituted, 20
tetrahydropyrrolopyridyl group which may be substituted, pyrrolopyrimidinyl
group which may be substituted, dihydropyrrolopyrimidinyl group which may
be substituted, oxazolopyridazinyl group which may be substituted,
tetrahydrooxazolopyridazinyl group which may be 25 substituted,
pyrrolothiazolyl group which may be substituted) dihydropyrrolothiazolyl
group which may be substituted, pyrrolooxazolyl group which may be 903  



substituted, dihydropyrrolooxazolyl group which may be substituted,
benzothiazolyl group which may be substituted, tetrahydrobenzothiazolyl
group which may be substituted, thiazolopyrimidinyl group which may be 5
substituted, dihydrothiazolopyrimidinyl group which may be substituted,
benzoazepinyl group which may be substituted, tetrahydrobenzoazepinyl group
which may be substituted, thiazoloazepinyl group which may be substituted,
tetrahydrothiazoloazepinyl group which may 10 be substituted,
thienoazepinyl group which may be substituted, tetrahydrothienoazepinyl
group which may be substituted,
4,5,6,7-tetrahydro-5,6tetramethylenethiazolopyridazinyl group which may be
substituted, or 5,6-trimethylene-4,5,6,7-tetrahydro 15 thiazolopyridazinyl
group which may be substituted. 20. The compound, the salt thereof, the
solvate thereof, or the N-oxide thereof according to any one of claims 17
to 19, wherein the substituent(s) on the group Q1 are 1 to 3 substituent(s)
selected from a hydroxyl 20 group, halogen atoms, halogenoalkyl groups, an
amino group, a cyano group, an amidino group, a hydroxyamidino group, C1-C6
alkyl groups, C3-C6 cycloalkyl C1-C6 alkyl groups, hydroxy-C1-C6 alkyl
groups, C1-C6 alkoxy groups, C1-C6 alkoxy C1-C6 alkyl groups, a carboxyl
group; Cz-C6 25 carboxyalkyl groups, CZ-C6 alkoxycarbonyl-C1-C6 alkyl
groups, amidino groups substituted by a CZ-C6 alkoxycarbonyl group, Cz-C6
alkenyl groups, C2-C6 alkynyl 904   groups, Cz-C6 alkoxycarbonyl groups,
amino C1-C6 alkyl groups) C1-C6 alkyl amino C1-C6 alkyl groups, di (C1-C6
alkyl) amino C1-C6 alkyl groups, CZ-C6 alkoxycarbonylamino C1-C6 alkyl
groups, C1-C6 alkanoyl groups, C1-C6 5 alkanoylamino C1-C6 alkyl groups,
C1-C6 alkylsulfonyl groups, C1-C6 alkylsulfonylamino C1-C6 alkyl groups, a
carbamoyl group, C1-C6 alkylcarbamoyl groups ) N, N-di (C1-C6 alkyl)
carbamoyl groups, C1-C6 alkyl amino groups, di (C1-C6 alkyl)amino groups,
5- or 6-membered heterocyclic groups 10 containing one of nitrogen, oxygen
and sulfur or the same or different two atoms thereof, 5- or 6-membered
heterocyclic-C1-C4 alkyl group, and 5- or 6-membered heterocyclic-amino
C1-C4 alkyl group. 21. The compound, the salt thereof, the solvate 15
thereof, or the N-oxide thereof according to any one of claims 17 to 20,
wherein the group Q3 in the formula (1) is R3 Q5 R4 wherein Q5 means a
group - (CH2)m-CHz-A-CH2- (CHz)n-, in 20 which m and n are independently of
each other 0 or 1, and A has the same meaning as defined above, and R3 and
R4 are independently of each other a hydrogen atom, hydroxyl group, alkyl
group, alkenyl group, alkynyl group) halogen atom, halogenoalkyl group,
amino group, 905  



hydroxyimino group, alkoxyimino group, aminoalkyl group, N-alkylaminoalkyl
group, N,N-dialkylaminoalkyl group, acyl group, acylalkyl group, acylamino
group which may be substituted, acylaminoalkyl group) alkoxy group, 5
alkoxyalkyl group) hydroxyalkyl group, carboxyl group) carboxyalkyl group,
alkoxycarbonyl group, alkoxycarbonylalkyl group, alkoxycarbonylamino group,
alkoxycarbonylaminoalkyl group, carbamoyl group, Nalkylcarbamoyl group
which may have a substituent on the 10 alkyl group, N,N-dialkylcarbamoyl
group which may have a substituent on the alkyl group(s),
N-alkenylcarbamoyl group, N-alkenylcarbamoylalkyl group,
N-alkenyl-Nalkylcarbamoyl group, N-alkenyl-N-alkylcarbamoylalkyl group,
N-alkoxycarbamoyl group, N-alkyl-N 15 alkoxycarbamoyl group,
N-alkoxycarbamoylalkyl group, N alkyl-N-alkoxycarbamoylalkyl group,
carbazoyl group which may be substituted by 1 to 3 alkyl groups,
alkylsulfonyl group, alkylsulfonylalkyl group, 3- to 6membered heterocyclic
carbonyl group which may be 20 substituted, 3- to 6-membered heterocyclic
carbonyloxyalkyl group which may be substituted, carbamoylalkyl group,
carbamoyloxyalkyl group, Nalkylcarbamoyloxyalkyl group,
N,Ndialkylcarbamoyloxyalkyl group, N-alkylcarbamoylalkyl 25 group which may
have a substituent on the alkyl group(s), N,N-dialkylcarbamoylalkyl group
which may have a substituent on the alkyl group(s), alkylsulfonylamino 906
group, alkylsulfonylaminoalkyl group, oxo group, acyloxy group,
acyloxyalkyl group, arylsulfonyl group, alkoxycarbonylalkylsulfonyl group,
carboxyalkylsulfonyl group, alkoxycarbonylacyl group, carboxyacyl group) 5
alkoxyalkyloxycarbonyl group, halogenoacyl group, N,N dialkylaminoacyl
group, acyloxyacyl group, hydroxyacyl group, alkoxyacyl group,
alkoxyalkylsulfonyl group, N,Ndialkylcarbamoylacyl group,
N,Ndialkylcarbamoylalkylsulfonyl group, alkylsulfonylacyl 10 group,
aminocarbothioyl group, N-alkylaminocarbothioyl group,
N,N-dialkylaminocarbothioyl group or alkoxyalkyl(thiocarbonyl) group. 22.
The compound, the salt thereof, the solvate thereof, or the N-oxide thereof
according to any one of 15 claims 17 to 21, wherein the group Q4 in the
formula (1) is a group selected from the group consisting of a naphthyl
group which may be substituted, an anthryl group which may be substituted,
a phenanthryl group which may be substituted, a styryl group which may be
20 substituted, a phenylethynyl group which may be substituted, a
thienylethenyl substituted, a pyridylethenyl substituted, an indenyl group
an indanyl group which may be 25 tetrahydronaphthyl group whic benzofuryl
group which may be isobenzofuryl group which may group which may be group
which may be 



which may be substituted) substituted, a h may be substituted) a
substituted, an be substituted, a 907   benzothienyl group which may be
substituted, an indolyl group which may be substituted, an indolinyl group
which may be substituted, an isoindolyl group which may be substituted, an
isoindolinyl group which may be 5 substituted, an indazolyl group which may
be substituted, a quinolyl group which may be substituted, a
dihydroquinolyl group which may be substituted) a 4-oxodihydroquinolyl
group (dihydroquinolin-4-on) which may be substituted, a tetrahydroquinolyl
group which may be 10 substituted, an isoquinolyl group which may be
substituted, a tetrahydroisoquinolyl group which may be substituted, a
chromenyl group which may be substituted, a chromanyl group which may be
substituted, an isochromanyl group which may be substituted, a 4H-4 15
oxobenzopyranyl group which may be substituted, a 3,4
dihydro-4H-4-oxobenzopyranyl group which may be substituted, a
4H-quinolizinyl group which may be substituted, a quinazolinyl group which
may be substituted, a dihydroquinazolinyl group which may be 20
substituted, a tetrahydroquinazolinyl group which may be substituted, a
quinoxalinyl group which may be substituted, a tetrahydroquinoxalinyl group
which may be substituted, a cinnolinyl group which may be substituted) a
tetrahydrocinnolinyl group which may be substituted, 25 an indolizinyl
group which may be substituted, a tetrahydroindolizinyl group which may be
substituted, a benzothiazolyl group which may be substituted, a 908
tetrahydrobenzothiazolyl group which may be substituted, a benzoxazolyl
group which may be substituted, a benzoisothiazolyl group which may be
substituted, a benzoisoxazolyl group which may be substituted, a 5
benzimidazolyl group which may be substituted, a naphthyridinyl group which
may be substituted, a tetrahydronaphthyridinyl group which may be
substituted, a thienopyridyl group which may be substituted, a
tetrahydrothienopyridyl group which may be substituted, 10 a
thiazolopyridyl group which may be substituted, a tetrahydrothiazolopyridyl
group which may be substituted, a thiazolopyridazinyl group which may be
substituted, a tetrahydrothiazolopyridazinyl group which may be
substituted, a pyrrolopyridyl group which may be 



15 substituted) a dihydropyrrolopyridyl group which may be substituted, a
tetrahydropyrrolopyridyl group which may be substituted, a
pyrrolopyrimidinyl group which may be substituted, a
dihydropyrrolopyrimidinyl group which may be substituted, a
pyridoquinazolinyl group which may be 20 substituted) a
dihydropyridoquinazolinyl group which may be substituted, a
pyridopyrimidinyl group which may be substituted, a
tetrahydropyridopyrimidinyl group which may be substituted, a
pyranothiazolyl group which may be substituted,a dihydropyranothiazolyl
group which may be 25 substituted, a furopyridyl group which may be
substituted) a tetrahydrofuropyridyl group which may be substituted, an
oxazolopyridyl group which may be 909   substituted, a
tetrahydrooxazolopyridyl group which may be substituted, an
oxazolopyridazinyl group which may be substituted, a
tetrahydrooxazolopyridazinyl group which may be substituted) a
pyrrolothiazolyl group which may 5 be substituted, a
dihydropyrrolothiazolyl group which may be substituted, a pyrrolooxazolyl
group which may be substituted, a dihydropyrrolooxazolyl group which may be
substituted, a thienopyrrolyl group which may be substituted, a
thiazolopyrimidinyl group which may be 10 substituted, a
4-oxo-tetrahydrocinnolinyl group which may be substituted, a
1,2,4-benzothiadiazinyl group which may be substituted) a
1,1-dioxy-2H-1,2,4benzothiadiazinyl group which may be substituted) a
1,2,4-benzoxadiazinyl group which may be substituted, a 15
cyclopentapyranyl group which may be substituted, a thienofuranyl group
which may be substituted, a furopyranyl group which may be substituted, a
pyridoxazinyl group which may be substituted, a pyrazoloxazolyl group which
may be substituted, an 20 imidazothiazolyl group which may be substituted,
an imidazopyridyl group which may be substituted, a
tetrahydroimidazopyridyl group which may be substituted, a
pyrazinopyridazinyl group which may be substituted) a benzisoquinolyl group
which may be substituted, a 25 furocinnolyl group which may be substituted,
a pyrazolothiazolopyridazinyl group which may be substituted, a
tetrahydropyrazolothiazolopyridazinyl 910   group which may be substituted,
a hexahydrothiazolopyridazinopyridazinyl group which may be substituted, an
imidazotriazinyl group which may be substituted, an oxazolopyridyl group
which may be 5 substituted) a benzoxepinyl group which may be substituted,
a benzoazepinyl group which may be substituted, a tetrahydrobenzoazepinyl
group which may be substituted, a benzodiazepinyl group which may be
substituted) a benzotriazepinyl group which may be 



10 substituted, a thienoazepinyl group which may be substituted) a
tetrahydrothienoazepinyl group which may be substituted, a thienodiazepinyl
group which may be substituted, a thienotriazepinyl group which may be
substituted) a thiazoloazepinyl group which may be 15 substituted, a
tetrahydrothiazoloazepinyl group which may be substituted, a
4,5,6,7-tetrahydro-5,6tetramethylenethiazolopyridazinyl group which may be
substituted, and a 5,6-trimethylene-4,5,6,7tetrahydrothiazolopyridazinyl
group which may be 20 substituted. 23. The compound, the salt thereof, the
solvate thereof, or the N-oxide thereof according to any one of claims 17
to 21, wherein the substituent(s) on the group Q4 are 1 to 3 substituents
selected from a hydroxyl group) 25 halogen atoms, halogenoalkyl groups, an
amino group, a cyano group, aminoalkyl groups, a nitro group, hydroxyalkyl
groups, alkoxyalkyl groups, a carboxyl 911   group, carboxyalkyl groups,
alkoxycarbonylalkyl groups, acyl groups, an amidino group, a hydroxyamidino
group) linear, branched or cyclic alkyl groups having 1 to 6 carbon atoms,
linear, branched or cyclic alkoxy groups 5 having 1 to 6 carbon atoms,
amidino groups substituted by an linear, branched or cyclic alkoxycarbonyl
group having 2 to 7 carbon atoms, linear, branched or cyclic alkenyl groups
having 2 to 6 carbon atoms, linear or branched alkynyl groups having 2 to 6
carbon atoms, 10 linear, branched or cyclic alkoxycarbonyl groups having 2
to 6 carbon atoms, a carbamoyl group, mono- or dialkylcarbamoyl groups
substituted by a linear, branched or cyclic alkyl groups having 1 to 6
carbon atoms on the nitrogen atom(s), mono- or di-alkylamino groups 15
substituted by linear, branched or cyclic alkyl groups having 1 to 6 carbon
atoms, and 5- or 6-membered nitrogen-containing heterocyclic groups. 24.
The compound) the salt thereof, the solvate thereof, or the N-oxide thereof
according to any one of 20 claims 17 to 21, wherein the group Q4 is R7 RS
R$ (a) \ / Rs wherein RS and R6, independently of each other, represent a
hydrogen atom, cyano group, halogen atom, alkyl group) hydroxyalkyl group)
alkoxy group, alkoxyalkyl group, 912  



carboxyl group, carboxyalkyl group, acyl group) alkoxycarbonyl group,
alkoxycarbonylalkyl group, or phenyl group which may be substituted by a
cyano group, hydroxyl group, halogen atom) alkyl group or alkoxy 5 group,
and R' and RB, independently of each other) represent a hydrogen atom,
hydroxyl group, nitro group, amino group, cyano group, halogen atom, alkyl
group, alkenyl group, alkynyl group) halogenoalkyl group, hydroxyalkyl
group, alkoxy group, alkoxyalkyl group, 10 carboxyl group, carboxyalkyl
group, acyl group, carbamoyl group, N-alkylcarbamoyl group) N,N
dialkylcarbamoyl group, alkoxycarbonyl group, amidino group or
alkoxycarbonylalkyl group; Rs (b) ~R~o 15 wherein R9 and R1) independently
of each other, represent a hydrogen atom) hydroxyl group, nitro group,
amino group) cyano group, halogen atom, alkyl group, alkenyl group, alkynyl
group, halogenoalkyl group, hydroxyalkyl group, alkoxy group) alkoxyalkyl
group, 20 carboxyl group, carboxyalkyl group) acyl group, carbamoyl group,
N-alkylcarbamoyl group, N,N dialkylcarbamoyl group, alkoxycarbonyl group,
amidino group or alkoxycarbonylalkyl group; 913   R' ~ R' ~ R'3 (c) wherein
R11, R12 and R13, independently of one another, represent a hydrogen atom,
hydroxyl group, nitro group, amino group, cyano group, halogen atom, alkyl
group, 



5 alkenyl group, alkynyl group, halogenoalkyl group, hydroxyalkyl group,
alkoxy group, alkoxyalkyl group, carboxyl group, carboxyalkyl group, acyl
group, carbamoyl group) N-alkylcarbamoyl group, N,Ndialkylcarbamoyl group,
alkoxycarbonyl group, amidino 10 group or alkoxycarbonylalkyl group; R~ 4
R15 R1s (d> X' wherein X1 represents CH2, CH, NH, NOH, N, O or S, and R14,
R15 and R16, independently of one another, represent a hydrogen atom,
hydroxyl group, nitro group, amino group, 15 cyano group, halogen atom,
alkyl group, alkenyl group, alkynyl group, halogenoalkyl group,
hydroxyalkyl group, alkoxy group, alkoxyalkyl group, carboxyl group,
carboxyalkyl group, acyl group, carbamoyl group, Nalkylcarbamoyl group,
N,N-dialkylcarbamoyl group, 914    alkoxycarbonyl group, amidino group or
alkoxycarbonylalkyl group; R17 3i X4 t$ (e) R ~2 wherein XZ represents NH,
N, O or S, X3 represents N, C 5 or CH, X4 represents N, C or CH, and R1'
and R18, independently of each other, represent a hydrogen atom, hydroxyl
group) nitro group, amino group, cyano group, halogen atom, alkyl group,
alkenyl group) alkynyl group, halogenoalkyl group, hydroxyalkyl group,
alkoxy group, 10 alkoxyalkyl group, carboxyl group, carboxyalkyl group,
acyl group, carbamoyl group, N-alkylcarbamoyl group, N,N-dialkylcarbamoyl
group, alkoxycarbonyl group, amidino group or alkoxycarbonylalkyl group)
excluding the cases where X3 and X4 are combinations of C and CH, 15 and
are both C or CH; 



~o Rz ~ ( f > / / wherein N indicates that 1 or 2 carbon atoms of the ring
substituted by R19 have been substituted by a nitrogen atom, and R19, RZO
and R21, independently of one another) 20 represent a hydrogen atom,
hydroxyl group, nitro group, 915   amino group, cyano group, halogen atom,
alkyl group, alkenyl group, alkynyl group, halogenoalkyl group,
hydroxyalkyl group, alkoxy group, alkoxyalkyl group, carboxyl group,
carboxyalkyl group, acyl group, 5 carbamoyl group, N-alkylcarbamoyl group,
N,N dialkylcarbamoyl group, alkoxycarbonyl group, amidino group or
alkoxycarbonylalkyl group; ~Z3 RzZ X2 I R23 ( g ) ~Z R24 wherein XS
represents CH2, CH, N or NH, Z1 represents N, 10 NH or O, ZZ represents
CHz, CH, C or N, Z3 represents CHz, CH, S, S02 or C~O, XS-ZZ indicates that
XS and ZZ are bonded to each other by a single bond or double bond) RZz and
R23, independently of each other, represent a hydrogen atom, hydroxyl
group, nitro group, amino group, 15 cyano group, halogen atom, alkyl group,
alkenyl group, alkynyl group, halogenoalkyl group, hydroxyalkyl group,
alkoxy group, alkoxyalkyl group, carboxyl group, carboxyalkyl group, acyl
group, carbamoyl group) Nalkylcarbamoyl group, N,N-dialkylcarbamoyl group,
20 alkoxycarbonyl group, amidino group or alkoxycarbonylalkyl group, and
R24 represents a hydrogen 



atom or alkyl group; 916   R25 X 2s cn) wherein X6 represents O or S, and
R25 and RZS, independently of each other, represent a hydrogen atom,
hydroxyl group, nitro group, amino group, cyano group, 5 halogen atom,
alkyl group, alkenyl group, alkynyl group, halogenoalkyl group,
hydroxyalkyl group, alkoxy group, alkoxyalkyl group, carboxyl group,
carboxyalkyl group, acyl group, carbamoyl group, N-alkylcarbamoyl group,
N,N-dialkylcarbamoyl group, alkoxycarbonyl group, 10 amidino group or
alkoxycarbonylalkyl group; or 34 35 R 4 5 R s R3s ( 1 ) 2 ~ ~7 1 8 wherein
numerals 1 to 8 indicate positions, each N indicates that any one of carbon
atoms of positions 1 to 4 and any one of carbon atoms of positions 5 to 8
has 15 been substituted by a nitrogen atom, and R34, Rss and R3s,
independently of one another, represent a hydrogen atom, hydroxyl group,
nitro group) amino group, cyano group, halogen atom, alkyl group, alkenyl
group, alkynyl group, halogenoalkyl group, hydroxyalkyl group, alkoxy
group, 20 alkoxyalkyl group, carboxyl group, carboxyalkyl group, 917 



acyl group, carbamoyl group, N-alkylcarbamoyl group) N,N-dialkylcarbamoyl
group, alkoxycarbonyl group, amidino group or alkoxycarbonylalkyl group.
25. The compound, the salt thereof, the solvate 5 thereof) or the N-oxide
thereof according to any one of claims 17 to 21, wherein the group Q4
represents any of the following groups: R7 Rs Rs (a) \ / Rs wherein RS and
R6, independently of each other) represent 10 a hydrogen atom or alkyl
group) R' represents a hydrogen atom, and R8 represents a hydrogen atom,
halogen atom, alkyl group or alkynyl group; Rs -C-C ~ ~ ~ ( b > ~R~o
wherein R9 represents a hydrogen atom, and Rl represents 15 a hydrogen
atom, halogen atom, alkyl group or alkynyl group; R~~\ .R'2 ~~%~ R' 3 ( c )
918   wherein R11 are R12 both represent hydrogen atoms, and R13 



represents a hydrogen atom, halogen atom, alkyl group or alkynyl group; R15
R16 (d) '~1 / X 5 wherein X1 represents NH) NOH, N, O or S, R14 represents
a hydrogen atom, halogen atom, acyl group, N alkylcarbamoyl group,
N,N-dialkylcarbamoyl group or alkyl group, R15 represents a hydrogen atom
or halogen atom, and R16 represents a hydrogen atom, halogen atom, 10 alkyl
group or alkynyl group; R17 3i X4 t$ (e) X I ' ~ R ~2 wherein XZ represents
NH, O or S, X3 represents N, C or CH, x4 represents N, C or CH, R1'
represents a hydrogen atom) and R18 represents a hydrogen atom, halogen
atom, 15 alkyl group or alkynyl group, excluding the cases where X3 and X4
are combinations of C and CH, and are both C or CH; 919   ~o Rz ~ ( f > / /
wherein N indicates that 1 or 2 carbon atoms of the ring 



substituted by R19 have been substituted by a nitrogen atom, R19 and Rz
both represent hydrogen atoms, and Rzl 5 represents a hydrogen atom, cyano
group, halogen atom, alkyl group, alkenyl group, alkynyl group or
halogenoalkyl group; ~Z3 Rzz -\X / Rz3 (6) Z R24 wherein XS represents CHz,
CH, N or NH, Z1 represents N) 10 NH or O, Zz represents CHz, CH, C or N, Z3
represents CHz, CH, S, SOz or C=O, XS-Zz indicates that X5 and Zz are
bonded to each other by a single bond or double bond, Rzz represents a
hydrogen atom, Rz3 represents a hydrogen atom, halogen atom, alkyl group or
alkynyl group, and R24 15 represents a hydrogen atom; s Rzs X zs / R (h)
wherein X6 represents O, Rzs represents a hydrogen atom, 920   and Rz6
represents a hydrogen atom, halogen atom) alkyl group or alkynyl group; or
34 35 R 4 5 R 



6 R3s ( 1 ) 1 8 wherein numerals 1 to 8 indicate positions, each N 5
indicates that any one of carbon atoms of positions 1 to 4 and any one of
carbon atoms of positions 5 to 8 has been substituted by a nitrogen atom,
R34 represents a hydrogen atom or halogen atom, R35 represents a hydrogen
atom or halogen atom, and R36 represents a hydrogen atom, 10 halogen atom,
alkyl group or alkynyl group. 26. The compound, the salt thereof, the
solvate thereof, or the N-oxide thereof according to any one of claims 17
to 21, wherein the group Q4 is a 4-chlorostyryl, 4-fluorostyryl)
4-bromostyryl, 4-ethynylstyryl, 4 15 chlorophenylethynyl,
4-fluorophenylethynyl, 4 bromophenylethynyl) 4-ethynylphenylethynyl,
6-chloro-2naphthyl, 6-fluoro-2-naphthyl) 6-bromo-2-naphthyl,
6ethynyl-2-naphthyl, 7-chloro-2-naphthyl, 7-fluoro-2naphthyl,
7-bromo-2-naphthyl, 7-ethynyl-2-naphthyl, 5 20 chloroindol-2-yl,
5-fluoroindol-2-yl, 5-bromoindol-2-yl, 5-ethynylindol-2-yl,
5-methylindol-2-yl) 5-chloro-4 fluoroindol-2-yl,
5-chloro-3-fluoroindol-2-yl, 3-bromo 5-chloroindol-2-yl)
3-chloro-5-fluoroindol-2-yl, 3 921   bromo-5-fluoroindol-2-yl,
5-bromo-3-chloroindol-2-yl, 5bromo-3-fluoroindol-2-yl,
5-chloro-3-formylindol-2-yl, 5-fluoro-3-formylindol-2-yl)
5-bromo-3-formylindol-2-yl, 5-ethynyl-3-formylindol-2-yl, 5-chloro-3-(N,N 5
dimethylcarbamoyl)indol-2-yl, 5-fluoro-3-(N,Ndimethylcarbamoyl)indol-2-yl,
5-bromo-3-(N,Ndimethylcarbamoyl)indol-2-yl,
5-ethynyl-3-(N,Ndimethylcarbamoyl)indol-2-yl, 6-chloroindol-2-yl,
6fluoroindol-2-yl) 6-bromoindol-2-yl, 6-ethynylindol-2-yl, 10
6-methylindol-2-yl, 5-chlorobenzothiophen-2-yl, 5fluorobenzothiophen-2-yl)
5-bromobenzothiophen-2-yl, 5ethynylbenzothiophen-2-yl,
5-methylbenzothiophen-2-yl, 5-chloro-4-fluorobenzothiophen-2-yl,
6-chlorobenzothiophen-2-yl, 6-fluorobenzothiophen-2-yl, 6 15
bromobenzothiophen-2-yl, 6-ethynylbenzothiophen-2-yl,
6methylbenzothiophen-2-yl, 5-chlorobenzofuran-2-yl, 5fluorobenzofuran-2-yl,
5-bromobenzofuran-2-yl, 5ethynylbenzofuran-2-yl, 5-methylbenzofuran-2-yl,
5chloro-4-fluorobenzofuran-2-yl, 6-chlorobenzofuran-2-yl, 20
6-fluorobenzofuran-2-yl, 6-bromobenzofuran-2-yl, 6ethynylbenzofuran-2-yl,
6-methylbenzofuran-2-yl, 5chlorobenzimidazol-2-yl,
5-fluorobenzimidazol-2-yl, 5bromobenzimidazol-2-yl,
5-ethynylbenzimidazol-2-yl, 6chloroquinolin-2-yl, 6-fluoroquinolin-2-yl, 6
25 bromoquinolin-2-yl, 6-ethynylquinolin-2-yl, 7chloroquinolin-3-yl)
7-fluoroquinolin-3-yl, 7bromoquinolin-3-yl) 7-ethynylquinolin-3-yl, 7 



922   chloroisoquinolin-3-yl, 7-fluoroisoquinolin-3-yl,
7bromoisoquinolin-3-yl, 7-ethynylisoquinolin-3-yl, 7chlorocinnolin-3-yl,
7-fluorocinnolin-3-yl, 7bromocinnolin-3-yl) 7-ethynylcinnolin-3-yl,
7-chloro-2H 5 chromen-3-yl, 7-fluoro-2H-chromen-3-yl)
7-bromo-2Hchromen-3-yl, 7-ethynyl-2H-chromen-3-yl,
6-chloro-4-oxo1,4-dihydroquinolin-2-yl)
6-fluoro-4-oxo-1,4dihydroquinolin-2-yl,
6-bromo-4-oxo-1,4-dihydroquinolin2-yl)
6-ethynyl-4-oxo-1,4-dihydroquinolin-2-yl, 6 10
chloro-4-oxo-1,4-dihydroquinazolin-2-yl,
6-fluoro-4-oxo1,4-dihydroquinazolin-2-yl,
6-bromo-4-oxo-1,4-dihydroquinazolin-2-yl,
6-ethynyl-4-oxo-1,4-dihydroquinazolin2-yl,
2-chlorothieno[2,3-b]pyrrol-5-yl) 2fluorothieno[2,3-b]pyrrol-5-yl,
2-bromothieno[2,3-b] 15 pyrrol-5-yl or 2-ethynylthieno[2,3-b]pyrrol-5-yl
group. 27. The compound, the salt thereof) the solvate thereof, or the
N-oxide thereof according to any one of claims 17 to 26) wherein T1 is a
carbonyl group. 28. The compound according to Claim 1, which is 20
represented by the general formula (1): Qi-Q2-To_N(Ri) _Qs_N(Ra) _Ti-Qa (1)
wherein R1 and R2, independently of each other) represent a hydrogen atom,
hydroxyl group, alkyl group or alkoxy 25 group; Q1 represents a saturated
or unsaturated) 5- or 6membered cyclic hydrocarbon group which may be 923
substituted, a saturated or unsaturated, 5- to 7membered heterocyclic group
which may be substituted, a saturated or unsaturated, bicyclic or tricyclic
fused hydrocarbon group which may be substituted, or a 5 saturated or
unsaturated, bicyclic or tricyclic fused heterocyclic group which may be
substituted; Q2 represents a single bond, a saturated or unsaturated, 5- or
6-membered divalent cyclic hydrocarbon group which may be substituted, a
saturated 10 or unsaturated, 5- to 7-membered divalent heterocyclic group
which may be substituted) a saturated or unsaturated, divalent bicyclic or
tricyclic fused hydrocarbon group which may be substituted) or a saturated
or unsaturated, divalent bicyclic or tricyclic 15 fused heterocyclic group
which may be substituted; Q3 represents the following group: R3 Q5 R 4 in
which QS means an alkylene group having 1 to 8 carbon atoms, an alkenylene
group having 2 to 8 carbon atoms or 



20 a group - (CHZ) m-CH2-A-CHZ- (CHz) n-, in which m and n are
independently of each other 0 or an integer of 1-3, and A means an oxygen
atom) nitrogen atom, sulfur atom, -SO-, -SOZ-, -NH-, -O-NH-, -NH-NH-,
-S-NH-, -SO-NH- or -SOZ-NH-, and R3 and R4 are substituents on carbon
atoms) of a 924   ring comprising QS and are independently of each other a
hydrogen atom, hydroxyl group) alkyl group, alkenyl group, alkynyl group,
halogen atom, halogenoalkyl group) cyano group) cyanoalkyl group, amino
group, aminoalkyl 5 group, N-alkylaminoalkyl group, N,N-dialkylaminoalkyl
group) acyl group, acylalkyl group, acylamino group which may be
substituted, alkoxyimino group, hydroxyimino group, acylaminoalkyl group,
alkoxy group, alkoxyalkyl group, hydroxyalkyl group, carboxyl group) 10
carboxyalkyl group, alkoxycarbonyl group, alkoxycarbonylalkyl group,
alkoxycarbonylalkylamino group) carboxyalkylamino group,
alkoxycarbonylamino group, alkoxycarbonylaminoalkyl group, carbamoyl group,
N-alkylcarbamoyl group which may have a substituent on 15 the alkyl group,
N,N-dialkylcarbamoyl group which may have a substituent on the alkyl
group(s)) Nalkenylcarbamoyl group, N-alkenylcarbamoylalkyl group,
N-alkenyl-N-alkylcarbamoyl group, N-alkenyl-Nalkylcarbamoylalkyl group,
N-alkoxycarbamoyl group, N 20 alkyl-N-alkoxycarbamoyl group,
N-alkoxycarbamoylalkyl group, N-alkyl-N-alkoxycarbamoylalkyl group,
carbazoyl group which may be substituted by 1 to 3 alkyl groups,
alkylsulfonyl group, alkylsulfonylalkyl group, 3- to 6membered heterocyclic
carbonyl group which may be 25 substituted, carbamoylalkyl group,
N-alkylcarbamoylalkyl group which may have a substituent on the alkyl
group(s), N,N-dialkylcarbamoylalkyl group which may have a 925
substituent on the alkyl group(s)) carbamoyloxyalkyl group,
N-alkylcarbamoyloxyalkyl group, N,Ndialkylcarbamoyloxyalkyl group, 3- to
6-membered heterocyclic carbonylalkyl group which may be 5 substituted, 3-
to 6-membered heterocyclic carbonyloxyalkyl group which may be substituted,
aryl group, aralkyl group, heteroaryl group, heteroarylalkyl group,
alkylsulfonylamino group) arylsulfonylamino group, alkylsulfonylaminoalkyl
group, arylsulfonylaminoalkyl 10 group) alkylsulfonylaminocarbonyl group,
arylsulfonylaminocarbonyl group, alkylsulfonylaminocarbonylalkyl group,
arylsulfonylaminocarbonylalkyl group) oxo group, carbamoyloxy group,
aralkyloxy group, carboxyalkyloxy group, acyloxy group, acyloxyalkyl group)
15 arylsulfonyl group, alkoxycarbonylalkylsulfonyl group) 



carboxyalkylsulfonyl group) alkoxycarbonylacyl group,
alkoxyalkyloxycarbonyl group, hydroxyacyl group) alkoxyacyl group,
halogenoacyl group, carboxyacyl group, aminoacyl group, acyloxyacyl group,
acyloxyalkylsulfonyl 20 group, hydroxyalkylsulfonyl group,
alkoxyalkylsulfonyl group, 3- to 6-membered heterocyclic sulfonyl group
which may be substituted, N-alkylaminoacyl group, N,Ndialkylaminoacyl
group, N,N-dialkylcarbamoylacyl group which may have a substituent on the
alkyl group(s), N,N 25 dialkylcarbamoylalkylsulfonyl group which may have a
substituent on the alkyl group(s), alkylsulfonylacyl group,
aminocarbothioyl group, N-alkylaminocarbothioyl 926   group,
N,N-dialkylaminocarbothioyl group or alkoxyalkyl(thiocarbonyl) group, or R3
and R4, together with each other, denote an alkylene group having 1 to 5
carbon atoms, alkenylene group having 2 to 5 carbon 5 atoms, alkylenedioxy
group having 1 to 5 carbon atoms or carbonyldioxy group; Q4 represents an
aryl group which may be substituted) an arylalkenyl group which may be
substituted, an arylalkynyl group which may be 10 substituted, a heteroaryl
group which may be substituted, a heteroarylalkenyl group which may be
substituted, a saturated or unsaturated, bicyclic or tricyclic fused
hydrocarbon group which may be substituted, or a saturated or unsaturated,
bicyclic or tricyclic fused 15 heterocyclic group which may be substituted;
T represents a carbonyl or thiocarbonyl group; and T1 represents group -C
(=0) -C (=O) -N (R~ ) -, group -C (=S) -C (=O) -N (R~) -, group -C (=O) -C
(=S) -N (R~ ) -, group -C(=S)-C(=S)-N(R~)-, in which R' means a hydrogen
atom, 20 hydroxyl group, alkyl group or alkoxy group, group -C (=O) -Al-N
(R~~) -, in which A1 means an alkylene group having 1 to 5 carbon atoms,
which may be substituted, and R" means a hydrogen atom, hydroxyl group,
alkyl group or alkoxy group, group -C(=O)-NH-, group -C(=S) 25 NH-, group
-C(=O)-NH-NH-, group -C(=O)-AZ-C(=O)-, in which AZ means a single bond or
alkylene group having 1 to 5 carbon atoms, group -C(=O)-A3-C(=O)-NH-, in
which A3 927   means an alkylene group having 1 to 5 carbon atoms, group -C
(=0) -C (=NORa) -N(Rb) -, group -C (=S) -C (=NORa) -N (Rb) -, in which Ra
means a hydrogen atom) alkyl group or alkanoyl group, and Rb means a
hydrogen atom, hydroxyl 5 group, alkyl group or alkoxy group, group
-C(=O)-N=N-, 



group -C(=S)-N=N-, group -C(=NOR)-C(-O)-N(Rd)-, in which R means a hydrogen
atom, alkyl group, alkanoyl group, aryl group or aralkyl group, and Rd
means a hydrogen atom, hydroxyl group, alkyl group or alkoxy group, group
10 C (=N-N (Re) (Rf) ) -C (=O) -N (Rg) -, in which Re and Rf, independently
of each other, mean a hydrogen atom) alkyl group, alkanoyl or
alkyl(thiocarbonyl) group, and Rg means a hydrogen atom, hydroxyl group)
alkyl group or alkoxy group, or thiocarbonyl group, 15 a salt thereof, a
solvate thereof, or an N-oxide thereof. 29. The compound, the salt thereof,
the solvate thereof, or the N-oxide thereof according to Claim 28, wherein
the group Q1 is a saturated or unsaturated, bicyclic or tricyclic fused
hydrocarbon group which may 20 be substituted) or a saturated or
unsaturated, bicyclic or tricyclic fused heterocyclic group which may be
substituted, and QZ is a single bond. 30. The compound, the salt thereof,
the solvate thereof, or the N-oxide thereof according to Claim 28 or 25 29,
wherein the group Q1 is a thienopyridyl group which may be substituted,
tetrahydrothienopyridyl group which may be substituted) thiazolopyridyl
group which may be 928   substituted, tetrahydrothiazolopyridyl group which
may be substituted, thiazolopyridazinyl group which may be substituted,
tetrahydrothiazolopyridazinyl group which may be substituted,
pyranothiazolyl group which may be 5 substituted, dihydropyranothiazolyl
group which may be substituted, furopyridyl group which may be substituted,
tetrahydrofuropyridyl group which may be substituted, oxazolopyridyl group
which may be substituted, tetrahydrooxazolopyridyl group which may be
substituted, 10 pyrrolopyridyl group which may be substituted,
dihydropyrrolopyridyl group which may be substituted,
tetrahydropyrrolopyridyl group which may be substituted, pyrrolopyrimidinyl
group which may be substituted, dihydropyrrolopyrimidinyl group which may
be substituted) 15 oxazolopyridazinyl group which may be substituted,
tetrahydrooxazolopyridazinyl group which may be substituted,
pyrrolothiazolyl group which may be substituted, dihydropyrrolothiazolyl
group which may be substituted, pyrrolooxazolyl group which may be 20
substituted, dihydropyrrolooxazolyl group which may be substituted,
substituted, substituted, substituted, 25 be substitut substituted,
substituted, benzothiazolyl group which may be tetrahydrobenzothiazolyl
group which may be thiazolopyrimidinyl group which may be
dihydrothiazolopyrimidinyl group which may ed, benzoazepinyl group which
may be tetrahydrobenzoazepinyl group which may be thiazoloazepinyl group
which may be 929 



substituted, tetrahydrothiazoloazepinyl group which may be substituted)
thienoazepinyl group which may be substituted, tetrahydrothienoazepinyl
group which may be substituted, 4,5,6,7-tetrahydro-5,6 5
tetramethylenethiazolopyridazinyl group which may be substituted, or
5,6-trimethylene-4,5,6,7-tetrahydrothiazolopyridazinyl group which may be
substituted. 31. The compound, the salt thereof, the solvate thereof, or
the N-oxide thereof according to any one of 10 claims 28 to 30, wherein the
substituent(s) on the group Q1 are 1 to 3 substituent(s) selected from a
hydroxyl group, halogen atoms, halogenoalkyl groups, an amino group) a
cyano group, an amidino group, a hydroxyamidino group, C1-C6 alkyl groups,
C3-C6 cycloalkyl C1-C6 alkyl 15 groups, hydroxy C1-C6 alkyl groups, C1-C6
alkoxy groups, C1-C6 alkoxy C1-C6 alkyl groups, a carboxyl group, Cz-C6
carboxyalkyl groups, CZ-C6 alkoxycarbonyl C1-C6 alkyl groups, amidino
groups substituted by a Cz-C6 alkoxycarbonyl group, CZ-C6 alkenyl groups,
C2-C6 alkynyl 20 groups, CZ-C6 alkoxycarbonyl groups, amino C1-C6 alkyl
groups, C1-C6 alkyl amino C1-C6 alkyl groups, di (C1-C6 alkyl)amino C1-C6
alkyl groups, CZ-C6 alkoxycarbonylaminoC1-C6 alkyl groups, C1-C6 alkanoyl
groups, C1-C6 alkanoylamino C1-C6 alkyl groups, C1-C6 alkylsulfonyl 25
groups, C1-C6 alkylsulfonylamino C1-C6 alkyl groups, a carbamoyl group,
C1-C6 alkylcarbamoyl groups, N, N-di (C1-C6 alkyl) carbamoyl groups, C1-C6
alkyl amino groups, di (C1-C6 930   alkyl)amino groups, 5- or 6-membered
heterocyclic groups containing one of nitrogen, oxygen and sulfur or the
same or different two atoms thereof, 5- or 6-membered heterocyclic-C1-C4
alkyl group, and 5- or 6-membered 5 heterocyclic-amino-C1-Cq alkyl group.
32. The compound, the salt thereof) the solvate thereof, or the N-oxide
thereof according to any one of claims 28 to 31, wherein the group Q3 is R3
Q5 R4 10 wherein Q5 means an alkylene group having 3 to 6 carbon atoms or a
group - (CHz)m-CHZ-A-CH2- (CH2)n-, in which m and n are independently of
each other 0 or 1, and A has the same meaning as defined above, and R3 and
R4 are independently of each other a hydrogen atom, hydroxyl 15 group,
alkyl group, alkenyl group, alkynyl group, halogen atom, halogenoalkyl
group, amino group, hydroxyimino group, alkoxyimino group, aminoalkyl
group, N-alkylaminoalkyl group, N,N-dialkylaminoalkyl group, acyl group,
acylalkyl group, acylamino group which may 20 be substituted,
acylaminoalkyl group, alkoxy group, alkoxyalkyl group, hydroxyalkyl group,
carboxyl group, carboxyalkyl group, alkoxycarbonyl group,
alkoxycarbonylalkyl group, alkoxycarbonylamino group,
alkoxycarbonylaminoalkyl group, carbamoyl group, N 931 



alkylcarbamoyl group which may have a substituent on the alkyl group,
N,N-dialkylcarbamoyl group which may have a substituent on the alkyl
group(s), N-alkenylcarbamoyl group, N-alkenylcarbamoylalkyl group,
N-alkenyl-N 5 alkylcarbamoyl group, N-alkenyl-N-alkylcarbamoylalkyl group,
N-alkoxycarbamoyl group, N-alkyl-Nalkoxycarbamoyl group,
N-alkoxycarbamoylalkyl group, Nalkyl-N-alkoxycarbamoylalkyl group,
carbazoyl group which may be substituted by 1 to 3 alkyl groups, 10
alkylsulfonyl group, alkylsulfonylalkyl group, 3- to 6 membered
heterocyclic carbonyl group which may be substituted) 3- to 6-membered
heterocyclic carbonyloxyalkyl group which may be substituted,
carbamoylalkyl group, carbamoyloxyalkyl group, N 15 alkylcarbamoyloxyalkyl
group) N,N dialkylcarbamoyloxyalkyl group, N-alkylcarbamoylalkyl group
which may have a substituent on the alkyl group(s),
N,N-dialkylcarbamoylalkyl group which may have a substituent on the alkyl
group(s), alkylsulfonylamino 20 group, alkylsulfonylaminoalkyl group, oxo
group, acyloxy group, acyloxyalkyl group, arylsulfonyl group,
alkoxycarbonylalkylsulfonyl group, carboxyalkylsulfonyl group,
alkoxycarbonylacyl group, carboxyacyl group, alkoxyalkyloxycarbonyl group,
halogenoacyl group, N,N 25 dialkylaminoacyl group, acyloxyacyl group,
hydroxyacyl group, alkoxyacyl group, alkoxyalkylsulfonyl group,
N,Ndialkylcarbamoylacyl group, N,N 932   dialkylcarbamoylalkylsulfonyl
group, alkylsulfonylacyl group, aminocarbothioyl group,
N-alkylaminocarbothioyl group, N,N-dialkylaminocarbothioyl group or
alkoxyalkyl(thiocarbonyl) group. 5 33. The compound, the salt thereof, the
solvate thereof, or the N-oxide thereof according to any one of claims 28
to 31, wherein the group Q3 is R 3 e5 R 4 wherein QS means an alkylene
group having 4 carbon atoms, 10 R3 is a hydrogen atom, and R4 is an
N,N-dialkylcarbamoyl group which may have a substituent on the alkyl
group(s). 34. The compound, the salt thereof, the solvate 



thereof, or the N-oxide thereof according to any one of claims 28 to 31,
wherein the group Q3 is R3 Q5 R4 15 wherein Q5 means an alkylene group
having 4 carbon atoms, R3 is a hydrogen atom, and R4 is an
N,N-dimethylcarbamoyl group. 35. The compound, the salt thereof, the
solvate 20 thereof, or the N-oxide thereof according to any one of claims
28 to 34, wherein the group Q4 is a group selected 933   from a phenyl
group which may be substituted, a pyridyl group which may be substituted, a
pyridazinyl group which may be substituted, a pyrazinyl group which may be
substituted, a furyl group which may be substituted, a 5 thienyl group
which may be substituted, a pyrrolyl group which may be substituted, a
thiazolyl group which may be substituted, an oxazolyl group which may be
substituted, a pyrimidinyl group which may be substituted and a tetrazolyl
group which may be substituted, 10 36. The compound, the salt thereof) the
solvate thereof, or the N-oxide thereof according to any one of claims 28
to 35, wherein the substituent(s) on the group Q4 are 1 to 3 substituents
selected from a hydroxyl group, halogen atoms, halogenoalkyl groups, an
amino group, a 15 cyano group, aminoalkyl groups, a nitro group,
hydroxyalkyl groups, alkoxyalkyl groups, a carboxyl group, carboxyalkyl
groups, alkoxycarbonylalkyl groups, acyl groups, an amidino group, a
hydroxyamidino group) linear) branched or cyclic alkyl groups having 1 to 6
20 carbon atoms, linear, branched or cyclic alkoxy groups having 1 to 6
carbon atoms, amidino groups substituted by a linear, branched or cyclic
alkoxycarbonyl group having 2 to 7 carbon atoms, linear, branched or cyclic
alkenyl groups having 2 to 6 carbon atoms, linear or 25 branched alkynyl
groups having 2 to 6 carbon atoms, linear, branched or cyclic
alkoxycarbonyl groups having 2 to 6 carbon atoms, a carbamoyl group) mono-
or di 934  



alkylcarbamoyl groups substituted by a linear, branched or cyclic alkyl
groups having 1 to 6 carbon atoms on the nitrogen atom(s), mono- or
di-alkylamino groups substituted by linear, branched or cyclic alkyl groups
5 having 1 to 6 carbon atoms, and 5- or 6-membered nitrogen-containing
heterocyclic groups. 37. The compound, the salt thereof, the solvate
thereof, or the N-oxide thereof according to any one of claims 28 to 34,
wherein the group Q4 is R27 28 R (i) 10  wherein Rz' and R28, independently
of each other, represent a hydrogen atom, hydroxyl group, vitro group,
amino group) cyano group, halogen atom, alkyl group) alkenyl group, alkynyl
group, halogenoalkyl group) 15 hydroxyalkyl group, alkoxy group,
alkoxyalkyl group, carboxyl group, carboxyalkyl group, acyl group)
carbamoyl group) N-alkylcarbamoyl group, N,Ndialkylcarbamoyl group,
alkoxycarbonyl group, amidino group or alkoxycarbonylalkyl group; R29 E'
~~R3o /E2 ( ~ ) N~ 20 wherein E1 and Ez, independently of each other,
represent 935   N or CH, and Rz9 and R3, independently of each other,
represent a hydrogen atom, hydroxyl group, nitro group, amino group, cyano
group, halogen atom, alkyl group, alkenyl group, alkynyl group,
halogenoalkyl group, 5 hydroxyalkyl group, alkoxy group, alkoxyalkyl group)
carboxyl group, carboxyalkyl group, acyl group, carbamoyl group,
N-alkylcarbamoyl group, N,Ndialkylcarbamoyl group, alkoxycarbonyl group,
amidino group or alkoxycarbonylalkyl group; or Y' R3z (k) Y2 



10 wherein Y1 represents CH or N, YZ represents -N (R33) -, in which R33
means a hydrogen atom or alkyl group having 1 to 6 carbon atoms, O or S,
and R31 and R32, independently of each other, represent a hydrogen atom,
hydroxyl group, 15 nitro group, amino group, cyano group) halogen atom,
alkyl group) alkenyl group, alkynyl group, halogenoalkyl group,
hydroxyalkyl group, alkoxy group, alkoxyalkyl group, carboxyl group,
carboxyalkyl group, acyl group, carbamoyl group, N-alkylcarbamoyl group,
N,N 20 dialkylcarbamoyl group, alkoxycarbonyl group, amidino group or
alkoxycarbonylalkyl group. 38. The compound) the salt thereof, the solvate
thereof, or the N-oxide thereof according to any one of claims 28 to 34,
wherein the group Q4 is 936   i R27 za R (i) wherein RZ' is a hydrogen atom
or halogen atom, and R28 is a hydrogen atom, halogen atom, alkyl group or
alkynyl group; RZs E~~~ Rao (J ) i E2 N 5 wherein E1 and E2, independently
of each other, represent N or CH, R29 is a hydrogen atom or halogen atom,
and R3o 



is a hydrogen atom) halogen atom, alkyl group or alkynyl group; or Ray ~-
R32 (k) Y 10 wherein Y1 is CH or N) Y2 is -N (R33) -, in which R33 means a
hydrogen atom or alkyl group having 1 to 6 carbon atoms, O or S, and R31 is
a hydrogen atom or halogen atom and R32 is a hydrogen atom, halogen atom,
alkyl group or 15 alkynyl group. 39. The compound, the salt thereof, the
solvate thereof, or the N-oxide thereof according to any one of claims 28
to 34, wherein the group Q4 is a phenyl, 4 937   chlorophenyl)
4-fluorophenyl, 4-bromophenyl, 4ethynylphenyl, 3-chlorophenyl,
3-fluorophenyl, 3bromophenyl, 3-ethynylphenyl, 3-chloro-4-fluorophenyl)
4-chloro-3-fluorophenyl, 4-chloro-2-fluorophenyl) 2 5
chloro-4-fluorophenyl, 4-bromo-2-fluorophenyl, 2-bromo 4-fluorophenyl,
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,4-dibromophenyl,
4-chloro-3-methylphenyl, 4-fluoro-3methylphenyl, 4-bromo-3-methylphenyl,
4-chloro-2methylphenyl, 4-fluoro-2-methylphenyl, 4-bromo-2 10 methylphenyl,
3,4-dichlorophenyl) 3,4-difluorophenyl, 3,4-dibromophenyl, 2-pyridyl,
3-pyridyl, 4-pyridyl) 4chloro-2-pyridyl, 4-fluoro-2-pyridyl,
4-bromo-2-pyridyl) 4-ethynyl-2-pyridyl) 4-chloro-3-pyridyl)
4-fluoro-3pyridyl, 4-bromo-3-pyridyl, 4-ethynyl-3-pyridyl) 5 15
chloro-2-pyridyl, 5-fluoro-2-pyridyl, 5-bromo-2-pyridyl,
5-ethynyl-2-pyridyl, 4-chloro-5-fluoro-2-pyridyl,
5chloro-4-fluoro-2-pyridyl, 5-chloro-3-pyridyl, 5-fluoro3-pyridyl,
5-bromo-3-pyridyl, 5-ethynyl-3-pyridyl, 6chloro-3-pyridazinyl,
6-fluoro-3-pyridazinyl, 6-bromo-3 20 pyridazinyl, 6-ethynyl-3-pyridazinyl,
5-chloro-2thiazolyl, 5-fluoro-2-thiazolyl, 5-bromo-2-thiazolyl or
5-ethynyl-2-thiazolyl. 40. The compound, the salt thereof, the solvate
thereof, or the N-oxide thereof according to any one of 25 claims 28 to 39,
wherein the group T1 is a group -C(=O) C(=O) -N(R~) -, group -C(~S) -C(=O)
-N(R~) -, group -C(=O) C(=S)-N(R~)- or group -C(=S)-C(=S)-N(R~)-. 938 



41. A medicine comprising the compound, the salt thereof, the solvate
thereof, or the N-oxide thereof according to any one of claims 1 to 40. 42.
An activated blood coagulation factor X 5 inhibitor comprising the
compound, the salt thereof, the solvate thereof, or the N-oxide thereof
according to any one of claims 1 to 40. 43. An anticoagulant comprising the
compound, the salt thereof, the solvate thereof, or the N-oxide 10 thereof
according to any one of claims 1 to 40. 44. An agent for preventing and/or
treating thrombosis or embolism, comprising the compound, the salt thereof,
the solvate thereof, or the N-oxide thereof according to any one of claims
1 to 40. 15 45. An agent for preventing and/or treating cerebral
infarction, cerebral embolism, myocardial infarction, angina pectoris,
pulmonary infarction, pulmonary embolism, Buerger's disease, deep venous
thrombosis, disseminated intravascular coagulation 20 syndrome, thrombus
formation after valve or joint replacement, thrombus formation and
reocclusion after angioplasty, systemic inflammatory response syndrome
(SIRS), multiple organ dysfunction syndrome (MODS), thrombus formation
during extracorporeal circulation, or 25 blood clotting upon blood drawing,
comprising the compound, the salt thereof, the solvate thereof, or the
N-oxide thereof according to any one of claims 1 to 40. 939   46. A
medicinal composition comprising the compound, the salt thereof, the
solvate thereof, or the N-oxide thereof according to any one of claims 1 to
40, and a pharmaceutically acceptable carrier. 5 47. Use of the compound,
the salt thereof, the solvate thereof, or the N-oxide thereof according to
any one of claims 1 to 40 for preparation of a medicine. 48. Use of the
compound) the salt thereof, the solvate thereof, or the N-oxide thereof
according to any 



10 one of claims 1 to 40 for preparation of an activated blood coagulation
factor X inhibitor. 49. Use of the compound, the salt thereof, the solvate
thereof, or the N-oxide thereof according to any one of claims 1 to 40 for
preparation of an 15 anticoagulant. 50. Use of the compound, the salt
thereof, the solvate thereof, or the N-oxide thereof according to any one
of claims 1 to 40 for preparation of an agent for preventing and/or
treating thrombosis or embolism. 20 51. Use of the compound, the salt
thereof, the solvate thereof, or the N-oxide thereof according to any one
of claims 1 to 40 for preparation of an agent for preventing and/or
treating cerebral infarction, cerebral embolism, myocardial infarction,
angina pectoris, 25 pulmonary infarction, pulmonary embolism, Buerger's
disease, deep venous thrombosis, disseminated intravascular coagulation
syndrome, thrombus formation 940   after valve or joint replacement,
thrombus formation and reocclusion after angioplasty, systemic inflammatory
response syndrome (SIRS), multiple organ dysfunction syndrome (MODS),
thrombus formation during 5 extracorporeal circulation, or blood clotting
upon blood drawing. 52. A method for treating thrombosis or embolism, which
comprises administering an effective amount of the compound, the salt
thereof, the solvate thereof, or the 10 N-oxide thereof according to any
one of claims 1 to 40. 53. A method for treating cerebral infarction,
cerebral embolism, myocardial infarction, angina pectoris, pulmonary
infarction, pulmonary embolism, Buerger's disease, deep venous thrombosis,
disseminated 15 intravascular coagulation syndrome, thrombus formation
after valve or joint replacement, thrombus formation and reocclusion after
angioplasty, systemic inflammatory response syndrome (SIRS), multiple organ
dysfunction syndrome (MODS), thrombus formation during 20 extracorporeal
circulation, or blood clotting upon blood 



drawing, which comprises administering an effective amount of the compound,
the salt thereof, the solvate thereof, or the N-oxide thereof according to
any one of claims 1 to 40. 25 54. A compound represented by the following
general formula (4): HN (R1) -Q3-N (RZ) -T1-Q4 (4) 941   wherein R1, Rz and
T1 have the same meanings as defined in claim 1, Q3 represents the
following group: R3 Q5 R 4 wherein Q5, R3 and R4 have the same meanings as
defined 5 in claim 1, and Q4 represents an aryl group which may be
substituted, a heteroaryl group which may be substituted, a saturated or
unsaturated, bicyclic or tricyclic fused hydrocarbon group which may be
substituted, or a saturated or unsaturated, bicyclic or tricyclic fused 10
heterocyclic group which may be substituted; a salt thereof, a solvate
thereof) or an N-oxide thereof. 55. A compound represented by the following
general formula (9): Q1-Qz-C(=O) -N(R1) -Q3-NHRZ (9) 15 wherein Qz, R1 and
RZ have the same meanings as defined in claim 1, Q1 represents a saturated
or unsaturated, bicyclic or tricyclic fused heterocyclic group which may be
substituted, and Q3 represents the following group: R3 Q5 R4 20 in which
Q5, R3 and R4 have the same meanings as defined 



in claim 1, a salt thereof, a solvate thereof, or an N 942   oxide thereof.
56. A compound represented by the following general formula (4): HN (R11
-Q3-N (R2) -T1-Q4 (4) 5 wherein R1, Rz and T1 have the same meanings as
defined in claim 17, Q3 represents the following group: R3 Q5 R4 wherein
Q5, R3 and R4 have the same meanings as defined in claim 17, and Q4
represents an aryl group which may be 10 substituted, a heteroaryl group
which may be substituted, a saturated or unsaturated, bicyclic or tricyclic
fused hydrocarbon group which may be substituted, or a saturated or
unsaturated, bicyclic or tricyclic fused heterocyclic group which may be
substituted; 15 and a salt thereof, a solvate thereof, or an N-oxide
thereof. 57. A compound represented by the following general formula (9):
Q1-Qz-C (=O) -N (R1) -Q3-NHRZ (9) 20 wherein Q2, R1 and RZ have the same
meanings as defined in claim 17, Q1 represents a saturated or unsaturated,
bicyclic or tricyclic fused heterocyclic group which may be substituted,
and Q3 represents the following group: 



943   R3 Q5 R4 in which Q5, R3 and R4 have the same meanings as defined in
claim 17, a salt thereof, a solvate thereof, or an Noxide thereof. 5 58. A
compound represented by the following general formula (4): HN(R1) -Q3-N(Rz)
-T1-Q4 (4) wherein R1, Rz and T1 have the same meanings as defined in claim
28, Q3 represents the following group: R3 Q5 R4 10 wherein Q5) R3 and R4
have the same meanings as defined in claim 28, and Q4 represents an aryl
group which may be substituted, a heteroaryl group which may be
substituted, a saturated or unsaturated, bicyclic or tricyclic fused 15
hydrocarbon group which may be substituted, or a saturated or unsaturated,
bicyclic or tricyclic fused heterocyclic group which may be substituted;
and a salt thereof, a solvate thereof, or an N-oxide thereof . 20 59. A
compound represented by the following general formula (9): 944   Q1-Qz-C
(=0) -N (R1) -Q3-NHRZ C9) wherein Q2, R1 and Rz have the same meanings as
defined in claim 28, Q1 represents a saturated or unsaturated, bicyclic or
tricyclic fused heterocyclic group which may 5 be substituted, and Q3
represents the following group: 



R3 ~5 R4 in which Q5, R3 and R4 have the same meanings as defined in claim
28, a salt thereof, a solvate thereof) or an N oxide thereof. 10 945
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