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(57) ABSTRACT 

The present invention relates to a tetracyclic fused hetero 
cyclic compound represented by the following formula [I] 

[I] 

Wherein each symbol is as de?ned in the speci?cation; or a 
pharmaceutically acceptable a salt thereof; and a hepatitis C 
virus (HCV) polymerase inhibitor and a therapeutic agent 
for hepatitis C containing this compound. The compound of 
the present invention shoWs an anti-HCV activity based on 
the HCV polymerase inhibitory activity; and useful as an 
agent for the prophylaxis or treatment of hepatitis C. 
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TETRACYCLIC FUSED HETEROCYCLIC 
COMPOUND AND USE THEREOF AS HCV 

POLYMERASE INHIBITOR 

TECHNICAL FIELD 

[0001] The present invention relates to a tetracyclic fused 
heterocyclic compound or a pharmaceutically acceptable 
salt thereof, Which shows anti-hepatitis C virus (HCV) 
activity, particularly anti-HCV activity based on an RNA 
dependent RNA polymerase inhibitory activity. In addition, 
the present invention relates to a hepatitis C virus poly 
merase inhibitor, an anti-hepatitis C virus agent and a 
therapeutic agent for hepatitis C containing said tetracyclic 
fused heterocyclic compound or a pharmaceutically accept 
able salt thereof. 

BACKGROUND ART 

[0002] In 1989, a main causative virus of non-A non-B 
posttransfusion hepatitis Was found and named hepatitis C 
virus (HCV). Since then, several types of hepatitis viruses 
have been found besides type A, type B and type C, Wherein 
hepatitis caused by HCV is called hepatitis C. 

[0003] The patients infected With HCV are considered to 
involve several percent of the World population, and the 
infection With HCV characteristically becomes chronic. 

[0004] HCV is an envelope RNA virus, Wherein the 
genome is a single strand plus-strand RNA, and belongs to 
the genus Hepacivirus of F lavivirus (from The International 
Committee on Taxonomy of Viruses, International Union of 
Microbiological Societies). Of the same hepatitis viruses, for 
example, hepatitis B virus (HBV), Which is a DNA virus, is 
eliminated by the immune system and the infection With this 
virus ends in an acute infection except for neonates and 
infants having yet immature immunological competence. In 
contrast, HCV somehoW avoids the immune system of the 
host due to an unknown mechanism. Once infected With this 
virus, even an adult having a mature immune system fre 
quently develops persistent infection. When chronic hepa 
titis is associated With the persistent infection With HCV, it 
advances to cirrhosis or hepatic cancer in a high rate. 
Enucleation of tumor by operation does not help much, 
because the patient often develops recurrent hepatic cancer 
due to the sequela in?ammation in non-cancerous parts. In 
addition, there is a report on the involvement of HCV 
infection in dermatosis such as chronic urticaria, lichen 
planus, cryoglobulinemic purpura and the like (The Japa 
nese Journal of Dermatology, Vol. 111, No. 7, pages 1075 
1081, 2001). 
[0005] Thus, an effective therapeutic method of hepatitis 
C is desired. Apart from the symptomatic therapy to sup 
press in?ammation With an anti-in?ammatory agent, the 
development of a therapeutic agent that reduces HCV to a 
loW level free from in?ammation and that eradicates HCV 
has been strongly demanded. 

[0006] At present, a treatment With interferon is the only 
effective method knoWn for the eradication of HCV. HoW 
ever, interferon can eradicate the virus only in about one 
third of the patient population. For the rest of the patients, it 
has no effect or provides only a temporary effect. In recent 
years, polyethylene glycolated interferon has been put to 
practical use, and enhanced effects and reduced side effects 
have been achieved. HoWever, complete response rate still 
remains at a loW level, and therefore, an anti-HCV drug to 
be used in the place of or concurrently With interferon is 
aWaited in great expectation. 
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[0007] In recent years, Ribavirin (1-[3-D-ribofuranosyl 
1H-1,2,4-triaZole-3-carboxamide) has become commer 
cially available as a therapeutic agent for hepatitis C, Which 
is to be used concurrently With interferon. It enhances the 
e?icacy of interferon but only to a loW e?icacy rate, and a 
different novel therapeutic agent for hepatitis C is desired. 

[0008] Also, an attempt has been made to potentiate the 
immunocompetence of the patient With an interferon ago 
nist, an interleukin-12 agonist and the like, thereby to 
eradicate the virus, but an effective pharmaceutical agent has 
not been found yet. 

[0009] In addition, the inhibition of HCV groWth, Wherein 
HCV-speci?c protein is targeted, has been draWing attention 
these days. 

[0010] The gene of HCV encodes a protein such as serine 
protease, RNA helicase, RNA-dependent RNA polymerase 
and the like. These proteins function as a speci?c protein 
essential for the groWth of HCV. 

[0011] One of the speci?c proteins, RNA-dependent RNA 
polymerase (hereinafter to be also brie?y referred to as an 
HCV polymerase), is an enZyme essential for the groWth of 
the virus. The gene replication of HCV having a plus-strand 
RNA gene is considered to involve synthesis of a comple 
mentary minus-strand RNA by the use of the plus-strand 
RNA as a template and using the obtained minus-strand 
RNA as a template, amplifying the plus-strand RNA. The 
portion called NS5B of a protein precursor, that HCV codes 
for, has been found to shoW an RNA-dependent RNA 
polymerase activity (EMBO J., Vol. 15, pages 12-22, 1996), 
and is considered to play a central role in the HCV gene 
replication. 
[0012] Therefore, an HCV polymerase inhibitor can be a 
target in the development of an anti-HCV drug, and the 
development thereof is eagerly aWaited. HoWever, an effec 
tive HCV polymerase inhibitor has not been developed yet, 
like in other attempts to develop an anti-HCV drug based on 
other action mechanisms. As the situation stands, no phar 
maceutical agent can treat hepatitis C satisfactorily. 

[0013] The folloWing describes knoWn compounds com 
paratively similar to the present invention. 

[0014] WO03/099824 discloses the folloWing compound a 
etc. as anti-HCV agents, and teaches that this compound 
shoWs an HCV polymerase inhibitory action (WO03/ 
099824, Example 4 (page 32, line 10-page 35), Table 1 (page 
20)). 

compound 2. 
CN 

OH 

m2 
Me 

[0015] HoWever, the compound of the present invention is 
not disclosed therein and no description suggestive thereof 
is found in the speci?cation. 

[0016] On the other hand, as knoWn tetracyclic fused 
heterocyclic compounds, Whose pharmaceutical use is 
knoWn, the folloWing can be mentioned. 
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[0017] EP226508 discloses that the following compound b 
etc. shoW an anticancerous action (EP226508, Example 2 
(page 4, last lineipage 6, line 2), formula VII of claim 5 
(page 31)). 

compound b 

[0018] Other reference describes following compound c 
etc. and synthetic methods of compounds usable as central 
nervous system agents (Bollettino Chimico Farmaceutico, 
Vol. 120, No. 2, pages 102-107, 1981). 

compound 0 

[0019] HoWever, none of these references discloses the 
compound of the present invention, not to mention disclo 
sure of use of the compounds of these references as antiviral 
agents or description suggestive thereof. 

[0020] As the compounds comparatively similar to the 
compound of the present invention, relating to use other than 
a pharmaceutical agent, the folloWing can be mentioned. 

[0021] JP-A-4-329547 discloses the folloWing compound 
d knoWn as an electronic photographic-sensitized material 
(JP-A-4-329547, formula 52 (page 7, loWer right column)). 

compound d 
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[0022] A different reference discloses the folloWing com 
pound e etc., Wherein its synthetic method is described (J. 
Org. Chem., Vol. 66, No. 2, pages 412-420, 2001, Table 3 
No. 19 (page 415)). 

compound e 

[0023] A yet different reference discloses the folloWing 
compound f etc., Wherein its synthetic method is described 
(Organic Letters, Vol. 4, No. 8, pages 1355-1358, 2002, 
Table 1 No. 17 (page 1357), Scheme 4 (page 1356)). 

compound f 
CF3 

N 

/ 

[0024] Another different reference discloses the folloWing 
compound g etc., Wherein its synthetic method is described 
(J. Org. Chem., Vol. 31, No. 6, pages 2009-2011, 1966, 
Scheme 1 (page 2010)). 

compound g 

Me 
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[0025] However, none of these references discloses the 
compound of the present invention, not to mention disclo 
sure of use of the compounds of these references as an 
antiviral agents or description suggestive thereof. 

[0026] As a therapeutic agent for hepatitis C having an 
indole skeleton, WO03/010140 is knoWn (WO03/010140, 
Example Nos. 1 (page 41), 10 (page 51), 14 (page 57), 18 
(page 60), 20 (page 63), 22 (page 64), compound No. 149 
(page 79)). 
[0027] In this publication, as an anti-HCV agent having a 
polymerase inhibitory activity, the folloWing indole com 
pounds A, B, C, D etc. are described. 

compound A (Ex. 1) 

O 

H 
N 

HO 

/ 

compound B (Ex. 14) 

0 
Me 
/ 

HO N / N 

/ J 

compound C (Ex. 10) 

HO 

\ / Br 

Wherein Ex. means Example No. in the publication. 
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[0028] In this publication, as compounds having other 
skeleton, the folloWing compounds E, F, G etc. are 
described. 

compound E (Ex. 22) 

compound F (Ex. 18) 

O 

O _ 

HO 

\ / N / 

compound G (Ex. 20) 

O 

S _ 

HO 

\ / N / 

[0029] In WO03/010141, as a synthetic intermediate for 
an anti-HCV agent having a polymerase inhibitory activity, 
the above-mentioned compounds etc. are described (WO03/ 
010141, page 92, page 101, page 108, page 112, page 115, 
page 1 1 6). 

[0030] Furthermore, JP-A-2001-247550 (WO01/47883, 
EP1162196A1, US2003/0050320) and WO03/000254 
(U S2003/0050320) describe, as an anti-HCV agent having a 
polymerase inhibitory activity, the folloWing indole com 
pound H etc., benZimidaZole compound I etc. (JP-A-2001 
247550, Example compound Nos. 502 (page 206), 701 
(page 417), 1198 (page 315); WO03/000254, Example com 
pound Nos. 502 (page 206), 701 (page 417), 1198 (page 
315), 371 (page 468), 405 (page 479), 407 (page 480), 423, 
424 (page 485)). 
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-continued 
compound H (EX. 502) compound L (EX. 371) 

compound 1 (Ex. 1198) HCl 

0 

> O 5% %IO N 
no \ 01 

N o 

a] O F 
HO N 

\ O o 
[0031] This publication also describes the following com- N N ( 
pound J etc. as compounds having other skeletons. 

K/NH HCl 

compound M (EX. 424) 

compound 1 (Ex. 701) 

compound N (EX. 423) Cl 

Cl 

O 

\ N nokfj: \>_< >_O O 
N/ N F 

N 

HO \> <\ >_O o 
O-Me 

N N-—< 
Q0 

[0032] The above-mentioned WO03/000254 further 
describes the following benZimidaZole compounds K, L, M, compound 0 (EX' 407) 
N, 0 etc. Cl 

compound K (EX. 405) 

Me — S O F 

Cl 

0 
/& O 

N N—s / 

N 
HO HCl )U \>—©io O N N 

HCl 
[0033] In addition, WO02/04425 describes the folloWing 
benZimidaZole compound P etc. as anti-HCV agents having 
a polymerase inhibitory activity (WO02/04425, entry No. 
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7005 (page 228), Example Nos. 28 (page 84), 148 (page 
163)). 

compound P (Entry # 7005) 

O 

HO N 

\>_< >—O : N 

[0034] In this publication, the following compounds Q, R 
etc. are described as compounds having other skeletons. 

compound Q (Ex. 28) 

O 

\ N — HO“ \>—<:> N/ N N 

compound R (Ex. 148) 

O 

N/ N O 

[0035] WO03/026587 also discloses the following com 
pounds S, T etc. as anti-HCV agents having a polymerase 
inhibitory activity (WO03/026587, Example Nos. 12 (page 
56), 65(page 65)). 

compound S (Ex. 65) 

OH 
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-continued 
compound T (Ex. 12) 

NC 

Me 

[0036] As therapeutic agents for hepatitis C having a 
benZimidaZole skeleton, the compounds described in WO97/ 
36866, JP-T-2000-511899 (EP906097) and WO99/5l6l9 
are also knoWn. 

[0037] WO03/007945 also describes benZimidaZole com 
pound etc. as synthetic intermediates for anti-HCV agents 
having a polymerase inhibitory activity. 

[0038] Furthermore, WO99/09007 and US. Pat. No. 
5,932,743 describe the folloWing indole compound U etc. as 
chemical library compounds that can be used for screening 
of pharmaceutical products (see WO99/09007, Example 12 
(page 25); US. Pat. No. 5,932,743). 

compound U (Ex. 12) 

DISCLOSURE OF INVENTION 

[0039] Based on the ?ndings from the preceding studies, 
it has been elucidated that a pharmaceutical agent having an 
anti-HCV activity is effective for the prophylaxis and treat 
ment of hepatitis C, and particularly an anti-HCV agent 
having an inhibitory activity on RNA-dependent RNA poly 
merase of HCV can be a prophylactic and therapeutic agent 
effective against hepatitis C and a prophylactic and thera 
peutic agent for the disease caused by hepatitis C. 

[0040] Accordingly, the present invention provides a com 
pound having an anti-HCV activity, particularly a compound 
having an RNA-dependent RNA polymerase inhibitory 
activity. 
[0041] The present inventors have made an in-depth study 
of compounds having an anti-HCV activity, particularly 
RNA-dependent RNA polymerase inhibitory activity, and 
completed the present invention. 
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[0042] Thus, the present invention provides the following 
[1] to [70]. 

[l] A compound represented by the following formula [I] or 
a pharmaceutically acceptable salt thereof: 

is C=CiN or NiC=C, 

G3, G4 and G5 are each independently a carbon atom or a 
nitrogen atom, when at least one of G3, G4 and G5 is a carbon 
atom, said carbon atom is optionally substituted by R3, 

Q is 

(1) *(CHQtr or 

(wherein b is an integer of l to 4, 

c and d are each independently 0 or an integer of l to 4, 

Q1 is 

[0043] 
[0044] 
[0045] 
[0046] 
[0047] 
[0048] 
[0049] 
[0050] 
[0051] 
[0052] 
[0053] 
[0054] 
[0055] 
[0056] 
[0057] 
[0058] 
[0059] 
[0060] 
[0061] 

(1') 43*, 

(4') wcoi, 

(5') ADCONHi, 

(6') %O*, 

(8') 4802*, 
(9') iNHCOi, 

(10') iNnsozi, 
(11') iNHCOOi, 

(12') %ooi, 

(13') %ONHi, 

(14') iSO2NHi, 
(15') iNHCONHi, 

(16') iNHSOZNHi, 
(17') %H=CHi, 
(18') %H=Ni or 

(19') iN=CHi), 
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ring A is 

(l) benZene, 
(2) cyclopentane or cyclohexane, 

(3) cyclopentene or cyclohexene or 

(4) a 5- or 6-membered heterocycle comprising 1 to 4 
heteroatoms selected from oxygen atom, nitrogen atom and 
sulfur atom, 

G6 is a carbon atom or a nitrogen atom, a broken line in ring 
A shows a single bond or a double bond, 

R1 is 

(l) a carboxyl group, 

(2) a carboxylic acid equivalent, 

(3) %ONR"Rl2 

(wherein R11 and R12 are each independently 

[0062] (l') a hydrogen atom, 

[0063] (2') a C1_6 alkyl group optionally substituted by l to 
3 substituents selected from the following group E, 

[0064] (3') a C2_6 alkenyl group optionally substituted by 
l to 3 substituents selected from the following group E, 

[0065] (4') a C6_l4 aryl group optionally substituted by l to 
5 substituents selected from the following group E, 

[0066] (5') a heterocyclic group optionally substituted by 
l to 5 substituents selected from the following group E 

(wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
[0067] (6') a C3_1O cycloalkyl group optionally substituted 
by l to 5 substituents selected from the following group E, 

[0068] (7') iNRmRBZ, 

[0069] (8') iNHCOORl“, 

[0070] (9') iNHCORl“, 
(wherein R13, R132, R133 and R134 are each independently a 
hydrogen atom or a group selected from the following group 

F), 

(12') 

(13') 

ewe 
Or 

(14') 
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(wherein R135, R136, R138 and R139 are each independently 

[0073] (1") a hydrogen atom or 

[0074] (2") a group selected from the following group G, 

[0075] group G: 

[0076] (l"') cyano group, 

[0077] (2'") iCOORMZ 
(Wherein R142 is a hydrogen atom or a group selected from 
the folloWing group F) 

[0078] (3"')iCONRl43R144 
(Wherein R143 and R144 are each independently a hydrogen 
atom, a Cl_6 alkoxy group or a group selected from the 
folloWing group F) 

[0079] (4"') a Cl_6 alkyl group optionally substituted by l 
to 3 substituents selected from the folloWing group A, 

[0080] (5"') a C2_6 alkenyl group optionally substituted by 
l to 3 substituents selected from the folloWing group A, 

[0081] (6"') a C6_l4 aryl group optionally substituted by l 
to 5 substituents selected from the folloWing group B, 

[0082] (7"') a heterocyclic group optionally substituted by 
l to 5 substituents selected from the folloWing group B 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
[0083] (8"') a C3_1O cycloalkyl group optionally substituted 
by l to 5 substituents selected from the folloWing group B, 

[0084] (9"') a C6_l4 aryl C1_6 alkyl group optionally sub 
stituted by l to 5 substituents selected from the folloWing 
group B, 

[0085] (l0"') a heterocycle C1_6 alkyl group optionally 
substituted by l to 5 substituents selected from the folloWing 
group B and 

[0086] (ll"') a C3_1O cycloalkyl C1_6 alkyl group optionally 
substituted by l to 5 substituents selected from the folloWing 
group B; or 

R135 and R136, or, R138 and R139 are bonded to each other, 
and optionally form, together With the carbon atom bonded 
thereto, 

[0087] (1") a C3_ 10 cycloalkyl group optionally substituted 
by l to 5 substituents selected from the folloWing group B 
or 

[0088] (2") a heterocyclic group optionally substituted by 
l to 5 substituents selected from the folloWing group B 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
R137 is 

[0089] (1") a hydrogen atom, 

[0090] (2") a carboxyl group, 

[0091] (3") a C1_6 alkyl group optionally substituted by l 
to 3 substituents selected from the folloWing group E, 
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[0092] (4") a C2_6 alkenyl group optionally substituted by 
l to 3 substituents selected from the folloWing group E, 

[0093] (5") a C6_l4 aryl group optionally substituted by l 
to 5 substituents selected from the folloWing group E, 

[0094] (6") a heterocyclic group optionally substituted by 
l to 5 substituents selected from the folloWing group E 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom) or 

[0095] (7") a C3_ 10 cycloalkyl group optionally substituted 
by l to 5 substituents selected from the folloWing group E, 

R140 and R141 are each independently 

[0096] (1") a hydrogen atom or 

[0097] (2") a C1_6 alkyl group, 

L100 is 

[0098] (1") a bond, 

[0099] (2")icoi, 

[0100] (3")iCH2Oi, 
[0101] (4")iCH2NHi, 
[0102] (5")iCH2NHCOi, 
[0103] (6") a Cl_6 alkylene optionally substituted by 
hydroxyl group or 

[0104] (7") a C2_6 alkenylene, 

L101 and L102 are each independently 

[0105] (1") a bond, 

[0106] (2") iCOi, 
[0107] (3") a Cl_6 alkylene optionally substituted by 
hydroxyl group or 

[0108] (4") a C2_6 alkenylene, 

L103 is 

[0109] (1") a bond or 

[0110] (2") a Cl_6 alkylene, 

L104 is a C1_6 alkylene, 

L105 is 

[0111] (1") a bond or 

[0112] (2") a C1_6 alkylene, 

L106 is 

[0113] (1") a bond, 

[0114] (2") a C1_6 alkylene, 

[0115] (3") iNHi, 

[0116] (4") iNH%H2i or 

[0117] (5")iCH2iCONHi, 
ring D3, ring D4 and ring D5 are each independently 

[0118] (1") a C6_l4 aryl group optionally substituted by l 
to 5 substituents selected from the folloWing group E, 
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[0119] (2") a C3_1O cycloalkyl group optionally substituted 
by l to 5 substituents selected from the following group E 
or 

[0120] (3") a heterocyclic group optionally substituted by 
l to 5 substituents selected from the folloWing group E 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom»), 
(4) iCOORl‘B 

[0121] (Wherein R103 is a group selected from the folloW 
ing group C or a glucuronic acid residue), 

(5) 

—CO@ or 
(6) 

we?e 
(Wherein ring D6 is a heterocyclic group optionally substi 
tuted by l to 5 substituents selected from the folloWing 
group E 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 

atom), 
ring D7 is a C6_l4 aryl group optionally substituted by l to 5 
substituents selected from the folloWing group E), 

R2 may substitute at a substitutable position on carbon atom 
or nitrogen atom constituting Q and is 

(l) a hydrogen atom, 

(2) a group selected from the folloWing group E, 

(3) a C1_6 alkyl group optionally substituted by l to 3 
substituents selected from the folloWing group E, 

(4) a C2_6 alkenyl group optionally substituted by l to 3 
substituents selected from the folloWing group E, 

(5) 

+6346) 
(6) 

?le 
(7) 

(3) 

(Wherein L1 and L2 are each independently 

[0122] (l') a bond, 

[0123] (2') C3_6 alkylene, 

[0124] (3') C2_6 alkenylene, 
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[0125] 
[0126] 
[0127] 
[0128] 
[0129] 
[0130] 
[0131] 
[0132] 
[0133] 
[0134] 

(Wherein u, V, ul and V1 are each independently 0 or an 
integer of l to 6, 

RL1 is 

[0137] (1") a hydrogen atom, 

[0138] (2") a group selected from the folloWing group C, 

[0139] (3")iCORLl1, 
[0140] (4")iCONRLnRL12, 
0141 5" %ZOORLll or [ l ( ) 
[0142] (6") iSO2RLl3 
(Wherein RL11 and RL12 are each independently a hydrogen 
atom or a (group selected from the folloWing group C, and 
RL13 is a group selected from the folloWing group C), 

RL2, RL2 and RL3 are each independently 

[0143] (1") a hydrogen atom, 

[0144] (2") a group selected from the folloWing group C, 

[0145] (3") %ORLll or 

[0146] (4") iSO2RLl3 
(Wherein RL11 and RL13 are as de?ned aboVe)), 

L3 is 

[0147] (1') %HRLl4i or 

[0148] (2') iNRLMi 

(Wherein RL14 
F), 

is a group selected from the folloWing group 

ring D1 and ring D2 are each independently 

[0149] (l') a C6_l4 aryl group optionally substituted by l to 
5 substituents selected from the folloWing group E, 

[0150] (2') a C3_1O cycloalkyl group optionally substituted 
by l to 5 substituents selected from the folloWing group E 
or 

[0151] (3') a heterocyclic group optionally substituted by 
l to 5 substituents selected from the folloWing group E 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 

atom)}, 
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R3 is 

(1) a hydrogen atom, 

(2) a halogen atom, 

(3) a C1_6 alkanoyl group, 

(4) a carboxyl group, 

(5) a cyano group, 

(6) a nitro group, 

(7) a Cl_6 alkyl group optionally substituted by 1 to 3 
substituents selected from the folloWing group A, 

(8) iORlOl 

(Wherein R101 is a hydrogen atom or a group selected from 
the folloWing group C), 

(9) iNR102R119 

(Wherein R102 and R119 are each independently a hydrogen 
atom, a C1_6 alkanoyl group or a C1_6 alkylsulfonyl group), 

(10) %OOR1O3 

(Wherein R103 is a group selected from the folloWing group 
C or a glucuronic acid residue), 

(11) icoNR1°4R1°5 

(Wherein R104 and R105 are each independently a hydrogen 
atom, a hydroxyl group, a cyano group, a Cl_6 alkoxy group 
or a C1_6 alkyl group optionally substituted by 1 to 3 
substituents selected from the folloWing group A), 

(12) iSO2RlO6 
(Wherein R106 is a hydroxyl group, an amino group, a Cl_6 
alkyl group or a C1_6 alkylamino group), 

(13) iNHCORlm 

(Wherein R107 is an amino group or a C1_6 alkylamino 
group), 

(14) 4C(=NRlO8)iNH2 
(Wherein R108 is a hydrogen atom, a C1_6 alkyl group 
optionally substituted by 1 to 3 substituents selected from 
the folloWing group A, a hydroxyl group or a C1_6 alkoxy 

(Wherein R109 are each independently a hydrogen atom or a 
group selected from the folloWing group C), 

(Wherein R110, R111 and R112 are each independently a 
hydrogen atom or a group selected from the folloWing group 

C), 
(17) %ONHCOiRn3 

(Wherein R113 is a group selected from the folloWing group 
C), 

(Wherein R114 is a group selected from the folloWing group 
C), 
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(19) isozNncoiRl“ 
(Wherein R115 is a group selected from the folloWing group 
C) or 

(20) a heterocyclic group optionally substituted by 1 to 5 
substituents selected from the folloWing group B 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
R4 may substitute at a substitutable position on carbon atom 
or nitrogen atom constituting Q and each is independently 

(1) a halogen atom, 

(2) a C1_6 alkyl group optionally substituted by 1 to 3 
substituents selected from the folloWing group A, 

(3) ADRIN 

W ere1n 1s a ro en atom or a rou se ecte rom h ' R116 ' hyd g g p l d f 

the folloWing group C), 

iNR117R118 

(Wherein R117 and R118 are each independently a hydrogen 
atom, a Cl_6 alkanoyl group or a group selected from the 
folloWing group C), 

(5) a C6_l4 aryl group optionally substituted by 1 to 5 
substituents selected from the folloWing group B or 

(6) a heterocyclic group optionally substituted by 1 to 5 
substituents selected from the folloWing group B 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
a is 0, 1 or 2, 

R5 and R6 are each independently 

(1) a hydrogen atom, 

(2) a halogen atom, 

(3) a C1_6 alkyl group optionally substituted by 1 to 3 
substituents selected from the folloWing group A, 

(4) ADRIZO 

W ere1n 1s a 0 en atom or a rou se ecte rom h ' R120 ' hydr g g p l d f 

the folloWing group C) or 

(5) iNR121R122 

(Wherein R121 and R122 are each independently a hydrogen 
atom, a C1_6 alkanoyl group or a group selected from the 
folloWing group C), 

ring Cy is 

(1) a C3_1O cycloalkyl group optionally substituted by 1 to 5 
substituents selected from the folloWing group B, 

(2) a C3_ 10 cycloalkenyl group optionally substituted by 1 to 
5 substituents selected from the folloWing group B or 

(3) a heterocyclic group optionally substituted by 1 to 5 
substituents selected from the folloWing group B 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
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X is 

(1) a group selected from the following group D, 

[0152] (2) a C2_6 alkenyl group optionally substituted by 1 
to 3 substituents selected from the following group A or 

Wherein ring B is 

[0153] (1') a C6-14 aryl group, 

[0154] (2') a C3_1O cycloalkyl group or 

(3) 

[0155] (3') a heterocyclic group comprising 1 to 4 het 
eroatoms selected from oxygen atom, nitrogen atom and 
sulfur atom, 

each Z is independently 

[0156] (1') a group selected from the folloWing group D, 

[0157] (2') a C6_l4 aryl group optionally substituted by 1 to 
5 substituents selected from the folloWing group D, 

[0158] (3') a C3_1O cycloalkyl group optionally substituted 
by 1 to 5 substituents selected from the folloWing group D, 

[0159] (4') a C6_l4 aryl C1_6 alkyl group optionally substi 
tuted by 1 to 5 substituents selected from the folloWing 
group D, 

[0160] (5') a heterocyclic group optionally substituted by 
1 to 5 substituents selected from the folloWing group D 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom) or 

[0161] (6') a heterocycle C1_6 alkyl group optionally sub 
stituted by 1 to 5 substituents selected from the folloWing 
group D 

(Wherein said heterocycle C1_6 alkyl group is a C1_6 alkyl 
group substituted by “a heterocyclic group optionally sub 
stituted by 1 to 5 substituents selected from group D” as 
de?ned above), 

W is an integer of 1 to 3, 

Y is 

(a) Cl_6 alkylene, 
(b) C2_6 alkenylene or 

(Wherein m and n are each independently 0 or an integer of 
1 to 6, 

Y1 and Y2 are each independently 

[0162] (1') a bond, 

[0163] (2') ADi, 
[0164] (3') iNRyli, 

[0165] (4') iSi, 

[0166] (5') %Oi, 
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[0167] 
[0168] 
[0169] 
[0170] 
[0171] 
[0172] 
[0173] 
[0174] 
[0175] 
[0176] 
[0177] 

(9') wcoi, 
(10') %ONRy2i, 

(11') iNRYZCOi, 
(12') iSO2NRy2i, 
(13') iNRYZSOZi, 
(14') iNR?cozi, 
(15') ADCONRWi, 
(16') iNRYZCONR?i, 

[0178] (17') %Ry4Ry5i or 

[0179] (18') %H=CHi 

(Wherein Ryl is 

[0180] 
[0181] 
[0182] 
[0183] 

(1") a hydrogen atom, 

(2") a group selected from the folloWing group C, 

(3") *(CHZ>S%OORYH, 

[0184] (5") i(CH2)SiCORyll or 

[0185] (6") i(CH2)SiSO2Ryl3 
(Wherein s is 0 or an integer of 1 to 6, Ryll and Ryl2 are each 
independently a hydrogen atom or a group selected from the 
folloWing group C, Ryl3 is a group selected from the 
folloWing group C), 

Ry2 and Ry3 are each independently 

[0186] (1") a hydrogen atom, 

[0187] (2") a group selected from the folloWing group C, 

[0188] (3") %ORYU or 

[0189] (4") iSOZRYB (Wherein Ryll and Ryl3 are as 
de?ned above), 

Ry4 and Ry5 are each independently 

[0190] 
[0191] 
[0192] 
[0193] 
[0194] 

(1") a hydrogen atom, 

(2") a carboxyl group, 

(3") a group selected from group F, 

(4") 4ORyl4 or 

(5") iNHRyls 

(Wherein Ryl4 is a group selected from the folloWing group 
C, Ryl5 is a hydrogen atom, a Cl_6 alkyl group, a Cl_6 
alkanoyl group, a C6_l4 aryl C1_6 alkyloxycarbonyl group or 
a C1_6 alkoxycarbonyl group))) 

[0195] group A: 

(l) a halogen atom, 

(2) a C1_6 alkoxy C1_6 alkoxy group, 

(3) a cyano group, 

(4) 43R“, 
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(5) isRal, 
(6) iNRalRaz, 
(7) icooRal, 
(8) iCONRaIRaZ, 
(9) iSO3H, 

(10) iSOZNRaIRQ, 
(11) iNHCORal, 

(12) iNHSO2Ra3, 
(13) iNHCOzRa‘l, 
(14) iCORal and 

(15) iN+RalRa2Ra3 

(wherein Ra1 and Ra2 are each a hydrogen atom, a C l_6 alkyl 
group or a benZyl group, Ra3 is a C1_6 alkyl group and Ra4 
is a C1_6 alkyl group) 

[0196] group B: 

(1) a halogen atom, 

(2) a cyano group, 

(3) a nitro group, 

(4) a C1_6 alkyl group, 

(5) a C2_6 alkenyl group optionally substituted by carboxyl 
group, 

(6) a halogenated Cl_6 alkyl group, 

(7) *(CHZLADRM, 

(10) i(CH2)riCOORbl, 

(12) *(CH2)I*CORM, 
(13) i(CH2)riNRb1%ORb2, 
(14) i(CH2)riNRbliSO2Rb3, 
<15) ACHQFSOZRM, 
(16) i(CH2)riSO2NRblRb2, 
(17) i(CH2)riCONRb1iSO2Rb3, 
(18) i(CH2)riSO2NRb1iCORb2, 
(19) i(CH2)riNRbl%OORb3, 
(20) i(CH2)riNRb1%ONRb2Rb4, 
(21) iOi(CH2)riCOORb1 and 

(22) %Oi(CH2)riRb5 
(Wherein Rbl, Rb2 and Rb4 are each independently a hydro 
gen atom or a C1_6 alkyl group, Rb3 is a C1_6 alkyl group, Rb5 
is a heterocyclic group and r is 0 or an integer of 1 to 6) 

[0197] group C: 

(1) a C1_6 alkyl group optionally substituted by 1 to 3 
substituents selected from the aforementioned group A, 

Mar. 1, 2007 

(2) a C6_l4 aryl group optionally substituted by 1 to 5 
substituents selected from the aforementioned group B, 

(3) a C6_l4 aryl C1_6 alkyl group optionally substituted by 1 
to 5 substituents selected from the aforementioned group B, 

(4) a heterocyclic group optionally substituted by 1 to 5 
substituents selected from the aforementioned group B and 

(5) a heterocycle C1_6 alkyl group optionally substituted by 
1 to 5 substituents selected from the aforementioned group 
B 

[0198] group D: 

(a) a hydrogen atom, 

(b) a halogen atom, 

(c) a cyano group, 

(d) a nitro group, 

(e) a C1_6 alkyl group optionally substituted by 1 to 3 
substituents selected from the aforementioned group A, 

wherein R“11 is 

(1) a hydrogen atom, 

(2) a group selected from the folloWing group F, 

(3) a C2_6 alkenyl group optionally substituted by 1 to 3 
substituents selected from the aforementioned group A or 

(4) a C2_6 alkynyl group optionally substituted by 1 to 3 
substituents selected from the aforementioned group A, 

hereinafter each t is independently 0 or an integer of 1 to 6, 

(g) *(CH2)r$(O)q*Rd2, 
wherein R“12 is 

(1) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

qis0,1,2or3, 

wherein R“13 and R“14 are each independently 

(1) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

(i) i(CH2)t%OORd5, 
wherein R015 is 

(1) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

(j) i(CH2)t4CONRd6Rd7, 
wherein R“16 and R“17 are each independently 

(1) a hydrogen atom, 

(2) a hydroxyl group, 

(3) a group selected from the folloWing group F or 

(4) a C1_6 alkoxy group, 
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(k) *(CH2)t*CORd8, 
wherein R018 is 

(l) a hydrogen atom or 

(2) a group selected from the following group F, 

(1) i(CH2)tiNRd9COiRd1°, 
wherein R019 is 

(l) a hydrogen atom, 

(2) a C1_6 alkyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A or 

(3) a C1_6 alkanoyl group, 

R“110 is 

(1) an amino group, 

(2) a C1_6 alkylamino group or 

(3) a group selected from the folloWing group F, 

(m) i(CH2)tiNRdllSO2iRd12, 
wherein RC111 is 

(l) a hydrogen atom, 

(2) a C1_6 alkyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A or 

(3) a C1_6 alkanoyl group, 

R“112 is 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

(n) i(CH2)tiSO2iNRdl3Rdl4, 
wherein R“113 and R“114 are each independently 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

(0) i(CH2)tiCONRdl5iSO2Rdl6, 
Wherein R“115 and R“116 are each independently 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

(p) i(CH2)tiSO2NRdl74CORdl8, 
wherein R“117 is 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

R“118 is a group selected from the folloWing group F, 

(q) i(CH2)tiNRl9%OORd2°, 
Wherein R“119 and R“120 are each independently 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

(r) i(CH2)tiNRd2l%ONRd22Rd23, 
Wherein Rdzl, Rd122 and R“123 are each independently 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 
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(S) *(CH2)t%(=NRd24)NH2, 
wherein R“124 is 

(l) a hydrogen atom, 

(2) a hydroxyl group, 

(3) a C1_6 alkyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A or 

(4) C1_6 alkoxy group, 

(1) an amino group, 

(2) a C1_6 alkylamino group or 

(3) a heterocyclic group optionally substituted by l to 5 
substituents selected from the aforementioned group B, 

p is 0 or an integer of l to 6, 

(u) *(CH2)tw*<CH2)FNR26R2Z 
wherein R“126 and R“127 are each independently 

(l) a hydrogen atom or 

(2) a C1_6 alkyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A, 

p is 0 or an integer of l to 6, 

(v) i(CH2)tA)iCOORd28, 
wherein R6128 is 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, and 

(W) a heterocyclic group optionally substituted by l to 5 
substituents selected from the aforementioned group B 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom) 

[0199] group E: 

(a) a halogen atom, 

(b) a cyano group, 

(c) a nitro group, 

(d) an aZido group, 

(f) 43R“, 
wherein R61 is 

(l) a hydrogen atom, 

(2) a group selected from the folloWing group F, 

(3) a C2_6 alkenyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A or 

(4) a C2_6 alkynyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A, 
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wherein R62 is 

(l) a hydrogen atom or 

(2) a group selected from the following group F, 

qis 0, l, 2or3, 

(h) iNRe3Re4, 
wherein R63 and Re4 are each independently 

(l) a hydrogen atom, 

(2) a cyano group or 

(3) a group selected from the folloWing group F, 

(i) %OORCS, 
wherein R65 is 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

(j) %ONRC6RC7, 
wherein R66 and Re7 are each independently 

(l) a hydrogen atom, 

(2) a hydroxyl group, 

(3) a group selected from the folloWing group F or 

(4) a C1_6 alkoxy group, 

(k) iCORes, 
wherein R68 is a group selected from the folloWing group F, 

(l) iNRegCOiRelo, 

wherein R69 is 

(l) a hydrogen atom, 

(2) a C1_6 alkyl group or 

(3) a C1_6 alkanoyl group, 

R610 is 

(l) a hydrogen atom, 

(2) an amino group, 

(3) a C1_6 alkylamino group, 

(4) a C2_6 alkenyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A or 

(5) a group selected from the folloWing group F, 

(m) iNRellsOziRelz, 
Wherein Rell is 

(l) a hydrogen atom, 

(2) a C1_6 alkyl group or 

(3) a Cl_6 alkanoyl group, 

R612 is 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 
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(n) iSO2iNRel3Rel4’ 
wherein R613 and Re14 are each independently 

a 0 en atom or (1) hydr g 

a rou se ecte rom t e o oW1n rou , (2)g pl df hfll 'gg pF 

(0) %ONRel5iSO2Rel6, 
wherein R615 and Re16 are each independently 

a 0 en atom or (1) hydr g 

a rou se ecte rom t e o oW1n rou (2)g pl df hfll 'gg pF, 

(p) iSO2NRel7%ORel8, 
wherein R617 is 

a 0 en atom or (1) hydr g 

(2) a group selected from the folloWing group F, 

R618 is a group selected from the folloWing group F, 

iNRel9iCOORe20’ 
wherein R619 and Re20 are each independently 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

(r) iNRe2liCONRe22Re23 

Wherein R621, R622 and Re23 are each independently 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

(s) iNHCOiCOOReM 

wherein R624 is 

(l) a hydrogen atom or 

(2) a group selected from the folloWing group F, 

(t) iNHCOiCONRezsRem 

wherein R625 and Re26 are each independently 

(l) a hydrogen atom, 

(2) a hydroxyl group or 

(3) a group selected from the folloWing group F, 

[0200] (u) iCONH%OOH, 

(v) 
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-continued 
(X) 

COOH 

o r 
N 

_ N )K/ \/\ N /\COOH 
H 

COOH 

(y) a C6_l4 aryl group optionally substituted by l to 5 
substituents selected from the aforementioned group B, 

(Z) a C3_ 10 cycloalkyl group optionally substituted by l to 5 
substituents selected from the aforementioned group B, 

(aa) a heterocyclic group optionally substituted by l to 5 
substituents selected from the aforementioned group B 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
(bb) a C3_1O cycloalkylidene group optionally substituted by 
l to 5 substituents selected from the aforementioned group 
B, and 

(cc) a heterocycle ylidene group optionally substituted by l 
to 5 substituents selected from the aforementioned group B 

(Wherein said heterocycle ylidene group comprises 1 to 4 
heteroatoms selected from oxygen atom, nitrogen atom and 
sulfur atom), 

When group E is a substituent on a C6_l4 aryl group, a C3_1O 
cycloalkyl group or a heterocyclic group, it may be 

(dd) a C1_6 alkyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A, 

(ee) a C2_6 alkenyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A, 

(ii) a C2_6 alkynyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A, 

(gg) Cl_6 alkylidene group optionally substituted by l to 3 
substituents selected from the aforementioned group A, 

(hh) a C6_l4 aryl C1_6 alkyl group optionally substituted by 
l to 5 substituents selected from the aforementioned group 
B’ 

(ii) a C3_1O cycloalkyl C 16 alkyl group optionally substituted 
by l to 5 substituents selected from the aforementioned 
group B, or 

(jj) a heterocycle C1_6 alkyl group optionally substituted by 
l to 5 substituents selected from the aforementioned group 
B 

[0201] group F: 

(l) a C1_6 alkyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A, 

(2) a C6_l4 aryl group optionally substituted by l to 5 
substituents selected from the aforementioned group B, 

(3) a heterocyclic group optionally substituted by l to 5 
substituents selected from the aforementioned group B 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
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(4) a C3_1O cycloalkyl group optionally substituted by l to 5 
substituents selected from the aforementioned group B, 

(5) a C6_l4 aryl Cl_6 alkyl group optionally substituted by l 
to 5 substituents selected from the aforementioned group B, 

(6) a heterocycle C1_6 alkyl group optionally substituted by 
l to 5 substituents selected from the aforementioned group 
B 

(Wherein said heterocycle Cl_6 alkyl group is a Cl_6 alkyl 
group substituted by “a heterocyclic group optionally sub 
stituted by l to 5 substituents selected from group B” as 
de?ned above) and 

(7) a C3_1O cycloalkyl C1_6 alkyl group optionally substituted 
by l to 5 substituents selected from the aforementioned 
group B. 

[0202] [2] The compound of [1], wherein, in the formula 
5 

is N4C=C, or a pharmaceutically acceptable salt thereof. 

[3] The compound of [1], wherein, in the formula [I], the 
moiety 

is a fused ring selected from the group consisting of 

% 
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is a fused ring selected from the group consisting of 
-continued 

or a pharmaceutically acceptable salt thereof. 

[5] The compound of [4], Wherein, in the formula [I], the 
moiety 

or a pharmaceutically acceptable salt thereof. 

[4] The compound of [3], Wherein, in the formula [I], the 
moiety 

I O 
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-continued 

or a pharmaceutically acceptable salt thereof. 

[6] The compound of [5], wherein, in the formula [I], the 

R1 EQ 
T I; 7L R3 X 

/ X 

, 

1" 

N 

or a pharmaceutically acceptable salt thereof. 

[7] The compound of [1], wherein G3, G4 and G5 are carbon 
atoms, 

or a pharmaceutically acceptable salt thereof. 

[8] The compound of [1], wherein Q1 is 40*, iNHi, 
iSi or 4CONHi, 

or a pharmaceutically acceptable salt thereof. 

[9] The compound of [8], Wherein Q1 is iNHi, or a 
pharmaceutically acceptable salt thereof. 

[10] The compound of [8], Wherein b is an integer of l to 3, 
c is an integer of l to 3 and d is 0, or a pharmaceutically 
acceptable salt thereof. 

[11] The compound of [1], wherein Q is i(CH2)2iOi or 
i(CH2)2iNHi, or a pharmaceutically acceptable salt 
thereof. 

[12] The compound of [1], wherein R1 is a carboxyl group 
or 4CONR1lR12, or a pharmaceutically acceptable salt 
thereof. 

[13] The compound of [12], wherein R1 is a carboxyl group, 
or a pharmaceutically acceptable salt thereof. 

[14] The compound of[l2], wherein R1 is 4CONRURI2, or 
a pharmaceutically acceptable salt thereof. 
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[l 5] The compound of [14], wherein R1 l is a hydrogen atom, 
and 

R2 is 

or a pharmaceutically acceptable salt thereof. 

[16] The compound of [15], wherein R12 is 4CR135Rl36 
LNG-R37, or a pharmaceutically acceptable salt thereof. 

[17] The compound of [16], Wherein L100 is a bond, and 

R137 is a C6_l4 aryl group optionally substituted by l to 5 
substituents selected from group E or 

a heterocyclic group optionally substituted by l to 5 sub 
stituents selected from group E 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
or a pharmaceutically acceptable salt thereof. 

[18] The compound of[l7], Wherein R135 and R136 are each 
independently a group selected from group G, or, R135 and 
R136 are bonded to each other, and form, together With the 
carbon atom bonded thereto, a C3_1O cycloalkyl group 
optionally substituted by l to 5 substituents selected from 
group B, or a heterocyclic group optionally substituted by l 
to 5 substituents selected from group B, or a pharmaceuti 
cally acceptable salt thereof. 

[19] The compound of [16], Wherein L100 is methylene, and 

R137 is a C6_l4 aryl group optionally substituted by l to 5 
substituents selected from group E or 

a heterocyclic group optionally substituted by l to 5 sub 
stituents selected from group E 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
or a pharmaceutically acceptable salt thereof. 

[20] The compound of [l 9], Wherein R135 is a group selected 
from group G, and R136 is a hydrogen atom, or a pharma 
ceutically acceptable salt thereof. 

[21] The compound of [15], wherein R12 is 4CR135Rl36 
LlO1-CONRl4OiRl37, or a pharmaceutically acceptable salt 
thereof. 

[22] The compound of [21], Wherein L101 is a bond, or a 
pharmaceutically acceptable salt thereof. 

[23] The compound of [22], Wherein R135 and R136 are each 
independently a group selected from group G, or, R135 and 
R136 are bonded to each other, and form, together With the 
carbon atom bonded thereto, a C3_1O cycloalkyl group 
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optionally substituted by 1 to 5 substituents selected from 
group B, or a heterocyclic group optionally substituted by 1 
to 5 substituents selected from group B, or a pharmaceuti 
cally acceptable salt thereof. 

[24] The compound of [23], wherein R140 is a hydrogen 
atom, and 

R137 is a C6_l4 aryl group optionally substituted by 1 to 5 
substituents selected from group E or 

a heterocyclic group optionally substituted by 1 to 5 sub 
stituents selected from group E 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), 
or a pharmaceutically acceptable salt thereof. 

[25] The compound of [15], wherein R12 is 

or a pharmaceutically acceptable salt thereof. 

[26] The compound of [15], wherein R12 is 

or a pharmaceutically acceptable salt thereof. 

[27] The compound of [25] or [26], Wherien L102 is a bond, 
or a pharmaceutically acceptable salt thereof. 

[28] The compound of [27], Wherien R138 and R139 are each 
independently a group selected from group G, or, R138 and 
R139 are bonded to each other, and form, together With the 
carbon atom bonded thereto, a C3_1O cycloalkyl group 
optionally substituted by 1 to 5 substituents selected from 
group B, or a heterocyclic group optionally substituted by 1 
to 5 substituents selected from group B, or a pharmaceuti 
cally acceptable salt thereof. 

[29] The compound of [28], Wherein L103 is a bond, 

ring D3 is a C6_l4 aryl group optionally substituted by 1 to 5 
substituents selected from group E or 

a heterocyclic group optionally substituted by 1 to 5 sub 
stituents selected from group E 

(Wherein said heterocyclic group comprises 1 to 4 heteroa 
toms selected from oxygen atom, nitrogen atom and sulfur 
atom), and 

R140 and R141 are each independently a hydrogen atom, or a 
pharmaceutically acceptable salt thereof. 

[30] The compound of [1], Wherein R2 is a hydrogen atom, 
a group selected from group E, a C1_6 alkyl group optionally 
substituted by 1 to 3 substituents selected from group E, 
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Wherein each symbol is as de?ned in [1], or a pharmaceu 
tically acceptable salt thereof. 

[31] The compound of [30], Wherein R2 is a C 16 alkyl group 
optionally substituted by 1 to 3 substituents selected from 
group E or 

Wherein each symbol is as de?ned in [1], or a pharmaceu 
tically acceptable salt thereof. 

[32] The compound of [31], Wherein R2 is 

Wherein each symbol is as de?ned in [1], or a pharmaceu 
tically acceptable salt thereof. 

[33] The compound of [30], Wherein L1 and L2 are each 
independently a bond, C1_6 alkylene, i(CH2)uliNRLli 
(cHzlliis *(CH2)H14CO*(CH2)V1* or i(CH2)uli 
CONRL2i(CH2)V1i, or a pharmaceutically acceptable salt 
thereof. 

[34] The compound of [33], Wherein L1 and L2 are each 
independently C1_6 alkylene, or a pharmaceutically accept 
able salt thereof. 

[35] The compound of [33], Wherein u1 and V1 are each 
independently 0 or an integer of 1 to 3, or a pharmaceutically 
acceptable salt thereof. 

[36] The compound of [30], Wherein ring D1 and ring D2 are 
each independently a C6_l4 aryl group optionally substituted 
by 1 to 5 substituents selected from group E or a heterocyclic 
group optionally substituted by 1 to 5 substituents selected 
from group E, or a pharmaceutically acceptable salt thereof. 

[37] The compound of [1], Wherein R3 is a hydrogen atom, 
a halogen atom, a Cl_6 alkyl group optionally substituted by 
1 to 3 substituents selected from group A or 4ORlOl 
(Wherein R101 is a hydrogen atom or a group selected from 
group C), or a pharmaceutically acceptable salt thereof. 

[38] The compound of [1], Wherein R5 and R6 are each 
independently a hydrogen atom, a halogen atom, a C 16 alkyl 
group optionally substituted by 1 to 3 substituents selected 
from group A or 4OR12O (wherein R120 is a hydrogen atom 
or a group selected from group C), or a pharmaceutically 
acceptable salt thereof. 

[39] The compound of [1], Wherein ring A is benZene or a 5 
or 6-membered heterocycle comprising 1 to 4 heteroatoms 
selected from oxygen atom, nitrogen atom and sulfur atom, 
or a pharmaceutically acceptable salt thereof. 
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[40] The compound of [39], wherein ring A is benzene, or a 
pharmaceutically acceptable salt thereof. 

[41] The compound of [1], wherein ring Cy is a C3_1O 
cycloalkyl group or a C3_1O cycloalkenyl group, or a phar 
maceutically acceptable salt thereof. 

[42] The compound of [41], Wherein ring Cy is a cyclohexyl 
group, or a pharmaceutically acceptable salt thereof. 

[43] The compound of [1], wherein X is a hydrogen atom, 
a halogen atom, a C1_6 alkyl group optionally substituted by 
l to 3 substituents selected from group A, i(CH2)tiORdl, 
i(CH2)tiS(O)qiRd2, i(CH2)tiNRd3Rd4 or 

Wherein each symbol is as de?ned in [l], or a pharmaceu 
tically acceptable salt thereof. 

[44] The compound of [43], Wherein Y is i(CH2)miOi 
(CH2)ni or iNRyli(CH2)niY2i Wherein each symbol 
is as de?ned in [l], or a pharmaceutically acceptable salt 
thereof. 

[45] The compound of [43], Wherein Y is 4OiCH2i or 
iOi, or a pharmaceutically acceptable salt thereof. 

[46] The compound of [43], Wherein Y is *NRYI%HZ* 
COi or iNRy1i(CH2)2i, or a pharmaceutically accept 
able salt thereof. 

[47] The compound of [43], Wherein ring B is a C6_l4 aryl 
group or a heterocyclic group comprising 1 to 4 heteroatoms 
selected from oxygen atom, nitrogen atom and sulfur atom, 
or a pharmaceutically acceptable salt thereof. 

[48] The compound of [47], Wherein ring B is a phenyl 
group, a pyridyl group, a piperidyl group, pyrrolidinyl 
group, piperaZinyl group, morpholinyl group, aZepanyl 
group, l,4-oXaZepanyl group, isoXaZolyl group, thiaZolyl 
group or 2-oxooXaZolidinyl group, or a pharmaceutically 
acceptable salt thereof. 

[49] The compound of [43], Wherein Z is l to 3 substituents 
selected from 

(1) a hydrogen atom, 

(2) a halogen atom, 

(3) a nitro group, 

(4) a C6_l4 aryl group optionally substituted by l to 5 
substituents selected from group D, 

(5) a C3_1O cycloalkyl group optionally substituted by l to 5 
substituents selected from group D, 

(6) a heterocyclic group optionally substituted by l to 5 
substituents selected from group D, 

(7) a C1_6 alkyl group optionally substituted by l to 3 
substituents selected from the aforementioned group A, 

Mar. 1, 2007 

(11) i(CH2)tiCOORd5, 

(13) *(CH2)t%ORd8, 
(14) i(CH2)tiNRd9COiRdl°, 
15 4 CH iNRdUSO iRdlz and 2 t 2 

(16) i(CH2)tiNRdl9%OORd2° 
Wherein each symbol is as de?ned in [l], or a pharmaceu 
tically acceptable salt thereof. 

[50] The compound of [1], Which is represented by the 
folloWing formula [l-A], or a pharmaceutically acceptable 
salt thereof: 

Wherein X‘ is a hydrogen atom, a halogen atom, a C1_6 alkyl 
group optionally substituted by l to 3 substituents selected 
from group A or iORdl, and other symbols are as de?ned 
in [l 
[51] The compound of [1], Which is represented by the 
folloWing formula [l-B], or a pharmaceutically acceptable 
salt thereof: 

Wherein Q2 is iOi or iNHi, and other symbols are as 
de?ned in 

[52] The compound of [1], Which is represented by the 
folloWing formula [l-C], or a pharmaceutically acceptable 
salt thereof: 

RIZRIIN 


























































































































































































































































































































































































































































































































































































































































































































































