
17 

alkoxycarbonyl groups, 3 to 11-membered non-aromatic heterocyclyl groups, mono-C1_6  
alkylamino groups, di-C1_6  alkylamino groups, mono-C1_6  alkylaminocarbonyl groups, di- 
C1.6  alkylaminocarbonyl groups, C1_6  alkylcarbonylamino groups, phenyl groups and 5 to 
10-membered aromatic heterocyclyl groups (the phenyl groups and the 5 to 10- 

5 membered aromatic heterocyclyl groups are unsubstituted or substituted with one or 
more identical or different substituents independently selected from the substituent set 
Vam ))), and 
Rea  is a hydrogen atom, a C1_6  alkyl group, a C2..6 alkenyl group (the C1.6  alkyl group and 
the C2.6 alkenyl group are unsubstituted or substituted with one or more identical or 

10 different substituents independently selected from the substituent set V5a), a C3-11 
cycloalkyl group, a 3 to 11-membered non-aromatic heterocyclyl group, a phenyl group, 
a naphthyl group or a 5 to 10-membered aromatic heterocyclyl group (the C3_11 
cycloalkyl group, the 3 to 11-membered non-aromatic heterocyclyl group, the phenyl 
group, the naphthyl group and the 5 to 10-membered aromatic heterocyclyl group are 

15 unsubstituted or substituted with one or more identical or different substituents 
independently selected from the substituent set V4a), a tautomer or a pharmaceutically 
acceptable salt of the compound or a solvate thereof 
(15) The compound according to any one of (2) to (6), wherein Ca  is a single bond or a 
C1_3  alkylene group, 

20 L2a  is a single bond or a C1_3  alkylene group (the C1_3  alkylene group is unsubstituted or 
substituted with a cyano C1_3  haloalkylcnc group or a 	 group), 
the ring Ba  is a C3_11  cycloalkane, a C3.11  cycloalkene, a 3 to 11-membered non-aromatic 
heterocycle, benzene or a 5 to 6-membered aromatic heterocycle, 
na  is 0 or 1 

25 R3a  is a hydroxy group, an amino group, a carbamoyl group, a halogen atom, a cyano 
group, a C1_3  alkyl group, a C1_3 haloalkyl group, a C3.6 cycloalkyl group, a C1_3  alkoxy 
group, a C1_3  haloalkoxy group or a C1_3  alkylsulfonyl group, 
L3a  is represented by any of the following formulae (Va-1) to (Va-1 1 ): 
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30 (wherein Eta  is an oxygen atom, each of Rua  and R133  is independently a hydrogen 
atom, a C1_6 alkyl group or a C1.6  haloalkyl group), and 
R2a  is a hydrogen atom, a C1_6 alkyl group (the C1_6  alkyl group is unsubstituted or 
substituted with one or more identical or different substituents independently selected 
from the substituent set Vsa), a C3.6 cycloalkyl group, a 4 to 7-membered non-aromatic 

35 heterocyclyl group, a phenyl group or a 5 to 6-membered aromatic heterocyclyl group 
(the C3.6 cycloalkyl group, the 4 to 7-membered non-aromatic heterocyclyl group, the 
phenyl group and the 5 to 6-membered aromatic heterocyclyl group are unsubstituted or 
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of halogen atoms, C1_3  alkyl groups and C1_3  haloalkyl groups)), a C1-6 haloalkyl group, a 
Cm cycloalkyl group or a 4 to 7-membered non-aromatic heterocyclyl group), a 
tautomer or a pharmaceutically acceptable salt of the compound or a solvate thereof. 
(70) The compound according to any one of (41), (68) and (69), wherein the ring Ab  is 

5 represented by the following formulae (XXIXb-1) or (XXIXb-2): 
Rat. 	 E2b 
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	Rl 	,„,,,, 
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(wherein E2b  and E3b  are oxygen atoms, R6b  is a hydrogen atom, a halogen atom or a 
C1_3  alkyl group, R8b  is a hydrogen atom, and R16b  is a hydrogen atom, a C1.6 alkyl group 
(the C1_6  alkyl group is unsubstituted or substituted with one or two identical or different 

10 substituents independently selected from the group consisting of cyano groups, hydroxy 
groups, C1_3  alkoxy groups, C1_3  alkylthio groups, di-C1_3  alkylamino groups, C3.6 
cycloalkyl groups and 4 to 7-membered non-aromatic heterocyclyl groups), a C1.6  
haloalkyl group, a C3.6 cycloalkyl group or a 4 to 7-membered non-aromatic heterocyclyl 
group, a tautomer or a pharmaceutically acceptable salt of the compound or a solvate 

15 thereof. 
I (71) The compound according 

single bond, 
L2b  is a single bond, a C1.6 

to any one of (41) and (68) to (7470), wherein Lib  is a 

alkylene group, a C2.6 alkenylene group or a C1-6 
haloalkylene group (the C1_6 alkylene group, the C2-6 alkenylene group and the C1-6 

20 haloalkylene group are unsubstituted or substituted with a hydroxy group or a cyano 
group), 
the ring Bb  is a C3_11  cycloalkane or a 4 to 7-membered non-aromatic heterocycle, 
nb  is 0 or 1, and 
R3b  is a hydroxy group, a C1_3  alkyl group or a C1_3  alkoxy group, a tautomer or a 

25 pharmaceutically acceptable salt of the compound or a solvate thereof. 

I (72) The compound according 
single bond, and 

to any one of (41) and (68) to (7071) wherein L3b  is a 

R2b  is a hydrogen atom, a 4 to 7-membered non-aromatic heterocyclyl group, a phenyl 
group, a 5 to 10-membered aromatic heterocyclyl group or a 8 to 11-membered partially 

30 saturated aromatic cyclic group (the 4 to 7-membered non-aromatic heterocyclyl group, 
the phenyl group, the 5 to 10-membered aromatic heterocyclyl group and the 8 to 11- 
membered partially saturated aromatic cyclic group are unsubstituted or substituted with 
one or more identical or different substituents independently selected from the group 
consisting of hydroxy groups, amino groups, carbamoyl groups, sulfamoyl groups, 

35 halogen atoms, cyano groups, nitro groups, C1.6 alkyl groups (the C1_6  alkyl groups are 
unsubstituted or substituted with a cyano group), C1_6 haloalkyl groups, C3_11 cycloalkyl 
groups, C1_6 alkoxy groups, C1-6 haloalkoxy groups, C1_6  alkylthio groups, C1.6  
haloalkylthio groups, C1_6 alkylsulfonyl groups, C1_6 haloalkylsulfonyl groups, C1-6 
alkoxycarbonyl groups, 4 to 7-membered non-aromatic heterocyclyl groups, mono-C1.6  

40 alkylamino groups, di-C1_6  alkylamino groups, phenyl groups, 5 to 6-membered aromatic 
heterocyclyl groups, mono-C1_6  alkylaminosulfonyl groups and di-C1.6  alkylaminosulfonyl 
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atoms and may, for example, be a methyl group, an ethyl group, a n-propyl group, an 
isopropyl group, a n-butyl group, an isobutyl group, a t-butyl group, a n-pentyl group, n- 
hexyl group or the like. 

A "C1.3  haloalkyl group" is a group derived from the above-mentioned C1.3 alkyl 
5 	group by replacing one or more hydrogen atom(s) at arbitrary position(s) by one or more 

identical or different halogen atoms selected from the group consisting of fluorine atoms, 
chlorine atoms, bromine atoms and iodine atoms. 

A "C1.6  haloalkyl group" is a group derived from the above-mentioned C1_6  alkyl 
group by replacing one or more hydrogen atom(s) at arbitrary position(s) by one or more 

10 	identical or different halogen atoms selected from the group consisting of fluorine atoms, 
chlorine atoms, bromine atoms and iodine atoms. 

A "C3_11  cycloalkane" is a monocyclic, fused, bridged or spiro aliphatic hydrocarbon 
ring having 3 to 11 ring-constituting carbon atoms and may, for example, be 
cyclopropane, cyclobutane, cyclopentane, cyclohexane, cycloheptane, cyclooctane, 

15 	adamantane, bicyclo[3.1.0]octane, bicyclo[2.2.1]heptane, spiro[5.5]undecane or the like. 
A "C3_11  cycloalkyl group" is a monovalent group derived from the above- 

mentioned "C3.11  cycloalkane" by removing a hydrogen atom at an arbitrary position. 
A "C3.6  cycloalkane" is a ring having 3 to 6 ring-constituting carbon atoms among 

the above-mentioned "C3.11  cycloalkane" and may, for example, be cyclopropane, 
20 	cyclobutane, cyclopentane, cyclohexane or the like. 

A "C3.6  cycloalkyl group" is a group having 3 to 6 ring-constituting carbon atoms 
among the above-mentioned "C3_11  cycloalkyl group", and may, for example, be a 
cyclopropyl group, a cyclobutyl group, a cyclopentyl group, a cyclohexyl group or the 
like. 

25 A "C4.7  cycloalkane" is a ring having 4 to 7 ring-constituting carbon atoms among 
the above-mentioned "C3_11  cycloalkane" and may, for example, be cyclobutane, 
cyclopentane, cyclohexane, cycloheptane or the like. 

A "C3_11  cycloalkene" is a non-aromatic ring derived from replacing one or more 
bonds in the 	-mentioned "C3_11 	 by double bond(s) above cycloalkane" arc replaced 	 and 

30 	may, for example, be cyclopropene, cyclobutene, cyclopentene, cyclohexene, 
cyclohexa-1,3-diene, cyclohexa-1,4-diene, bicyclo[2.2.1]hepta-2,5-diene, spiro[2.5]oct- 
4-ene, 1,2,5,6-tetrahydronaphthalene or the like. 

A "C2_6 alkenyl group" is a linear or branched alkenyl group having at least one 
double bond and 2 to 6 carbon atoms and may, for example be an ethenyl(vinyl) group, 

35 	a 1-propenyl group, a 2-propenyl(allyl) group, an isopropenyl group, a 1-butenyl group, 
a 2-butenyl group, a 3-butenyl(homoallyl) group, a 4-pentenyl group, a 5-hexenyl group 
or the like. 

A "C2.3  alkenyl group" is an ethenyl(vinyl) group, a 1-propenyl group, a 2- 
propenyl(allyl) group or an isopropenyl group. 

40 	A "C2..6 haloalkenyl group" is a group derived from the above-mentioned "C2-5 
alkenyl group" by replacing one or more hydrogen atom(s) at arbitrary position(s) by one 
or more identical or different halogen atoms selected from the group consisting of 
fluorine atoms, chlorine atoms, bromine atoms and iodine atoms. 

A "C2.6  alkynyl group" is a linear or branched alkynyl group having at least one 
45 	triple bond and 2 to 6 carbon atoms and may, for example be an ethynyl group, a 1- 

propynyl group, a 3-propynyl group, a 1-butynyl group, a 2-butynyl group, a 3-butynyl 
group, a 4-pentynyl group, a 5-hexynyl group, a 1,5-hexandiynyl group or the like. 

A "C1.6  alkoxy group" is a linear or branched alkoxy group having 1 to 6 carbon 
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at any position without particular restriction. 
A "5 to 10-membered aromatic heterocycle" is a monocyclic or fused aromatic 

heterocyclyl group having 5 to 10 ring-constituting atoms including 1 to 5 hetero atoms 
(such as nitrogen atoms, oxygen atoms and sulfur atoms) and may, for example, be 

5 

10 

furan, thiophene, pyrrole, imidazole, triazole, tetrazole, thiazole, pyrazole, oxazole, 
isoxazole, isothiazole, thiadiazole, oxadiazole, pyridine, pyrazine, pyridazine, pyrimidine, 
triazine, purine, pteridine, quinoline, isoquinoline, naphthylidine, quinoxaline, cinnoline, 
quinazoline, phthalazine, imidazopyridine, imidazothiazole, imidazooxazole, 
benzothiazole, benzoxazole, benzimidazole, indole, isoindole, indazole, pyrrolopyridine, 
thienopyridine, furopyridine, benzothiadiazole, benzoxadiazole, pyridopyrimidine, 
benzofuran, benzothiophene, thienofuran or the like. 

In the case of a "5 to 10-membered aromatic heterocycle" having a C=N double 
bond, it may be in the form of an N-oxide. 

A "5 to 10-membered aromatic heterocyclyl group" is a monovalent group derived 
15 from the above-mentioned "5 to 10-membered aromatic heterocycle" by removing a 

hydrogen atom at an arbitrary position and may have the free valence at any position 
without particular restrictions. 

A "5 to 6-membered aromatic heterocycle" is a monocyclic group having 5 to 6 
ring-constituting atoms among the above-mentioned "5 to 10-membered aromatic 

20 heterocycles" and may, for example, be pyrrole, pyrazole, imidazole, triazole, tetrazole, 
pyridine, pyridazine, pyrimidine, pyrazine, triazine, furan, thiophene, thiazole, isothiazole, 
oxazole, isoxazole, oxadiazole, thiadiazole or the like. 

A "5 to 6-membered aromatic heterocyclyl group" is a monovalent group derived 
from the above-mentioned "5 to 6-membered aromatic heterocycle" by removing a 

25 hydrogen atom at an arbitrary position and may have the free valence at any position 
without particular restrictions. 

A "3 to 14-membered non-aromatic heterocycle" is a non-aromatic heterocycle: 
1) which has 3 to 14 ring-constituting atoms, 
2) the ring-constituting atoms of which contains 1 to 7 hetero atoms selected from 

30 nitrogen atoms, oxygen atoms or sulfur atoms, 
3) which may have one or more carbonyl groups, one or more double or triple bonds in 
the ring system, 
4) which may contain one or more sulfur atoms in the form of sulfinyl or sulfonyl groups 
as ring-constituting atoms, and 

35 

40 

5) which may be a monocyclic ring, a fused ring (in the fused ring, a non-aromatic ring 
may be fused to non-aromatic ring(s) or to aromatic-ring(s)), a bridged ring or a spiro 
ring. 	It may, for example, be azetidine, pyrrolidine, piperidine, azepane, azocane, 
tetrahydrofuran, tetrahydropyran, morpholine, thiomorpholine, piperazine, thiazolidine, 
1,4-dioxane, imidazoline, thiazoline, benzopyran, isochroman, chroman, indoline, 
isoindoline, azaindane, tetrahydroazanaphthalene, azachroman, tetrahydrobenzofuran, 
tetrahydrobenzothiophene, 2,3,4,5-tetrahydro-benzo[b]thiophene„3,4-dihydro-2H-
benzo[b][1,4]eliexepanedioxepine, 6,7-dihydro-5H-cyclopenta[b]pyrazine, 5,6-dihydro- 

45 

4H-cyclopenta[b]thiophene, 4,5,6,7-tetrahydrobenz[b]thiophene, 2,3-dihydroisoindo1-1-
one, 3,4-dihydro-2H-isoquinolin-1-one, 3,4-dihydro-21-1-benzo[b]oxepin-5-one, 
2,3,4,4a,9,9a-hexahydro-1H-carbazole, 1'H-spiro[cyclopropane-1,2-quinoxalin]-3'(4'H)-
one, 10H-phenoxazine, [1,3]dioxolo[4,5-f]quinoline or the like. 

A "3 to 14-membered non-aromatic heterocyclyl group" is a monovalent group 
derived from the above-mentioned "3 to 14-membered non-aromatic heterocycle" by 



56 
removing a hydrogen atom at an arbitrary position. 	It may have the free valence at any 
position without particular restrictions, but in the case of an fused ring system consisting 
of a non-aromatic ring fused to an aromatic ring, it has the free valence in the non-
aromatic ring. 

5 I A "3 to 11-membereed non-aromatic heterocycle" is non-aromatic heterocycle: 
1) which has 3 to 11 ring-constituting atoms 
2) the ring-constituting atoms of which contains 1 to 5 hetero atoms selected from 
nitrogen atoms, oxygen atoms or sulfur atoms, 
3) which may have one or more carbonyl groups, one or more double or triple bonds in 

lo the ring system, 
4) which may contain one or more sulfur atoms in the form of sulfinyl or sulfonyl groups 
as ring-constituting atoms, and 
5) which may be a monocyclic ring, a fused ring (in the fused ring, a non-aromatic ring 
may be fused to non-aromatic ring(s) or to aromatic-ring(s)), a bridged ring or a spiro 

15 ring. 	It may, for example, be azetidine, pyrrolidine, piperidine, azepane, azocane, 
tetrahydrofuran, tetrahydropyran, morpholine, thiomorpholine, piperazine, thiazolidine, 
1,4-dioxane, imidazoline, thiazoline, benzopyran, isochroman, chroman, indoline, 
isoindoline, azaindane, tetrahydroazanaphthalene, azachroman, tetrahydrobenzofuran, 
tetrahydrobenzothiophene, 2,3,4,5-tetrahydro-benzo[b]thiophene, 3,4-dihydro-2H- 

20 1 benzo[b][1,4]dioxepine, 6,7-dihydro-5H-cyclopenta[b]pyrazine, 5,6-dihydro-4H- 
cyclopenta[b]thiophene, 4,5,6,7-tetrahydrobenzo[b]thiophene, 2,3-dihydroisoindo1-1-one, 
3,4-dihydro2H-isoquinolin-1-one, 3,4-dihydro2H-benzo[b]oxepin-5-one or the like. 

A 3 to 11-membered non-aromatic heterocyclyl group" is a monovalent group 
derived from the above-mentioned "3 to 11-membered non-aromatic heterocycle" by 

25 removing a hydrogen atom at an arbitrary position. 	It may have the free valence at any 
position without particular restrictions, but in the case of an fused ring system consisting 
of a non-aromatic ring fused to an aromatic ring, it has the free valence in the non-
aromatic ring. 

A "4 to 7-membered non-aromatic heterocycle" is a monocyclic non-aromatic 
30 heterocycle: 

1) which has 4 to 7 ring-constituting atoms 
2) the ring-constituting atoms of which contains 1 to 3 hetero atoms selected from 
nitrogen atoms, oxygen atoms and sulfur atoms, 
3) which may have one or more carbonyl groups, one or more double or triple bonds in 

35 the ring system, and 

ao 

4) which may contain one or more sulfur atoms in the form of sulfinyl or sulfonyl groups 
as ring-constituting atoms. 	It may, for example, be azetidine, pyrrolidine, pyrrolidinone, 
oxazolidine, isoxazolidine, thiazolidine, isothiazolidine, piperazine, piperazinone, 
piperidine, piperidinone, morpholine, thiomorpholine, azepine, diazepine, oxetane, 
tetrahydrofuran, 1,3-dioxorane, tetrahydropyran, 1,4-dioxane, oxepane, 
homomorpholine or the like. 

A "4 to 7-membered non-aromatic heterocyclyl group" is a monovalent group 
derived from the above-mentioned "4 to 7-membered non-aromatic heterocycle" by 
removing a hydrogen atom at an arbitrary position and may have the free valence at 

45 any position without particular restrictions. 
A "C1_6  alkylthio group" is a group consisting of the above-mentioned "C1_6  alkyl 

group" attached to a sulfur atom and may, for example, be a methylthio group, an 
ethylthio group, a n-propylthio group, an isopropylthio group, a n-butylthio group, an 
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3-yl group, a 1,2,3,4-tetrahydronaphthalen-1-y1 group, a 1,2,3,4-tetrahydronaphthalen-2-
yl group, a 1,2,3,4-tetrahydronaphthalen-3-y1 group, a 1,2,3,4-tetrahydronaphthalen-4-y1 
group, a 4-oxo-1,2,3,4-tetrahydronaphthalen-1-y1 group, a 9H-fluoren-9-yl group or the 
like. 

5 A "8 to 14-membered partially saturated aromatic cyclic group" is a group derived 
from 1) a bicyclic or tricyclic ring having 8 to 14 ring-constituting atoms and consisting of 
a non-aromatic ring fused to aromatic rings among the above-mentioned "3 to 14-
menbered non-aromatic heterocycle " or 2) the above-mentioned "8 to 14-membered 
aromatic ring-condensed alicyclic hydrocarbon" by removing a hydrogen atom at an 

10 arbitrary position. 	It may have the free valence at any position in the aromatic ring 
without particular restrictions. 

It may, for example, be a 1H-inden-4-y1 group, a 1H-inden-5-y1 group, a 1H-inden-
6-y1 group, a 1H-inden-7-y1 group, a 5,6,7,8-tetrahydronaphthalen-1-yl group, a 5,6,7,8-
tetrahydronaphthalen-2-yl group, a 5,6,7,8-tetrahydronaphthalen-3-yl group, a 5,6,7,8- 

15 tetrahydronaphthalen-4-yl 	a 9H-fluorene2-y1 	an indolin-4-y1 group, 	 group, 	 group, an 
indolin-5-y1 group, an indolin-6-yl group, an indolin-7-y1 group, a chroman-5-yl group, a 
chroman-6-yl group, a chroman-7-yl group, a chroman-8-yl group, a 4,5,6,7-
tetrahydrobenzo[b]thiophen-3-yl group, a 2,3,4,4a,9,9a-hexahydro-1H-carbazol-5-y1 
group or the like. 

20 A "8 to 11-membered aromatic ring-condensed alicyclic hydrocarbon" is a fused 
ring system: 
1) which has 8 to 11 ring-constituting atoms, 
2) all the ring-constituting atoms of which are carbon atoms, 
3) which may have one or more carbonyl groups, one or more double or triple bonds in 

25 the ring system, and 
4) which consists of an alicyclic hydrocarbon fused to a benzene ring, and it may, for 
example, be 1H-indene, 2,3-dihydroindene, 1H-inden-1-on, 1,2-dihydronaphthalene, 
1,2,3,4-tetrahydronaphthalene, 3,4-dihydronaphthalen-1(2H)-one or the like. 

A "8 to 11-membered aromatic ring-condensed alicyclic hydrocarbon group" is a 
30 group derived from the above-mentioned "8 to 11-membered aromatic ring-condensed 

alicyclic hydrocarbon" by removing a hydrogen atom at an arbitrary position. and may 
have the free valence at any position in the alicyclic carbocycle without particular 
restrictions. 

It may, for example, be a 1H-inden-4-y1 group, a 1H-inden-5-ylgroup, a 1H-inden- 
35 6-yl group, a 1H-inden-7-y1 group, a 5,6,7,8-tetrahydronaphthalen-1-y1 group, a 5,6,7,8- 

tetrahydronaphthalen-2-yl group, a 5,6,7,8-tetrahydronaphthalen-3-yl group, a 5,6,7,8- 
tetrahydronaphthalen-4-yl 	the like. group or 

A "8 to 11-membered partially saturated aromatic cyclic group" is a group derived 
from 1) a partially saturated aromatic ring having 8 to 11 ring-constituting atoms and 

40 consisting of an aromatic ring fused to a non-aromatic ring among the above-mentioned 
"3 to 11 membered non-aromatic heterocycle" or 2) the above-mentioned "8 to 11- 
membered aromatic ring-condensed alicyclic hydrocarbonrup" by removing a 
hydrogen atom at an arbitrary position. and may have the free valence at any position in 
the aromatic ring without particular restrictions. 

45 It may, for example, be a 1H-inden-4-y1 group, a 1H-inden-5-ylgroup, a 1H-inden-
6-y1 group, a 1H-inden-7-yl group, a 5,6,7,8-tetrahydronaphthalen-1-yl group, a 5,6,7,8-
tetrahydronaphthalen-2-yl group, a 5,6,7,8-tetrahydronaphthalen-3-yl group, a 5,6,7,8- 
tetrahydronaphthalen-4-yl 	an indolin-4-y1 	indolin-5-y1 	indolin- group, 	 group, an 	group, an 
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Another preferred embodiment of the substituent Ca  and the substituent R2a  is 
such that 12a  is represented by the formula (Xa-9): 

ssc
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O
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ss 
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R2a  is a hydrogen atom. 
5 Another preferred embodiment of the substituent L32  and the substituent R2a  is 

such that L3a  is represented by any of the following formulae (XXVIa-1) to (XXVIa-5): 
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(wherein Eta  is an oxygen atom or a sulfur atom, and R12a  is a C1_6 alkyl group or a C1-6 
haloalkyl group (the C1.6 alkyl group and the C1_6 haloalkyl group is substituted with one 

10 or two identical or different substituents independently selected from the group 
consisting of hydroxy groups, amino groups, carboxy groups, carbamoyl groups, 
sulfamoyl groups, halogen atoms, cyano groups, nitro groups, C1.6 alkoxy groups, Cm 
haloalkoxy groups, C1_6  alkylthio groups, C1_6  haloalkylthio groups, C1_6  alkylcarbonyl 
groups, C1_6  haloalkylcarbonyl groups, C1_6  alkylsulfonyl groups, C1.6 haloalkylsulfonyl 

15 groups, C1.6 alkoxycarbonyl groups, mono-C1_5  alkylamino groups, di-C1.6  alkylamino 
groups, mono-C1_6  alkylaminocarbonyl groups, di-C1_6  alkylaminocarbonyl groups, C1_6  
alkylcarbonylamino groups, C3.11 cycloalkyl groups, 3 to 11-membered non-aromatic 
heterocyclyl groups, C6_14 aryl groups and 5 to 10-membered aromatic heterocyclyl 
groups (the C3_11  cycloalkyl groups, the 3 to 11-membered non-aromatic heterocyclyl 

20 groups, the C6_14 aryl groups and the 5 to 10-membered aromatic heterocyclyl groups 
are unsubstituted or substituted with one or more identical or different substituents 
independently selected from the substituent set Via)), a C3-11 cycloalkyl group, a 3 to 11- 
membered non-aromatic heterocyclyl group, a C6_14 aryl group or a 5 to 10-membered 
aromatic heterocyclyl group (the C3.11 cycloalkyl group, the 3 to 11-membered non- 

25 aromatic heterocyclyl group, the C6.14 aryl group and the 5 to 10-membered aromatic 
I heterocyclyl 	are unsubstituted and group 	 -or substituted with one or more identical or 

different substituents independently selected from the substituent set V13)), and 
R2a  is a C1_6  alkyl group, a C2.6 alkenyl group, a C2.6 alkynyl group (the C1.6 alkyl group, 
the Cm alkenyl group and the Cm alkynyl group are unsubstituted or substituted with 

30 one or more identical or different substituents independently selected from the 
substituent set V6a  and the substituent set V9a), a C3_6 cycloalkyl group, a 3 to 11 - 
membered non-aromatic heterocyclyl group, a phenyl group, a naphthyl group or a 5 to 
10-membered aromatic heterocyclyl group (the C3.6 cycloalkyl group, the 3 to 11- 
membered non-aromatic heterocyclyl group, the phenyl group, the naphthyl group and 

35 the 5 to 10-membered aromatic heterocyclyl group are unsubstituted or substituted with 
one or more identical or different substituents independently selected from the 
substituent set Vla  and the substituent set V9a). 

A more preferred embodiment of the substituent Ca  and the substituent R2a  is 
such that L3a  is a single bond, and R2a  is a hydrogen atom, a halogen atom, a C3-6 

40 cycloalkyl group, a phenyl group or a 5 to 6-membered aromatic heterocyclyl group (the 
Cm cycloalkyl group, the phenyl group and the 5 to 6-membered aromatic heterocyclyl 
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. s% 	(r-4) 
0 	0 	, and 

Rea  is a C1.3 haloalkyl group. 
Another further preferred embodiment of the substituent Ca  and the substituent 

Rea  is such that Ca  is represented by any of the following formulae (XXVIlla-1) to 
5 (XXVIlla-3): 

1 
R12a 

/ 
1 	

0 	0 

N 	i 	sccs  N 5, \isss y 	N S  
( XXVIlla  ) 

R12a % 
0 0 	R12a 

( XXVIlla-1) 	( XXVIIP-2 ) 	( XXVIIP-3 ) 
(wherein Eta  is an oxygen atom, and R12a  is a hydrogen atom or a C1.3  alkyl group), and 
Rea  is a C1.6 alkyl group (the C1.6  alkyl group is unsubstituted or substituted with a cyano 
group) or a C1.6 haloalkyl group. 

lo Another further preferred embodiment of the substituentL3a  and the substituent 
Rea  is such that L3a  is represented by any of the following formulae (XV-1) to (XX3-3): 

R12a 

N
I 

\ 	2/ 	...,
5555 
	sssf--..

N..--\ 
( XX' )  0 0 	 R12a 

( XXa-1 ) 	( Xr-2 ) 	( Xr-3 ) 
(wherein R12a  is a hydrogen atom or a 01.3  alkyl group), and Rea  is a C1.6 alkyl group or 
a C1_6 haloalkyl group (the C1_6 alkyl group and the C1_6 haloalkyl group are substituted 

15 with a substituent selected from the group consisting of a mono-C1.6  alkylaminocarbonyl 
group (the mono-C1..6  alkylaminocarbonyl group is unsubstituted or substituted with one 
or more identical or different halogen atoms independently selected from the group 
consisting of fluorine atoms, chlorine atoms, bromine atoms and iodine atoms), a C3_6 
cycloalkyl group, a 4 to 7-membered non-aromatic heterocyclyl group, a phenyl group 

20 and a 5 to 6-membered aromatic heterocyclyl group (the C3.6 cycloalkyl group, the 4 to 
7-membered non-aromatic heterocyclyl group, the phenyl group and the 5 to 6- 
membered aromatic heterocyclyl group are substituted with one or two identical or 
different substituents independently selected from the group consisting of hydroxy 
groups, amino groups, halogen atoms, cyano groups, carbamoyl groups, 01_6  alkoxy 

25 groups, Ci_6 haloalkoxy groups, mono-01.6  alkylamino groups, di-01.6  alkylamino groups, 
C1.6 alkylthio groups, C1_6 haloalkylthio groups, C1_6 alkylsulfonyl groups, 01-5 
haloalkylsulfonyl groups, C1.6 alkoxycarbonyl groups and phenyl groups (the phenyl 
groups are unsubstituted or substituted with one or two identical or different substituents 
independently selected from the group consisting of halogen atoms and C1.3 haloalkyl 

30 groups))). 
Another further preferred embodiment of the substituent 12a  and the substituent 

Rea  is such that Ca  is represented by any of the following formulae (XXa-1) to (Xr-3): 
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Another particularly preferred embodiment of the substituent Ca  and the 

substituent Rea  is such that Ca  is represented by the formula (XVIa): 

siC.
N

.--- 	(XVIa ) 
I 

R12a 

(wherein Rua  is a hydrogen atom or a C1.3  alkyl group), and Rea  is a C3_6  cycloalkyl 
5 group, a 4 to 7-membered non-aromatic heterocyclyl group (the C3_6  cycloalkyl group 

and the 4 to 7-membered non-aromatic heterocyclyl group are unsubstituted or 
substituted with one or two identical or different substituents independently selected 
from the group consisting of hydroxy groups, C1.3  alkyl groups (the C1.3  alkyl groups are 
unsubstituted or substituted with a substituent selected from the group consisting of a 

10 hydroxy group, a cyano group and a C1-3  alkoxy group), C1.3  haloalkyl groups, C1-6 
alkoxycarbonyl groups and phenyl groups (the phenyl groups are unsubstituted or 
substituted with a halogen atom)), a phenyl group or a 5 to 10-membered aromatic 
heterocyclyl group (the phenyl group and the 5 to 10-membered aromatic heterocyclyl 
group are unsubstituted or substituted with identical or different one, two or three 

15 substituents independently selected from the group consisting of halogen atoms, cyano 
groups, C1_3  alkyl groups, C1-3  haloalkyl groups, C1-3  alkoxy groups, C1-3  haloalkoxy 
groups, C1_3  haloalkylsulfonyl groups and 4 to 7-membered non-aromatic heterocyclyl 
groups). 

Another particularly preferred embodiment of the substituent 1_3a  and the 
zo substituent Rea  is such that Ca  is represented by the formula (X8-2): 

0,_,. 
.rr 	( Xa-2 ) 

0 	 , and 

Rea  is a methyl group (the methyl group is unsubstituted or substituted with a phenyl 
group). 

Another particularly preferred embodiment of the substituent 1_3a  and the 
25 substituent Rea  is such that ea  is represented by the formula (Xa-2): 

O c., 
sr 	( Xa-2 ) 

0 	 , and 

Rea  is a hydrogen atom or a t-butyl group. 
Another particularly preferred embodiment of the substituent 12a  and the 

substituent Rea  is such that Ca  is represented by the formula (Xa-3): 

.1-K A 	( Xa-3 ) 
30 0 	and 

Rea  is a hydrogen atom. 
Another particularly preferred embodiment of the substituent 12a  and the 

substituent Rea  is such that Ca  is represented by the formula (Xa-3): 

sirs  	( Xa-3 ) 
and 

35 R2a  is a C1.3  alkyl group. 
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halogen atoms, hydroxy groups, amino groups and cyano groups), =C(R15a)- (wherein 
R15a  is a hydrogen atom or a cyano group, and the bond connecting the ring 13a  and Lea 
is a double bond) or =C(R151-CH2- (wherein R15a  is a hydrogen atom or a cyano group, 
and the bond connecting the ring Ba  and L2a  is a double bond)„ 

5 Ca  is a single bond or represented by any of the following formulae (XlVa-1) to (XlVa-15) 
or (Xllla): 

12a R12a 

AA sig\
S 
 A ss5c23

ssss s
grc2L

ssss 
	N  

s
k 

S ,s.Eta 	O
c 

? 0 	Eta 
	 Eta 	0 	0 

( XIVa-1 ) ( XIVa-2 ) ( XIVa-3 ) 	( XIVa-4 ) 	( XIVa-5 ) 

0 	0 0 	0 
1a

( XIVa  ) 
sc

N
"SCss 	

HIV N IV/ 
	--...,, 	,...a.,.. 	.......-' 	sSil,..,....

o N 	N 

	

5 
	

N 

	

s 5 

	

ss
s5  I 	 I 	I 	 I 	I 	 I R12a 	R12a 	R13a 	R12a 	R13a 	 R12a 

( XIVa-6 ) 	( XIVa-7 ) 	( XIVa-8 ) 	( XIVa-9 ) 	( XIVa-10 ) 

1 

s\ 
 O
/ 	ssCNA 	scss. 	A sss.5 

0 	 s 	0 N
,..--\ 	ssss.,, 

N 
I 	 I 

0A 
R12a 	 R12a 	R12a 

( XIVa-1 1 ) 	( XIVa- 1 2 ) ( XIVa-13 ) 	( XIVa-1 4 ) 	( XIVa-1 5 ) 

1 

SCCS s 	( Xilla  ) I  

(wherein Eta  is an oxygen atom or a sulfur atom), 
10 when Ca  is a single bond, R2a  is a hydrogen atom, a halogen atom, an azido group, a 

C341 cycloalkyl group, a 3 to 11-membered non-aromatic heterocyclyl group, a C6_14 aryl 
group , a 5 to 10-membered aromatic heterocyclyl group, a 8 to 11-membered partially 
saturated aromatic cyclic group or a 8 to 11-membered aromatic ring-condensed 
alicyclic hydrocarbon group (the C3_11  cycloalkyl group, the 3 to 11-membered non- 

15 aromatic heterocyclyl group, the C6_14 aryl group , the 5 to 10-membered aromatic 
heterocyclyl group, the 8 to 11-membered partially saturated aromatic cyclic group and 
the 8 to 11-membered aromatic ring-condensed alicyclic hydrocarbon group are 
unsubstituted or substituted with one or more identical or different substituents 
independently selected from the group consisting of the substituent set Vla  , the 

20 substituent set V9a  and C1.6  alkyl groups (the C1_6  alkyl groups are substituted with a C1_6  
alkoxycarbonylamino group (the C1_6  alkoxycarbonylamino group is unsubstituted or 
substituted with one or more identical or different halogen atoms independently selected 

I 
from the group consisting of fluorine atoms, chlorine atoms, bromine atoms and iodine 
atoms))1, 

25 when L3a  is not a single bond, R2a  is a hydrogen atom, a C1_6 alkyl group, a C2-6 alkenyl 
group, a C2.6 alkynyl group (the C1_6  alkyl group, the C2-6 alkenyl group and the C2-6 
alkynyl group are unsubstituted or substituted with one or more identical or different 
substituents independently selected from the substituent set yea  and the substituent set 
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(wherein R123  is a hydrogen atom, a C1_3 alkyl group (the C1.3 alkyl group is 
unsubstituted or substituted with a cyano group) or a C1_3  haloalkyl group), and R23  is a 
hydrogen atom, a C1-3 alkyl group or a C1-3 haloalkyl group (the 01.3 alkyl group and the 
C1_3 haloalkyl group are substituted with a substituent selected from the group 

5 consisting of a hydroxy group and a cyano group and with a substituent selected from 
the group consisting of a 3 to 11-membered non-aromatic heterocyclyl group, a phenyl 
group and a 5 to 10-membered aromatic heterocyclyl group (the 3 to 11-membered non- 
aromatic heterocyclyl group, the phenyl group and the 5 to 10-membered aromatic 
heterocyclyl group are unsubstituted or substituted with one or two identical or different 

10 substituents independently selected from the group consisting of halogen atoms, cyano 
groups, C1.3  alkyl groups, C1-3 haloalkyl groups, C1-3 alkoxy groups and C1_3 alkylthio 
groups)), tautomers or pharmaceutically acceptable salts of the compounds or solvates 
thereof. 
513) The compounds according to any one of l a) or 42) to 463), wherein L33  is 

15 represented by any of the following formulae (XXVI3-1) to (XXVI3-5): 
R12a 	 w1 a R12a 	 0 I 	 I  AN A y

0 

s5sC/ N 	N 	g& ----C
s
, 
/ 

N 
ss

ss  gcs\
S 	 55.55 	( XXVia  ) 

5.55
s 

I 
N 

R12a 	Eta 	0 	0 	R12a 	R12a 

( XXVP-1 ) 	( XXVIa-2 ) 	( XXVIa-3 ) 	( XXVP-4 ) 	( XXVP-5 ) 

(wherein Eta  is an oxygen atom, Rua  is a C1_5  alkyl group (the C1-6 alkyl group is 
unsubstituted or substituted with a substituent selected from the group consisting of a 

I cyano group, a hydroxy group, a 01.3 alkoxy group, a C3.6 cycloalkyl gorup-group and a 
20 phenyl group), a C1-6 haloalkyl group, a C3-6 cycloalkyl group or a phenyl group (the 

phenyl group is unsubstituted or substituted with a halogen atom or a cyano group)), 
and 

R23  is a C1-6 alkyl group (the C1-6 alkyl group is unsubstituted or substituted with a 
substituent selected from the group consisting of a cyano group, a hydroxy group, a C1_3 

25 	I alkoxy 	a C3.6 cycloalkyl group, 	 gorup group and a phenyl group), a C1.6 haloalkyl group, 
a C3.6 cycloalkyl group or a phenyl group (the phenyl group is unsubstituted or 
substituted with a halogen atom)), tautomers or pharmaceutically acceptable salts of the 
compounds or solvates thereof 
52) The compounds according to any one of any one of 13) or 42) to 46a), wherein L3a  

30 is represented by the formula (X3-11): 

0 

	

/
N 	

( X3-11 ) 

	

I 	
5555 

R12a 

(wherein Rua  is a hydrogen atom, a C1_3  alkyl group (the C1.3 alkyl group is 
unsubstituted or substituted with a cyano group or a 5 to 6-membered aromatic 
heterocyclyl group (the 5 to 6-membered aromatic heterocyclyl group is unsubstituted or 

35 substituted with a C1_3  alkyl group)), a C1-3 haloalkyl group or a 03.6 cycloalkyl group), 
and R23  is a C1.3 alkyl group (the C1-3 alkyl group is unsubstituted or substituted with a 
cyano group) or a C1_3  haloalkyl group, tautomers or pharmaceutically acceptable salts 
of the compounds or solvates thereof. 
52) The compounds according to any one of 1a) or 42) to 463), wherein L3a  is 
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(wherein E2b  is an oxygen atom, each of R4b, R5b, R8b  and R813  is independently a 
hydrogen atom, a halogen atom or a C1_3 alkyl group, and 1:218b  is a hydrogen atom or a 
C1_3 alkyl group). 

Another more preferred embodiment of the ring Ab  is represented by the formula is 
5 represented 	 (XXIVb): by the formula 

0 
Rip)
,
)
N 	N:zz, 

( XXIVb  ) „...- 	...„-- 

(wherein Rim  is a hydrogen atom or a C1_3  alkyl group). 
Another more preferred embodiment of the ring Ab  is represented by the formula is 

represented by the formula (XXIVb): 
0 

R.K) 
vz_ 

	

N 	N 

	

z• 	
( XXIVb  ) 

o 
10 

(wherein RIob  is a C-1_6 alkyl group (the Ci_6 alkyl group is unsubstituted or substituted 
with one or two identical or different substituents independently selected from the group 
consisting of cyano groups, hydroxy groups, C1-3 alkoxy groups, C-1-3 alkylthio groups, 
di-C1_3  alkylamino groups, di-C1.3  alkylaminocarbonyl groups, C3_6 cycloalkyl groups, 4 to 

15 	7-membered non-aromatic heterocyclyl groups, phenyl groups, and 5 to 6-membered 
aromatic heterocyclyl groups (the phenyl groups and the 5 to 6-membered aromatic 
heterocyclyl groups are unsubstituted or substituted with one or two identical or different 
substituents independently selected from the group consisting of halogen atoms, C1-3 

alkyl groups and C1.3 haloalkyl groups)), a C1-6 haloalkyl group, a C3-6 cycloalkyl group 
20 	or a 4 to 7-membered non-aromatic heterocyclyl group). 

Another more preferred embodiment of the ring Ab  is represented by the formula is 
- 	- 	- 	- 	- - - 	- . 	- 	- - (XIVb): 

0 
Rizi„..)

N 	NA 

Ran ( XIVb  ) 
,....„ 

R5b  

(wherein each of R4b  and R5b  is independently a hydrogen atom or a C1_3 alkyl group, 
25 	and Rwb  is a C1.6 alkyl group (the C1.6 alkyl group is unsubstituted or substituted with 

one or two identical or different substituents independently selected from the group 
consisting of cyano groups, hydroxy groups, ci.3  alkoxy groups, C1.3 alkylthio groups, 
di-C1_3  alkylamino groups, di-C1_3  alkylaminocarbonyl groups, C3.6 cycloalkyl groups, 4 to 
7-membered non-aromatic heterocyclyl groups), a Ci.6 haloalkyl group, a C3_6 cycloalkyl 

30 	group or a 4 to 7-membered non-aromatic heterocyclyl group). 
A further preferred embodiment of the ring Ab  is represented by the formula (Xlb): 
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0 
Riob 

N 	NA  
( XXIVb  ) ,,--- 

0 

(wherein Rob  is a C1-6 alkyl group (the C1.6 alkyl group is unsubstituted or substituted 
with one or two identical or different substituents independently selected from the group 
consisting of cyano groups, hydroxy groups, C1-3 alkoxy groups, C1_3 alkylthio groups, 

5 di-Ci_3  alkylamino groups and 4 to 7-membered non-aromatic heterocyclyl groups), a 
C1_6  haloalkyl group, a C3-6 cycloalkyl group or a 4 to 7-membered non-aromatic 
heterocyclyl group). 

A particularly preferred embodiment of the ring Ab  is represented by the formula 
(Xlb): 

Rth 

R6b 
Nzt\' 

( XIb ) 
..„.-- _„--- 

0 

10 
(wherein R6b  is a hydrogen atom, a halogen atom or a C1_3 alkyl group, and Rsb  is a 
hydrogen atom). 

Another particularly preferred embodiment of the rinq Ab  is represented by the 
formula (Xllb): 

Rth 

N'''Nz  
( Xllb ) 

0 

15 
(wherein R8b  is a hydrogen atom). 

Another particularly preferred embodiment of the ring Ab  is represented by the 
formula (Xlllb): 

0 

N NA 
(mnb  ) 

R4b-------...„------------ 

20 (wherein R4b  is a hydrogen atom). 
Another particularly preferred embodiment of the ring Ab  is represented by the 

formula (XIVb): 

(3 
Rtt 	.„,,,,, 
C  IN 

_AF. I 	I 	( XIVb  ) 

R5b 
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(wherein each of Rob, R5b  and R10)  is a hydrogen atom). 
A preferred embodiment of the substituent Lib  is a single bond or a C1.3  alkylene 

group. 
A more preferred embodiment of the substituent Lib  is a single bond or a 

5 methylene group. 
A further preferred embodiment of the substituent Lib  is a single bond. 
A preferred embodiment of the ring Bb  is a C3.11  cycloalkane, a 3 to 11-membered 

non-aromatic heterocycle, benzene or a 5 to 10-membered aromatic heterocycle. 
A more preferred embodiment of the ring Bb  is a C4_7  cycloalkane, a 4 to 7- 

10 membered non-aromatic heterocycle or a 5 to 6-membered aromatic heterocycle. 
Another more preferred embodiment of the ring Bb  is adamantane. 
A further preferred embodiment of the ring Bb  is a C4_7  cycloalkane or a 4 to 7-

membered non-aromatic heterocycle. 
A particularly preferred embodiment of the ring Bb  is cyclohexane or piperidine. 

15 A preferred embodiment of the substituent L2b  is a single bond, a C1_3  alkylene 
group or a C1.3  haloalkylene group (the C1_3  alkylene group and the C1-3 haloalkylene 
group are substituted with a cyano group). 

Another preferred embodiment of the substituent L2b  is a C1.3  alkylene group, a C1- 
3  haloalkylene group (the C1_3  alkylene group and the C1_3  haloalkylene group are 

20 unsubstituted or substituted with a hydroxy group) or a C2-6 alkenylene group (the C2-6 
alkenylene group is unsubstituted or substituted with a cyano group). 

Another preferred embodiment of the substituent L2b  is a C1.6  alkylene group (the 
C1.6  alkylene group is unsubstituted or substituted with one or two cyano groups) or a 
C1_6  haloalkylene group. 

25 A more preferred embodiment of the substituent L2b  is a single bond or a C1_3  
alkylene group. 

Another more preferred embodiment of the substituent L2b  is a C1_3  alkylene 
group.(the C1-3  alkylene group is substituted with a cyano group) or a C1-3  haloalkylene 
group. 

30 Another more preferred embodiment of the substituent L2b  is a C2_3  alkenylene 
group (the C2-3  alkenylene group is substituted with a cyano group). 

A further preferred embodiment of the substituent L2b  is a single bond or a 
methylene group. 

A preferred embodiment of the substituent Lab  and the substituent R2b  is such that 
35 Lab  is a single bond, and R2b  is a hydrogen atom, a halogen atom, a C3-6  cycloalkyl 

group, a 3 to 11-membered non-aromatic heterocyclyl group, a phenyl group or a 5 to 
10-membered aromatic heterocyclyl group (the C3.6  cycloalkyl group, the 3 to 11-
membered non-aromatic heterocyclyl group, the phenyl group and the 5 to 10-
membered aromatic heterocyclyl group are unsubstituted or substituted with one or 

40 more identical or different substituents independently selected from the substituent set 
Vib). 

45 

Another preferred embodiment of the substituent Lab  and the substituent R2b  is 
such that Lab  is a single bond, and R2b  is a hydrogen atom, a halogen atom, a C3.11 
cycloalkyl group, a 3 to 11-membered non-aromatic heterocyclyl group, a phenyl group, 
a naphthyl group, a 5 to 10-membered aromatic heterocyclyl group or a 8 to 1 1 - 
membered partially saturated aromatic cyclic group (the C3-11 cycloalkyl group, the 3 to 
11-membered non-aromatic heterocyclyl group, the phenyl group, the naphthyl group, 
the 5 to 10-membered aromatic heterocyclyl group and the 8 to 11-membered partially 
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Compounds (3a)-3 and (3a)-6 having a protective group as RPR  can be converted 
to compounds (3a)-3 and (3a)-6 having a hydrogen atom as RPR  by deprotection. 
(Synthesis of starting materials 2a) 

The compounds (4a)-2 can be produced, for example, through the following 
5 scheme (4a) (wherein each of Rx  and RY  is independently a C1.6 alkyl group, and the 

other symbols are the same as defined above). 

R2a Lza ,R2a 	 L& 
L33  0,L1a 0 1-3a 	 0 	Oa 0  

1 	
(R3a)na (1233),13 	 ,Isl 	y OH 	 ( 4a R 

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

A compound (4a)-1 can be converted to a compound (4a)-2 by using equivalent or 
excessive amounts of RYNH(ORx) and a condensation agent such as 

10 	1 dicyclohexylcarbodiimide or 1-ethyl-3-(3-dimethylaminopropyl)carbodiimide 
hydrochloride in an appropriate solvent or in the absence of solvent at 0°C to a refluxing 
temperature. 	The presence of an acid or a base is sometimes effective for smooth 
progress of the reaction. 

Among the compounds represented by the formula (la), the compounds (5a)-3, 
15 (5a)-4, (5a)-5 and (5a)-6 can be produced , for example, through the following scheme 

(5a) (wherein m is 0,1,2 or 3, RPR  is a hydrogen atom or a protective group such as a Ts 
group, a TIPS group or a SEM group, RPR2  is a protective group such as a Boc group or 
a Cbz group, E32  is an oxygen atom or a sulfur atom, and the other symbols are the 
same as defined above). 

(R3a),,a 	 rie)aa 	 (R3a),. \--\ 	 \--\ 	 \\_\ 	L32a 
N—RPR2 	 NH 	 N—L2a N 	
)m N 	% 	)m N 	‘ 	)rn N 	\ 	 NI' 	‘ 	 nit 	‘ N 	Xa 

'14 	r  
N 	Xa 

Rla 	N 	N 	 R1  a-L:N 	N 	 R 4 
 
.a 	N 	N 

RPR 	 RPR 	0 	 RPR 
(5a)-1 	R2a,N,c,E3.1 (5a)-2 	/ 

\R23 	(5a)-3 

(5a)-7  (5a)-8 	 ( 5a 

(R3a)„a 	HN_R2a 	 (R3a)na 	
HO 
	R2a 	(R3a)na 	R2a 

N-4 N'  

X

)rn

a 	

E3a 	 N 	)m 	 N 	)m OH 
N 	xa 	14' 	xa 

'Ya 	 •N 	 •N I 	̀‘ya 	 1 	ea 

N 

•
14 N 

 

RlaN 	N 	 le 	N 	N 	R1a-LN 	N 
RPR 	 RPR 	 RPR 

20 (5a)-4 	 (5a)-5 	 (5a)-6 

A compound (5a)-1 among the compounds (1a)-3 can be converted to a 
compound (5a)-2 by deprotection. 

A compound (5a)-2 can be converted to a compound (5a)-3 by using equivalent or 
excessive amounts of an electrophilic reagent represented by R2aCaL2a_RL  (wherein RL  

25 is a leaving group such as a halogen atom, a methanesulfonyloxy group, a p- 
toluenesulfonyloxy group) 	such as an alkyl halide, a methanesulfonate ester, an acid 
halide, a sulfonyl chloride, a chloroformate and a base such as triethylamine in an 
appropriate solvent or in the absence of solvent at -78°C to a refluxing temperature. 

A compound (5a)-2 can be converted to a compound (5a)-3 by using equivalent or 
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58.0 pmol) was stirred with hydrogen chloride - methanol solution (10 wt%, 2.0 mL) at 
room temperature for 15 minutes. 	The reaction mixture was concentrated under 
reduced pressure, and the residue was purified by silica gel column chromatography (Hi 
Flash column amino type manufactured by Yamazen Corporation: chloroform / 
methanol = 10/1 (v/v)) to give the title compound as a pale yellow oil (9.2 mg, yield 69%). 
REFERENCE SYNTHETIC EXAMPLEa  6 
Cyclohexv1(7-{12-(trimethylsilyflethoxylmethyll-7H-pyrrolo12,3-dipyrimidin-4- 
y1)methanone 

Cyclohexyl(7H-pyrrolo[2,3-d]pyrimidin-4-yl)methanone 	0.218 	in (50.0 mg, 	mmol) 
N,N-dimethylformamide (1 mL) was mixed with sodium hydride (60 wt% dispersion in 
mineral oil, 9.6 mg, 0.24 mmol) and [2-(chloromethoxy)ethyl]trimethylsilane (42.5 pL, 
0.240 mmol) under cooling with ice and stirred for 30 minutes while the temperature 
was gradually raised to room temperature. 	Separately, cyclohexyl(7H-pyrrolo[2,3- 
d]pyrimidin-4-yl)methanone 	2.18 	in N,N-dimethylformamide (500 mg, 	mmol) 	 (5 mL) was 
mixed with sodium hydride (60 wt% dispersion in mineral oil, 96 mg, 2.4 mmol) and 
(chloromethoxy)ethyl]trimethylsilane (425 pL, 2.40 mmol) under cooling with ice and 
stirred for 30 minutes while the temperature was gradually raised to room temperature. 
After addition of water, the reaction solution and the previously obtained reaction 
solution were extracted with ethyl acetate, respectively, and the organic layers were 
washed with saturated aqueous sodium chloride, dried over anhydrous magnesium 
sulfate and concentrated under reduced pressure. 	The resulting residues were 
combined and purified by silica gel column chromatography (hexane/ ethyl acetate =5/1 
(v/v)) to give the title compound as a pale yellow oil (850 mg, yield 99%). 
REFERENCE SYNTHETIC EXAMPLEa  7 
Cyclohexyl(7412-(trimethylsilyflethoxylmethyl)-7H-pwrolo[2,3-dlpyrimidin-4- 
v1)methanamine 

Cyclohexyl(74[2-(trimethylsilypethoxy]methyll-7H-pyrrolo[2,3-d]pyrimidin-4- 
yl)methanone (406 mg, 1.13 mmol) in methanol (10 ml) was stirred with hydroxylamine 
hydrochloride (395 mg, 5.66 mmol) for 4 hours. 	After addition of water, the reaction 
mixture was extracted with ethyl acetate, and the organic layer was dried over 
anhydrous sodium sulfate and concentrated under reduced pressure. 	The resulting 
residue was dissolved in ethanol (3.0 mL), mixed with ammonium acetate (105 mg, 1.36 
mmol), water (3 mL) and aqueous ammonia (5 mL) and refluxed with zinc powder (600 
mg, 9.17 mmol) for 4 hours. 	The reaction mixture was allowed to cool to room 
temperature and filtered, and the filtrate was concentrated under reduced pressure. 
The residue was purified by silica gel column chromatography (Hi Flash column amino 
type manufactured by Yamazen Corporation: chloroform / methanol = 20/1 (v/v)) to give 
the title compound as a yellow oil (390 mg, yield 79%). 
REFERENCE SYNTHETIC EXAMPLEa  8 
1-Cyclohexy1-7-12-(trimethvIsilvflethoWlmethyll-7H-imidazo[1,5-clpyrrolo[3,2- 
elpyrimidine 

Cyclohexyl(74[2-(trimethylsilypethoxy]methyll-7H-pyrrolo[2,3-d]pyrimidin-4- 
y1)methanamine (10 mg. 0.028 mmol) in N,N-dimethylformamide dimethyl acetal (0.7 
mL) was stirred at 170°C for 30 minutes under microwave irradiation. 	The reaction 
mixture was allowed to cool to room temperature and concentrated under reduced 
pressure, and the resulting residue was dissolved in 1,3-dimethylimidazolidin-2-one (1.0 
mL) and stirred at 230°C for 1.5 hours under microwave irradiation. 	Separately, 
cyclohexyl(7-{[2-(trimethylsilypethoxy]methy11-7H-pyrrolo[2,3-d]pyrimidin-4- 
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the organic layer was dried over anhydrous sodium sulfate and concentrated under 
reduced pressure. 	The resulting residue was dissolved in N,N-dimethylformamide (60 
mL) and mixed with N,O-dimethylhydroxylamine hydrochloride (1.02 g, 10.4 mmol) and 
0-(7-azabenzotriazol-1-y1)-N,N,N',N'-tetramethyluronium hexafluorophosphate (4.0 g, 
10.4 mmol) and then stirred with triethylamine (1.5 mL, 10 mmol) at room temperature 
for 2.5 hours. 	After addition of water, the reaction mixture was extracted with ethyl 
acetate, and the organic layer was dried over anhydrous sodium sulfate and 
concentrated under reduced pressure. 	The residue was purified by silica gel column 
chromatography (hexane / ethyl acetate = 3/1 	1/1 (v/v)) to give the title compound as 
a pale yellow oil (1.44 mg, yield 59% (three steps)). 
REFERENCE SYNTHETIC EXAMPLE' 18 
Benzyl 3-(7112-(trimethylsilvflethoxylmethv1}-7H-pyrrolo12,3-dlpvrimidine-4- 
carbonvI)piperidine-1-carboxvlate 

Isopropylmagnesium chloride (2.0 M solution in tetrahydrofuran, 0.4 mL, 
0.80mmol) was gradually added dropwise to 4-iodo-7-{(2-(trimethylsilypethoxy]methy1}-
7H-pyrrolo[2,3-d]pyrimidine (200 mg, 0.530 mmol) obtained in Reference Synthetic 
Example' 15 in tetrahydrofuran (3 mL) cooled to -78°C, and the resulting reaction 
mixture was stirred at -78°C for 15 minutes. 	The reaction mixture was warmed to room 
temperature and stirred with (2,6-dimethylphenyl)magnesium bromide (1.0 M solution in 
tetrahydrofuran, 0.8 mL, 0.80 mmol) and benzyl 3-
[methoxy(methyl)carbamoyl]piperidine-1-carboxylate (245 mg, 0.800 mmol) in 
tetrahydrofuran (3.0 mL) at room temperature for 2.5 hours. 	After addition of saturated 
aqueous ammonium chloride, the reaction mixture was extracted with ethyl acetate, and 
the organic layer was dried over anhydrous sodium sulfate and concentrated under 
reduced pressure. 	The residue was purified by silica gel column chromatography 
(hexane / ethyl acetate = 4/1 —› 2/1 —> 1/1 (v/v)) to give the title compound as a yellow 
oil (107 mg, yield 41%). 
REFERENCE SYNTHETIC EXAMPLE' 19 
Benzyl 3-famino(7-([2-(trimethvIsilyflethoxvimethvII-7H-pvrrolo12,3-dbovrimidin-4- 
vflmethvIlpiperidine-1-carboxylate 

The reactions in Reference Synthetic Example' 7 were carried out in substantially 
the same manners except that 3-(7-([2-(trimethylsilypethoxy]methy1}-7H-pyrrolo[2,3-
d]pyrimidine-4-carbonyl)piperidine-1-carboxylate (253 mg, 0.510 mmol) was used 
instead of cyclohexyl(7-112-(trimethylsilypethoxy]methyl)-7H-pyrrolo[2,3-d]pyrimidin-4- 
yl)methanone to give the title compound as a pale blue oil (183 mg, yield 72%). 
REFERENCE SYNTHETIC EXAMPLE' 20 
Benzvl 3-(7-(12-(trimethylsilvflethoxylmethvft-7H-imidazoll ,5-clpwrolof3,2-elpvrirnidin-1- 
v1)Piperidine-1-carboxylate 

Benzyl 3-[amino(7-([2-(trimethylsilypethoxy]methyD-7H-pyrrolo[2,3-d]pyrimidin-4- 
yOmethyl]piperidine-1-carboxylate (63 mg, 0.13 mmol) in N,N-dimethylformamide 
dimethyl acetal (1 mL) was stirred at 170°C for 30 minutes under microwave irradiation. 
The reaction mixture was allowed to cool to room temperature and concentrated under 
reduced pressure, and the resulting residue was dissolved in 1,3-dimethylimidazolidin- 
2-one (1 mL) and stirred at 230°C for 1.5 hours under microwave irradiation. 	The 
reaction mixture was allowed to cool to room temperature, diluted with ethyl acetate and 
washed with saturated aqueous ammonium chloride and saturated aqueous sodium 
chloride, and the organic layer was dried over anhydrous sodium sulfate and 
concentrated under reduced pressure. 	The concentrate was purified by silica gel thin 
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stirred with active carbon (400 mg) at room temperature for 30 minutes. 	The mixture 
was filtered, and the filtrate was concentrated under reduced pressure. 	The resulting 
residue was dissolved in acetic acid (35 mL) and stirred with platinum(IV) oxide (162 
mg) under a hydrogen atmosphere at 0.5 MPa for 3 days. 	The reaction mixture was 

5 filetered, and the filtrate was concentrated under reduced pressure. 	The resulting 
residue was dissolved in acetonitrile (50 mL) and water (40 mL) and stirred with sodium 
hydrogen carbonate (5.00 g, 59.5 mmol) and tert-butyl bicarbonate (5.10 g, 23.4 mmol) 
for one day. 	The reaction mixture was extracted with diethyl ether twice, and the 
organic layer was washed with 1 M hydrochloric acid and saturated aqueous 

10 	I magnesium sodium chloride, dried over anhydrous magnesium sulfate and 
concentrated under reduced pressure. 	The resulting residue was purified by silica gel 
column chromatography (hexane / ethyl acetate = 1/1 (v/v)) to give the title compound 
as a colorless oil (4.33 g, yield 90% (three steps)). 
REFERENCE SYNTHETIC EXAMPLEa  26 

15 tert-Butyl 3-[methoxy(methyl)carbamoyll 4 methylpiperidine-1-carboxylate 
Diisobutylaluminum hydride (1.0 M solution in toluene, 23.4 mL, 23.7 mmol) was 

added dropwise to 3-methyl 1-tert-butyl 4-methylpiperidine-1,3-dicarboxylate (2.43 g, 
9.46 mmol) in tetrahydrofuran (60 mL) cooled to -78°C, and the resulting reaction 
mixture was stirred at -78°C for 1 hour and at room temperature for 2 hours, then stirred 

20 with methanol and Celite at room temperature for 30 minutes and filtered. 	The filtrate 
was concentrated under reduced pressure. 	The resulting residue was roughly purified 
by silica gel column chromatography (hexane / ethyl acetate = 4/1 --› 2/1 —> 1/1 (v/v)) to 
give a colorless oil (1.62 g). 	The crude product (1.02 g) was dissolved in 
dichloromethane (30 mL) and stirred with 1,1,1-triacetoxy-1,1-dihydro-1,2-benziodoxol- 

25 3(1H)-one (2.83 g, 6.67 mmol) at room temperature for 1.5 hours. 	After addition of a 
mixture (1/1 (v/v)) of saturated aqueous sodium hydrogen carbonate and saturated 
aqueous sodium thiosulfate, the reaction mixture was extracted with ethyl acetate, and 
the organic layer was dried over anhydrous sodium sulfate and concentrated under 
reduced pressure. 	The resulting residue was dissolved in t-butanol (12 mL), mixed 

30 with sodium dihydrogen phosphate (1.33 g, 11.1 mmol), water (12 mL) and 2-methy1-2-
butene (12 mL, 111 mmol) and stirred with sodium chlorite (1.68 g, 18.6 mmol) under 
cooling with ice for 30 minutes and then at room temperature 1 hour. 	After addition of 
saturated aqueous sodium thiosulfate, the reaction mixture was extracted with ethyl 
acetate, and the organic layer was dried over anhydrous sodium sulfate and 

35 concentrated under reduced pressure. 	The resulting residue was dissolved in N,N-
dimethylformamide (30 mL), mixed with N,O-dimethylhydroxylamine hydrochloride (396 
mg, 4.06 mmol) and O-(7-azabenzotriazol-1-yl)-N,N,N',N'-tetramethyluronium 
hexafluorophosphate (2.00 g, 5.41 mmol) and stirred with N,N-diisopropylethylamine 
(1.50 mL, 8.45 mmol) at room temperature for one day. 	After addition of water, the 

40 reaction solution was extracted with ethyl acetate, and the organic layer was dried over 
anhydrous sodium sulfate and concentrated under reduced pressure. 	The residue was 
purified by silica gel column chromatography (hexane / ethyl acetate = 4/1 —> 2/1 (v/v)) 
to give the title compound as a pale yellow oil (644 mg, yield 38% (four steps)). 
REFERENCE SYNTHETIC EXAMPLEa  27 

45 tert-Butyl 4-methy1-3-(7H-pyrrolo12,3-dlpyrimidine-4-carbonyl)piperidine-1-carboxylate 
The reactions in Reference Synthetic Examplea  10 were carried out in 

substantially the same manners except that tert-butyl 31methoxy(methyl)carbamoy1]-4- 
methylpiperidine-1-carboxylate was used instead of N-methoxy-N,2-dimethylbenzamide 



178 

to give the title compound as a pale yellow solid (53.8 mg, yield 73%). 
REFERENCE SYNTHETIC EXAMPLE' 28 
tert-Butyl 3-rmethoxy(methyl)carbamoyllpiperidine-1-carboxylate 

The reactions in Reference Synthetic Example' 9 were carried out in substantially 
5 the same manners except that 1-(tert-butoxycarbonyl)piperidine-3-carboxylate 

carboxylic acid was used instead of 2-methylbenzoic acid to give the title compound as 
a colorless oil (1.68 g, yield 57%). 
REFERENCE SYNTHETIC EXAMPLE' 29 
tert-Butyl 3-(7H-pyrrolo[2,3-dlpvrimidine-4-carbonyl) piperidine -1-carboxylate 

10 The reactions in Reference Synthetic Example' 10 were carried out in 
substantially the same manners except that tert-butyl 3-
[methoxy(methyl)carbamoyl]piperidine-1-carboxylate was used instead of N-methoxy-
N,2-dimethylbenzamide to give the title compound as a pale yellow solid (1.19 g, yield 
68%). 

15 REFERENCE SYNTHETIC EXAMPLE' 30 
1-[(Benzyloxy)carbonyllpiperidine-3-carboxylic acid 

Nipecotic acid (3.93 g, 30.4 mmol) and sodium carbonate (5.10 g, 48.1 mmol) in 
water (40 mL) was mixed with benzyl chloroformate (5.20 mL, 36.4 mmol) under cooling 
with ice and stirred at room temperature for one day. 	After addition of water and 1 M 

20 aqueous sodium hydroxide, the reaction mixture was allowed to separate by adding 
diethyl ether. 	The aqueous layer was adjusted to pH 1 with concentrated hydrochloric 
acid and extracted with ethyl acetate. 	The resulting organic layer was washed with 
saturated aqueous sodium chloride, dried over anhydrous magnesium sulfate and 
concentrated under reduced pressure to give the title compound as a pale yellow oil 

25 (5.86 g, yield 73%). 
REFERENCE SYNTHETIC EXAMPLE' 31 
Benzyl 3-rmethoxy(methyl)carbamoyllpiperidine-1-carboxylate 

1-[(Benzyloxy)carbonyl]piperidine-3-carboxylic acid (5.86 g, 22.3 mmol) and N,O-
dimethylhydroxylamine hydrochloride (3.55 g, 36.4 mmol) in tetrahydrofuran (60 mL) 

30 was stirred with triethylamine (5.50 mL, 39.5 mmol), 1-hydroxybenzotriazole (1.17 g, 
8.66 mmol) and 1-(3-dimethylaminopropyI)-3-ethylcarbodiimide hydrochloride (7.18 g, 
37.4 mmol) at room temperature for one day. 	After addition of water, the reaction 
solution was extracted with ethyl acetate, and the organic layer was washed with 
saturated aqueous sodium chloride, dried over anhydrous magnesium sulfate and 

35 concentrated under reduced pressure. 	The residue was purified by silica gel column 
chromatography (hexane / ethyl acetate = 1/1 (v/v)) to give the title compound as a 
colorless oil (5.95 g, yield 87%). 
REFERENCE SYNTHETIC EXAMPLE' 32 
Benzyl 3-(7H-pyrrolo12,3-dlpyrimidine-4-carbonyl)piperidine-1-carboxylate 

40 The reactions in Reference Synthetic Example' 10 were carried out in 
substantially the same manners except that benzyl 3-
[methoxy(methyl)carbamoyl]piperidine-1-carboxylate was used instead of N-methoxy- 
N,2-dimethylbenzamide to give the title compound as a pale yellow solid (3.56 g, yield 
53%).  

45 REFERENCE SYNTHETIC EXAMPLE' 33 
1-Benzylpiperidine-3-carboxylic acid 

Nipecotic acid (1.31 g, 10.2 mmol), benzaldehyde (1.12 g, 10.6 mmol) and 5% 
palladium-carbon (0.18 g) in methanol (10 mL) was stirred at room temperature for one 
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day under a hydrogen atmosphere. 	The reaction mixture was filtered, and the filtrate 
was concentrated under reduced pressure. 	The resulting residue was dissolved in 
methanol (50 mL) was stirred with benzaldehyde (4.40 g, 41.5 mmol) and 5% 
palladium-carbon (0.118 g) at room temperature for one day. 	The reaction mixture was 
filtered, and the filtrated was concentrated under reduced pressure. 	The resulting 
residue was purified by silica gel column chromatography (chloroform / methanol = 10/1 
—* 5/1 (v/v)) to give the title compound as a colorless oil (1.41 g, yield 63%). 
REFERENCE SYNTHETIC EXAMPLE' 34 
1-Benzyl-N-methoxy-N-methylpiperidine-3-carboxamide 

1-Benzylpiperidine-3-carboxylic acid (318 mg, 1.45 mmol) and N,O-
dimethylhydroxylamine hydrochloride (287 mg, 2.94 mmol) in tetrahydrofuran (5 mL) 
was stirred with triethylamine (283 pL, 2.03 mmol) , 1-hydroxybenzotriazole (101 mg, 
0.747 mmol) and 1-(3-dimethylaminopropyI)-3-ethylcarbodiimide hydrochloride (560 mg, 
2.92 mmol) at room temperature for one day. 	After addition of water, the reaction 
mixture was extracted with ethyl acetate, and the organic layer was washed with 
saturated aqueous sodium chloride, dried over anhydrous magnesium sulfate and 
concentrated under reduced pressure. 	The residues was purified by silica gel column 
chromatography (hexane / ethyl acetate = 1/1 (v/v)) to give the title compound as a 
colorless oil (272 mg, yield 71%). 
REFERENCE SYNTHETIC EXAMPLE' 35 
(1-Benzylpiperidin-3-yI)(7H-pyrrolo12,3-dlpyrimidin-4-yl)methanone 

The reactions in Reference Synthetic Example' 10 were carried out in 
substantially the same manners except that 1-benzyl-N-methoxy-N-methylpiperidine-3-
carboxamide was used instead of N-methoxy-N,2-dimethylbenzamide to give the title 
compound as a yellow amorphous (121 mg, yield 91%). 
REFERENCE SYNTHETIC EMMPLEa  36 
Phenyl 1,3,4-thiadiazol-2-ylcarbamate 

1,3,4-Thiadiazol-2-amine (253 mg, 2.50 mmol) in dimethylacetamide (3 mL) was 
stirred with phenyl chloroformate (392 pL, 3.13. mmol) at room temperature for one day. 
After addition of water, the precipitated solid was collected by filtration, washed with 
water and hexane and dried under reduced pressure to give the title compound as a 
colorless solid (418 mg, yield 76%). 
REFERENCE SYNTHETIC EXAMPLE' 37 
Phenyl (3-methylisothiazol-5-yl)carbamate 

3-Methylisothiazol-5-amine (156 mg, 1.04 mmol) in pyridine (1.2 mL) was mixed 
with phenyl chloroformate (260 pL, 2.07 mmol) under cooling with ice and stirred at 
room temperature for 3 hours. 	The reaction mixture was concentrated under reduced 
pressure, and after addition of water, extracted with chloroform twice, and the organic 
layer was concentrated under reduced pressure. 	The resulting residue was purified by 
silica gel column chromatography (hexane / ethyl acetate = 1/1 (v/v)) to give the title 
compound as a pale yellow solid (173 mg, yield 71%). 
REFERENCE SYNTHETIC EXAMPLE' 38 
tert-Butyl 44methoxy(methyl)carbamoyllpiperidine-1-carboxylate 

The reactions in Reference Synthetic Example' 9 were carried out in substantially 
the same manners except that 1-(tert-butoxycarbonyl)piperidine-carboxylic acid was 
used instead of 2-methylbenzoic acid to give the title compound as a colorless oil (763 
mg, yield 64%). 
REFERENCE SYNTHETIC EXAMPLE' 39 
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The reactions in Reference Synthetic Example' 10 were carried out in 
substantially the same manners except that 4-[(tert-butyldimethylsily0oxy]-N-methoxy-
N-methylcyclohexanecarboxamide was used instead of N-methoxy-N,2-
dimethylbenzamide to give the title compound as a pale yellow solid (7.14 g, yield 69%). 
REFERENCE SYNTHETIC EXAMPLE' 74 
1-{44(tert-ButyldimethvIsilynoxv]cyclohexyll-7H-pyrrolo[3,2-6111 ,2,31triazolorl ,5- 
clovrimidine 

The reactions in Synthetic Example' 5 were carried out in substantially the same 
manners except that {4-[(tert-butyldiphenylsilypoxy]cyclohexyl}(7H-pyrrolo[2,3-
d]pyrimidin-4-yl)methanone was used instead of (7H-pyrrolo[2,3-d]pyrimidin-4-y1)(o- 
tolyOmethanone to give the title compound as a pale yellow solid (5.20 g, yield 70%). 
REFERENCE SYNTHETIC EXAMPLE' 75 
4-(7H-Pyrrolo[3,2-e111 ,2,31triazolo[1,5-clovrimidin-1-y1)cyclohexanol 

1-(4-[(tert-Butyldimethylsilypoxy]cyclohexyl}-7H-pyrrolo[3,2-e][1,2,3]triazolo[1,5-
c]pyrimidine (500 mg, 1.35 mmol) in a mixture of dichloromethane (5 mL) and methanol 
(5 mL) was stirred with pyridinium p-toluenesulfonate (338 mg, 1.35 mmol) at 60°C for 3 
hours. 	The reaction mixture was concentrated under reduced pressure, and the 
residue was purified by silica gel column chromatography (hexane / ethyl acetate = 4/1 
—> 1/1 (v/v) —> ethyl acetate) to give the title compound as a colorless solid (259 mg, 
yield 75%). 
REFERENCE SYNTHETIC EXAMPLE' 76 
Benzyl 4-(7-(12-(trimethylsilynethoxv]methvI)-7H-ovrrolo12,3-dlovrimidine-4- 
carbonynoiperidine-1-carboxylate 

The reactions in Reference Synthetic Example' 18 were carried out in 
substantially the same manners except that benzyl 4-
[methoxy(methyl)carbamoyl]piperidine-1-carboxylate obtained in Reference Synthetic 
Example' 43 was used instead of benzyl 3-[methoxy(methyl)carbamoyl]piperidine-1-
carboxylate to give the title compound as a yellow oil (49.6 mg, yield 71%). 
REFERENCE SYNTHETIC EXAMPLE' 77 
Benzyl 4-ramino(7-{12-(trimethylsilynethoxylmethyll-7H-pyrrolo12,3-dlovrimidin-4- 
Y1)methyllpineridine-1-carboxylate 

The reactions in Reference Synthetic Example' 7 were carried out in substantially 
the same manners except that benzyl 4-(7-([2-(trimethylsilypethoxy]methy11-7H-
pyrrolo[2,3-d]pyrimidine-4-carbonyl)piperidine-1-carboxylate was used instead of 
cyclohexyl(74[2-(trimethylsilypethoxy]methyl}-7H-pyrrolo[2,3-d]pyrimidin-4-
yOmethanone to give the title compound as a colorless oil (33.2 mg, yield 67%). 
REFERENCE SYNTHETIC EXAMPLE' 78 
Benzyl 4-(7-{12-(trimethylsilvflethoxylmethyl)-7H-imidazoil ,5-clpyrrolo[3,2-elpyrimidin-1- 
VI)Piperidine-1-carboxylate 

The reactions in Reference Synthetic Example' 20 were carried out in 
substantially the same manners except that benzyl 4-[amino(7-([2-
(trimethylsilypethoxy]methy1}-7H-pyrrolo[2,3-d]pyrimidin-4-y1)methyl]piperidine-1- 
caryoxylatc carboxylate was used 	of instead 	benzyl 3-[amino(7-{[2- 
(trimethylsilypethoxy]methy1}-7H-pyrrolo[2,3-d]pyrimidin-4-yOmethyllpiperidine-1- 
carboxylate to give a brown oily mixture containing the title compound (16.0 mg). 	The 
resulting mixture was used for the next step without purification. 
REFERENCE SYNTHETIC EXAMPLE' 79 
Benzyl 4-famino(7H-pyrrolo[2,3-dlovrimidin-4-yl)methyllpiperidine-1-carboxvlate 
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ethyl acetate = 10/1 —> 4/1 (v/v)) to give the title compound as a pale yellow solid (305 
mg, yield 41%). 
REFERENCE SYNTHETIC EXAMPLEa  111 
4-(2-Am inoethyl)benzonitrile 

5 tert-Butyl 4-cyanophenethylcarbamate (305 mg, 1.24 mmol) in dichloromethane (4 
mL) was mixed with trifluoroacetic acid (3.50 mL, 47.1 mmol) under cooling with ice and 
then stirred at room temperature for 30 minutes. 	The reaction mixture was 
concentrated under reduced pressure, mixed with saturated aqueous potassium 
carbonate and extracted with ethyl acetate. 	The organic layer was washed with 

to saturated aqueous sodium chloride, dried over anhydrous sodium sulfate and 
concentrated under reduced pressure to give the title compound as a pale orange solid 
(72.5 mg, yield 40%). 
REFERENCE SYNTHETIC EXAMPLEa  112 
tert-Butyl 3-oxoazetidine-1-carboxylate 

15 tert-Butyl 3-hydroxyazetidine-1-carboxylate (4.02 g, 23.2 mmol) in 
dichloromethane (305 mL) was mixed with Dess-Martin Periodinane (9.55 g, 22.5 mmol) 
under cooling with ice and then stirred at room temperature for 3 hours. 	After addition 
of 10% aqueous sodium thiosulfate and saturated aqueous sodium hydrogen carbonate 
under cooling with ice, the reaction mixture was extracted with chloroform, and the 

20 organic layer was washed with saturated aqueous sodium chloride, dried over 
anhydrous magnesium sulfate and concentrated under reduced pressure. 	The residue 
was purified by silica gel column chromatography (hexane / ethyl acetate = 2/1 (v/v)) to 
give the title compound as a colorless solid (3.39 g, yield 85%). 
REFERENCE SYNTHETIC EXAMPLE' 113 

25 tert-Butyl 3-hydroxy-3-methylazetidine-1-carboxylate 
Methylmagnesium bromide - tetrahydrofuran solution (1.12 M, 3.90 mL, 4.38 

mmol) was added dropwise to tert-butyl 3-oxoazetidine-1-carboxylate (500 mg, 2.92 
mmol) in tetrahydrofuran (5 mL) under cooling with ice and stirred for 90 minutes. 	After 
addition of saturated aqueous ammonium chloride, the reaction mixture was extracted 

30 with ethyl acetate, and the organic layer was dried over anhydrous sodium sulfate and 
concentrated under reduced pressure. 	The residue was purified by silica gel column 
chromatography (hexane / ethyl acetate = 2/1 —> 1/1 (v/v)) to give the title compound as 
a colorless solid (224 mg, yield 41%). 
REFERENCE SYNTHETIC EXAMPLEa  114 

35 3-Methylazetidin-3-ol hydrochloride 
tert-Butyl 3-hydroxy-3-methylazetidine-1-carboxylate (224 mg, 1.20 mmol) in ethyl 

acetate (1 mL) was mixed with 4 M hydrogen chloride - 1,4-dioxane solution (3.0 mL) 
under cooling with ice and then stirred at room temperature for 1 hour. 	The reaction 
mixture was concentrated under reduced pressure to give a mixture containing the title 

40 compound (colorless oil, 162 mg). 	The mixture was used for the next step without 
further purification. 
REFERENCE SYNTHETIC EXAMPLE' 115 
3-(Trifluoromethyl)azetidin-3-ol hydrochloride 

tert-Butyl 3-oxoazetidine-1-carboxylate (500 mg, 2.92 mmol) obtained in 
45 	I Reference Synthetic Example' 112 and (trifluoromethyptrimethylsilane (0.648 mL, 4.38 

mmol) in tetrahydrofuran (10 mL) were mixed with tetrabutylammonium fluoride -
tetrahydrofuran solution (1 M, 0.291 mL, 0.291 mmol) under cooling with ice and then 
stirred at room temperature for 1 hour. 	After addition of saturated aqueous ammonium 
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chloride, the reaction mixture was extracted with diethyl ether, and the organic layer was 
dried over anhydrous magnesium sulfate and concentrated under reduced pressure. 
The residue was mixed with ethyl acetate (5 mL) and 1M aqueous citric acid (5 mL) and 
stirred at room temperature for 1 hour. 	After addition of water, the reaction mixture was 
extracted with diethyl ether. 	The organic layer was dried over anhydrous magnesium 
sulfate and concentrated under reduced pressure. 	The resulting residue was dissolved 
in ethyl acetate (1.0 mL), mixed with 4 M hydrogen chloride - 1,4-dioxane solution (4 
mL) under cooling with ice and then stirred at room temperature for 22 hours. 	The 
reaction mixture was concentrated under reduced pressure, and the precipitate was 
washed with ethyl acetate to give the title compound as a white solid (340 mg, yield 
66% (2 steps)). 
REFERENCE SYNTHETIC EXAMPLE' 116 
tert-Butyl 3-(2,2,2-trifluoroethoxy)azetidine-1-carboxylate 

Sodium hydride (55  60 wt% dispersion in liquid paraffin, 151 mg, 3.46 mmol) in 
N,N-dimethylformamide (5 mL) was mixed with tert-butyl 3-hydroxyazetidine-1-
carboxylate (500 mg, 2.89 mmol) in N,N-dimethylformamide (3 mL) under cooling with 
ice and stirred for 30 minutes, and the resulting reaction mixture was mixed with 2,2,2-
trifluoroethyl trifluoromethanesulfonate (0.499 mL, 3.46 mmol) under cooling with ice 
and then stirred at room temperature for 5 hours. 	After addition of water, the reaction 
mixture was extracted with ethyl acetate, and the organic layer was washed with 
saturated aqueous sodium chloride, dried over anhydrous magnesium sulfate and 
concentrated under reduced pressure. 	The residue was purified by silica gel column 
chromatography (hexane / ethyl acetate = 3/1 . -> 1/1 (v/v)) to give the title compound as 
a colorless solid (350 mg, yield 48%). 
REFERENCE SYNTHETIC EXAMPLE' 117 
3-(2,2,2-Trifluoroethoxy)azetidine hydrochloride 

tert-Butyl 3-(2,2,2-trifluoroethoxy)azetidine-1-carboxylate (350 mg, 1.37 mmol) in 
ethyl acetate (1.0 mL) was mixed with 4 M hydrogen chloride - 1,4-dioxane solution (3.0 
mL) under cooling with ice and then stirred at room temperature for 2 hours. 	The 
reaction mixture was concentrated to give a mixture containing the title compound as a 
colorless oil (224 mg). 	The mixture was used for next step without further purification. 
REFERENCE SYNTHETIC EXAMPLE' 118 
3-Amino-1,1,1-trifluoro-2-(pyridin-3-yl)propan-2-ol 

Isopropylmagnesium chloride-lithium chloride complex - tetrahydrofuran solution 
(1.3 M, 20.7 mL, 27.0 mmol) was added dropwise to 5-bromo-2-chloropyridine (5.20 g, 
27.0 mmol) in tetrahydrofuran (40 mL) under cooling with ice, and the reaction mixture 
was stirred for 30 minutes and then mixed with ethyl 2,2,2-trifluoroacetate (11.5 g, 81.0 
mmol) under cooling with ice and stirred at room temperature for 10 minutes. 	After 
addition of 1M hydrochloric acid, the reaction mixture was extracted with ethyl acetate, 
and the organic layer was dried over anhydrous sodium sulfate and concentrated under 
reduced pressure to give a yellow oil. 	The yellow oil was dissolved in nitromethane 	(30 
mL) and stirred with potassium carbonate (3.73 g, 27.0 mmol) at room temperature for 
30 minutes. 	The reaction mixture was added to 1M hydrochloric acid and extracted 
with ethyl acetate, and the organic layer was dried over anhydrous sodium sulfate and 
concentrated under reduced pressure. 	The residue was purified by silica gel column 
chromatography (hexane / ethyl acetate = 3/1 (v/v)) to give a yellow oil. 	The yellow 	oil 
was dissolved in tetrahydrofuran (20 mL), mixed with 10% palladium-carbon (600 mg) 
and triethylamine (2.60 mL, 18.7 mmol) and then stirred at room temperature for one 
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day under a hydrogen atmosphere. 	The reaction mixture was filtered, and the filtrate 
was concentrated under reduced pressure. 	The residue was purified by silica gel 
column chromatography (ethyl acetate —> ethyl acetate / methanol / triethylamine = 
9/1/1 (v/v/v)) to give the title compound as a colorless solid (913 mg, yield 31%(4 
steps)). 
REFERENCE SYNTHETIC EXAMPLE' 119 
3-Amino-1,1,1-trifluoro-2(4-(methylthio)phenyllpropan-2-ol 

The reactions in Reference Synthetic Example' 102 were carried out in 
substantially the same manners except that (4-
bromomethylbromophenyl)(methypsulfane was used instead of 1-bromo-4- 
fluorobenzene to give the title compound as a colorless solid (2.61 g, yield 64%). 
REFERENCE SYNTHETIC EXAMPLE' 120 
3-Amino-1,1,1-trifluoro-2-(6-methoxypyridin-3-yl)propan-2-ol 

The reactions in Reference Synthetic Example' 102 were carried out in 
substantially the same manners except that 5-bromo-2-methoxypyridine was used 
instead of 1-bromo 4 fluorobenzene to 	the title give 	compound as a colorless solid (1.52 
g, yield 76%). 
REFERENCE SYNTHETIC EXAMPLE' 121 
3-Amino-1,1,1-trifluoro-2-(4-methoxyphenyl)propan-2-ol 

The reactions in Reference Synthetic Example' 100 were carried out in 
substantially the same manners except that 2,2,2-trifluoro-1-(4-methoxyphenyl)etanone 
was used instead of 1-(4-Chlorophenyl)-2,2,2-trifluoroethanone to give the title 
compound as a colorless solid (823 mg, yield 36%). 
REFERENCE SYNTHETIC EXAMPLE' 122 
3-Amino-2-(3,4-dimethoxypheny1)-1,1,1-trifluoropropan-2-ol 

The reactions in Synthetic Example' 100 were carried out in substantially the 
same manners except that 1-(3,4-dimethoxyphenyI)-2,2,2-trifluoroetanone was used 
instead of 1(4-Chloropheny1)-2,2,2-trifluoroethanone to give the title compound as a 
colorless solid (532 mg, yield 39%). 
REFERENCE SYNTHETIC EXAMPLE' 123 
Ethyl (E)-3-(4-fluorophenyl)acrylate 

4-Fluorobenzaldehyde (9.61 g, 80.0 mmol) in tetrahydrofuran (120 mL) was mixed 
with ethyl 2-(diethoxyphosphoryl)acetate (17.9 g, 80.0 mmol) under cooling with ice, and 
then sodium ethoxide - ethanol solution (21 wt%, 44.8 mL, 120 mmol) was added 
dropwise to the reaction mixture under cooling with ice, and the resulting reaction 
mixture was stirred at room temperature for 2 hours. 	After addition of water, the 
reaction mixture was extracted with ethyl acetate, and the organic layer dried over 
anhydrous sodium sulfate and concentrated under reduced pressure. 	The residue was 
purified by silica gel column chromatography (hexane / ethyl acetate = 20/1 —) 10/1 
(v/v)) to give the title compound as a colorless oil (14.1 g, yield 91%). 
REFERENCE SYNTHETIC EXAMPLE' 124 
trans-Ethyl 2-(4-fluorophenyl)cyclopropanecarboxylate 

Trimethylsulfoxonium iodide (7.92 g, 36.0 mmol) in dimethyl sulfoxide (40 mL) was 
mixed with sodium hydride (55 wt% dispersion in mineral oil, 1.57 g, 36.0 mmol) under 
cooling with ice, stirred at room temperature for 1 hour and then stirred with (E)-ethyl 3- 
(4-fluorophenyl)acrylate (5.83 g, 30.0 mmol) for 18 hours. 	After addition of water, the 
reaction mixture was extracted with ethyl acetate, and the organic layer was dried over 
anhydrous sodium sulfate and concentrated under reduced pressure. 	The residue was 
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purified by silica gel column chromatography (hexane / ethyl acetate = 10/1) to give the 
title compound as a colorless oil (793 mg, yield 13%). 
REFERENCE SYNTHETIC EXAMPLEa  125 
2-(ftrans-2-(4-FluorophenyncycloprocivIlmethyllisoindoline-1,3-dione 

5 I trans-Ethyl 2-(4-Fluorophenyl)cyclopropane-1-carboxylate (793 mg, 4.57 mmol) in 
tetrahydrofuran (7 mL) was stirred with lithium aluminium hydride (173 mg, 4.57 mmol) 
under cooling with ice for 10 minutes. 	After addition of 1 M aqueous sodium hydroxide, 
the reaction mixture was extracted with ethyl acetate, and the organic layer was dried 
over anhydrous sodium sulfate and concentrated under reduced pressure. 	The 

10 resulting residue was dissolved in tetrahydrofuran (10 mL), mixed with 
triphenylphosphine (999 mg, 3.81 mmol), isoindoline-1,3-dione (560 mg, 3.81 mmol) 
and azodicarboxylic acid diisopropyl ester - toluene solution (1.9 M, 2.00 mL, 3.81 
mmol) under cooling with ice, and the reaction mixture was stirred at room temperature 
for 1 hour and concentrated under reduced pressure. 	The residue was purified by 

15 silica gel column chromatography (hexane / ethyl acetate = 5/1 (v/v)) to give the title 
compound as a colorless solid (975 mg, yield 87%(2 steps)). 
REFERENCE SYNTHETIC EXAMPLEa  126 
(trans-2-(4-FluorophenyncyclopronvIlmethanamine 

20 
2-{[trans-2-(4-Fluorophenyl)cyclopropyl]methyl}isoindoline-1,3-dione (974 mg, 

3.30 mmol) in ethanol (50 mL) was stirred with hydrazine monohydrate (825 mg, 16.5 
mmol) at 100°C for 30 minutes. The reaction mixture was concentrated to give the title 
compound as a colorless oil (360 mg, yield 66%). 
REFERENCE SYNTHETIC EXAMPLEa  127 
4-Aminoadamantan-1-ol 

25 Concentrated sulfuric acid (35 mL) was mixed with concentrated nitric acid (4.5 
mL) and 2-adamanthylamine (5.10 g, 4.57 mmol) under cooling with ice, and the 
reaction mixture was stirred at room temperature for 2 hours. 	The reaction mixture 
was added to ice water and adjusted to pH 10 with 7.5 M aqueous sodium hydroxide. 
After addition of water, the reaction mixture was extracted with chloroform, and the 

30 organic layer was dried over anhydrous magnesium sulfate and concentrated under 
reduced pressure to give the title compound as a yellow solid (2.79 g, yield 61%). 
REFERENCE SYNTHETIC EXAMPLEa  128 
128a: Benzyl r(1 R,2s,3S,5s,7s)-5-hydroxyadamantan-2-yllcarbamate 
128b: Benzyl [(1R,2r,33,5s,7s)-5-hydroxyadamantan-2-yllcarbamate 

35 4-Aminoadamantan-1-ol (2.57 g, 15.4 mmol) in tetrahydrofuran (25 mL) was 
mixed with benzyl chloroformate (2.30 mL, 16.1 mmol) and 1 M aqueous sodium 
hydroxide (16.0 mL, 16.0 mmol) under cooling with ice and then stirred at room 
temperature for one day. 	After addition of 10% aqueous potassium hydrogen sulfate, 
the reaction mixture was extracted with ethyl acetate, and the organic layer was washed 

40 with saturated aqueous sodium chloride, dried over anhydrous magnesium sulfate and 
concentrated under reduced pressure. 	The residue was purified by silica gel column 
chromatography (hexane / ethyl acetate = 1/2 (v/v)) to give benzyl 
[(1 R 2S2s,3S,5S5s,7S7s)-5-hydroxyadamantan-2-yl]carbamate 	Synthetic (Reference 
Examplea  128a; yellow oil, 1.72 g, yield 37%) in a more polar fraction and benzyl 

45 I [(1R,2R2r,3S 5S5s,7S7s)-5-hydroxyadamantan-2-yficarbamate 	Synthetic (Reference 
Examplea  128b; yellow oil, 2.24 g, yield 48%) in a less polar fraction. 
REFERENCE SYNTHETIC EXAMPLEa  129 
(1s,3R,4s,5S,7s)-4-Aminoadamantan-1-ol 
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REFERENCE SYNTHETIC EXAMPLEa  134 
(4-{f(tert-Butyldimethylsilyfloxylmethyftcyclohexyl)(7H-pyrrolof2,3-dipyrimidin-4- 
y1)methanone 

Isopropylmagnesium chloride-lithium chloride complex - tetrahydrofuran solution 
5 (1.3 M, 39.2 mL, 51.0 mmol) was added dropwise to 4-iodo-7H-pyrrolo[2,3-d]pyrimidine 

(5.00 g, 20.4 mmol) obtained in Reference Synthetic Example' 1 in tetrahydrofuran (50 
mL) at -50°C, and stirred at -50°C for 1 hour. 	The reaction mixture was mixed with 4-
ffitert-butyldimethylsilypoxy]methy1}-N-methoxy-N-methylcyclohexanecarboxamide 
(6.44 g, 20.4 mmol) in tetrahydrofuran (30 mL) at -50°C and then stirred at room 

10 

15 

temperature for 23 hours. 	After addition of saturated aqueous ammonium chloride, the 
reaction mixture was extracted with ethyl acetate. 	The organic layer was washed with 
saturated sodium chloride, dried over anhydrous sodium sulfate and concentrated under 
reduced pressure. 	The residue was purified by silica gel column chromatography 
(hexane / ethyl acetate = 3/1 (v/v)) to give the title compound as a colorless oil (5.14 g, 
yield 67%). 
REFERENCE SYNTHETIC EXAMPLE' 135 
135a: 1-(cis-4-flitert-Butyldimethylsilyfloxylmethyftcyclohexyl)-7H-pyrrolo[3,2- 
e][1,2,31triazolo[1,5-clpyrimidine 
135b: 1-(trans-4-ffttert-Butyldimethylsilyl)oxylmethylIcyclohexyl)-7H-pyrrolo[3,2- 

20 61[1,2,31triazoloo ,5-clpyrimidine 
(4-{[(tert-Butyldimethylsily0oxy]methyllcyclohexyl)(7H-pyrrolo[2,3-d]pyrimidin-4- 

y1)methanone (9.23 g, 24.7 mmol) in methanol (200 mL) was mixed with hydrazine 
monohydrate (38.0 mL, 618 mmol) and then stirred at 80°C for 3 hours. 	The reaction 
mixture was allowed to cool to room temperature and mixed with ethyl acetate, washed 

25 with water and saturated sodium chloride. 	The organic layer was dried over anhydrous 
sodium sulfate and concentrated under reduced pressure. 	The residue was dissolved 
in chloroform (240 mL) and mixed with manganese(IV) oxide (10.7 g, 124 mmol). 	The 
reaction mixture was stirred at 70°C for 1 day. 	The reaction mixture was filtered, and 
the filtrate was concentrated under reduced pressure. 	The residue was purified by 

30 silica gel chromatography (hexane / ethyl acetate = 3/1 (v/v)) to give 1-(cis-4-{[(tert- 
I butyldimethylsily0oxy]methy1)}cyclohexyl)-7H-pyrrolo[3,2-e][1,2,3]triazolo[1,5-

c]pyrimidine (Reference Synthetic Example' 135a; pale yellow solid, 670 mg, yield 7%) 
in a less polar fraction and 1-(trans-4-{[(tert-butyldimethylsily0oxy]methyl)Icyclohexyl)-
7H-pyrrolo[3,2-e][1,2,3]triazolo[1,5-c]pyrimidine (Reference Synthetic Example' 135b; 

35 pale yellow solid, 5.02 g, yield 52%) in a more polar fraction. 
REFERENCE SYNTHETIC EXAMPLE' 136 
Cyclopropylamine hydrochloride 

Cyclopropylamine (0.600 mL, 8.76 mmol) was mixed with 1 M hydrogen chloride - 
diethylether solution (10 mL) under cooling with ice and stirred for 2 hours. 	The 

40 reaction mixture was concentrated under reduced pressure, and the precipitate was 
washed with diethyl ether to give the title compound as a colorless solid (686 mg, yield 
84%). 
REFERENCE SYNTHETIC EXAMPLE' 137 
tert-Butyl 3-(dimethylamino)azetidine-1-carboxylate 

45 tert-Butyl 3-oxoazetidine-1-carboxylate (300 mg, 1.75 mmol) obtained in 
Reference Synthetic Example' 112 in methanol (15 mL) was mixed with acetic acid (1.0 
mL), dimethylamine - tetrahydrofuran solution (2.0M, 1.31 mL, 2.63 mmol) and 2- 
picoline borane (280 mg, 2.63 mmol). 	The reaction mixture was stirred at room 
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temperature for 1 day. 	After addition of 1M aqueous hydrogen chloride, the reaction 
mixture was extracted with ethyl acetate. 	The aqueous layer was adjusted to pH 10 
with 1 M aqueous sodium hydroxide and extracted with ethyl acetate. 	The organic 
layer was dried over anhydrous sodium sulfate and concentrated under reduced 

5 pressure to give the title compound as a colorless solid (134 mg, yield 90%). 
REFERENCE SYNTHETIC EXAMPLE' 138 
tert-Butyl 3-fethyl(methyl)aminolazetidine-1-carboxylate 

The reactions in Reference Synthetic Example' 137 were carried out in 
substantially the same manners except that N-methylethanamine hydrochloride was 

10 used instead of dimethylamine - tetrahydrofuran solution to give the title compound as a 
46%). color& 	solidpale yellow oil (121 mg, yield 

REFERENCE SYNTHETIC EXAMPLE' 139 
tert-Butyl 3-(cyanomethylene)azetidine-1-carboxylate 

Potassium tert-butoxide (2.03 g, 21.1 mmol) in tetrahydrofuran (20 mL) was mixed 
15 with diethyl cyanomethylphosphonate (3.54 g, 20.0 mmol) in tetrahydrofuran (20 mL) 

under cooling with ice and stirred for 30 minutes. 	The reaction mixture was mixed with 
tert-butyl 3-oxoazetidine-1-carboxylate (2.96 g, 17.3 mmol) obtained in Reference 
Synthetic Example' 112 in tetrahydrofuran (20 mL) under cooling with ice and then 
stirred at room temperature for 1 day. 	After addition of water, the reaction mixture was 

20 extracted with ethyl acetate. 	The organic layer was washed with saturated sodium 
chloride, dried over anhydrous magnesium sulfate and concentrated under reduced 
pressure. 	The residue was purified by silica gel column chromatography (hexane / 
ethyl acetate = 3/1 (v/v)) to give the title compound as a colorless solid (1.93 g, yield 
58%). 

25 REFERENCE SYNTHETIC EXAMPLE' 140 
3-Hydroxy-N-methoxy-N-methyladamantane-1-carboxamide 

3-Hydroxyadamantane-1-carboxylic acid (500 mg, 2.55 mmol) in dichloromethane 
(15 mL) was mixed with 1-(3-dimethylaminopropyI)-3-ethylcarbodiimide hydrochloride 
(587 mg, 3.06 mmol), 1-hydroxybenzotriazole (103 mg, 0.765 mmol), N,0- 

30 dimethylhydroxylamine hydrochloride (298 mg, 3.06 mmol) and N,N- 
diisopropylethylamine (1.06 mL, 6.12 mmol) and then stirred at 40°C for 1 hours. 	The 
reaction mixture was stirred with 4-dimethylaminopyridine (779 mg, 6.38 mmol) at 40°C 

1 for 1-2 hours. 	After addition of saturated aqueous ammonium chloride, the reaction 
mixture was extracted with chloroform. 	The organic layer was washed with 1M 

35 hydrochloric acid and saturated aqueous sodium chloride, dried over anhydrous sodium 
sulfate and concentrated under reduced pressure to give the title compound as a yellow 
oil (248 mg, yield 41%). 
REFERENCE SYNTHETIC EXAMPLE' 141 
3-Hydroxyadamantan-1-y1)(7H-pyrrolo12,3-dlpyrimidin-4-yl)methanone 

40 Isopropylmagnesium chloride - tetrahydrofuran solution (2.0 M, 0.518 mL, 1.035 
mmol) was gradually added dropwise to 4-iodo-7H-pyrrolo[2,3-d]pyrimidine (56.4 mg, 
0.230 mmol) in tetrahydrofuran (1 mL) cooled to -78°C, and the resulting reaction 
mixture was stirred at -78°C for 15 minutes. 	The reaction mixture was mixed with (2,6- 
dimethylphenyl)magnesium bromide - tetrahydrofuran solution (1.0 M, 0.575 mL, 0.575 

45 mmol) and 3-hydroxy-N-methoxy-N-methyladamantane-1-carboxamide (55.1 mg, 0.23 
mmol) in tetrahydrofuran (1 mL) and then stirred at room temperature for 1 day. 	After 
addition of saturated aqueous ammonium chloride, the reaction mixture was extracted 
with ethyl acetate. 	The organic layer was washed with water and saturated aqueous 
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TABLEa  7 

Ex Compound Name Morphology Yield 

33 

1-{1-[4-(trifluoromethyl)benzyl]piperid 

in-4-y11-7H-pyrrolo[3,2-e][1,2,3]triazo 

lo[1, 5-c]Pyrimidine 

colorless 	solid 64% 

34 

4-1[4-(7H-pyrrolo[3,2-e][1,2,31triazolo 

[1,5-c]pyrimidin-l -yl)piperidin-l-yl]me 

thyllbenzonitrile 

pale 	yellow 

solid 
38% 

35 

3-f[4-(7H-pyrrolo[3,2-e][1, 2, 3]triazolo 

[1,5-c]pyrimidin-l-yl)piperidin-l-yllme 

thyl}benzonitrile 

colorless 	solid 37% 

36 

4-{[4-(7H-pyrrolo[3,2-e][1,2,3]triazolo 

[1,5-c]pyrimidin-l-yl)piperidin-l-yl]me 

thyl)-3,5-dimethylisoxazole 

colorless 	solid 38% 

37 

1 -{1-[4-(trif1uoromethoxy)benzyl]piperi 

din-4-y11 -7H-pyrrolo[3,2-e][1,2,3]triaz 

olo[1,6-c]pyrimidine 

colorless 	solid 33% 

38 

1-(1- 14-[(trifluoromethyl)thio]benzy11p 

iperidin-4-y1)-7H-pyrrolo[3,2-e][1,2,3] 

triazolo[1,5-c]pyrimidine 

colorless 	solid 28% 

39 

1-(1-[3-(trif1uoromethy1)benzyl]piperid 

in-4-y11 -7H-pyrrolo[3,2-e][1,2,3]triazo 

lo[1, 5-c]pyrimidine 

colorless 	solid 35% 

40 

4-1[4-(7H-pyrrolo[3,2-el[1,2,3]triazolo 

[1,5-c]pyrimidin-l-y1)piperldin-1-yl]me 

thyl)-3-fluorobenzonitrile 

colorless 	solid 45% 

41 

1-[1-(4-bromobenzy1)piperidin-4-y1]-7H-

pyrrolo[3,2-e][1,2,3]triazolo[1,5-c]pyr 

imidine 

colorless 	solid 64% 

42 

1- 11-[4-(trifluoromethy1)phenethy1]pipe 

ridin-4-y1)-7H-pyrrolo[3,2-e][1,2,3]tri 

azolo[1,5-c]pyrimidine 	hydrochloride 

colorless 	solid 33% 

43 

1-[1-(4-fluorobenzyl)piperidin-4-y1]-7H 

-pyrrolo[3,2-e][1,2,31triazolo[1,5-c]py 

rimidine 

colorless 	solid 2.0% 

SYNTHETIC 
5-(14-(7H-Pwrolor3,2-e111,2,31triazolo11,5-clpyrimidin-1-v1)pineridin-1-yllmethyl}thiazole 

EXAMPLE.  44 

5 

10 

15 

title 

0.0662 
stirred 
picoline 
mixture 
—> 1/25 

SYNTHETIC 
The 

manners 

1-(Piperidin-4-yI)-7H-pyrrolo[3,2-e][1,2,3]triazolo[1,5-c]pyrimidine acetate 
104 in methanol (1 mL) 

acetic acid (100 pL) 
for one day. 	The 

(methanol / chloroform 
isopropyl ether to 

out in substantially 

(20.0 mg, 
was 

and 2- 
reaction 

= 1/30 
give the 

the same 
3,5- 

or 3- 

compound 

mmol) obtained in Reference Synthetic Examples  
with thiazole-5-carbaldehyde (11.0 pL, 0.124 mmol), 

borane (13.0 mg, 0.124 mmol) at room temperature 
was purified by silica gel column chromatography 
.— 1/20 (v/v)). 	The resulting solid was washed with 

as a colorless solid (9.05 mg, yield 40%). 
EXAMPLES a  45 TO 55 

reactions in Synthetic Example. 44 were carried 
except that 3-phenylpropionaldehyde, 3-fluoro 4-methoxybenzaldehyde, 

fluorobenzaldehyde 

bis(trifluoromethyl)benzaldehyde, 
cyclohexanecarboxaldehyde, 
pyridinecarboxaldehyde, 

2-formylthiazole, 5-chlorothiophene-2-carboxaldehyde, 
cyclopentanone, 6-(trifluoromethyl)-3- 

3,5-difluoro-4-formylbenzonitrile, 4-chlorobenzaldehyde 
was used instead of thiazole-5-carbaldehyde to give the 
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SYNTHETIC EXAMPLEa  432 

5 

10 

15 
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30 
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24(trans-4-(7H-Pyrrolof3,2-elf1,2,31triazolo(1,5-cipyrimidin-1- 
v1)cyclohexyllmethyl}malononitrile 

2-{[trans-4-(7H-Pyrrolo[3,2-e][1,2,3]triazolo[1,5-c]pyrimidin-1-
yOcyclohexylynethylene}malononitrile (25.8 mg, 0.0812 mmol) in tetrahydrofuran (3 mL) 
was mixed with diethyl 1,4-dihydro-2,6-dimethylpyridine-3,5-dicarboxylate (30.8 mg, 
0.122 mmol) and stirred at room temperature for 1 hours. 	After addition of water, the 
reaction mixture was extracted with ethyl acetate. 	The organic layer was washed with 
saturated aqueous ammonium chloride, dried over anhydrous sodium sulfate and 
concentrated under reduced pressure. 	The residue was purified by silica gel column 
chromatography (hexane / ethyl acetate 	= 1/1 —> 1/2 —> 0/1 (v/v)) to give the title 
compound as a colorless solid (14.2 mg, yield 55%). 
SYNTHETIC EXAMPLE' 433 
1-(4-MethvIenecyclohexyl)-7H-pyrrolo(3,2-e1(1,2,31triazolof1,5-cipyrimidine 

14trans-4-(lodomethyl)cyclohexyl]-7H-pyrrolo[3,2-e][1,2,3]triazolo[1,5-c]pyrimidine 
(15.0 mg, 0.0393 mmol) obtained in Synthetic Examplea  367 in tetrahydrofuran (1 mL) 
was mixed with (trifluoromethyptrimethylsilane (7.60 pL, 0.0512 mmol) and 
tetrabutylammonium fluoride - tetrahydrofuran solution (1 M, 51.2 ,uL, 0.0512 mmol) 
under cooling with ice and then stirred at room temperature for 2 days. 	The reaction 
mixture was mixed with water, and the precipitate was collected by filtration. 	The 
resulting residue was purified by silica gel thin layer chromatography (ethyl acetate / 
hexane = 1/1 (v/v)) to give the title compound as a colorless solid (3.80 mg, yield 38%). 
SYNTHETIC EXAMPLEa  434 
2-14-(7H-Pyrrolo(3,2-elf1,2,31triazolof1,5-clpyrimidin-1-v1)cyclohexylidenelacetonitrile 

Diethyl (cyanomethyl)phosphonate (37.0 ,uL, 0.235 mmol) in tetrahydrofuran (1 
mL) was mixed with sodium hydride (55 wt% dispersion in mineral oil, 10.0 mg, 0.235 
mmol) under cooling with ice and then stirred for 30 minutes. 	The reaction mixture was 
mixed with 4-(7H-pyrrolo[3,2-e][1,2,3]triazolo[1,5-c]pyrimidin-1-yl)cyclohexanone (20.0 
mg, 0.0783 mmol) obtained in Synthetic Examplea  82 and then stirred at room 
temperature for 30 minutes. 	After addition of water, the reaction mixture was extracted 
with ethyl acetate. 	The organic layer was washed with saturated aqueous sodium 
chloride, dried over anhydrous magnesium sulfate and concentrated under reduced 
pressure. 	The residue was purified by silica gel column chromatography (ethyl acetate 
/ hexane = 1/2 —* 1/1 —> 1/0 (v/v)) to give the title compound as a colorless solid (20.0 
mg, yield 92%). 
SYNTHETIC EXAMPLEa  435 
435a: 2-fcis-4-(7H-Pyrrolo(3,2-e111,2,31triazolo11,5-clpyrimidin-1- 
VI)cyclohexvilacetonitrile 
435b: 2-(trans-4-(7H-Pyrrolo(3,2-e111 ,2,31triazolo(1,5-clpyrimidin-1- 
yl)cyclohexyllacetonitrile 

244-(7H-Pyrrolo[3,2-e][1,2,3]triazolo[1,5-c]pyrimidin-1- 
yI)cyclohexylidene]acetonitrile (20.0 mg, 0.0720 mmol) in tetrahydrofuran (10 mL) were 
stirred with 5% palladium-carbon (10 mg) at room temperature for 4 hours under a 
hydrogen atmosphere. 	The reaction mixture was filtered, and the filtrate was 
concentrated under reduced pressure. 	The residue was purified by silica gel thin layer 
chromatography (hexane / ethyl acetate = 1/1 (v/v)) to give 2-[cis-4-(7H-pyrrolo[3,2-
e][1,2,3]triazolo[1,5-c]pyrimidin-1-y0cyclohexyl]acetonitrile (Synthetic Examplea  435a; 
colorless solid, 1.30 mg, yield 6%) in a less polar fraction and 2-[trans-4-(7H-pyrrolo[3,2- 



395 
REFERENCE SYNTHETIC EXAMPLEb  61 
rac-2-{[(3R,4R)-4-Methyl-3-(4-oxo-7-(12-(trimethvIsilvflethoxylmethvI)-4,7-dihvdro-1H- 
PWrolo12,3-h111 ,61naphthyridin-1-Apiperidin-1-ylisulfonylThenzonitrile 

rac-1-[(3R,4R)-4-Methylpiperidin-3-y1]-7-112-(trimethylsilypethoxy]methy1}-1H- 
5 pyrrolo[2,3-h][1,6]naphthyridin-4(7H)-one (20 mg, 0.049 mmol) obtained in Reference 

Synthetic Exampleb  36 in dichloromethane (2 mL) was stirred with 2-
cyanobenzenesulfonyl chloride (15 mg, 0.074 mmol) and N,N-diisopropylethylamine (20 
,uL, 0.11 mmol) at room temperature for 1 hour. 	The reaction mixture was purified by 
silica gel column chromatography (hexane / ethyl acetate / methanol = 1/1/0 —> 0/10/1 

10 (v/v/v)) to give the title compound as a colorless solid (24.5 mg, yield 87%). 
REFERENCE SYNTHETIC EXAMPLESb  62 TO 71 

The reactions in Reference Synthetic Exampleb  61 were carried out in 
substantially the same manners except that 3-cyanobenzensulfonyl chloride, ethyl 
chloroformate, 1-isocyanato-2-(trifluoromethyl)benzene, 1-isocyanato-3- 

15 	1 (trifluoromethyl)benzene, 2-(trifluoromethyl)benzoyl chloride, 3-(trifluoromethyl)Ibenzoyl 
chloride, 2-(4-fluorophenyl)acetyl chloride, 3-(trifluoromethyl)benzenesulfonyl chloride, 
4-(trifluoromethyl)benzoyl chloride or benzyl chloroformate was used instead of 2-
cyanobenzenesulfonyl chloride to give the compounds of Reference Synthetic 
Examplesb  62 to 71. 	The names, morphologies and yields of the compounds 

20 synthesized are shown in Tablesb  3 to 4. 
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1-{144-(Trifluoromethvl)benzvIlpiperidin-4-v11-7-{12-(trimethylsilynethoxvImethvII-1H- 
PWrolo[2,3-h111,61naphthyridin-4(7H)-one 

1-(Piperidin-4-y1)-74{12-(trimethylsilypethoxylimethyll-h1H-pyrrolo[2,3-
h][1,6]naphthyridin-4(7H)-one (20 mg, 0.050 mmol) obtained in Reference Synthetic 
Exampleb  99 in dichloromethane was stirred with 4-(trifluoromethyl)benzyl bromide 
(14.3 mg, 0.0600 mmol) and triethylamine (10.5 pL, 0.0750 mmol) for one day. 	After 
addition of water, the reaction mixture was extracted with chloroform, and the organic 
layer as dried over anhydrous magnesium sulfate and concentrated under reduced 
pressure. 	The residue was purified by silica gel column chromatography (chloroform / 
methanol = 9/1 (v/v)) to give the title compound (20 mg, yield 72%). 
REFERENCE SYNTHETIC EXAMPLEb  102 
4-{14-(4-0xo-7-([2-(trimethylsilynethoxylmethv11-4,7-dihydro-1H-pwrolof2,3- 
h1[1,61naphthvridin-1-v1)piperidin-1-yllmethvIlbenzonitrile 

The reactions in Reference Synthetic Exampleb  101 were carried out in 
substantially the same manners except that 4-cyanobenzyl bromide was used instead of 
4-(trifluoromethyl)benzyl bromide to give the title compound (29.7 mg, yield 77%). 
REFERENCE SYNTHETIC EXAMPLEb  103 
3-Fluoro 4 {1.4 (4 oxo-7-{12-(trimethylsilvflethoxvimethvI)-4,7-dihydro-1H-pwrolo[2,3- 
h][1,6Thaphthyridin-1-v1)piperidin-1-v[Imethyllbenzonitrile 

The reactions in Reference Synthetic Exampleb  101 were carried out in 
substantially the same manners except that 4-(bromomethyl)-3-fluorobenzonitrile was 
used instead of 4-(trifluoromethyl)benzyl bromide to give the title compound as a yellow 
oil (17.6 mg, yield 66%). 
REFERENCE SYNTHETIC EXAMPLEb  104 
4-rm -Benzylpiperidin-4-Aamincl-1H-pwrolo12,3-blpyridine-5-carbaldehyde 

4-Chloro-1H-pyrrolo[2,3-b]pyridine-5-carbaldehyde (600 mg, 3.32 mmol) obtained 
in Reference Synthetic Exampleb  7 and 1-benzylpiperidin-4-amine (2.53 g, 13.3 mmol) 
in ethylene glycol (300 pL) were stirred at 180°C for 2 hours under microwave 
irradiation. 	The reaction mixture was allowed to cool to room temperature and, after 
addition of water, extracted with chloroform, and the organic layer was dried over 
anhydrous magnesium sulfate and concentrated under reduced pressure. 	The 
resulting residue was dissolved in 1,4-dioxane (5 mL) and stirred with 4 M hydrogen 
chloride - 1,4-dioxane solution (5 mL) and water (2 mL) at room temperature for one day. 
The reaction mixture was concentrated under reduced pressure, adjusted to pH 9 or 
above with 1M aqueous sodium hydroxide and extracted with chloroform and water, and 
the organic layer was dried over anhydrous magnesium sulfate and concentrated under 
reduced pressure. 	The residue was purified by silica gel column chromatography (Hi 
Flash column amino type manufactured by Yamazen Corporation: hexane / ethyl 
acetate = 1/1 (v/v)) to give the title compound ( 672 mg, yield 60%). 
REFERENCE SYNTHETIC EXAMPLEb  105 
4-111-Benzylpiperidin-4-vflamino1-1-{12-(trimethylsilvflethoxAmethyl}-1H-pvrrolof2,3- 
bbovridine-5-carbaldehvde 

4-[(1-Benzylpiperidin-4-y0amino]-1H-pyrrolo[2,3-13]pyridine-5-carbaldehyde (672 
mg, 2.01 mmol) in N,N-dimethylformamide (5 mL) was mixed with sodium hydride (55 
wt% dispersion in mineral oil, 436 mg, 10.0 mmol) under cooling with ice, and the 
reaction mixture was stirred for 30 minutes. 	The reaction mixture was stirred with [2-
(chloromethoxyl)ethyl]trimethylsilane (885 pL, 5.00 mmol) at room temperature for one 
day. 	After addition of water, the reaction mixture was extracted with chloroform, and 
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(trifluoromethyl)pyridine 
compounds 

was used instead of 4-(trifluoromethyl)benzyl 
of Reference Examplesb  129 to 134. 	The names, 

bromide to give 
morphologies and 

of the compounds synthesized are shown in Tableb  5. 
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Rf Compound Name Yield 

129 

1- (1- { [5- (trifluoromethyl) furan-2-yl]methyllpi 
peridin-4-y1) -7- { [2- (trimethylsily1) ethoxy] met 
hy1}-111-pyrrolo [2, 3-11] [1, 6] naphthyridin-4 (71) - 
one 

74% 

130 
1- [1- [ (5-n itrofuran-2-y1) methyl] p iperi din-4-y1 
1-7-{[2-(trimethylsilyl)ethoxy]methy11-111-pyrr 
olo [2, 3-11] [1, 6]naphthyridin-4 (7H)-one 

84% 

131 

Ethyl 
5- { [4- (4-oxo-7-{ [2- (trimethylsily1) ethoxy] meth 
y11-4, 7-dihydro-11I-pyrrolo [2, 3-11] [1, 6] naphthyr 
idin-l-y1) piperidin-hyl] methy 11 furan-2-carbox 
yl ate 

74% 

132 
1- [1- (3, 4-difluorobenzyl) piper idin-4-y1]-7- {[2 
-(trimethylsily1) ethoxy]methy11-111-pyrrolo [2, 3 
-h] [1, 6]naphthyridin-4 (711)-one 

82% 

133 
1- [1- (3, 4-dichlorobenzyl) piperidin-4-yl] -7- f[2 
-(trimethylsily1) ethoxy]methy11-1H-pyrrolo [2, 3 
-11] [1, 6]naphthyridin-4 (7H)-one 

95% 

134 

1- (1- { [6- (tr ifluoromethyl) pyri di n-3-yl] methyl } 
piperidin-4-y1) -7-{ [2- (trimethylsily1) ethoxy]m 
ethyl}-111-pyrrolo [2, 3-h] [1, 6] naphthyridin-4 (7F1 
hone 

79% 

REFERENCE 

substantially 
(trifluoromethyl)benzaldehyde, 
carbaldehyde, 
2-bromothiazole-5-carbaldehyde, 
1H-indole-5-carbaldehyde 
give 
and 

SYNTHETIC EXAMPLESb  135 TO 143 
The reactions in Reference Synthetic Exampleb  100 were carried 

the same manners except that 2-chlorothiazole-5-carbaldehyde, 
5-nitrothiophene-3-carbaldehyde, 5-bromofuran-2-

5-bromothiophene-2-carbaldehyde, 4-bromothiophene-2-carbaldehyde, 
2,2-difluorobenzo[d][1,3]dioxole-5-carbaldehyde 

was used instead of 5-chlorothiophene-2-carbaldehyde 
the compounds of Reference Examplesb  135 to 143. 	The names, 
yields of the compounds synthesized are shown in Table" 6. 

out in 
4-fluoro-3- 

or 
to 

morphologies 
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reaction mixture was allowed to cool to room temperature and stirred with saturated 
aqueous sodium thiosulfate and saturated aqueous sodium hydrogen carbonate at 
room temperature for 30 minutes. 	The precipitated solid was collected by filtration to 
give the title compound as a colorless solid (26.7 mg, yield 77%). 

5 SYNTHETIC EXAMPLE' 134 
3-ftrans-442,4-Dioxo-2,3,4,7-tetrahvdro-1H-pyrrolo131,21:5,61pvrido[4,3-dlovrimidin-1- 
v1)cyclohexyllpropanenitrile 

31trans-4-(2,4-Dioxo-7-{[2-(trimethylsilypethoxy]methy11-2,3,4,7-tetrahydro-1H-
pyrrolo[31,21:5,6]pyrido[4,3-d]pyrimidin-1-y0cyclohexyliacrylonitrile (16.2 mg, 0.0347 

10 mmol) obtained in Reference Synthetic Exampleb  170 in tetrahydrofuran (1.0 mL) was 
stirred with 5% palladium-carbon (10 mg) at room temperature for 1 day under a 
hydrogen atmosphere. 	The reaction mixture was filtered, and the filtrate was 
concentrated under reduced pressure. 	The resulting residue was dissolved in 
dichloromethane (1.0 mL) and stirred with trifluoroacetic acid (0.4 mL) at room 

15 temperature for 5 hours. 	The reaction mixture was concentrated under reduced 
pressure, and the resulting residue was stirred with methanol (0.7 mL), ethylenediamine 
(30 pL) and 1 M aqueous sodium hydroxide (30 pL) at room temperature for 1 day. 
The reaction mixture was filtered, and the resulting solid was washed with water and 
methanol to give the title compound as a colorless solid (2.73 mg, yield 25% (three 

20 steps)). 
SYNTHETIC EXAMPLE' 135 
2-Cyano-N-fftrans-4-(2,4-dioxo-2,3,4,7-tetrahydro-1H-rwrrolo[31,21:5,61pyrido[4,3- 
dipyrimidin-1-v1)cvclohexvIlmethvIl-N-(2,2,2-trifluoroethvflacetamide 

1-(4-{[(2,2,2-TrifluoroethyDamino]methylIcyclohexyl)-7-{[2- 
25 (trimethylsilyl)ethoxy]methyl}-1 H-pyrrolo[3',2':5,6]pyrido[4,3-d]pyrimidine-2,4(3H,7H)-

dione (25.0 mg, 0.048 mmol) obtained in Reference Synthetic Exampleb  169 in N,N-
dimethylformamide (1 mL) was stirred with 2-cyanoacetic acid (10 mg, 0.071 mmol), 0-
(7-azabenzotriazol-1-y1)-N,N,N',N'-tetramethyluronium hexafluorophosphate (27 mg, 
0.071 mmol) and N,N-diisopropylethylamine (16 pL, 0.095 mmol) at room temperature 

30 for 3 days. 	After addition of saturated aqueous sodium hydrogen carbonate, the 
reaction mixture was extracted with chloroform, and the organic layer was dried over 
anhydrous sodium sulfate and concentrated under reduced pressure. 	The residue was 
purified by silica gel column chromatography (chloroform / methanol = 19/1 (v/v)) to give 
the compound as a yellow oil. 	The resulting yellow oil was dissolved in 

35 dichloromethane (1.0 mL) and stirred with trifluoroacetic acid (150 pL) at room 
temperature for 1 day. 	The reaction mixture was concentrated under reduced pressure, 
and the resulting residue was stirred with methanol (1 mL), ethylenediamine (50 pL) and 
1 M aqueous sodium hydroxide (50 pL) at room temperature for 1 day. 	The 
precipitated solid was collected by filtration to give the title compound as a colorless 

, 40 solid (2.70 mg, yield 14%(three steps)). 
SYNTHETIC EXAMPLE' 136 
1-(trans-44[Methyl(2,2,2-trifluoroethyl)aminolmethylkvclohexyl)-1H- 
PVrrolo[31,21:5,61ovrido14,3-d1Pyrimidine-2,4(3H,7H)-dione 

1-(4-{[(2,2,2-Trifluoroethypamino]methylIcyclohexyl)-7-{[2- 
45 (trimethylsilypethoxy]methy1}-1H-pyrrolo[31,21:5,6]pyrido[4,3-d]pyrimidine-2,4(3H,7H)-

dione (30 mg, 0.048 mmol) obtained in Reference Synthetic Exampleb  169 in a mixture 
of methanol (1 mL) and acetic acid (100 pL) was stirred with formaldehyde solution 
(37%) (20 pL) and 2-picoline borane (15 mg, 0.14 mmol) at room temperature for 3 
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CLAIMS 
1. 	A compound represented by the formula (la): 

L2a 	Rea 
L 3a 

Lla 	B ,/ 

(Aa 1 	R3a)„ 
INI X: 

7 	( la  ) 
Rlal̀--N-r--N 

H 
[wherein the ring A3  is represented by the following formula (113-1) or th • formula (113-2): 

R63 

I la 
-r la 

0.c..  N \ 

1 N T2c* 
( Ha ) 

jertr"  

5 
(IIa-1 ) 	( 11a-2 ) 

(wherein tia  is a nitrogen atom or CR4a, Lila  is a nitr. ten atom or CR53, T23  is a single 
bond or CR7aR6a, and E23  is an oxygen atom or a 	A fur atom), 
X3  is a nitrogen atom or CIR9a, 
113  is CR103, 

10 Rla  is a hydrogen atom, a halogen atom, a 	-6 alkyl group or a C1.6  haloalkyl group, 
the ring Ba  is a C3.11  cycloalkane, a C3-11 c 	loalkene (a ring-constituting methylene 
group of the C3.11  cycloalkane and the C .11  cycloalkene may be replaced by a carbonyl 
group), a 3 to 14-membered non-aro 	-tic heterocycle, a C6-14 aromatic carbocycle or a 
5 to 10-membered aromatic heteroc 	le, 

15 Ca  is a single bond, a C1.6  alkylen r group, a C2-6 alkenylene group or a C2-6 alkynylene 
group (the C1-6 alkylene group, t' - C2-6 alkenylene group and the C2-6 alkynylene group 
are unsubstituted or substitute 	with one or more identical or different substituents 
independently selected fro 	e group consisting of halogen atoms, hydroxy groups, 
amino groups, cyano grou s and nitro groups), 

20 Ca  is a single bond, a C .6  alkylene group, a C2.6 alkenylene group, a C2-6 alkynylene 
group (the C1-6 alkyle 	group, the C2.6 alkenylene group and the C2-6 alkynylene group 
are unsubstituted or -ubstituted with one or more identical or different substituents 
independently selr ted from the group consisting of halogen atoms, hydroxy groups, 
amino groups, c ano groups and nitro groups), =C(R153)- (wherein R153  is a hydrogen 

25 atom or a cya' . group, and the bond connecting the ring Ba  and L2a  is a double bond) 
or =C(R15a)-f H2- (wherein R153  is a hydrogen atom or a cyano group, and the bond 
connectin' the ring Ba  and L23  is a double bond), 
ea  is a • ngle bond or represented by any of the following formulae (1113-1) to (1113-20) 
and t 	• formula (X1113): 
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A 
o 
 A A S  A  /ANA  1 \ AA A SA 

1 
2a 	Oa ( IIIa-1 ) 	( 111a-2 ) 	

w II 	0 	0 
0 

( HP-3) 	( IIP-4 ) 	( IIIa-5 ) 	( 11P-6 ) 

R13a  
I 	

R12a 	Rua 
sk 	N 	 I 	 I 17_ 	sk A N

1 	
'"51 	555 5.5  I 	N

ssss 
 

sis
s 	N 	

,SA 
	i 

Rua 	Eta 	 I 	0 	to En 	E1 	R13a 

( IIP-7 ) 	( 11P-8 ) 	( IIIa-9 ) 	( HIa-10 ) 	( HP- 	) 

R12a 	 ( ma ) 
a 

I 0 	0 

sky ssisS% 
N 

% 0 	0 
N

I 	s5s 5 	grcCNis  

R12a 

sk  
I R12a 	R12a  

N"...(11/4' 
I 

R13a  
( HP-12) 	( HP-13 ) 	( IIIa-14 ) ( 111a-1s 	( HP -16 ) 

s 

1a 1a 1a 
	

- 4a 
0 	0 

r 
ss 0 N---   

\ IFENO/ ssc 
 N 

,S, A 
N 	N 

I 	 1 	I 
R12a Rua 	 RI12a Rua 	Rua 	R13a 

( HP-17) 	( HP-18) 11a-19 ) 	( IIIa-20 ) 

1 

lc\S 
 ( XIIIa  ) 

(wherein Eta  is an oxygen atom, 	sulfur atom or NR11a), 
when L3a  is a single bond, Rea  ' a hydrogen atom, a halogen atom, an azido group, a 

5 C3-11 cycloalkyl group, a 3 to 	4-membered non-aromatic heterocyclyl group, a C6-14 aryl 
group, a 5 to 10-rnembere,  aromatic heterocyclyl group, a 8 to 14-membered partially 
saturated aromatic cycli• group or a 8 to 14-membered aromatic ring-condensed 
alicyclic hydrocarbon • oup (the C3.11  cycloalkyl group, the 3 to 14-membered non- 
aromatic heterocycl 	group, the C6-14 aryl group, the 5 to 10-membered aromatic 

10 heterocyclyl group 	he 8 to 14-membered partially saturated aromatic cyclic group and 
the 8 to 14-me 	tiered aromatic ring-condensed alicyclic hydrocarbon group are 
unsubstituted ' 	substituted with one or more identical or different substituents 
independen selected from the group consisting of the substituent set V4a, substituent 
set V9a  an,  C1-6 alkyl groups (the C1-6 alkyl groups are substituted with a C1-6 

15 alkoxyc- •onylamino group (the C1.6 alkoxycarbonylamino group is unsubstituted or 
substi ited with one or more identical or different halogen atoms independently selected 
fro he group consisting of fluorine atoms, chlorine atoms, bromine atoms and iodine 
at,  s))), 

en L3a  is not a single bond, Rea  is a hydrogen atom, a C1.6 alkyl group, a C2-6 alkenyl 
20 	group, a C2-6 alkynyl group (the C1-6 alkyl group the C2-6 alkenyl group and the C2.6 

alkynyl group are unsubstituted or substituted with one or more identical or different 
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substituents independently selected from the substituent set V6a  and the substituent set 
V9a), a C3.11 cycloalkyl group, a 3 to 14-membered non-aromatic heterocyclyl group, a 
C6.14 aryl group, a 5 to 10-membered aromatic heterocyclyl group, a 8 to 14-membere. 
partially saturated aromatic cyclic group or a 8 to 14-membered aromatic ring- 

s condensed alicyclic hydrocarbon group (the C3.11 cycloalkyl group, the 3 to 14-
membered non-aromatic heterocyclyl group, the C6-14 aryl group, the 5 to 10-me • sered 
aromatic heterocyclyl group, the 8 to 14-membered partially saturated aromati 	yclic 
group and the 8 to 14-membered aromatic ring-condensed alicyclic hydrocar on group 
are unsubstituted or substituted with one or more identical or different sub 	uents 

10 independently selected from the substituent set Via  and the substituent s 	V9a), 
na  is 0, 1 or 2, 
R3a  is a hydroxy group, an amino group, a carboxy group, a carbam. 	group, a 
sulfamoyl group, a phosphono group, a phosphonooxy group, a su o group, a sulfoxy 
group, a tetrazolyl group, a halogen atom, a cyano group, a nitro , roup, a C1_6  alkyl 

15 group, a C1.6 haloalkyl group, a C3-11 cycloalkyl group, a C2.6 al -nyl group, a C2.6 
haloalkenyl group, a C1.6 alkoxy group, a C1.6 haloalkoxy gro ., a C1.6 alkylthio group, a 
C1-6 haloalkylthio group, a C1-6 alkylcarbonyl group, a C1.6 	il loalkylcarbonyl group, a C1. 
6 alkylsulfonyl group, a C1.6 haloalkylsulfonyl group, a C1 	alkoxycarbonyl group, a 
mono-C1.6  alkylamino group, a di-C1.6  alkylamino group, a mono-C1.6  

20 alkylaminocarbonyl group, a di-C1.6  alkylaminocarbo 1 I group or a C1-6 
alkylcarbonylamino group (when na  is 2, R3a's may .e identical or different), 
each of R4a, R53, R7  and R8a  is independently a • drogen atom, a hydroxy group, an 
amino group, a carboxy group, a carbamoyl gr,  p, a tetrazolyl group, a halogen atom; a 
cyano group, a C1-6 alkyl group, a C2-6 alken 	group, a C,.6 alkoxy group, a C,.6 

25 alkylthio group, a C,.6 alkylcarbonyl group, 	C1-6 alkylsulfonyl group, a mono-C1.6  
alkylamino group, a di-C1.6  alkylamino gr. up (the C1-6 alkyl group, the C2.6 alkenyl group, 
the C1-6 alkoxy group, the C1-6 alkylthio group, the C1.6 alkylcarbonyl group, the C1-6 
alkylsulfonyl group, the mono-C1.6  al 	amino group and the di-C1_6  alkylamino group 
are unsubstituted or substituted wi 	one or more identical or different substituents 

30 independently selected from the 	ubstituent set \ 3a), a C1.6 alkoxycarbonyl group, a C3. 
11 cycloalkyl group, a 3 to 11- 	mbered non-aromatic heterocyclyl group, a C6-14 aryl 
group or a 5 to 10-membere• aromatic heterocyclyl group (the C3.11 cycloalkyl group, 
the 3 to 11-membered non : romatic heterocyclyl group, the C6-14 aryl group and the 5 to 
10-membered aromatic 	-terocyclyl group are unsubstituted or substituted with one or 

35 more identical or differ• 	t substituents independently selected from the substituent set 
Via), 
R6a  is a hydrogen 	om, a C1.6 alkyl group, a C2.6 alkenyl group, a C1.6 alkylcarbonyl 
group, a C1.6 alk sulfonyl group, a C1.6 alkoxycarbonyl group, a mono-C1-6 
alkylaminocarbonyl group, a di-C1.6  alkylaminocarbonyl group (the C1_6 alkyl group, the 

40 C2.6 alkenyl • oup, the C,.6 alkylcarbonyl group, the C,.6 alkylsulfonyl group, the C1-6 
alkoxycarbonyl group, the mono-C1.6  alkylaminocarbonyl group and the di-C1-6 
alkylamir ocarbonyl group are unsubstituted or substituted with one or more identical or 
differe• 	substituents independently selected from the substituent set V3a), a C3_11  
cycloalkyl group, a 3 to 11-membered non-aromatic heterocyclyl group, a C6-14 aryl 

45 g , p or a 5 to 10-membered aromatic heterocyclyl group (the C3.11 cycloalkyl group, 
e 3 to 11-membered non-aromatic heterocyclyl group, the C6.14 aryl group and the 5 to 

10-membered aromatic heterocyclyl group are unsubstituted or substituted with one or 
more identical or different substituents independently selected from the substituent set 
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Via), 
each of Fe and Rwa  is independently a hydrogen atom, a halogen atom, a cyano grout 
a carbamoyl group, a C1-6 alkyl group, a C1.6  haloalkyl group, a C3-11 cycloalkyl group, • 
C1-6 alkoxy group, a C1-6 haloalkoxy group, a C1.6 alkylthio group, a C1.6 alkylcarbony 

5 group, a C1.6  alkylsulfonyl group, a 3 to 11-membered non-aromatic heterocyclyl group, 
a C6.14 aryl group or a 5 to 10-membered aromatic heterocyclyl group, 
R1la  is a hydrogen atom, a hydroxy group, a cyano group, a nitro group, a C1-6 - k 1 
group or a C1.6 alkoxy group, 
each of R12a, Ft13a  and Rua  is independently a hydrogen atom, a C1.6  alkyl t, oup, a C1-6 

10 haloalkyl group (the C1.6  alkyl group and the C1-6 haloalkyl group are un 	- tstituted or 
substituted with one or more identical or different substituents indepen• -ntly selected 
from the substituent set V2a, the substituent set V8a  and the substitut. t set V9a), a C3-11 
cycloalkyl group, a 3 to 11-membered non-aromatic heterocyclyl g .up, a C6-14 aryl 
group, a 5 to 10-membered aromatic heterocyclyl group, a 8 to 	-membered partially 

15 saturated aromatic cyclic group or a 8 to 14-membered aroma 	ring-condensed 
alicyclic hydrocarbon group (the C3.11 cycloalkyl group, the 3 o 11-membered non- 
aromatic heterocyclyl group, the C6-14 aryl group, the 5 to 	4-membered aromatic 
heterocyclyl group, the 8 to 14-membered partially satur 	ed aromatic cyclic group and 
the 8 to 14-membered aromatic ring-condensed alicyc 	hydrocarbon group are 

20 

25 

unsubstituted or substituted with one or more identi 	or different substituents 
independently selected from the substituent set V 	and the substituent set V9a), 
the substituent set Vla  consists of hydroxy grout., amino groups, carboxy groups, 
carbamoyl groups, sulfamoyl groups, phospho o groups, phosphonooxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl groups, h. tgen atoms, cyano groups, nitro groups, 
C1.6 alkyl groups, C1-6 haloalkyl groups, C 	1  cycloalkyl groups, C2-6 alkenyl groups, C2.6 
haloalkenyl groups, C1-6 alkoxy groups, •1.6  haloalkoxy groups, C1.6 alkylthio groups, C1. 
6 haloalkylthio groups, C1-6 alkylcarbo 	groups, C1-6 haloalkylcarbonyl groups, C1-6 
alkylsulfonyl groups, C1-6 haloalkyls 	onyl groups, C1_6  alkoxycarbonyl groups, 3 to 11- 
membered non-aromatic heterocyt 	I groups, mono-C1.6  alkylamino groups, di-C1.6  

30 alkylamino groups, mono-C1.6  al 	laminocarbonyl groups, di-C1.6  alkylaminocarbonyl 
groups and C1-6 alkylcarbonyl• 	ino groups, 
the substituent set V2a  cons • s of the groups in the substituent set Via  and C6-14 aryl 
groups and 5 to 10-memb 	ed aromatic heterocyclyl groups (the C6-14 aryl groups and 5 
to 10-membered aroma 	heterocyclyl groups are unsubstituted or substituted with one 

35 

40 

or more identical or di' -rent substituents independently selected from the substituent 
set Via), 

the substituent se 	3a  consists of hydroxy groups, amino groups, carboxy groups, 
carbamoyl grout-, sulfamoyl groups, phosphono groups, phosphonooxy groups, sulfo 
groups, sulfo s groups, tetrazolyl groups, halogen atoms, cyano groups, nitro groups, 
C1-6 alkoxy . oups, C1-6 haloalkoxy groups, C1-6 alkylthio groups, C1-6 haloalkylthio 
groups, C .6  alkylcarbonyl groups, C1.6 haloalkylcarbonyl groups, C1-6 alkylsulfonyl 
groups, 	1.6 haloalkylsulfonyl groups, C1_6 alkoxycarbonyl groups, mono-C1.6  alkylamino 
group •., di-C1.6  alkylamino groups, mono-C1.6  alkylaminocarbonyl groups, di-C1_6  
alky :minocarbonyl groups, C1-6 alkylcarbonylamino groups, C3-11 cycloalkyl groups, 3 to 

45 1 	membered non-aromatic heterocyclyl groups, C6-14 aryl groups and 5 to 10-
embered aromatic heterocyclyl groups (the C3.11 cycloalkyl groups, the 3 to 11-

membered non-aromatic heterocyclyl groups, the C6-14 aryl groups and the 5 to 10-
membered aromatic heterocyclyl groups are unsubstituted or substituted with one or 
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more identical or different substituents independently selected from the substituent set 
Via), 
the substituent set V4a  consists of hydroxy groups, amino groups, carboxy groups, 
carbamoyl groups, sulfamoyl groups, phosphono groups, phosphonooxy groups, sulfa 

5 groups, sulfoxy groups, tetrazolyl groups, halogen atoms, cyano groups, nitro grow• , 
C1.6  alkyl groups, C2.6 alkenyl groups, C1.6  alkoxy groups, C1.6 alkylthio groups, C 6 
alkylcarbonyl groups, C1_6  alkylsulfonyl groups, C1-6  alkoxycarbonyl groups, mo• o-C1.6  
alkylamino groups, di-C-1.6  alkylamino groups, mono-C1.6  alkylaminocarbonyl 	oups, di- 

10 
C1.6 alkylaminocarbonyl groups, C1-6 alkylcarbonylamino groups (the 01.6 a yl groups, 
the C2-6 alkenyl groups, the C1.6 alkoxy groups, the C1-6 alkylthio groups, 	e 01.6 
alkylcarbonyl groups, the C1.6 alkylsulfonyl groups, the C1.6 alkoxycarb. yl groups, the 
mono-C1.6  alkylamino groups, the di-C1.6  alkylamino groups, the mon -C1-6 
alkylaminocarbonyl groups, the di-C1.6  alkylaminocarbonyl groups . d the C1.6  
alkylcarbonylamino groups are unsubstituted or substituted with • e or more identical or 

15 different substituents independently selected from the substitu: t set V38), C3-11 
cycloalkyl groups, 3 to 11-membered non-aromatic heterocy 	I groups, 06.14 aryl 
groups and 5 to 10-membered aromatic heterocyclyl group•. (the 03.11 cycloalkyl groups, 
the 3 to 11-membered non-aromatic heterocyclyl groups 	e 06.14 aryl group and the 5 
to 10-membered aromatic heterocyclyl groups are uns estituted or substituted with one 

20 

25 

or more identical or different substituents independe 	y selected from the substituent 
set Vth), 
the substituent set V5  consists of hydroxy group- amino groups, carboxy groups, 
carbamoyl groups, sulfamoyl groups, phosphor a groups, phosphonooxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl groups, ha .gen atoms, cyano groups, nitro groups, 
C1.6 alkoxy groups, Ci.6 alkylthio groups, C -6 alkylcarbonyl groups, 01.6 alkylsulfonyl 
groups, 01-6 alkoxycarbonyl groups, mo .-C1.6 alkylamino groups, di-C1.6  alkylamino 
groups, mono-C1_6  alkylaminocarbonyl *croups, di-C1.6  alkylaminocarbonyl groups, 01.6 
alkylcarbonylamino groups, C3-11 cyc .alkyl groups, 3 to 11-membered non-aromatic 
heterocyclyl groups, 06.14 aryl gro . and 5 to 10-membered aromatic heterocyclyl 

30 groups (the 01.6 alkoxy groups, t• - C1-6 alkylthio groups, the C1.6 alkylcarbonyl groups, 
the C1.6 alkylsulfonyl groups, t 	• C1.6 alkoxycarbonyl groups, the mono-C1.6 alkylamino 
groups, the di-C1.6 alkylamin• groups, the mono-C1.6  alkylaminocarbonyl groups, the di- 
01.6 alkylaminocarbonyl g • 	ps, the C1.6 alkylcarbonylamino groups, the C3.11 cycloalkyl 
groups, the 3 to 11-mem,  ered non-aromatic heterocyclyl groups, the C6-14 aryl groups 

35 and the 5 to 10-memb: ed aromatic heterocyclyl groups are unsubstituted or 
substituted with one ••r more identical or different substituents independently selected 
from the substitue 	set V3a), 
the substituent 	V6a  consists of hydroxy groups, amino groups, carboxy groups, 
carbamoyl gro is, sulfamoyl groups, phosphono groups, phosphonooxy groups, sulfo 

40 groups, sulfa y groups, tetrazolyl groups, halogen atoms, cyano groups, nitro groups, 
C1-6 alkox 	• roups, C,.6 alkylthio groups, C1-6 alkylcarbonyl groups, C1-6 alkylsulfonyl 
groups, f 1.6 alkoxycarbonyl groups, mono-C1.6  alkylamino groups, di-C1.6  alkylamino 
group- mono-C1.6  alkylaminocarbonyl groups, di-C1.6  alkylaminocarbonyl groups, C1.6 
alky arbonylamino groups (the C1-6 alkoxy groups, the C1-6 alkylthio groups, the C1-6 

45 al, 	carbonyl groups, the C1.6 alkylsulfonyl groups, the 01.6 alkoxycarbonyl groups, the 
• ono-C1.6  alkylamino groups, the di-C1.6  alkylamino groups, the mono-C-1-6 
alkylaminocarbonyl groups, the di-C1.6  alkylaminocarbonyl groups and the 01.6 
alkylcarbonylamino groups are unsubstituted or substituted with one or more identical or 
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different substituents independently selected from the substituent set V3a), C3.11  
cycloalkyl groups, 3 to 11-membered non-aromatic heterocyclyl groups, C6-14 aryl 
groups, 5 to 10-membered aromatic heterocyclyl groups, 8 to 14-membered partially 
saturated aromatic cyclic groups and 8 to 14-membered aromatic ring-condensed 

5 alicyclic hydrocarbon groups (the C3-11 cycloalkyl groups, the 3 to 11-membered n• 
aromatic heterocyclyl groups, the C6-14 aryl groups and the 5 to 10-membered ar.matk 
heterocyclyl groups, the 8 to 14-membered partially saturated aromatic cyclic • oups 
and the 8 to 14-membered aromatic ring-condensed alicyclic hydrocarbon groups are 
unsubstituted or substituted with one or more identical or different substitu 	is 

10 independently selected from the substituent set V4a  and the substituent 	-t V9a), 
the substituent set yea  consists of C3-11 cycloalkyl groups, 3 to 11-me 	ered non- 
aromatic heterocyclyl groups (the C3-11 cycloalkyl groups and 3 to 11 	embered non- 
aromatic heterocyclyl groups are substituted with one or more ide 	cal or different 
substituent independently selected from the substituent set V2a) 	to 14-membered 

15 partially saturated aromatic cyclic groups and 8 to 14-member's aromatic ring- 
condensed alicyclic hydrocarbon groups (the 8 to 14-memb• ed partially saturated 
aromatic cyclic groups and the 8 to 14-membered aromati• ring-condensed alicyclic 
hydrocarbon groups are unsubstituted or substituted wit 	one or more identical or 
different substituents independently selected from the 	bstituent set V2a), and 

20 the substituent set V9a  consists of mono-C1-6  alkyla 	osulfonyl groups, di-C1-5 
alkylaminosulfonyl groups, C,-6 alkylsulfonylamino • roups, C1-6 alkoxycarbonylamino 
groups (the mono-C1.6  alkylaminosulfonyl group , the di-C1.6  alkylaminosulfonyl groups 
the C1.6  alkylsulfonylamino groups and the C 	alkoxycarbonylamino groups are 
unsubstituted or substituted with one or more identical or different substituents 

25 independently selected from the substitue 	set V3a), C3-6 cycloalkoxy groups, C3.6 
cycloalkylamino groups, C3-6 cycloalkylt 	• groups, C3-6 cycloalkylcarbonyl groups and 
C3-6 cycloalkylsulfonyl groups (the C3.. 	ycloalkoxy groups, the C3-6 cycloalkylamino 
groups, the C3.6 cycloalkylthio group- , the C3.6 cycloalkylcarbonyl groups and the C3-6 
cycloalkylsulfonyl groups are uns 	stituted or substituted with one or more identical or 

30 different substituents independe• ly selected from the substituent set V2a)], a tautomer 
or a pharmaceutically accepta• e salt of the compound or a solvate thereof. 
2. 	The compound accord' g to Claim 1, which is represented by the formula (la): 

R2°  
L3° L1a 

Aa 1 	
Xa 
	 (R3a)ia 

( pi )  

Ria N 	
H 

[wherein t• - ring Aa  is represented by the following formula (11a-1) or the formula (11a-2): 
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R6a 

la \ 	IVC-21i, 
Tia 

1*  I\ ( IIa  ) 

;' 
( ir.i ) 	(11a-2  ) 

(wherein Tla  is a nitrogen atom or CR4a, Ula  is a nitrogen atom or a CR5a, 	is a single 
bond or CRThrtn8a, Eta  is an oxygen atom or a sulfur atom), 
r is a nitrogen atom or CR9a, 

5 Ya  is CR19a, 

Rla  is a hydrogen atom, a halogen atom, a C1.6 alkyl group or a C1  . haloalkyl group, 
the ring Ba is a C3-11 cycloalkane, a C3_11  cycloalkene, a 3 to 11- 	-mbered non-aromatic 
heterocycle, a C6-14 aromatic carbocycle or a 5 to 10-membere 	aromatic heterocycle, 
Lla is a single bond, a C1.6 alkylene group, a C2.6 alkenylene 4roup or a C2.6 alkynylene 

to group (the C1-6 alkylene group, the C2.6  alkenylene group - d the C2-6 alkynylene group 
are unsubstituted or substituted with one or more identic 	or different substituents 
independently selected from the group consisting of h- igen atoms, hydroxy groups, 
amino groups, cyano groups and nitro groups), 
Lea  is a single bond, a C1.6 alkylene group, a C2.6 a enylene group or a C2-6 alkynylene 

15 group (the C1.6 alkylene group, the 02_6 alkenyle - group and the C2.6 alkynylene group 
are unsubstituted or substituted with one or m. e identical or different substituents 
independently selected from the group consi 	ing of halogen atoms, hydroxy groups, 
amino groups, cyano groups and nitro gro is), 
L3a  is a single bond or represented by a 	of the following formulae (111a-1) to (111a-20) 
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1\ OA 5  i, A isscNA s cssy\ sscA iscA 
o 	s 	 s 	s 

a 	8 	o 	0 R12a 	El  ( HP-1 ) 	( IIP-2 ) 
( HP-3 ) 	( IIIa-4 ) 	( IIP-5 ) 	( HP-6 ) 

8733  Rlza 
I 	 R12a 

I 	tt 	grc 	0 Ars(1%ki 1S5syQy 5s5syNy A

ir

it
isK; 
	A 

ss
sc 

R12a 	Eta 	 I 	d/ 	I:) Eta 
E1 	R13a  

( HP-7 ) 	( 111a-8 ) 	( 111a-9 ) 	( HP-10 ) 	( HP- 	) 

R12a 	 ( lila  ) 
I 

sic 	N 	I 
ss

s-5  

. 

 

0 	0 
1 

V  i i /Cie 
)2, 

N 
0 	0 	 I 	 I 	 I 

R12a 	 8123 	R12a 	R13a 

( 111a-12 ) 	( H a-13) 	( HP-14 ) 	( IIIa-15 	( IIP-16 ) 

1a 	 to 	to 	- 
0 	0 

\ Is .- N O
A scss, N irst-,...N...-a,..N.A, 

p

i 
I 	I 

R12a 	R12a 
I 	I 	 I 	, 	I 40,, R12a 	R13a 	 Rica 	R  ...... 

( 11P-17 ) 	( IIIa-18 ) lla-19 ) 	( Ina-20 ) 

(wherein Eta  is an oxygen atom, a sulfur :tom or NRila), 
when L3a  is a single bond, Rea  is a hyd .gen atom, a halogen atom, a C3-11 cycloalkyl 
group, a 3 to 11-membered non-aro 	atic heterocyclyl group, a C6.14 aryl group or a 5 to 

5 10-membered aromatic heterocyc 	group (the C3.11  cycloalkyl group, the 3 to 11- 
membered non-aromatic hetero. clyl group, the C6.14 aryl group and the 5 to 10- 
membered aromatic heterocy 	I group are unsubstituted or substituted with one or 
more identical or different s 	'stituents independently selected from the substituent set 
v4a),  

to when L3a  is not a single v ond, Rea  is a hydrogen atom, a 01.6 alkyl group, a C2-6 alkenyl 
group (the C1.6 alkyl g .up and the C2-6 alkenyl group are unsubstituted or substituted 
with one or more id- tical or different substituents independently selected from the 
substituent set V5a  , a 03.11 cycloalkyl group, a 3 to 11-membered non-aromatic 
heterocyclyl gro . , a C6-14 aryl group or a 5 to 10-membered aromatic heterocyclyl 

15 group (the 03. 	cycloalkyl group, the 3 to 11-membered non-aromatic heterocyclyl 
group, the 	—14 aryl group and the 5 to 10-membered aromatic heterocyclyl group are 
unsubstit 	-d or substituted with one or more identical or different substituents 
indepe ently selected from the substituent set V4a), 
na  is i 	1 or 2, 

20 R3a  .. a hydroxy group, an amino group, a carboxy group, a carbamoyl group, a 
s 	amoyl group, a phosphono group, a phosphonooxy group, a sulfo group, a sulfoxy 
roup, a tetrazolyl group, a halogen atom, a cyano group, a nitro group, a C1.6  alkyl 

group, a C1-6 haloalkyl group, a C3_11  cycloalkyl group, a 02.6 alkenyl group, a C2-6 
haloalkenyl group, a C1-6 alkoxy group, a C1-6 haloalkoxy group, a C1.6  alkylthio group, a 
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01.6  haloalkylthio group, a C1.6  alkylcarbonyl group, a C1_6  haloalkylcarbonyl group, a C1. 
6 alkylsulfonyl group, a C1-6  haloalkylsulfonyl group, a C1.6  alkoxycarbonyl group, a 
mono-C1.6  alkylamino group, a di-C1.6  alkylamino group, a mono-C1-6 
alkylaminocarbonyl group, a di-C1.6  alkylaminocarbonyl group or a 01.6 

5 alkylcarbonylamino group (when na  is 2, R3a's may be identical or different), 
each of R4a, Rea, wa and Rea  is independently a hydrogen atom, a hydroxy grou o an 
amino group, a carboxy group, a carbamoyl group, a tetrazolyl group, a haloge 	atom, a 
cyano group, a C1.6  alkyl group, a 02.6  alkenyl group, a C1-6 alkoxy group, a 	-6 
alkylthio group, a C1.6  alkylcarbonyl group, a C,.6  alkylsulfonyl group, a moo.-C1.6  

10 alkylamino group, a di-C1.6  alkylamino group (the C1-6  alkyl group, the C. . alkenyl group, 
the C1-6  alkoxy group, the C1.6  alkylthio group, the C1.6  alkylcarbonyl g 	p, the C1-6 
alkylsulfonyl group, the mono-C1.6  alkylamino group and the di-C1.6  . 	ylamino group 
are unsubstituted or substituted with one or more identical or differ• 	t substituents 
independently selected from the substituent set V3a), a 01.6  alko "carbonyl group, a 03- 

15 11 cycloalkyl group, a 3 to 11-membered non-aromatic heteroc 	10 group, a 06.14  aryl 
group or a 5 to 10-membered aromatic heterocyclyl group (t - C3.11  cycloalkyl group, 
the 3 to 11-membered non-aromatic heterocyclyl group, th • C6.14  aryl group and the 5 to 
10-membered aromatic heterocyclyl group are unsubstit 	ed or substituted with one or 
more identical or different substituents independently 	•lected from the substituent set 

20 via), 

136a  is a hydrogen atom, a C1.6  alkyl group, a 02-6  - 	enyl group, a C1.6  alkylcarbonyl 
group, a C1.6 alkylsulfonyl group, a 01.6  alkoxyc. 'anyl group, a mono-C1.6  
alkylaminocarbonyl group, a di-C1.6  alkylamino arbonyl group (the C,.6  alkyl group, the 
02.6  alkenyl group, the 01.6  alkylcarbonyl gro ,p, the C1.6  alkylsulfonyl group, the C1.6  

25 

30 

alkoxycarbonyl group, the mono-C1.6  alkyl. 	inocarbonyl group and the di-C1.6  
alkylaminocarbonyl group are unsubstit 	-d or substituted with one or more identical or 
different substituents independently s: -cted from the substituent set V3a), a C3.11  
cycloalkyl group, a 3 to 11-membere • non-aromatic heterocyclyl group, a 06.14  aryl 
group or a 5 to 10-membered aro 	atic heterocyclyl group (the 03.11  cycloalkyl group, 
the 3 to 11-membered non-aro 	tic heterocyclyl group, the C6-14  aryl group and the 5 to 

35 

10-membered aromatic haters yclyl group are unsubstituted or substituted with one or 
more identical or different s ostituents independently selected from the substituent set 
via

), 
 

each of R9a  and Rwa  is • dependently a hydrogen atom, a halogen atom, a cyano group, 
a carbamoyl group, a ' 1-6  alkyl group, a C1.6  haloalkyl group, a C3.11  cycloalkyl group, a 
C1.6  alkoxy group, . 	i-6  haloalkoxy group, a C1.6  alkylthio group, a C1-6 alkylcarbonyl 
group, a 01.6  alky 	Ifonyl group, a 3 to 11-membered non-aromatic heterocyclyl group, 
a C6.14  aryl gro 	: or a 5 to 10-membered aromatic heterocyclyl group, 
Rua  is a hydro o en atom, a hydroxy group, a cyano group, a nitro group, a C1.6  alkyl 

40 group or a p1-6  alkoxy group, 
each of R1  ', R13a  and R143  is independently a hydrogen atom, a C1.6  alkyl group or a Ci. 

45 

6 haloal 	I group (the C1.6  alkyl group and the C1-6 haloalkyl group are unsubstituted or 
subst• 	ted with one or more identical or different substituents independently selected 
fro ' the substituent set V2a), 
t 	substituent set via  consists of hydroxy groups, amino groups, carboxy groups, 
arbamoyl groups, sulfamoyl groups, phosphono groups, phosphonooxy groups, sulfo 

groups, sulfoxy groups, tetrazolyl groups, halogen atoms, cyano groups, nitro groups, 
C1.6  alkyl groups, C1-6  haloalkyl groups, C3.11 cycloalkyl groups, C2.6  alkenyl groups, C2-6 
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haloalkenyl groups, C1.6 alkoxy groups, C1.6 haloalkoxy groups, C1-6 alkylthio groups, C. 
3 haloalkylthio groups, C1.6  alkylcarbonyl groups, C1-6 haloalkylcarbonyl groups, C1-6 
alkylsulfonyl groups, C1,6  haloalkylsulfonyl groups, C1-6 alkoxycarbonyl groups, 3 to 11-
membered non-aromatic heterocyclyl groups, mono-C1.6  alkylamino groups, di-C1.6  

5 alkylamino groups, mono-C1_6  alkylaminocarbonyl groups, di-C1.6  alkylaminocarbo 
groups and C1.6  alkylcarbonylamino groups, 
the substituent set V2a  consists of the groups in the substituent set Via, C6-14 a 	groups 
and 5 to 10-membered aromatic heterocyclyl groups (the C6-14 aryl group an 	he 5 to 
10-membered aromatic heterocyclyl groups are unsubstituted or substitute•. with one or 

10 more identical or different substituents independently selected from the 	r estituent set 

15 

Vla) 
the substituent set V36  consists of hydroxy groups, amino groups, carboxy groups, 
carbamoyl groups, sulfamoyl groups, phosphono groups, phosphor •oxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl groups, halogen atoms, cyano 	roups, nitro groups, 
C1.6 alkoxy groups, C1-6 haloalkoxy groups, C1.6  alkylthio group-, C1-6 haloalkylthio 
groups, 01.6 alkylcarbonyl groups, C1.6  haloalkylcarbonyl gro 	•s, C1-6 alkylsulfonyl 
groups, 01_6 haloalkylsulfonyl groups, 01.6 alkoxycarbonyl e oups, mono-C1.6  alkylamino 
groups, di-C1-6  alkylamino groups, mono-C1-6  alkylamino• . rbonyl groups, di-C1.6  
alkylaminocarbonyl groups, C1-6 alkylcarbonylamino gr ups, 03-11 cycloalkyl groups, 3 to 

20 11-membered non-aromatic heterocyclyl groups, C 	, aryl groups and 5 to 10- 
membered aromatic heterocyclyl groups (the C3-11 	ycloalkyl groups, the 3 to 11-
membered non-aromatic heterocyclyl groups, th= 06.14 aryl groups and the 5 to 10-
membered aromatic heterocyclyl groups are u r ubstituted or substituted with one or 
more identical or different substituents indep' ndently selected from the substituent set 

25 vi a) , 
the substituent set V4a consists of hydro 	groups, amino groups, carboxy groups, 
carbamoyl groups, sulfamoyl groups, 	osphono groups, phosphonooxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl gr. ps, halogen atoms, cyano groups, nitro groups, 
C1.6 alkyl groups, C2-6 alkenyl gro 	rs, 01.6 alkoxy groups, C1-6 alkylthio groups, C1-6 

30 alkylcarbonyl groups, Ci-e alkyls 	fonyl groups, C1-6 alkoxycarbonyl groups, mono-C1.6  
alkylamino groups, di-C1.6  alk 	mino groups, mono-C1_6  alkylaminocarbonyl groups, di- 
C1.6 alkylaminocarbonyl gro 	es, 01.6 alkylcarbonylamino groups (the C1-6 alkyl groups, 
the 02-6 alkenyl groups, th- 01-6 alkoxy groups, the C1-6 alkylthio groups, the 01.6 
alkylcarbonyl groups, th- 01-6 alkylsulfonyl groups, the C1-6 alkoxycarbonyl groups, the 

35 mono-C1.6  alkylamino croups, the di-C1.6  alkylamino groups, the mono-C1-6 
alkylaminocarbonyl 	oups, the di-C1.6  alkylaminocarbonyl groups and the C1-6 
alkylcarbonylamin 	groups are unsubstituted or substituted with one or more identical or 
different substit -nts independently selected from the substituent set V3a), C3-11 
cycloalkyl gro •s, 3 to 11-membered non-aromatic heterocyclyl groups, C6-14 aryl 

40 groups ands to 10-membered aromatic heterocyclyl groups (the C3.11 cycloalkyl groups, 
3 to 11-m 	bered non-aromatic heterocyclyl groups, 06-14 aryl groups and 5 to 10-
mamba -d aromatic heterocyclyl groups are unsubstituted or substituted with one or 
more 	entical or different substituents independently selected from the substituent set 
V16 	and 

45 t 	substituent set V5a  consists of hydroxy groups, amino groups, carboxy groups, 
arbamoyl groups, sulfamoyl groups, phosphono groups, phosphonooxy groups, sulfa 

groups, sulfoxy groups, tetrazolyl groups, halogen atoms, cyano groups, nitro groups, 
C1-6 alkoxy groups, 01-6 alkylthio groups, C1-6 alkylcarbonyl groups, C1-6 alkylsulfonyl 



WO 2013/024895 	 512 	 PCT/JP2012/070876 

groups, C1-6 alkoxycarbonyl groups, mono-C1.6  alkylamino groups, di-C1.6  alkylamino 
groups, mono-C1.6  alkylaminocarbonyl groups, di-C1.6  alkylaminocarbonyl groups, C1_6  
alkylcarbonylamino groups, C3.11  cycloalkyl groups, 3 to 11-membered non-aromatic 
heterocyclyl groups, C6-14 aryl groups and 5 to 1 0-membered aromatic heterocyclyl 

5 groups (the C1.6 alkoxy groups, the C1-6 alkylthio groups, the C1-6 alkylcarbonyl gro 	es, 
the C1-6 alkylsulfonyl groups, the C1-6 alkoxycarbonyl groups, the mono-C1.6  alkyl 	!no 
groups, the di-C1.6  alkylamino groups, the mono-C1.6  alkylaminocarbonyl grou a -, the di- 
G1-6 alkylaminocarbonyl groups, the C1.6  alkylcarbonylamino groups, the C3.1  cycloalkyl 
groups, the 3 to 11-membered non-aromatic heterocyclyl groups, the C6_14 	ryl groups 

10 and the 5 to 10-membered aromatic heterocyclyl group are unsubstitute• or substituted 
with one or more identical or different substituents independently sele 	-d from the 
substituent set V3a)], a tautomer or a pharmaceutically acceptable s- 	of the compound 
or a solvate thereof. 
3. The compound according to Claim 2, wherein I:11a  is a hydrogen atom, a tautomer 

15 or a pharmaceutically acceptable salt of the compound or a so 'ate thereof. 
4. The compound according to Claim 2 or 3, wherein Ya  .- 	R1 °a  (wherein R19a  is a 
hydrogen atom), a tautomer or a pharmaceutically accept- .le salt of the compound or a 
solvate thereof. 
5. The compound according to any one of Claims 	o 4, wherein Xa  is a nitrogen 

20 atom or CR9a  (wherein R9a  is a hydrogen atom, a ha .gen atom, a cyano group, a C1-3 
alkyl group, a C1-3 haloalkyl group or a C3-6 cycloal 	I group), a tautomer or a 
pharmaceutically acceptable salt of the compou . or a solvate thereof. 
6. The compound according to any one of • aims 2 to 5, wherein the ring Aa  is 
represented by any of the following formula- 	IVa-1) to (IVa-3): 

25 
RBa 

\ 	 \ 
R4a....< N 	 2a 

N ( IV 

I 	 I 	 I 

( Wad. ) 	( IW-2 ) 	( wa.3  ) 

(wherein E2a  is an oxygen .tom or a sulfur atom), a tautomer or a pharmaceutically 
acceptable salt of the co 	pound or a solvate thereof. 
7. The compound a,  ording to any one of Claims 2 to 6, wherein Lla  is a single bond, 

so L2a  is a single bond, 	C1-6 alkylene group or a C2-6 alkenylene group (the C1.6  alkylene 
group and the C2_. - Ikenylene group are unsubstituted or substituted with one or more 
identical or diffe -nt substituents independently selected from the group consisting of 
halogen atom-, hydroxy groups, amino groups, cyano groups and nitro groups), 
the ring Ba i- a C3-11 cycloalkane, a C3-11 cycloalkene, a 3 to 11-membered non-aromatic 

35 heterocyc 	, a C6-14 aromatic carbocycle or a 5 to 10-membered an aromatic 
heteroc 	le, 
na ffs 0 .r1, 
R3a  '. a hydroxy group, an amino group, a carboxy group, a carbamoyl group, a 
to azolyl group, a halogen atom, a cyano group, a nitro group, a C1-3 alkyl group, a C1-3 

40 aloalkyl group, a C3-6 cycloalkyl group, a C1-3 alkoxy group, a C1-3 haloalkoxy group or 
a C1-3 alkylsulfonyl group, 
L3a  is a single bond, and 
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Rea  is a hydrogen atom, a halogen atom, a C3-11 cycloalkyl group, a 3 to 11-membered 
non-aromatic heterocyclyl group, a phenyl group, a naphthyl group or a 5 to 10-
membered aromatic heterocyclyl group (the C3.11 cycloalkyl group, the 3 to 11-
membered non-aromatic heterocyclyl group, the phenyl group, the naphthyl group a 

5 the 5 to 10-membered aromatic heterocyclyl group are unsubstituted or substitute. 	ith 
one or more identical or different substituents independently selected from the 
substituent set V4a), a tautomer or a pharmaceutically acceptable salt of the co • pound 
or a solvate thereof. 
8. The compound according to any one of Claims 2 to 6, wherein Ca  is 	single bond 

10 

15 

20 

or a C1_3  alkylene group, 
Lea  is a single bond or a C1.3 alkylene group (the C1_3  alkylene group is Ansubstituted or 
substituted with a cyano group or a C1.3 haloalkyl group), 
the ring Ba is a C3-11 cycloalkane, a C3-11 cycloalkene, a 3 to 11-me' bered non-aromatic 
heterocycle, benzene or a 5 to 6-membered aromatic heterocyc l-, 
na  is 0 or 1, 
R3a  is a hydroxy group, an amino group, a carboxy group, a , - rbamoyl group, a 
tetrazolyl group, a halogen atom, a cyano group, a nitro gr• 	p, a C1-3 alkyl group, a C1.3 
haloalkyl group, a C3.6 cycloalkyl group, a C,.3 alkoxy gr. A p, a C-1.3 haloalkoxy group or 
a C1_3  alkylsulfonyl group, 
L3a  is a single bond, and 
Rea  is a hydrogen atom, a halogen atom, a C3.6 cy, oalkyl group, a 4 to 7-membered 
non-aromatic heterocyclyl group, a phenyl group sr a 5 to 6-membered aromatic 
heterocyclyl group (the C3.6 cycloalkyl group, t' - 4 to 7-membered non-aromatic 
heterocyclyl group, the phenyl group and th:- 	to 6-membered aromatic heterocyclyl 

25 group are unsubstituted or substituted wit 	.ne or more identical or different 
substituents independently selected fro 	he substituent set V4a), a tautomer or a 
pharmaceutically acceptable salt of the compound or a solvate thereof. 
9. The compound according to C -im 7, wherein the ring Ba is a C3-11 cycloalkane, a 

30 

4 to 7-membered non-aromatic he -rocycle or benzene, 
na  is, 0 or 1, and 
R3a  is a hydroxy group, a halo• -n atom, a cyano group or a C1-3 alkyl group, a tautomer 
or a pharmaceutically accep : ble salt of the compound or a solvate thereof. 
10. The compound acco 	ng to Claim 7 or 9, wherein Lea  is a single bond, a C1-6 
alkylene group, a C2-6 al - ylene group or a C1.6 haloalkylene group (the C1.6 alkylene 

35 group, the C2-6 alkeny 	ne group and the C1-6 haloalkylene group are unsubstituted or 
substituted with one ir two identical or different substituents independently selected 
from the group co, 'sting of hydroxy groups and cyano groups), 
the ring Ba is a 	.11  cycloalkane or a 4 to 7-membered non-aromatic heterocycle, and 
Rea  is a hydro• -n atom, a halogen atom, a C3-6 cycloalkyl group, a 3 to 11-membered 

40 non-aromati 	heterocyclyl group, a phenyl group or a 5 to 10-membered aromatic 
heterocyc 	group (the C3.6 cycloalkyl group, the 3 to 11-membered non-aromatic 
heteroc 	lyl group, the phenyl group and the 5 to 10-membered aromatic heterocyclyl 
group 	re unsubstituted or substituted with one or more identical or different 
sub- ituents independently selected from the group consisting of hydroxy groups, amino 

45 gr'• ps, halogen atoms, cyano groups, nitro groups, carboxy groups, carbamoyl groups, 
Ifamoyl groups, C1-6 alkyl groups, C1-6 alkoxy groups, mono-C1.5  alkylamino groups, 

di-C1.5  alkylamino groups, C1-6 alkylthio groups, C1.6 alkylcarbonyl groups, C1-6 
alkylsulfonyl groups, C1-6 alkoxycarbonyl groups, mono-C1.5  alkylaminocarbonyl groups, 
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di-C1.6  alkylaminocarbonyl groups, C1.6  alkylcarbonylamino groups (the C1-6 alkyl groups, 
the C1-6 alkoxy groups, the mono-C1.6  alkylamino groups, the di-C1.6 alkylamino groups, 
the C1-6 alkylthio groups, the C1.6 alkylcarbonyl groups, the C1.6  alkylsulfonyl groups, the 
C1-6 alkoxycarbonyl groups, the mono-C1.6  alkylaminocarbonyl groups, the di-C1.6  

5 alkylaminocarbonyl groups and the C1.6 alkylcarbonylamino groups are unsubstitut: • or 
substituted with one or more identical or different substituents independently sel- 	ed 
from the group consisting of halogen atoms, hydroxy groups, amino groups, cy 	o 
groups and C1-3 alkoxy groups), C3.6 cycloalkyl groups, 4 to 7-membered no 	. romatic 
heterocyclyl groups, phenyl groups and 5 to 6-membered aromatic heteroc clyl groups 

10 (the C3-6 cycloalkyl groups, the 4 to 7-membered non-aromatic heterocyc 	I groups, the 
phenyl groups and the 5 to 6-membered aromatic heterocyclyl groups . e unsubstituted 
or substituted with one or more identical or different substituents ind- a endently selected 
from the group consisting of hydroxy groups, halogen atoms, cyan• groups, C1_6  alkyl 
groups and C1-6 haloalkyl groups)), a tautomer or a pharmaceuti 	ly acceptable salt of 

15 the compound or a solvate thereof. 
11. The compound according to Claim 7 or 9, wherein L 	i• a single bond, a C1-3 
alkylene group, a C2-3 alkenylene group (the C1-3 alkylene • oup and the C2-3 alkenylene 
group are unsubstituted or substituted with one or two id 	tical or different substituents 
independently selected from the group consisting of hy roxy groups and cyano groups) 

20 or a C1-3 haloalkylene group, and 
Rea  is a hydrogen atom or a halogen atom, a tautor er or a pharmaceutically acceptable 
salt of the compound or a solvate thereof. 
12. The compound according to any one of 	aims 7, 9 and 10, wherein the ring Ba  is 
a C4-7 cycloalkane or a 4 to 7-membered no 	aromatic heterocycle, and 

25 Rea  is a 3 to 11-membered non-aromatic h 	erocyclyl group, a phenyl group or a 5 to 

30 

10-membered aromatic heterocyclyl gro • (the 3 to 11-membered non-aromatic 
heterocyclyl group, the phenyl group a' d the 5 to 10-membered aromatic heterocyclyl 
group are unsubstituted or substitut- , with one or more identical or different 
substituents independently selecte 	from the group consisting of hydroxy groups, 
halogen atoms, cyano groups, c. •amoyl groups, C1-3 alkyl groups, C1.3 alkoxy groups, 
mono-C1.3  alkylamino groups, , -C1.3 alkylamino groups (the C1-3 alkyl groups, the C1.3 

alkoxy groups, the mono-C1. alkylamino groups and the di-C1.3  alkylamino groups are 
unsubstituted or substitute 	with a hydroxy group or a cyano group), C1-3 haloalkyl 
groups, C1.3 haloalkoxy • oups, C1-3 alkylthio groups, C1-3 haloalkylthio groups, C1-3 

35 alkylsulfonyl groups, 	.3  haloalkylsulfonyl groups, 4 to 7-membered non-aromatic 
heterocyclyl groups, •henyl groups and 5 to 6-membered aromatic heterocyclyl groups 
(the 4 to 7-memb- -d non-aromatic heterocyclyl groups, the phenyl groups and the 5 to 
6-membered ar• 	atic heterocyclyl groups are unsubstituted or substituted with a 
substituent se cted from the group consisting of a halogen atom, a C1-3 alkyl group and 

40 a C1.3 haloa 	I group)), a tautomer or a pharmaceutically acceptable salt of the 
compoun. • r a solvate thereof. 
13. T 	compound according to any one of Claims 7, 9 and 10, wherein the ring Ba  is 
a C4-7 	ycloalkane, and 

a 4 to 7-membered non-aromatic heterocyclyl group (the 4 to 7-membered non- 
45 ar•- 	atic heterocyclyl group is unsubstituted or substituted with one or two identical or 

fferent substituents independently selected from the group consisting of hydroxy 
groups, halogen atoms, cyano groups, carboxy groups, C1.3 alkyl groups (the C1-3 alkyl 
groups are unsubstituted or substituted with a hydroxy group or a cyano group), C1-3 
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haloalkyl groups, C1.3 alkoxy groups, di-C1.3  alkylamino groups, mono-C1.3 
alkylaminocarbonyl groups, C1-3 alkylsulfonyl group, C1.3  alkylcarbonylamino groups (the 
C1-3 alkoxy groups, the di-C1.3  alkylamino groups, the mono-C1.3  alkylaminocarbonyl 
groups, the C1.3 alkylsulfonyl group and the C1.3 alkylcarbonylamino groups are 

5 unsubstituted or substituted with one or more identical or different halogen atoms 
independently selected from the group consisting of fluorine atoms, chlorine ato 	-, 
bromine atoms and iodine atoms), 4 to 7-membered non-aromatic heterocyclyl ,roups 
and phenyl groups (the phenyl groups are unsubstituted or substituted with o' e or two 
identical or different substituents independently selected from the group co, 	isting of 

10 halogen atoms, C1.3 alkyl groups and C1.3 haloalkyl groups)), a tautomer • 	a 
pharmaceutically acceptable salt of the compound or a solvate thereof 
14. 	The compound according to any one of Claims 2 to 6, wherein 	• is a single bond, 
Oa is a single bond, a C1_5  alkylene group or a 02.6 alkenylene gro • (the C1.6 alkylene 
group and the C2-6 alkenylene group are unsubstituted or substit 	ed with one or more 

15 identical or different substituents independently selected from 	e group consisting of 
halogen atoms, hydroxy groups, amino groups, cyano group• and nitro groups), 
the ring'? is a C3.11 cycloalkane, a C3-11 cycloalkene, a 3 t' 11-membered non-aromatic 
heterocycle, a C6.14  aromatic carbocycle or a 5 to 10-me, bered aromatic heterocycle, 
na  is 0 or 1, 

20 R3a  is a hydroxy group, an amino group, a carboxy • • up, a carbamoyl group, a halogen 
atom, a cyano group, a 01_3 alkyl group, a C1.3 half : lkyl group, a C3.6 cycloalkyl group, a 
C1.3 alkoxy group, a C1-3 haloalkoxy group or a 	.3 alkylsulfonyl group, 
L3a  is represented by any of the following form 	ae (XlVa-1) to (XlVa-15): 
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25 (where!,  Eta  is an oxygen atom, a sulfur atom or NR11a  (wherein R11a  is a hydroxy group 
or a 	_3 alkoxy group), each of R12a  and R13a is independently a hydrogen atom, a C1-6 
alk 	group or a 01.6 haloalkyl group (the C1.6 alkyl group and the 01.6 haloalkyl group 
a 	unsubstituted or substituted with one or more identical or different substituents 

dependently selected from the group consisting of hydroxy groups, amino groups, 
30 cyano groups, C3.11 cycloalkyl groups, 01.6 alkoxy groups, C1.6 haloalkoxy groups, 01-6 

alkylthio groups, C1-6 alkylsulfonyl groups, 01.6 haloalkylsulfonyl groups, C1-6 
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alkoxycarbonyl groups, 3 to 11-membered non-aromatic heterocyclyl groups, mono-C1.6  
alkylamino groups, di-C1.6  alkylamino groups, mono-C1.6  alkylaminocarbonyl groups, di- 
C1.6  alkylaminocarbonyl groups, C1.6  alkylcarbonylamino groups, phenyl groups and 5 
1 0-membered aromatic heterocyclyl groups (the phenyl groups and the 5 to 10- 

5 membered aromatic heterocyclyl groups are unsubstituted or substituted with one • 
more identical or different substituents independently selected from the substitue 	set 
Via))), and 
R2a.is a hydrogen atom, a C1.6 alkyl group, a C2-6 alkenyl group (the C1-6 alky • roup and 
the C2-6 alkenyl group are unsubstituted or substituted with one or more id= tical or 

10 different substituents independently selected from the substituent set V5a , a C3-11 
cycloalkyl group, a 3 to 11-membered non-aromatic heterocyclyl group a phenyl group, 
a naphthyl group or a 5 to 10-membered aromatic heterocyclyl grou • the C3.11 
cycloalkyl group, the 3 to 11-membered non-aromatic heterocyclyl 	roup, the phenyl 
group, the naphthyl group and the 5 to 10-membered aromatic h 	erocyclyl group are 

15 unsubstituted or substituted with one or more identical or differ- 	substituents 
independently selected from the substituent set V4a), a tauto 	er or a pharmaceutically 
acceptable salt of the compound or a solvate thereof. 
15. 	The compound according to any one of Claims 2 • . , wherein Ca  is a single bond 
or a C1-3 alkylene group, 

20 Lea  is a single bond or a C1.3  alkylene group (the C1. 	: Ikylene group is unsubstituted or 
substituted with a cyano group or a C1-3 haloalkyle• - group), 
the ring Ba  is a C3-11 cycloalkane, a C3-11 cycloal 	•ne, a 3 to 11-membered non-aromatic 
heterocycle, benzene or a 5 to 6-membered aromatic heterocycle, 
n3  is 0 or 1 

25 R3a  is a hydroxy group, an amino group, a arbamoyl group, a halogen atom, a cyano 
group, a C1-3 alkyl group, a C1.3 haloalky • roup, a C3-6 cycloalkyl group, a C1-3 aikoxy 
group, a C1-3 haloalkoxy group or a C1 	alkylsulfonyl group, 
12a  is represented by any of the folio 	ing formulae (Va-1) to (Va-11): 

2a R1  R12a 
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( Va-7 ) 	( Va-S ) 	( Va-9 ) 	( Va-10 ) 	( r-11 ) 

30 (wherein 	is an oxygen atom, each of R12a  and R13a  is independently a hydrogen 
atom, a f 1-6 alkyl group or a C1.6 haloalkyl group), and 
R2a  is 	hydrogen atom, a C1.6 alkyl group (the C1-6 alkyl group is unsubstituted or 
sub 	tuted with one or more identical or different substituents independently selected 
fr• 	the substituent set V5a), a C3.6 cycloalkyl group, a 4 to 7-membered non-aromatic 

35 f -terocyclyl group, a phenyl group or a 5 to 6-membered aromatic heterocyclyl group 
(the C3.6 cycloalkyl group, the 4 to 7-membered non-aromatic heterocyclyl group, the 
phenyl group and the 5 to 6-membered aromatic heterocyclyl group are unsubstituted or 
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substituted with one or more identical or different substituents independently selected 
from the substituent set V1a), a tautomer or a pharmaceutically acceptable salt of the 
compound or a solvate thereof. 
16. The compound according to Claim 14, wherein L2a  is a single bond, a C1.3  

5 alkylene group, a C2.3  alkenylene group (the C1.3  alkylene group and the C2-3  alke 	ene 
group are unsubstituted or substituted with one or two identical or different subs 	ents 
independently selected from the group consisting of hydroxy groups and cyan. groups) 
or a 01.3  haloalkylene group, 
the ring Be  is a C3-11  cycloalkane, a 4 to 7-membered non-aromatic hetero 'cle or 

10 benzene, 
na  is 0 or 1, 
R3a  is a halogen atom, a cyano group or a C1.3  alkyl group, and 
L3a  is represented by any of the following formulae (XVa-1) to (XVa 	2): 
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( Xr-7 ) ( Xr-8 ) ( Xr-9 ) 	( XV 10) 	( Xr-11 ) 	( Xr-12 ) 

15 (wherein E13  is an oxygen atom or NRile  wherein R11a  is a hydroxy group), and R12a  is 
a hydrogen atom, a C1.6  alkyl group or 	C1.6  haloalkyl group (the C1.6  alkyl group and 
the C1.6  haloalkyl group is unsubstit 	-d or substituted with a substituent selected from 
the group consisting of a hydroxy 	oup, a cyano group, a C1.3  alkoxy group, a C3-6 
cycloalkyl group, a phenyl group :nd a 5 to 6-membered aromatic heterocyclyl group 

20 (the phenyl group and the 5 to .-membered aromatic heterocyclyl group are 
unsubstituted or substituted 	ith a substituent selected from the group consisting of a 
halogen atom, a cyano gr. p, a C1.3  alkyl group and a C1.3  haloalkyl group))), a 
tautomer or a pharmace 	ically acceptable salt of the compound or a solvate thereof. 
17. The compound - cording to Claim 14 or 16, wherein L2a  is a single bond or a 01-3  

25 alkylene group, 
the ring Be  is a 04 	cycloalkane or a 4 to 7-membered non-aromatic heterocycle, and 
R2a  is a hydrog- 	atom, a C1-6 alkyl group, a 01.6  haloalkyl group (the C1-6 alkyl group 
and the 01.6  h 	oalkyl group are unsubstituted or substituted with one or more identical 
or different 	ibstituents independently selected from the group consisting of cyano 

30 groups, h • roxy groups, 01.6  alkoxy groups, mono-C1_6 alkylaminocarbonyl groups, di- 
C1-6  alk 	-minocarbonyl groups (the mono-C1.6  alkylaminocarbonyl groups and the di- 
C1.6  a 	laminocarbonyl groups are unsubstituted or substituted with one or more 
ide 	cal or different halogen atoms independently selected from the group consisting of 
fl •rine atoms, chlorine atoms, bromine atoms and iodine atoms), 03.6  cycloalkyl groups, 

35 to 7-membered non-aromatic, heterocyclyl groups, phenyl groups or 5 to 10- 
membered aromatic heterocyclyl groups (the C3.6  cycloalkyl groups, the 4 to 7- 
membered non-aromatic heterocyclyl groups, the phenyl groups and the 5 to 10- 
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membered aromatic heterocyclyl groups are unsubstituted or substituted with identical 
or different one , two or three substituents independently selected from the group 
consisting of hydroxy groups, halogen atoms, cyano groups, C1.6 alkoxy groups, C1.6 
haloalkoxy groups, C1-6 alkylthio groups, C1-6 haloalkylthio groups, C1.6 alkylsulfonyl 

5 groups, Ci.6  haloalkylsulfonyl groups, C1.6 alkoxycarbonyl groups, 4 to 7-membere. 
non-aromatic heterocyclyl groups and phenyl groups (the phenyl groups are 
unsubstituted or substituted with a halogen atom))), a C3.11  cycloalkyl group, a ' to 7- 
membered non-aromatic heterocyclyl group, a phenyl group, a naphthyl gro • or a 5 to 
10-membered aromatic heterocyclyl group (the C3_11  cycloalkyl group, the 4 	o 7- 

10 membered non-aromatic heterocyclyl group, the phenyl group, the napht4 I group and 
the 5 to 10-membered aromatic heterocyclyl group are unsubstituted o substituted with 
one, two or three identical or different substituents independently sel 	ted from the 
group consisting of hydroxy groups, halogen atoms, cyano groups 	1.6 alkyl groups 
(the C1-6 alkyl groups are unsubstituted or substituted with one o 	ore identical or 

15 different substituents independently selected from the group c• sisting of halogen 
atoms, cyano groups, hydroxy groups and C1-3 alkoxy group 	, C1-6 alkoxy groups, C1-6 
haloalkoxy groups, C1-6 alkylthio groups, C1.6  haloalkylthio 4., oups, C1.6 alkylsulfonyl 
groups, C1.6 haloalkylsulfonyl groups, C1-6 alkoxycarbon 	groups (the C1.6  
alkoxycarbonyl groups are unsubstituted or substitute. 	ith one or more identical or 

20 different halogen atoms independently selected from 	e group consisting of fluorine 
atoms, chlorine atoms, bromine atoms and iodine - oms), 4 to 7-membered non- 
aromatic heterocyclyl groups and phenyl groups 	e phenyl groups are unsubstituted or 
substituted with a halogen atom)), a tautomer • a pharmaceutically acceptable salt of 
the compound or a solvate thereof. 

25 18. 	The compound according to any one of Claims 14, 16 and 17, wherein Oa  is 
represented by any of the following form 	ae (XXIlla-1) to (XXIlla-7): 
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(wherein Eta  i an oxygen atom, and R12a  is a hydrogen atom, a C1.3 alkyl group (the C1- 
3 alkyl grou• s unsubstituted or substituted with a cyano group) or a C1.3 haloalkyl 

30 group), a 	• 
R2a  is a ' 1-6 alkyl group (the C1-6 alkyl group is unsubstituted or substituted with a cyano 
group 	a C1.6 haloalkyl group, a C3.6 cycloalkyl group, a 4 to 7-membered non-aromatic 
het:- ocyclyl group or a phenyl group (the 4 to 7-membered non-aromatic heterocyclyl 
g 	up and the phenyl group are unsubstituted or substituted with a substituent selected 

35 om the group consisting of a halogen atom, a hydroxy group, a cyano group, a C1.3 
alkyl group and a C1.3 haloalkyl group), a tautomer or a pharmaceutically acceptable salt 
of the compound or a solvate thereof. 
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19. 	The compound according to any one of Claims 14 and 16 to 18, wherein L3a  is 
represented by any of the following formulae (XXIVa-1) to (XXIVa-4): 
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(wherein Eta  is an oxygen atom, and Rua  is a hydrogen atom, a C1.3 alkyl . oup (the C1- 

5 	3 alkyl group is unsubstituted or substituted with a cyano group) or a C1-3 	aloalkyl 
group), and 
R2a  is a C1.3 alkyl group (the C1.3  alkyl group is unsubstituted or subs 	uted with a cyano 
group), a C1.3 haloalkyl group or a C3.6 cycloalkyl group, a tautome • or a 
pharmaceutically acceptable salt of the compound or a solvate t -reof. 

10 	20. 	The compound according to any one of Claims 14, 16 a 	17, wherein 12a  is 
represented by the formula (XVI8): 

si-•..A 	( xvp ) 
R12a 

(wherein Rua  is a hydrogen atom, a C1.3 alkyl gro 	. (the C1.3 alkyl group is 
unsubstituted or substituted with a substituent s: - ted from the group consisting of a 

15 	hydroxy group, a cyano group, a C1.3  alkoxy group, a C3.6 cycloalkyl group and a phenyl 
group) or a C1.3 haloalkyl group), and 
R2a  is a hydrogen atom, a C1-6 alkyl group 	e C1.6  alkyl group is unsubstituted or 
substituted with one or two identical or if erent substituents independently selected 
from the group consisting of cyano groups, hydroxy groups, C1.3  alkoxy groups, mono- 

20 	C1.3 alkylaminocarbonyl groups (the 	ono-C1.3  alkylaminocarbonyl groups are 
unsubstituted or substituted with o• e or more identical or different halogen atoms 
independently selected from the .roup consisting of fluorine atoms, chlorine atoms, 
bromine atoms and iodine atop s), C3.6 cycloalkyl groups, 4 to 7-membered non- 
aromatic heterocyclyl group , phenyl groups and 5 to 6-membered aromatic 

25 	heterocyclyl groups (the C..6 cycloalkyl groups, the 4 to 7-membered non-aromatic 
heterocyclyl groups, the .henyl groups and the 5 to 6-membered aromatic heterocyclyl 
groups are unsubstitu 	d or substituted with one or two identical or different substituents 
independently selec -d from the group consisting of hydroxy groups, halogen atoms, 
cyano groups, C1. alkoxy groups, C1.3 haloalkoxy groups, C1.3 alkylsulfonyl groups, C1.6 

30 	alkoxy carbonyl jroups and phenyl groups (the phenyl groups are unsubstituted or 
substituted wi 	a halogen atom))), a C1.6 haloalkyl group (the C1.6 haloalkyl group is 
unsubstitut- . or substituted with one or two identical or different substituents 
independ: tly selected from the group consisting of hydroxy groups, phenyl groups and 
5 to 6- 	•mbered aromatic heterocyclyl groups (the phenyl groups and the 5 to 6- 

35 	mem. • red aromatic heterocyclyl groups are unsubstituted or substituted with one or 
two :enticel or different substituents independently selected from the group consisting 
of 	alogen atoms, C1-3 alkoxy groups and C1.3 alkylthio groups)), a C3.11 cycloalkyl group, 
. 4 to 7-membered non-aromatic heterocyclyl group, a phenyl group or a 5 to 10- 
membered aromatic heterocyclyl group (the C3.11 cycloalkyl group, the 4 to 7-membered 

4• 	non-aromatic heterocyclyl group, the phenyl group and the 5 to 10-membered aromatic 
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heterocyclyl group are unsubstituted or substituted with one, two or three identical or 
different substituents independently selected from the group consisting of hydroxy 
groups, halogen atoms, cyano groups, C14  alkyl groups (the C1-3 alkyl groups are 
unsubstituted or substituted with a substituent selected from the group consisting of - 
hydroxy group, a cyano group and a C1-3 alkoxy group), C1.3 haloalkyl groups, C1-3 
alkoxy groups, C1.3 haloalkoxy groups, C13  alkylsulfonyl groups, C1-3 haloalkylsul any! 
groups, C1.6 alkoxycarbonyl groups, 4 to 7-membered non-aromatic heterocycl 	groups 
and phenyl groups (the phenyl groups are unsubstituted or substituted with a 	alogen 

10 
atom)), a tautomer or a pharmaceutically acceptable salt of the compound ' 	a solvate 
thereof. 
21. The compound according to any one of Claims 2 to 12 and 14 to 	• , wherein the 
ring Ba  is cyclohexane or piperidine, a tautomer or a pharmaceuticall 	acceptable salt of 
the compound or a solvate thereof. 
22. The compound according to Claim 13 or 20, wherein the r 	• Ba  is cyclohexane, a 

15 tautomer or a pharmaceutically acceptable salt of the compou 	or a solvate thereof 
23. The compound according to any one of Claims 5 to 22 	herein Xa  is CIriga  
(wherein R9a is a hydrogen atom), a tautomer or a pharma,  -utically acceptable salt of 
the compound or a solvate thereof. 
24. The compound according to any one of Claims 6 o 23, wherein the ring Aa  is 

20 

N N 

represented by any of the following formulae

\  

(1Va-1) 	• (1Va-3): 

Raa  
\ 	\ 

N 
R4a__ re 

\N E  
I 	2a 

(Bra 
) 

I 	 I 	 I 

( I Va-1 ) 	( IV3-2 ) 	V9-3 ) 

(wherein Eta  is an oxygen atom o • sulfur atom, and each of R4a  and R6a  is 
independently a hydrogen atom 4r a C1-3 alkyl group), a tautomer or a pharmaceutically 
acceptable salt of the compo 	d or a solvate thereof. 

25 25. The compound accor• 	g to any one of Claims 8, 23 and 24, wherein Ca  is a 
single bond, 
1_2a  is a single bond or - 	1-3  alkylene group, 
the ring Ba  is a C4.7 c 	oalkane, benzene or a 4 to 7-membered non-aromatic 

30 
heterocycle, 
na  is 0, 
L3a  is a single b nd, and 
Rea  is a hydrei,en atom, a tautomer or a pharmaceutically acceptable salt of the 
compound , a solvate thereof. 
26. The ompound according to any one of Claims 15, 23 and 24, wherein Lla  is a 

35 single • and, 
Lea  is 	single bond, 
the ing Ba  is a C4.7 cycloalkane or a 4 to 7-membered non-aromatic heterocycle, 

' is 0, 
is represented by any of the following formulae (V13-1) to (V1a-3): 
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icA si 	0 

"s
'
CO ( Via  ) 

0 	0 

( VIa-1 ) 	( VP-2 ) 	( VIa-3 ) 	, and 
Rea  is a hydrogen atom or a C1-3 alkyl group (the C1-3 alkyl group is unsubstitutes .r 
substituted with a cyano group or a phenyl group), a tautomer or a pharmaceu 	ally 
acceptable salt of the compound or a solvate thereof. 

5 27. The compound according to any one of Claims 2 to 6, 8, 15, 25 and • ., wherein 
the ring Ba is cyclohexane, benzene or piperidine, a tautomer or a phar 	ceutically 
acceptable salt of the compound or a solvate thereof. 
28. The compound according to Claim 1, wherein Rla  is a hydroge' atom, 
Xa  is CR9a  (wherein R9a  is a hydrogen atom or a halogen atom), 

10 Ya  is CR10a  (wherein Rwa  is a hydrogen atom), 
the ring Aa  is represented by any of the following formulae (IVa 	) to (IVa-3): 

R63\ 
N---...Z\ 

e N---__A 1 
R4a  --( I 	N\  i 	E2a 

N--- 	11-- 	N 

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

(wherein Eta  is an oxygen atom or a sulfur a •m, R4a  is a hydrogen atom or a C1.3  alkyl 
group, and R63  is a hydrogen atom), 

15 Lia  is a single bond, 
the ring Ba  is a C3-11 cycloalkane, a C3 I cycloalkene (a ring-constituting methylene 
group of the C3.11 cycloalkane and t - C3.11  cycloalkene may be replaced by a carbonyl 
group), a 3 to 11-membered non-. 'mak heterocycle, a C6-14 aromatic carbocycle or a 

20 

5 to 10-membered aromatic het: ocycle, 
na  is 0, 1 or 2, 
R3a  is a hydroxy group, an 	no group, a carboxy group, a carbamoyl group, a halogen 
atom, a cyano group, a C 	alkyl group, a C1-3 haloalkyl group or a C1.3  alkoxy group 
(when na  is 2, R3a's may se identical or different), 
Lea  is a single bond, a 	1-6 alkylene group, a C2.6 alkenylene group (the C1.6 alkylene 

25 group and the C2-6 . 	enylene group are unsubstituted or substituted with one or more 
identical or differe, 	substituents independently selected from the group consisting of 
halogen atoms, 	ydroxy groups, amino groups, cyano groups and nitro groups), 
=C(R15a)- (wh 	ein R15a  is a hydrogen atom or a cyano group, and the bond connecting 
the ring W . d Lea  is a double bond) or =C(R15a)-CH2- (wherein R15a  is a hydrogen atom 

30 or a cyan. group, and the bond connecting the ring Ba  and L23  is a double bond), 
Oa  is a 	ngle bond or represented by any of the following formulae (XlVa-1) to (XlVa-15) 
and ( 	II ) 
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R12a R12a 
i \ A A 	

N  
sgs  

S 	
y sc

s-s 	Si 	
s
" 	srss . *L

ssss 
 

	

% % 	
\ 	

S, 1a 	Off/ % 
Eta 	Eta 	

% % 0 	0 

	

( XIVa-1 ) ( X110-2 ) ( XIVa-3 ) 	( XIVa-4 ) 	( XIVa-5 ) 

0 	0 Eta 	 Eta 
	

1 
0 	0 	 ( XIVa  ) 

SAN,SC, si\N/\NA 
1 

R12a 	R1 12a 

sk 
N 

 "SC 
N 
 A 3.53c

o 	
is 

i R1 13a 	
R12a 	K13a 	 - 

( XIVa-6 ) 	( XIV-7 ) 	( XIVa-8 ) 	( XIV-9 ) 	XIVa-10 ) 

Ela 	 1 

sscs  A 	sscs\NA 	AAis.,),A ssrc),A 0 	 s 	N 	N 	0 
R12a 	 R12a 	R12a 

( XIVa-1 1 ) 	( XIVa-12 ) ( XIVa-13 ) 	( XIV-14 	( XIVa-15 ) 

Eta 

gsss\S  /N., 	( XIIP ) 

(wherein Eta  is an oxygen atom), 
5 when Ca  is a single bond, Rea  is a hydrog: 	atom, a halogen atom, an azido group, a 

C3-ii cycloalkyl group, a 3 to 11-member• d non-aromatic heterocyclyl group, a C6-14  aryl 
group, a 5 to 10-membered aromatic 	•terocycly1 group, a 8 to 11-membered partially 
saturated aromatic cyclic group or a 	to 11-membered aromatic ring-condensed 
alicyclic hydrocarbon group (the C,.11  cycloalkyl group, the 3 to 11-membered non- 

10 aromatic heterocyclyl group, the 	6_14 aryl group, the 5 to 10-membered aromatic 
heterocyclyl group, the 8 to 11 	embered partially saturated aromatic cyclic group and 
the 8 to 11-membered arom 	c ring-condensed alicyclic hydrocarbon groupg are 
unsubstituted or substitutz. with one or more identical or different substituents 
independently selected 	om the group consisting of the substituent set Via, the 

15 substituent set V9a  an. C,.6  alkyl groups (the C1-6 alkyl groups are substituted with a C1.6 
alkoxycarbonylamin,  group (the C,.6 alkoxycarbonylamino group is unsubstituted or 
substituted with o - or more identical or different halogen atoms independently selected 

20 

from the group nnsisting of fluorine atoms, chlorine atoms, bromine atoms and iodine 
atoms))), 
when L3a  is • of a single bond, Rea  is a hydrogen atom, a C1-6 alkyl group, a C2-6 alkenyl 
group, a 	6 alkynyl group (the C1.6 alkyl group, the C2.6 alkenyl group and the C2-6 
alkynyl • oup are unsubstituted or substituted with one or more identical or different 
subst 	ents independently selected from the substituent set V6a  and the substituent set 
V9a 	a C3.11 cycloalkyl group, a 3 to 11-membered non-aromatic heterocyclyl group, a 

25 C-.14 aryl group, a 5 to 10-membered aromatic heterocyclyl group, a B to 11-membered 
4 artially saturated aromatic cyclic group or a 8 to 11-membered aromatic ring- 
condensed alicyclic hydrocarbon group (the C3.11 cycloalkyl group, the 3 to 11- 
membered non-aromatic heterocyclyl group, the C6.14 aryl group, the 5 to 10-membered 
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aromatic heterocyclyl group, the 8 to 11-membered partially saturated aromatic cyclic 
group and the 8 to 11-membered aromatic ring-condensed alicyclic hydrocarbon group 
are unsubstituted or substituted with one or more identical or different substituents 
independently selected from the substituent set V4a  and the substituent set V93), and 

5 each of R12a  and R13a  is independently a hydrogen atom, a C1-6 alkyl group, a C1-6 
haloalkyl group (the C1-6 alkyl group and the C1.6  haloalkyl group are unsubstitut- i or 
substituted with one or more identical or different substituents independently s= -cted 
from the substituent set V2a, the substituent set Nfia  and the substituent set V 	, a C3_11 
cycloalkyl group, a 3 to 11-membered non-aromatic heterocyclyl group, a 	._14 aryl 

10 group, a 5 to 10-membered aromatic heterocyclyl group or a 8 to 11-me 	owed partially 
saturated aromatic cyclic group (the C3-11 cycloalkyl group, the 3 to 11-r embered non- 
aromatic heterocyclyl group, the C6-14 aryl group, the 5 to 10-membe 	d aromatic 
heterocyclyl group and the 8 to 11-membered partially saturated a 	atic cyclic group 
are unsubstituted or substituted with one or more identical or diff 	ent substituents 

15 independently selected from the substituent set V4a  and the su , tituent set V9a), a 
tautomer or a pharmaceutically acceptable salt of the compo 	d or a solvate thereof. 
29. The compound according to Claim 1 or 28, wherein 	is a single bond, a C1-6 
alkylene group, a C2-6 alkenylene group (the C1.6 alkylen 	group and the C2-6 alkenylene 
group are unsubstituted or substituted with one or two ientical or different substituents 

20 

25 

independently selected from the group consisting of ' droxy groups and cyano groups) 
or a C1.6 haloalkylene group, 
the ring'? is a C4.7 cycloalkane (a ring-constituti- • methylene group of the C4-7 
cycloalkane may be replaced by a carbonyl gr• p) or a 4 to 7-membered non-aromatic 
heterocycle, 
11a  is 0, 1 or 2, 
IR3a  is a cyano group, a C1-3  alkyl group • 	a halogen atom (when n' is 2, 1:13a's may be 
identical or different), a tautomer or a 	armaceutically acceptable salt of the compound 
or a solvate thereof. 
30. The compound according to 	y one of Claims 1, 28 and 29, wherein L-3a  is a 

30 single bond, 
Rea  is a hydrogen atom, a hal•jen atom, an azido group, a C3.11  cycloalkyl group, a 3 to 
11-membered non-aromatic 	eterocyclyl group, a phenyl group, a 5 to 10-membered 
aromatic heterocyclyl gro 	or a 8 to 11-membered partially saturated aromatic cyclic 
group (the C3.11  cycloalk 	group, the 3 to 11-membered non-aromatic heterocyclyl 

35 group, the phenyl gro i the 5 to 10-membered aromatic heterocyclyl group and the 8 
to 11-membered pa 	-fly saturated aromatic cyclic group are unsubstituted or 
substituted with o 	• or more identical or different substituents independently selected 
from the group 	insisting of the substituent set V4a, the substituent set V9a  and C1-6 alkyl 
groups (the C 	alkyl groups are substituted with a C1.6  alkoxycarbonylamino group (the 

40 C1.6 alkoxyc 	bonylamino group is unsubstituted or substituted with one or more 
identical o different halogen atoms independently selected from the group consisting of 
fluorine 	oms, chlorine atoms, bromine atoms and iodine atoms))), a tautomer or a 
pha 	ceutically acceptable salt of the compound or a solvate thereof. 

45 
31. he compound according to Claim 30, wherein Lea  is a C1-3 alkylene group, 
th • ring B3  is a 4 to 7-membered non-aromatic heterocycle, 
'a  is a single bond, 

Rea  is a-  phenyl group or a 5 to 10-membered aromatic heterocyclyl group or a 8 to 11- 
membered partially saturated aromatic cyclic group (the phenyl group, the 5 to 10- 
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membered aromatic heterocyclyl group and the 8 to 11-membered partially saturated 
aromatic cyclic group are unsubstituted or substituted with one, two or three identical or 
different substituents independently selected from the group consisting of hydroxy 
groups, halogen atoms, cyano groups, carbamoyl groups, C1.6  alkyl groups, C1.6  

5 haloalkyl groups, C1_6  alkoxy groups, C1.6  haloalkoxy groups, di-C1-6  alkylamino gr• .ps, 
C1.6  alkylthio groups, C1.6  haloalkylthio groups, C1,6 alkylsulfonyl groups, 4 to 7- 
membered non-aromatic heterocyclyl groups and 5 to 6-membered aromatic 
heterocyclyl groups), a tautomer or a pharmaceutically acceptable salt of the 	ompound 
or a solvate thereof. 

10 32. The compound according to any one of Claims 28 to 30, wherein t - ring Ba  is a 
C4-7  cycloalkane, 
ea  is a single bond, 
Rea  is a 3 to 11-membered non-aromatic heterocyclyl group (the 3 • 11-membered non- 
aromatic heterocyclyl group is unsubstituted or substituted with • e or more identical or 

15 different substituents independently selected from the group c• sisting of hydroxy 
groups, amino groups, halogen atoms, cyano groups, carba • oyl groups, carboxy 
groups, C4.6  alkyl groups (the C1-6  alkyl groups are unsubs 	uted or substituted with one 
or more identical or different halogen atoms independen 	selected from the group 
consisting of fluorine atoms, chlorine atoms, bromine . .ms and iodine atoms or with a 

20 substituent selected from the group consisting of a h droxy group, a cyano group and a 
C1.6  alkoxycarbonylamino group), C1.3  alkoxy grow , mono-C1.3  alkylaminocarbonyl 
groups, C1.3  alkylcarbonylamino groups (the C1. 	: lkoxy groups, the mono-C1.3  
alkylaminocarbonyl groups, the C1.3  alkylcarb• ylamino groups are unsubstituted or 
substituted with one or more identical or diff: ent halogen atoms independently selected 

25 from the group consisting of fluorine atom 	chlorine atoms, bromine atoms and iodine 
atoms), di-C1.3  alkylamino groups, C1.3 	ylsulfonyl groups, di-C1.3  alkylaminosulfonyl 
groups, C4.6  alkoxycarbonylamino gro •s, 4 to 7-membered non-aromatic heterocyclyl 
groups and phenyl groups (the phe 	groups are unsubstituted or substituted with a 

30 
halogen atom)), a tautomer or a p : rmaceutically acceptable salt of the compound or a 
solvate thereof. 
33. The compound accordin 	to any one of Claims 1, 28 and 29, wherein Oa is 
represented by any of the fo •wing formulae (XVa-1) to (XVa-12) and (X111a): 

V a 	R12a 

ssi 	
I 	 I  s5\ 	-----* 

S 	
s5'55  555s r

N
si siCSAy /Co S % 

Eta 	0 	0 	Eta 	 Eta 	
% 0 	0 

gsss 

( Xr-1 ) 	( 	a-2) 	( Xr-3 ) 	( XV4-4 ) 	( XV2-5 ) 	( Xr-6 ) 

la 	 1 	 ( XV2  ) 
0 

A 	NAss< A yrsss--..N S 
I 

R12a 	 R12a 

A ss< 0 	y 
R12a 

% S lc HS 	N
I 	ss-is 

Rua 
-7)( 	( XVa-8 ) ( X1P-9 ) 	( XVa-10 ) 	( XVa-11 ) 	( XV2-12 ) 

Eta 

( Mir ) 
S 	sss

c 
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(wherein En' is an oxygen atom, and R12a  is a hydrogen atom, a C1.5  alkyl group (the C.
alkyl group is unsubstituted or substituted with a substituent selected from the group 

consisting of a hydroxy group, a cyano group, a C1-3  alkoxy group, a C3-6 cycloalkyl 
group, a phenyl group and a 5 to 6-membered aromatic heterocyclyl group (the phen 

5 group and the 5 to 6-membered aromatic heterocyclyl group are unsubstituted or 
substituted with a substituent selected from the group consisting of a halogen ato 	a 
cyano group, a C1.3  alkyl group and a C1-3 haloalkyl group)), a C1_6  haloalkyl gre p, a C3- 

10 

6  cycloalkyl group or a phenyl group (the phenyl group is unsubstituted or sus- ituted 
with a halogen atom or a cyano group)), 
R2a  is a hydrogen atom, a C1-6  alkyl group (the C1-6  alkyl group is unsubs 	uted or 
substituted with one or more identical or different substituents indepen. -ntly selected 
from the substituent set V6a and the substituent set V9a), a C2-6  alkyn 	group, a C3-11 
cycloalkyl group, a 3 to 11-membered non-aromatic heterocyclyl gr 	p, a phenyl group, 
a 5 to 10-membered aromatic heterocyclyl group, a 8 to 11-mem• -red partially 

15 saturated aromatic cyclic group or a 8 to 11-membered aroma 	ring-condensed 
alicyclic hydrocarbon group (the 03-11  cycloalkyl group, the 3 . 11-membered non- 
aromatic heterocyclyl group, the phenyl group, the 5 to 10- 	embered aromatic 
heterocyclyl group, the 8 to 11-membered partially satur. ed aromatic cyclic group and 
the 8 to 11-membered aromatic ring-condensed alicycl 	hydrocarbon group are 

20 unsubstituted or substituted with one or more identic 	or different substituents 
independently selected from the substituent set V4-  and the substituent set V9a), a 
tautomer or a pharmaceutically acceptable salt • the compound or a solvate thereof. 
34. 	The compound according to Claim 33, w• -rein the ring Ba  is a C4.7  cycloalkane or 
a 4 to 7-membered non-aromatic heterocyck 

25 Oa  is represented by the following formula• (XXVa-1) or (XXVa-2): 
R12a 

ssss 	4  y,
,s
, 	sisz. 14..-  )22, 

0 	 R12a 

( XXVa-1 ) 	( XXV2-2 ) 

(wherein R12a  is a hydrogen 	tom, a C1.3  alkyl group (the C1.3 alkyl group is 
unsubstituted or substitu z • with a substituent selected from the group consisting of a 
hydroxy group, a cyano:coup, a C1.3  alkoxy group, a C3.6  cycloalkyl group and a phenyl 

30 group), a C1.3  haloalk 	group, a C3.6  cycloalkyl group or a phenyl group (the phenyl 
group is unsubstitut: • or substituted with a halogen atom or a cyano group)), 
R2a  is a hydrogen .tom, a C1.6  alkyl group, a C1_6 haloalkyl group (the C1.6 alkyl group 
and the C1.6  ha • . kyl group are unsubstituted or substituted with one or two identical or 
different subsvents independently selected from the group consisting of hydroxy 

35 groups, cya• o groups, C1-3  alkoxy groups, C1.3  alkylthio groups, C1-3  alkylsulfonyl groups, 
mono-C1 	.1kylaminocarbonyl groups, di-C1.3  alkylaminocarbonyl groups (the mono-C1.3  
alkylarn-  ocarbonyl groups and the di-C1.3  alkylaminocarbonyl groups are unsubstituted 
or substituted with one or more identical or different halogen atoms independently 
sel: ted from the group consisting of fluorine atoms, chlorine atoms, bromine atoms 

ao a• • iodine atoms), C3.6  cycloalkyl groups, 4 to 7-membered non-aromatic heterocyclyl 
• roups, phenyl groups and 5 to 6-membered aromatic heterocyclyl groups (the C3.6 
cycloalkyl groups, the 4 to 7-membered non-aromatic heterocyclyl groups, the phenyl 
groups and the 5 to 6-membered aromatic heterocyclyl groups are unsubstituted or 



WO 2013/024895 	 526 	 PCT/JP2012/070876 

substituted with one or two identical or different substituents independently selected 
from the group consisting of hydroxy groups, amino groups, halogen atoms, cyano 
groups, C1.3 alkyl groups, C14  haloalkyl groups, C1.3  alkoxy groups, C14  haloalkoxy 
groups, C14  alkylthio groups, C1-3 haloalkylthio groups, C1-3 alkylsulfonyl groups, C1. 

5 haloalkylsulfonyl groups, C1.6 alkoxycarbonyl groups, mono-C1.3  alkylamino group 	di- 
C1.3 alkylamino groups, mono-C1.3  alkylaminocarbonyl groups, di-C1-3 
alkylaminocarbonyl groups, C1-3 alkylcarbonylamino group (the C1-6 alkoxycarb inyl 
groups, the mono-C1.3 alkylamino groups, the di-C1.3  alkylamino groups, the ' ono-C1-3 
alkylaminocarbonyl groups, the di-C1.3  alkylaminocarbonyl groups and the '1-3 

10 alkylcarbonylamino group are unsubstituted or substituted with one or m' e identical or 
different halogen atoms independently selected from the group consist' g of fluorine 
atoms, chlorine atoms, bromine atoms and iodine atoms), 4 to 7-me 	oered non- 
aromatic heterocyclyl groups, phenyl groups (the phenyl groups ar unsubstituted or 

15 
substituted with a halogen atom) and 5 to 6-membered aromatic 	eterocyclyl groups)), 
a C2-6 alkynyl group, a C3-6 cycloalkyl group, a 4 to 7-member- . non-aromatic 
heterocyclyl group, a phenyl group, a 8 to 11-membered pa 	:11y saturated aromatic 
cyclic group or a 8 to 11-membered aromatic ring-conden 	d alicyclic hydrocarbon 
group (the C3-6 cycloalkyl group, the 4 to 7-membered no -aromatic heterocyclyl group, 
the phenyl group, the 8 to 11-membered partially satur ed aromatic cyclic group and 

zo the 8 to 11-membered aromatic ring-condensed alic 	lic hydrocarbon group are 
unsubstituted or substituted with one, two or three I entical or different substituents 
independently selected from the group consistin,, of hydroxy groups, amino groups, 
halogen atoms, cyano groups, C,.3 alkyl grou. - (the C1.3 alkyl groups are unsubstituted 
or substituted with a substituent selected fro• 	the group consisting of a hydroxy group, 

25 a cyano group and a C1-3 alkoxy group), C .3 haloalkyl groups, C1-3 alkoxy groups, C1-3 
haloalkoxy groups, C1.3 alkylthio groups 	1.3 haloalkylthio groups, C1-3 alkylsulfonyl 
groups, C1-3 haloalkylsulfonyl groups, f 1.6 alkoxycarbonyl groups, mono-C1.3  alkylamino 
groups, di-C14  alkylamino groups, 	ono-C1-3 alkylaminocarbonyl groups, di-C1.3  
alkylaminocarbonyl groups, C14  a 	Icarbonylamino groups (the C1.6 alkoxycarbonyl 

30 groups, the mono-C1.3 alkylami 	. groups, the di-C1-3  alkylamino groups, the mono-C1.3  
alkylaminocarbonyl groups, th 	di-C1.3  alkylaminocarbonyl groups and the C1.3 
alkylcarbonylamino group ar 	unsubstituted or substituted with one or more identical or 
different halogen atoms in,  ependently selected from the group consisting of fluorine 
atoms, chlorine atoms, . omine atoms and iodine atoms), 4 to 7-membered non- 

35 aromatic heterocyclyl ,., oups and phenyl groups (the phenyl groups are unsubstituted or 
substituted with a h. ogen atom)), a tautomer or a pharmaceutically acceptable salt of 
the compound or 	solvate thereof. 
35. 	The comp,  nd according to Claim 33, wherein the ring!? is a C4.7 cycloalkane, 
L33  is represer ed by any of the following formulae (XXVIa-1) to (XXVP-5): 

R12a 	2' IR, 1  
1a 

0 	0 
I ., 	

SSSS 
N

;sss 
 1 
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N

si 	N--.....ssr 
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sssc 	( XXVIa  ) 
- 	 % % Eta 	0 	0 	R12a 	

R12a 

40  ( • • VP-1 ) 	( XXVP-2 ) 	( )0CVP-3 ) 	( XXVP-4 ) 	( XXVP-5 ) 

herein Eta  is an oxygen atom, and R12a  is a hydrogen atom, a C1.3 alkyl group (the Ci. 
3 alkyl group is unsubstituted or substituted with a substituent selected from the group 
consisting of a hydroxy group, a cyano group, a C1.3 alkoxy group, a C3.6 cycloalkyl 
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group, a phenyl group and a 5 to 6-membered aromatic heterocyclyl group (the 5 to 6- 
membered aromatic heterocyclyl group is unsubstituted or substituted with a 
C1.3 alkyl group)), a C1.3 haloalkyl group, a C3.6 cycloalkyl group or a phenyl group (the 

5 
phenyl group is unsubstituted or substituted with a halogen atom or a cyano group)),  
and 
Rea is a 01-3 alkyl group (the C1.3 alkyl group is unsubstituted or substituted with - cyanc 
group), a C1.3 haloalkyl group or a C3.6 cycloalkyl group, a tautomer or a 
pharmaceutically acceptable salt of the compound or a solvate thereof. 
36. 	The compound according to Claim 34 or 35, wherein L3a  is represent-. by the 

10 formula (XVIa): 

155-----N..--‘ 
( XVIa  ) 

12a R  
(wherein R12a  is a hydrogen atom, a C1.3 alkyl group (the C1-3 - 	yl group is 
unsubstituted or substituted with a substituent selected from 	e group consisting of a 
hydroxy group, a cyano group, a C1.3 alkoxy group, a C3.6 * cloalkyl group and a phenyl 

15 group), a C1.3 haloalkyl group, a 03-6 cycloalkyl group or 	phenyl group (the phenyl 
group is unsubstituted or substituted with a halogen at. 	or a cyano group)), a 
tautomer or a pharmaceutically acceptable salt of tht compound or a solvate thereof. 
37. 	The compound according to Claim 33, where 	L3a  is represented by the formula 
(X1111: 

Ela 

20 
sCC 	

sss
S 	( Mila  

S 

(wherein Eta  is an oxygen atom), 
Rea  is a C1-3 alkyl group, a tautomer a 	a pharmaceutically acceptable salt of the 
compound or a solvate thereof. 
38. 	The compound according 	any one of Claims 1 to 24, 28 to 30 and 32 to 37, 

25 wherein Lea  is a single bond or: C1.3 alkylene group, a tautomer or a pharmaceutically 
acceptable salt of the comp. and or a solvate thereof. 
39. 	The compound acco a ing to Claim 1 or 28, wherein Lla  is a single bond, 
the ring Ba  is a a4.7 cycl.:Ikane, 
Lea  is =C(R15a)- (wher- 	R158  is a hydrogen atom or a cyano group, and the bond 

30 connecting the ring : 	and Ca  is a double bond) or =C(R15a)-CH2- (wherein R15a  is a 
hydrogen atom or 	cyano group, and the bond connecting the ring Ba  and Lea  is a 
double bond), a 
when L3a  is a 	gle bond, Rea  is a hydrogen atom, and 
when L3a  is 	e formula (Xa-2): 

i 	0 
(Xa-2) 

35 
R2. is 

• , 

a C1.3 alkyl group, 
tautomer or a pharmaceutically acceptable salt of the compound or a solvate thereof. 

40. 	The compound according to any one of Claims 1 to 39, wherein na  is 0, a tautomer 
or a pharmaceutically acceptable salt of the compound or a solvate thereof. 
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41. 	A compound represented by the formula (Ib): 
L21' ,R2b 

L3b Ll b 	B  

Ab 

..Z 
(R3b)nb 

Xb 
yb 	(I13 ) 

Riv"k-N N
/ 

 
11 

[wherein the ring Ab  is represented by the formula (11b): 

WV:- 
w 

 "-- 
lb 

N-A, 
rib ( IIb ) 

N'',,---  .  

5 	(wherein Tlb  is CR4bR5b,  C(.0), C(.3), C(=NR17b), a sulfur :tom, S(=0) or S(=0)2, Ulb  
is a nitrogen atom or Ce, and Wlb  is a nitrogen atom o 	Feb), the formula (111b): 

W2b 
W" 	N)14' 

II 
Tab ( Illb  ) 

(wherein T2b  is CR4b, U213  is a nitrogen ato , or Cie', and Web  is Gee, C(=0), C(=S), 
C(=NR17b), NR12b, an oxygen atom, a su 	r atom, S(=0) or S(=0)2  (provided that when 

10 	U2b  is CR6b, Web  is not C(=0))) or the 	• mula (IVb): 

W3b 
WV 	N)1?" 

Tab ( IVb  ) 

(wherein Tab  is Cele' 	(.0), C(=S), C(=NR17b), a sulfur atom, S(=0) or S(=0)2, U3b  
is CR6bR7b, C(=O), C 	), C(=NR17b), NR16b, an oxygen atom, a sulfur atom, S(=O) or 
S(=0)2, and W3b  is r -813.--.9b, ri 	C(=0), C(=S), C(=NR17b), NR116, an oxygen atom, a sulfur 

15 	atom, S(=0) or S 	0)2  (provided that when Tab is cR4bR5b and U3b  is CRebR7b, W3b  is 
not CR8bR2b)), 
Xb  is a nitrogt 	atom or CR15b, 
yli  is CR16b  
Rib  is a h . rogen atom, a halogen atom, a Ci-s alkyl group or a C1.6  haloalkyl group, 

20 	the rin. :b  is a C3-11  cycloalkane, a C3.11  cycloalkene, a 3 to 11-membered non-aromatic 
heter' ycle, a C6-14  aromatic carbocycle or a 5 to 10-membered aromatic heterocycle, 
Lib .... a single bond, a C1-6  alkylene group, a C2-6  alkenylene group or a C2-6  alkynylene 
. '.up (the C1.6  alkylene group, the C2-6  alkenylene group and the C2-6  alkynylene group 
Ire unsubstituted or substituted with one or more identical or different substituents 

25 	independently selected from the group consisting of halogen atoms, hydroxy groups, 
amino groups, cyano groups and nitro groups), 
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L2b  is a single bond, a C1.6  alkylene group, a C2-6 alkenylene group or a C2.6 alkynylene 
group (the C1.6  alkylene group, the C2.6 alkenylene group and the C2.6 alkynylene group 
are unsubstituted or substituted with one or more identical or different substituents 
independently selected from the group consisting of halogen atoms, hydroxy groups, 

5 amino groups, cyano groups and nitro groups), 
Lab  is a single bond or represented by any of the following formulae (Vb-1) to (Vb 	I): 

A0A A
s
A A.N...--\ i \ AA AA 

s 	s 
R1

12b 	E1b 	II 	%0 0 
( Vb-1) 	( Vb-2 ) 	0 

( Vb-3 ) 	( Vb-4 ) 	( Vb-5 ) 	( Vb-6 ) 

Rub 
R12b R12b 

sic ,N 	 I 	 I 
N 	

ICS 	
N 	.

5s5
.5 	

ss
i 	N., Nz 	S'-°-5.s-sc I 	

si-55 

R1213 	 % 
0 Elb 

E1b E1b 	R 13b 

( Vb-7 ) 	( Vb-0 ) 	( Vb-9 ) 	( Vb-10 ) 	( Vb-11 ) 

	

R12b 	E1b 

ss 

A

c ,,N,,,,s 	,, 	l 

	

ss5 	5- 	0 	is 	' .1‘1 

E1I3 	 E1b( 

,,. 
N 	

- 	
N ssS5  

Vb  ) 

N
A 

 
0 	0 RI 12b 	.12b 	R

I
12b 	R13b 

( Vb-12 ) 	( Vb-13 ) 	( Vb-14 ) 	( Vb-15 ) 	( Vb-16 ) 

E1b 	 Elb 	 E1b 	Rub 
0 	0 c% 

-,... 
0 	N

A 	s  re.., 	.....,... A st 	 .--N-...,
sss

s 	ssic--..
N

..---2---,
N
.A 

Nz 0 	N 	N  

R1 12b 	R1
12b 	 R12b 	R1 136 	R12b 	R

1
13b 

( Vb-17) 	( Vb-18 ) 	 ( Vb-19 ) 	 ( Vb-20 ) 

(wherein E1' is an oxygen a .m, a sulfur atom or NRI8b), 
when Lab  is a single bond, 12b  is a hydrogen atom, a halogen atom, a C3-11 cycloalkyl 

to group, a 3 to 14-membe -d non-aromatic heterocyclyl group, a C6-14 aryl group, a 5 to 
10-membered aromaf heterocyclyl group, a 8 to 14-membered partially saturated 
aromatic cyclic grow or a 8 to 14-membered aromatic ring-condensed alicyclic 
hydrocarbon grour (the C3-11 cycloalkyl group, the 3 to 14-membered non-aromatic 
heterocyclyl gro s, the C6-14 aryl group, the 5 to 10-membered aromatic heterocyclyl 

15 group, the 8 t• 14-membered partially saturated aromatic cyclic group and the 8 to 14- 
membered . omatic ring-condensed alicyclic hydrocarbon group are unsubstituted or 
substitute,  with one or more identical or different substituents independently selected 
from the substituent set V4b  and the substituent set V9b), 
when 	b  is not a single bond, Feb  is a hydrogen atom, a C1.6 alkyl group, a C2-6 alkenyl 

20 gro • (the C1-6 alkyl group and the C2-6 alkenyl group are unsubstituted or substituted 
w 	one or more identical or different substituents independently selected from the 
-ubstituent set V6b  and the substituent set V9b), a C3-11 cycloalkyl group, a 3 to 14- 
membered non-aromatic heterocyclyl group, a C6-14 aryl group, a 5 to 10-membered 
aromatic heterocyclyl group, a 8 to 14-membered partially saturated aromatic cyclic 
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group or a 8 to 14-membered aromatic ring-condensed alicyclic hydrocarbon group (the 
C3.11 cycloalkyl group, the 3 to 14-membered non-aromatic heterocyclyl group, the C6-14 
aryl group, the 5 to 10-membered aromatic heterocyclyl group, the 8 to 14-membered 
partially saturated aromatic cyclic group and the 8 to 14-membered aromatic ring- 

5 condensed alicyclic hydrocarbon group are unsubstituted or substituted with one or  
more identical or different substituents independently selected from the substitue 	set 
V4b  and substituent set V9), 
nb  is 0, 1 or 2, 
Rib  is a hydroxy group, an amino group, a carboxy group, a carbamoyl gro •, a 

10 sulfamoyl group, a phosphono group, a phosphonooxy group, a sulfo gro •, a sulfoxy 
group, a tetrazolyl group, a halogen atom, a cyano group, a nitro group a C1.6  alkyl 
group, a C1.6  haloalkyl group, a C3.11 cycloalkyl group, a C2-6 alkenyl • oup, a C2-6 
haloalkenyl group, a C1.6 alkoxy group, a C1.6 haloalkoxy group, a •1.6 alkylthio group, a 
C1.6 haloalkylthio group, a C1-6 alkylcarbonyl group, a C1-6 haloal 	carbonyl group, a C1- 

15 6 alkylsulfonyl group, a C1-6 haloalkylsulfonyl group, a C1.6 alko 	carbonyl group, a 
mono-C1.6  alkylamino group, a di-C1.6  alkylamino group, a m. o-C1-6 
alkylaminocarbonyl group, a di-C1.6  alkylaminocarbonyl gr• 4 p or a C1-6 
alkylcarbonylamino group (when nb  is 2, R3b's may be id: tical or different), 
each of R4b, R5b, R6b, Fin, Rim and R9b is independent) 	- hydrogen atom, a hydroxy 

20 group, an amino group, a carboxy group, a carbamo 	group, a tetrazolyl group, a 
halogen atom, a cyano group, a C1.6 alkyl group, a 	2-6 alkenyl group, a C1.6  alkoxy 
group, a C1-6 alkylthio group, a C1-6 alkylcarbony • roup, a C1-6 alkylsulfonyl group, a 
mono-C1.6  alkylamino group, a di-C1.6  alkylam , • group (the C1.6 alkyl group, the C2-6 
alkenyl group, the C1.6 alkoxy group, the C1  . : lkylthio group, the C1.6 alkylcarbonyl 

25 group, the C1.6 alkylsulfonyl group, the mor •-C1-6  alkylamino group and the di-C1-6 
alkylamino group are unsubstituted or s 	.stituted with one or more identical or different 
substituents independently selected fr• 	the substituent set V3b), a C1.6 alkoxycarbonyl 
group, a C3-11 cycloalkyl group, a 3 t. 11-membered non-aromatic heterocyclyl group, a 
C6.14 aryl group or a 5 to 10-memb red aromatic heterocyclyl group (the C3.11 cycloalkyl 

30 group, the 3 to 11-membered no -aromatic heterocyclyl group, the C6-14 aryl group and 
the 5 to 10-membered aromat 	heterocyclyl group are unsubstituted or substituted with 
one or more identical or diff: ent substituents independently selected from the 
substituent set Vlb), 
each of R113b  and Allb  is 	dependently a hydrogen atom, a C1-6 alkyl group, a C2-6 

35 alkenyl group, a C1-6 - 	Icarbonyl group, a C1-6 alkylsulfonyl group, a C1.6 
alkoxycarbonyl gro 	, a mono-C1.6  alkylaminocarbonyl group, a di-C1-6 
alkylaminocarbon 	group (the C1.6 alkyl group, the C2-6 alkenyl group, the C1-6 
alkylcarbonyl g , 	p, the C1-6 alkylsulfonyl group, the C1.6  alkoxycarbonyl group, the 
mono-C1-6 alk aminocarbonyl group and the di-C1.6 alkylaminocarbonyl group are 

40 unsubstitut- . or substituted with one or more identical or different substituents 
independ: tly selected from the substituent set V3b), a C3.11 cycloalkyl group, a 3 to 11-
membe -d non-aromatic heterocyclyl group, a C6-14 aryl group or a 5 to 10-membered 
arom. is heterocyclyl group (the C3.11  cycloalkyl group, the 3 to 11-membered non-
aro. atic heterocyclyl group, the C6.14 aryl group and the 5 to 10-membered aromatic 

45 h: erocyclyl group are unsubstituted or substituted with one or more identical or 
8 ifferent substituents independently selected from the substituent set Vlb), 
each of R12b, R13b and R146 is independently a hydrogen atom, a C1-6 alkyl group or a C1- 
6 haloalkyl group (the C1-6 alkyl group and the C1.6 haloalkyl group are unsubstituted or 
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substituted with one or more identical or different substituents independently selected 
from the substituent set V3b, the substituent set Vab  and the substituent set Vgb), 
each of 1:115b  and Rl6b  is independently a hydrogen atom, a halogen atom, a cyano 
group, a carbamoyl group, a C1.6  alkyl group, a C1.6 haloalkyl group, a C3-11 cycloalky 

5 group, a C1.6 alkoxy group, a C1.6  haloalkoxy group, a C1-6 alkylthio group, a C1.6 
alkylcarbonyl group, a C1-6 alkylsulfonyl group, a 3 to 11-membered non-aromati 
heterocyclyl group, a C6.14 aryl group or a 5 to 10-membered aromatic heteroc 	yl 
group, 
each of R17b  and R18b  is independently a hydrogen atom, a hydroxy group, 	cyano 

10 group, a nitro group, a C,-6 alkyl group or a Ci.6 alkoxy group, 
the substituent set Vlb  consists of hydroxy groups, amino groups, cart. y groups, 
carbamoyl groups, sulfamoyl groups, phosphono groups, phosphono'. y groups, sulfo 
groups, sulfoxy groups, tetrazolyl groups, halogen atoms, cyano gr, 	ps, nitro groups, 
C1.6  alkyl groups, C1-6 haloalkyl groups, C3.11 cycloalkyl groups, 	-6 alkenyl groups, C2-6 

15 haloalkenyl groups, C1.6  alkoxy groups, C1.6  haloalkoxy groups 	1-6 alkylthio groups, Cl_ 
6 haloalkylthio groups, C1.6  alkylcarbonyl groups, C1.6  haloal 	carbonyl groups, C-i-6 
alkylsulfonyl groups, C,.6 haloalkylsulfonyl groups, C1.6  alk• 	carbonyl groups, 3 to 11- 
membered non-aromatic heterocyclyl groups, mono-C1-6 	Ikylamino groups, di-C1.6  
alkylamino groups, mono-C1.6  alkylaminocarbonyl gro 	.s, di-C1.6  alkylaminocarbonyl 

20 groups and C1.6  alkylcarbonylamino groups, 
the substituent set V2b  consists of the groups in th z 	ubstituent set Vi b, and C6-14 aryl 
groups and 5 to 10-membered aromatic heteroc 	lyl groups (the C6-14 aryl groups and 
the 5 to 10-membered aromatic heterocyclyl g .ups are unsubstituted or substituted 
with one or more identical or different substit ents independently selected from the 

25 substituent set Vlb), 
the substituent set V3b  consists of hydro , groups, amino groups, carboxy groups, 
carbamoyl groups, sulfamoyl groups, • osphono groups, phosphonooxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl g • ps, halogen atoms, cyano groups, nitro groups, 
C1-6 alkoxy groups, C1-6 haloalkox 	• roups, C1.6 alkylthio groups, C1.6 haloalkylthio 

30 groups, C1-6 alkylcarbonyl group-, C,-6 haloalkylcarbonyl groups, C,-6 alkylsulfonyl 
groups, C,-6 haloalkylsulfonyl • oups, C1.6 alkoxycarbonyl groups, mono-C1.6  alkylamino 
groups, di-C1.6  alkylamino gr.ups, mono-C1.6  alkylaminocarbonyl groups, di-C-1-6 
alkylaminocarbonyl group 	C,-6 alkylcarbonylamino groups, C3.11 cycloalkyl groups, 3 to 
11-membered non-aro 	is heterocyclyl groups, C6.14 aryl group and 5 to 10-membered 

35 

40 

aromatic heterocyclyl 	oups (the C3.11 cycloalkyl groups, the 3 to 11-membered non- 
aromatic heterocycl 	groups, the C6.14 aryl groups and the 5 to 10-membered aromatic 
heterocyclyl grou • . are unsubstituted or substituted with one or more identical or 
different substit - ts independently selected from the substituent set Vlb), 
the substitue 	set Vlb  consists of hydroxy groups, amino groups, carboxy groups, 
carbamoyl . oups, sulfamoyl groups, phosphono groups, phosphonooxy groups, sulfo 
groups, s 	oxy groups, tetrazolyl groups, halogen atoms, cyano groups, nitro groups, 
C,-6 alk 	groups, C2.6 alkenyl groups, C,-6 alkoxy groups, C,-6 alkylthio groups, C1.6 
alkylc 	bonyl groups, C1.6 alkylsulfonyl groups, C,-6 alkoxycarbonyl groups, mono-C1-6 
alk 	. mino groups, di-C1.6  alkylamino groups, mono-C-1.6  alkylaminocarbonyl groups, di- 

45 C .6  alkylaminocarbonyl groups, C,-6 alkylcarbonylamino groups (the C,.6 alkyl groups, 
e C2-6 alkenyl groups, the C,.6 alkoxy groups, the C1.6 alkylthio groups, the C1-6 

alkylcarbonyl groups, the C1-6 alkylsulfonyl groups, the C1.6 alkoxycarbonyl groups, the 
mono-C1-6  alkylamino groups, the di-C1.6  alkylamino groups, the mono-C-1-6 
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alkylaminocarbonyl groups, the di-C1-6 alkylaminocarbonyl groups and the C1-6 
alkylcarbonylamino groups are unsubstituted or substituted with one or more identical or 
different substituents independently selected from the substituent set V3b), C3-11 
cycloalkyl groups, 3 to 11-membered non-aromatic heterocyclyl groups, C6-14 aryl 

5 

10 

groups and 5 to 10-membered aromatic heterocyclyl groups (the 03-11 cycloalkyl g • ps, 
the 3 to 11-membered non-aromatic heterocyclyl groups, the C6-14 aryl groups an,  the 5 
to 10-membered aromatic heterocyclyl groups are unsubstituted or substituted 	ith one 
or more identical or different substituents independently selected from the su,  tituent 
set V1b), 
the substituent set V5b  consists of hydroxy groups, amino groups, carbo 	groups, 
carbamoyl groups, sulfamoyl groups, phosphono groups, phosphonoo ii groups, sulfo 
groups, sulfoxy groups, tetrazolyl groups, halogen atoms, cyano gro ,s, nitro groups, 
C1_6  alkoxy groups, Ci.6 alkylthio groups, C1.6 alkylcarbonyl groups 	1.6 alkylsulfonyl 
groups, C1.6  alkoxycarbonyl groups, mono-C1.6  alkylamino group-, di-C1_6 alkylamino 

15 groups, mono-C1.5 alkylaminocarbonyl groups, di-C1.6  alkylami I *carbonyl groups, C1-6 
alkylcarbonylamino groups, C3.11  cycloalkyl groups, 3 to 11- 	-mbered non-aromatic 
heterocyclyl groups, C6-14 aryl groups and 5 to 10-member: • aromatic heterocyclyl 
groups (the C1.6  alkoxy groups, the C1.6  alkylthio groups, 	e C1.6  alkylcarbonyl groups, 
the C1-6 alkylsulfonyl groups, the C1.6  alkoxycarbonyl g . ups, the mono-C1-6  alkylamino 

20 groups, the di-C1.6  alkylamino groups, the mono-C1.6  :lkylaminocarbonyl groups, the di- 
01.6 alkylaminocarbonyl groups, the C1.6 alkylcarb. ylamino groups, the C3.11  cycloalkyl 
groups, the 3 to 11-membered non-aromatic het: ocyclyl groups, the C6-14 aryl groups 
and the 5 to 10-membered aromatic heterocyc 	groups are unsubstituted or 
substituted with one or more identical or cliff= ent substituents independently selected 

25 from the substituent set V3b), 
the substituent set V6b  consists of hydro 	groups, amino groups, carboxy groups, 
carbamoyl groups, sulfamoyl groups, • osphono groups, phosphonooxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl gr. eps, halogen atoms, cyano groups, nitro groups, 
C1.6  alkoxy groups, C1.6 alkylthio g • ups, C1.6  alkylcarbonyl groups, C1-6 alkylsulfonyl 

30 groups, C1.6 alkoxycarbonyl gro 45, mono-C1.6  alkylamino groups, di-C1.6  alkylamino 
groups, mono-C1.6  alkylamino 	rbonyl groups, di-C1.6  alkylaminocarbonyl groups, 01-6 
alkylcarbonylamino groups 	e C1.6  alkoxy groups, the C1-6 alkylthio groups, the C1.6  
alkylcarbonyl groups, the • .6 alkylsulfonyl groups, the C1.6  alkoxycarbonyl groups, the 
mono-C1.6  alkylamino gr, 	ps, the di-C1.6  alkylamino groups, the mono-C1-6 

35 - alkylaminocarbonyl g • ps, the di-C1.6  alkylaminocarbonyl groups and the C1-6 
alkylcarbonylamino • oups are unsubstituted or substituted with one or more identical or 
different substitue' s independently selected from the substituent set V3b), 03-11 
cycloalkyl group-, 3 to 11-membered non-aromatic heterocyclyl groups, 06-14 aryl 
groups, 5 to 1► -membered aromatic heterocyclyl groups, 8 to 14-membered partially 

40 saturated aromatic cyclic groups and 8 to 14-membered aromatic ring-condensed 
alicyclic h 	ocarbon groups (the C3-11 cycloalkyl groups, the 3 to 11-membered non- 
aromati• 	eterocyclyl groups, the C6-14 aryl groups, the 5 to 10-membered aromatic 
heter. yclyl groups, the 8 to 14-membered partially saturated aromatic cyclic groups 
and 	e 8 to 14-membered aromatic ring-condensed alicyclic hydrocarbon groups are 

45 u . ubstituted or substituted with one or more identical or different substituents 
dependently selected from the substituent set V4b  and the substituent set V9b), and 

the substituent set V8b  consists of 8 to 14-membered partially saturated aromatic cyclic 
groups and 8 to 14-membered aromatic ring-condensed alicyclic hydrocarbon groups 
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(the 8 to 14-membered partially saturated aromatic cyclic groups and the 8 to 14- 
membered aromatic ring-condensed alicyclic hydrocarbon groups are unsubstituted or 
substituted with one or more identical or different substituents independently selected 
from the substituent set V2b), 

5 the substituent set V9b  consists of, mono-C1-6  alkylaminosulfonyl groups, di-C1-6 
alkylaminosulfonyl groups, C1.6 alkylsulfonylamino groups (the mono-C1.6  
alkylaminosulfonyl groups, di-C-1.6  alkylaminosulfonyl groups and C1.6  alkylsulf• 	ylamin 
groups are unsubstituted or substituted with one or more identical or differen 
substituents independently selected from the substituent set V3b), C3.6  cycle - Ikoxy 

10 groups, C3.6  cycloalkylamino groups, C3_6  cycloalkylthio groups, C3-6  cycle - lkylcarbonyl 
groups and C3-6 cycloalkylsulfonyl groups (the C3.6  cycloalkoxy groups 	e C3.6 
cycloalkylamino groups, the C3.6  cycloalkylthio groups, the C3.6  cyclo 	kylcarbonyl 
groups and the C3.6  cycloalkylsulfonyl groups unsubstituted or sub- ituted with one or 
more identical or different substituents independently selected fr• 	the substituent set 

15 V2b)], a tautomer or a pharmaceutically acceptable salt of the 	impound or a solvate 
thereof. 
42. 	The compound according to Claim 41, which is repr- .ented by the formula (Ib): 

1 2b 	,R2b 
L3b L113 0 

Ab (R3b)nb 
Xb  

yb 	( ib ) 
N
/ 

Rib"-Ni  
I-I 

[wherein the ring Ab  is represented by theformula (11b): 

lb 
vv%%NA U1124' 

T1
1
b 

( Hb ) 

‘.%-• 

20 

(wherein I'm  is CR4bR8b 	-0), C(=S), C(=NR12b), a sulfur atom, S(=O) or S(=0)2, U" 
is a nitrogen atom or C'';', and Wm  is a nitrogen atom or CR8b), the formula (111b): 

2b 
U2b-W 	N c12-4' 
T21, 

( 
	Ib

) 

(wherein 	' is CR4b, U2b  is a nitrogen atom or CR", and Web  is CR"R", C(=O), C(=S), 
25 C(=NR17  ), NR1013, an oxygen atom, a sulfur atom, S(=O) or S(=0)2  (provided that when 

U2b is 	R6b
,  Web is not C(=0))), or the formula (IVb): 
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U3b
-me  

'N)2' 
Tab 	 ( IVb ) 

(wherein Tab is CR4bR5b, C(=O), C(=S), C(=NR17b), a sulfur atom, S(=O) or S(=' 2, U3b  
is CR6bR7b, C(=O), C(=S), C(=NR17b), NR13b, an oxygen atom, a sulfur atom, :(=0) or 
S(=0)2, and Wab  is CIR8b136b, C(=O), C(=S), c(=NR17b

),  Nwib, an oxygen a im, a sulfur 
5 

lo 

atom, S(=0) or S(=0)2  (provided that when Tab  is CR4be and U3b  is CR6  Feb, Wab  is 
not CR6bRab)), 
Xb  is a nitrogen atom or CR13b, 
yb is  cR16b

, 
 

Rib  is a hydrogen atom, a halogen atom, a C1-6 alkyl group or a •1.6  haloalkyl group, 
the ring Bb  is a C3-11 cycloalkane, a C3.11  cycloalkene, a 3 to 11 	embered non-aromatic 
heterocycle, a C6-14 aromatic carbocycle or a 5 to 10-membe -d aromatic heterocycle, 
Lib  is a single bond, a C1-6 alkylene group, a C2-6 alkenyle 	group or a C2.6 alkynylene 
group (the C1-6 alkylene group, the C2-6 alkenylene group -nd the C2-6 alkynylene group 
are unsubstituted or substituted with one or more iden 	al or different substituents 

15 independently selected from the group consisting of • alogen atoms, hydroxy groups, 
amino groups, cyano groups and nitro groups), 
L2b  is a single bond, a 01•6  alkylene group, a C2_. - Ikenylene group or a C2-6 alkynylene 
group (the C1-6 alkylene group, the C2-6 alkeny -ne group and the C2-6 alkynylene group 
are unsubstituted or substituted with one or , ore identical or different substituents 

20 independently selected from the group co -isting of halogen atoms, hydroxy groups, 
amino groups, cyano groups and nitro g .ups), 
Lab  is a single bond or represented by •ny of the following formulae (Vb-1) to (Vb-20): 
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(wherein Elb  is an oxygen atom, a sulfur -tom or NR12b), 
when Lab  is a single bond, R2b  is a hyd agen atom, a halogen atom, a C3_11  cycloalkyl 
group, a 3 to 11-membered non-aro , -tic heterocyclyl group, a C6-14  aryl group or a 5 to 

5 10-membered aromatic heterocycl 	group (the C3_11  cycloalkyl group, the 3 to 11- 
membered non-aromatic hetero 	clyl group, the C6.14  aryl group and the 5 to 10- 
membered aromatic heterocyc 'I group are unsubstituted or substituted with one or 
more identical or different su stituents independently selected from the substituent set 
vim),  

lo when Lab  is not a single ,old, R2b  is a hydrogen atom, a C1.6  alkyl group, a C2-6 alkenyl 
group (the C1-6 alkyl gr up and the C2-6 alkenyl group are unsubstituted or substituted 
with one or more ide' ical or different substituents independently selected from the 
substituent set Vsb 	a C3-11  cycloalkyl group, a 3 to 11-membered non-aromatic 
heterocyclyl gro ., a C6.14 aryl group or a 5 to 10-membered aromatic heterocyclyl 

15 group (the C3 	cycloalkyl group, the 3 to 11-membered non-aromatic heterocyclyl 
group, the C.-14  aryl group and the 5 to 10-membered aromatic heterocyclyl group are 
unsubstitu -d or substituted with one or more identical or different substituents 
indepen , -ntly selected from the substituent set V4b), 
nb  IS 0 1 or 2, 

20 R3b  . - a hydroxy group, an amino group, a carboxy group, a carbamoyl group, a 
s 	amoyl group, a phosphono group, a phosphonooxy group, a sulfo group, a sulfoxy 

oup, a tetrazolyl group, a halogen atom, a cyano group, a nitro group, a C1.6  alkyl 
group, a C1.6  haloalkyl group, a C3.11  cycloalkyl group, a C2.6 alkenyl group, a C2.6 
haloalkenyl group, a C1.6  alkoxy group, a C1.6  haloalkoxy group, a C1.6  alkylthio group, a 
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C1.6  haloalkylthio group, a 01.6  alkylcarbonyl group, a C1.6  haloalkylcarbonyl group, a C1. 
6  alkylsulfonyl group, a C1.6  haloalkylsulfonyl group, a C1.6  alkoxycarbonyl group, a 
mono-C1.6  alkylamino group, a di-C1.6  alkylamino group, a mono-C1-6 
alkylaminocarbonyl group, a di-C1.6  alkylaminocarbonyl group or a C1-6 

5 alkylcarbonylamino group (when nb  is 2, R3b's may be identical or different), 
each of R4', R5b, R6b,  rs  1-.7b  R--, 

	Aka and R9b  is independently a hydrogen atom, a hydra y 
group, an amino group, a carboxy group, a carbamoyl group, a tetrazolyl group 
halogen atom, a cyano group, a C1.6  alkyl group, a C2.6  alkenyl group, a C1.6  - 	oxy 
group, a C1.6  alkylthio group, a C1.6  alkylcarbonyl group, a C1-6  alkylsulfonyl a roup, a 

-io mono-C1.6  alkylamino group, a di-C.1.6  alkylamino group (the C1-6  alkyl gr• a p, the C2.6  
alkenyl group, the C1.6  alkoxy group, the C1-6  alkylthio group, the C,.6  a 	carbonyl 
group, the C1-6  alkylsulfonyl group, the mono-C1.6 alkylamino group a,  • the di-C-1-6 
alkylamino group are unsubstituted or substituted with one or more •entical or different 
substituents independently selected from the substituent set V3b) . Ci.6  alkoxycarbonyl 

15 group, a C3-11 cycloalkyl group, a 3 to 11-membered non-arom- c heterocyclyl group, a 
C6-14  aryl group or a 5 to 10-membered aromatic heterocycly sroup (the 03.11  cycloalkyl 
group, the 3 to 11-membered non-aromatic heterocyclyl gr• p, the C6-14 aryl group and 
the 5 to 10-membered aromatic heterocyclyl group are ur ubstituted or substituted with 
one or more identical or different substituents indepens -ntly selected from the 

20 substituent set Vlb), 
each of R19b  and Rub  is independently a hydrogen .tom, a C,.6  alkyl group, a C2-6 
alkenyl group, a C1-6  alkylcarbonyl group, a C1-6  - 	ylsulfonyl group, a C1.6 
alkoxycarbonyl group, a mono-C1.6  alkylamino• : rbonyl group, a di-C1.6  
alkylaminocarbonyl group (the 01.6  alkyl gro a, the C2.6  alkenyl group, the C1-6 

25 alkylcarbonyl group, the C1.6  alkylsulfonyl • oup, the 01.6  alkoxycarbonyl group, the 
mono-C1_6  alkylaminocarbonyl group an. he di-C1-6  alkylaminocarbonyl group are 
unsubstituted or substituted with one • 	more identical or different substituents 
independently selected from the sub 	ituent set V3b), a C3.11  cycloalkyl group, a 3 to 11- 
membered non-aromatic heterocy. 	I group, a 06.14  aryl group or a 5 to 10-membered 

30 aromatic heterocyclyl group (the 	3.11  cycloalkyl group, the 3 to 11-membered non-
aromatic heterocyclyl group, t • C6-14  aryl group and the 5 to 10-membered aromatic 
heterocyclyl group are unsur-tituted or substituted with one or more identical or 
different substituents index - dently selected from the substituent set Vlb), 
each of R12b, R13b  and - 	' is independently a hydrogen atom, a 01.6  alkyl group or a Cl. 

35 6  haloalkyl group (the f 1.6  alkyl group and the C1-6  haloalkyl group are unsubstituted or 
substituted with one a r more identical or different substituents independently selected 
from the substitue- 	set V3b), 
each of R15b an, . 16b is independently a hydrogen atom, a halogen atom, a cyano 
group, a carb. 	oyl group, a 01.6  alkyl group, a C1-6  haloalkyl group, a C3.11  cycloalkyl 

ao group, a C, 	alkoxy group, a C1.6  haloalkoxy group, a C1.6  alkylthio group, a C1.6  
alkylcarb• yl group, a C1.6  alkylsulfonyl group, a 3 to 11-membered non-aromatic 
heteroc 	lyl group, a C6.14  aryl group or a 5 to 10-membered aromatic heterocyclyl 
group 
eac 	of R17b  and Ruth  is independently a hydrogen atom, a hydroxy group, a cyano 

45 g sup, a nitro group, a 01.6  alkyl group or a C,.6  alkoxy group, 
e substituent set Vlb  consists of hydroxy groups, amino groups, carboxy groups, 

carbamoyl groups, sulfamoyl groups, phosphono groups, phosphonooxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl groups, halogen atoms, cyano groups, nitro groups, 
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C1-6 alkyl groups, Ci.6 haloalkyl groups, C3.11  cycloalkyl groups, C2-6 alkenyl groups, C2-6 
haloalkenyl groups, C1-6 alkoxy groups, C1-6 haloalkoxy groups, C1.6 alkylthio groups, C1.  

6 haloalkylthio groups, C1.6  alkylcarbonyl groups, C1.6  haloalkylcarbonyl groups, C1.6  
alkylsulfonyl groups, C1-6 haloalkylsulfonyl groups, C1.6  alkoxycarbonyl groups, 3 to 1 

5 membered non-aromatic heterocyclyl groups, mono-C1-6  alkylamino groups, di-C1.. 
alkylamino groups, mono-C1-6  alkylaminocarbonyl groups, di-C1.6  alkylaminocarb• yl 
groups and C1-6 alkylcarbonylamino groups, 
the substituent set V2b  consists of the groups in the substituent set Vlb  and C-._14 aryl 
groups and 5 to 10-membered aromatic heterocyclyl groups (the C6-14 aryl 	oups and 5 

to to 10-membered aromatic heterocyclyl groups are unsubstituted or subs 	ted with one 
or more identical or different substituents independently selected from 	e substituent 
set Vlb), 
the substituent set V3b  consists of hydroxy groups, amino groups, 	rboxy groups, 
carbamoyl groups, sulfamoyl groups, phosphono groups, phosp •nooxy groups, sulfo 

15 groups, sulfoxy groups, tetrazolyl groups, halogen atoms, cya 	4 groups, nitro groups, 
C1-6 alkoxy groups, C1.6 haloalkoxy groups, C1-6 alkylthio gro 	•s, C1.6 haloalkylthio 
groups, C1.6 alkylcarbonyl groups, C1-6 haloalkylcarbonyl g .ups, C1-6 alkylsulfonyl 
groups, C1.6 haloalkylsulfonyl groups, C1-6 alkoxycarbon 	groups, mono-C1-6  alkylamino 
groups, di-C1-6  alkylamino groups, mono-C1.6  alkylami • arbonyl groups, di-C1-6  

20 alkylaminocarbonyl groups, C1-6 alkylcarbonylamino 	roups, C3-11 cycloalkyl groups, 3 to 
11-membered non-aromatic heterocyclyl groups, 	..14 aryl groups and 5 to 10- 
membered aromatic heterocyclyl groups (the C3. 	cycloalkyl groups, the 3 to 11- 
membered non-aromatic heterocyclyl groups, 	e C6-14 aryl groups and the 5 to 10-
membered aromatic heterocyclyl groups are d nsubstituted or substituted with one or 

25 more identical or different substituents indr • endently selected from the substituent set 

30 

Vlb), 
the substituent set V4b  consists of hydroxy groups, amino groups, carboxy groups, 
carbamoyl groups, sulfamoyl group 	phosphono groups, phosphonooxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl • oups, halogen atoms, cyano groups, nitro groups, 
C1.6  alkyl groups, C2-6 alkenyl gr• 	ps, C1.6 alkoxy groups, C1.6 alkylthio groups, C1.6 
alkylcarbonyl groups, C1-6 alk 	-ulfonyl groups, C1_6  alkoxycarbonyl groups, mono-C1.6  
alkylamino groups, di-C1.6  a 	lamino groups, mono-C1.6  alkylaminocarbonyl groups, di- 
C1-6 alkylaminocarbonyl g a ups, C1.6 alkylcarbonylamino groups (the C1-6 alkyl groups, 
the C2-6 alkenyl groups, 	e C1-6 alkoxy groups, the C1.6  alkylthio groups, the C1-6 

35 alkylcarbonyl groups, 	e C1-6 alkylsulfonyl groups, the C1.6 alkoxycarbonyl groups, the 
mono-C1_6  alkylami 4 groups, the di-CI-6  alkylamino groups, the mono-C1.6  
alkylaminocarbon 	groups, the di-C1.6  alkylaminocarbonyl groups and the C1.6 
alkylcarbonyla 	o groups are unsubstituted or substituted with one or more identical or 
different subs 	uents independently selected from the substituent set V3b), C3-11 

cto cycloalkyl g cups, 3 to 11-membered non-aromatic heterocyclyl groups, C6-14 aryl 
groups a 4 5 to 10-membered aromatic heterocyclyl groups (the C3.11  cycloalkyl groups, 
the 3 to 	1-membered non-aromatic heterocyclyl groups, the C6-14 aryl groups and the 5 
to 10- 	embered aromatic heterocyclyl groups are unsubstituted or substituted with one 
or • • re identical or different substituents independently selected from the substituent 

45 Sr 	Vib), and 
e substituent set V5b  consists of hydroxy groups, amino groups, carboxy groups, 

carbamoyl groups, sulfamoyl groups, phosphono groups, phosphonooxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl groups, halogen atoms, cyano groups, nitro groups, 
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C1.6 alkoxy groups, C1-6 alkylthio groups, C1.6 alkylcarbonyl groups, C1.6 alkylsulfonyl 
groups, C,.6 alkoxycarbonyl groups, mono-C1.6 alkylamino groups, di-C1.6 alkylamino 
groups, mono-C1.6 alkylaminocarbonyl groups, di-C1.6  alkylaminocarbonyl groups, C1-6 
alkylcarbonylamino groups, C3.11 cycloalkyl groups, 3 to 11-membered non-aromatic 

5 heterocyclyl groups, C6-14 aryl groups and 5 to 10-membered aromatic heterocyclyl 
groups (the Ci.6 alkoxy groups, the C1.6 alkylthio groups, the C1-6 alkylcarbonyl gr oups, 
the C1.6 alkylsulfonyl groups, the C,.6 alkoxycarbonyl groups, the mono-C1.6  al 	amino 
groups, the di-C1.6 alkylamino groups, the mono-C1.6  alkylaminocarbonyl gro •s, the di- 
C1.6 alkylaminocarbonyl groups, the C,.6 alkylcarbonylamino groups, the C ii cycloalkyl 

10 groups, the 3 to 11-membered non-aromatic heterocyclyl groups, the C6..aryl groups 
and the 5 to 10-membered aromatic heterocyclyl groups are unsubstit 	-d or 
substituted with one or more identical or different substituents indep- dently selected 
from the substituent set V3b)], a tautomer or a pharmaceutically ac.-ptable salt of the 
compound or a solvate thereof. 

is 43. The compound according to Claim 42, wherein Rib  is a h •rogen atom, a 
tautomer or a pharmaceutically acceptable salt of the compo 	d or a solvate thereof. 
44. The compound according to Claim 42 or 43, wherein 	' is a nitrogen atom or 
CR1Sb  (wherein R15b  is a hydrogen atom, a halogen ato 	a cyano group, a C1.3  alkyl 
group, a C,.3 haloalkyl group or a C3.6  cycloalkyl group 	and 

20 yb  is CRl6b  (wherein R16b  is a hydrogen atom), a tau .mer or a pharmaceutically 
acceptable salt of the compound or a solvate ther- .f. 
45. The compound according to Claim 44, wh- -in Xb  is a nitrogen atom or CR15b  
(wherein R156  is a hydrogen atom or a haloge 	-tom), a tautomer or a pharmaceutically 
acceptable salt of the compound or a solvatz hereof. 

25 46. The compound according to any one .f Claims 42 to 45, wherein the ring Ab  is 
represented by the formula (11b): 

w  ib 
ulb* .---N-A 

Tlb 	 ( iib  ) 

(wherein Tib  is CR4bR5b, 	-0), C(=S) or S(=0)2, Ulb  is a nitrogen atom or CR6b, and 
Wlb  is CR8b), the formul 	(111b): 

Veb  
U2V 	re 

TI 
 

2b 	„...--.• 

30 

(wherein ' . is  cr.-lialb, U2 - is a nitrogen atom, and Web  is C(=O) or C(=S)) or the formula 
(1Vb): 

ab 
U3' 	..--- 

(IV"  ) 
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(wherein Tab is cR4bR5b, u3b is Nn10b i-s 	or an oxygen atom, and W3b  is Gee, C(=O) or 
C(=S)), a tautomer or a pharmaceutically acceptable salt of the compound or a solvate 
thereof. 
47. The compound according to any one of Claims 42 to 45, wherein the ring Ab  i 

5 represented by any of the following formulae (XVIllb-1) to (XVIllb-8): 
Reb 	 Reb 	 Rib 	 Rib 

Rep 	 )\ 
\ R6b 

N. 	N--- 	/ 	 N-17---NA 

E2b E2 0 =S 	R4b 
// 
0 	R5b 

( XVillb-1 ) 	( XVIIIb-2 ) 	( XIMP-3 ) 	( XVIIP-4 ) 
( XVII1b ) 

E213 
A 	Ri.9!,, 

E213 	
Rim 	R9b  

237.4 	Rlob 
N 

 ....,..,_ 
N 	'' 
), 	

0  X N-  
4b  

R4b 	 R5b 	 R5b 	
tris

rftrie 	
3b 

( XVinb-5 ) 	( XVilib-6 ) 	( XVITIb-7 	( XVilib-8 ) 
(wherein each of E2b  and E3b  is independently an • ygen atom or a sulfur atom, each of 
Fob, Rsb, R6b, Rib and  —9b ri 	is independently a hy. •gen atom, a halogen atom or a C1-3 
alkyl group, and R13b  is a hydrogen atom or a ilt 1-3  alkyl group), a tautomer or a 

10 pharmaceutically acceptable salt of the corn. e und or a solvate thereof. 
48. The compound according to any one .f Claims 42 to 47, wherein Llb  is a single 
bond, 
L2b  is a single bond, a C1.6  alkylene gr. p or a C2-6  alkenylene group (the C1.6  alkylene 
group and the C2.6  alkenylene group = re unsubstituted or substituted with one or more 

15 identical or different substituents i a ependently selected from the group consisting of a 
halogen atoms, hydroxy groups 	mino groups, cyano groups and nitro groups), 
the ring Bb  is a C3-11 cycloalka' -, a C3-11  cycloalkene, a 3 to 11-membered non-aromatic 

20 

heterocycle, a C6-14 aromat • carbocycle or a 5 to 10-membered aromatic heterocycle, 
nb  is, 0 or 1, 
Rib  is a hydroxy group, 	amino group, a halogen atom, a cyano group, a C1_3  alkyl 
group, a C1-3  haloalky • roup, a C3.6  cycloalkyl group, a C1-3  alkoxy group, a C1.3  
haloalkoxy group or = C1.3  alkylsulfonyl group, 
Lab  is a single bo 	• and 
R2b  is a hydrog t 	atom, a halogen atom, a C3.11  cycloalkyl group, a 3 to 11-membered 

25 non-aromatic 	eterocyclyl group, a phenyl group, a naphthyl group or a 5 to 10- 
membered 	omatic heterocyclyl group (the C3_11  cycloalkyl group, the 3 to 11- 
membere 	non-aromatic heterocyclyl group, the phenyl group, the naphthyl group and 
the 5 to 	0-membered aromatic heterocyclyl group are unsubstituted or substituted with 
one . more identical or different substituents independently selected from the 

30 SU s - ituent set V4b), a tautomer or a pharmaceutically acceptable salt of the compound 
o a solvate thereof. 
i 9. 	The compound according to any one of Claims 42 to 47, wherein 1-1b  is a single 
bond or a C1.3  alkylene group, 
L2b  is a single bond or a C1-3  alkylene group (the C1-3 alkylene group is unsubstituted or 



5 
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substituted with a cyano group or a C1.3  haloalkyl group), 
the ring Bb  is a C3.11  cycloalkane, a C3-11  cycloalkene, a 3 to 11-membered non-aromatic 
heterocycle, benzene or a 5 to 6-membered aromatic heterocycle, 

b  n 	is, 0 or 1, 
Rib  is a hydroxy group, an amino group, a carboxy group, a carbamoyl group, a 
tetrazolyl group, a halogen atom, a cyano group, a nitro group, a C1.3  alkyl group ':- C,.3  
haloalkyl group, a C3-6  cycloalkyl group, a C1-3  alkoxy group, a C1.3  haloalkoxy • oup or 
a C1-3  alkylsulfonyl group, 
Lab  is a single bond, and 

10 R2b  is a hydrogen atom, a halogen atom, a C3-6  cycloalkyl group, a 4 to 7 	embered 
non-aromatic heterocyclyl group, a phenyl group or a 5 to 6-membered :romatic 
heterocyclyl group (the C3.6  cycloalkyl group, the 4 to 7-membered n. -aromatic 
heterocyclyl group, the phenyl group and the 5 to 6-membered aro,  atic heterocyclyl 
group are unsubstituted or substituted with one or more identical • r different 

15 substituents independently selected from the substituent set V4' , a tautomer or a 
pharmaceutically acceptable salt of the compound or a solv. - thereof. 
50. The compound according to Claim 48, wherein the ri • Bb  is a C3-11  cycloalkane or 
a 4 to 7-membered non-aromatic heterocycle, 
nb  is 0 or 1, and 

20 Rib  is a hydroxy group, a C1-3  alkyl group or a C,.3  al..xy group, a tautomer or a 
pharmaceutically acceptable salt of the compound sr a solvate thereof. 
51. The compound according to Claim 48 or 51, wherein L2b  is a single bond, a C1-6  
alkylene group, a C2-6  alkenylene group or a C .6  haloalkylene group (the C1.6  alkylene 
group, the C2.6  alkenylene group and the C 	aloalkylene group are unsubstituted or 

25 substituted with one or two identical or diff: ent substituents independently selected 
from the group consisting of hydroxy gro is and cyano groups), a tautomer or a 
pharmaceutically acceptable salt of the compound or a solvate thereof. 
52. The compound according to a , one of Claims 48, 50 and 51, wherein R2b  is a 
hydrogen atom, a C3-6  cycloalkyl • ".up, a 4 to 7-membered non-aromatic heterocyclyl 

30 

35 

group, a phenyl group or a 5 to 	4-membered aromatic heterocyclyl group (the 4 to 7- 
membered non-aromatic heter•cyclylgroup, the phenyl group and the 5 to 10- 
membered aromatic hetero 	lyl group are unsubstituted or substituted with one or 
more identical or different 	bstituents independently selected from the group consisting 
of hydroxy groups, amin 	groups, carbamoyl groups, sulfamoyl groups, halogen atoms, 
cyano groups, nitro g r 	ps, C1-6  alkyl groups, C,.6  alkoxy groups, C,.6  alkylthio groups, 
C1..6  alkylsulfonyl gr. rps, mono-C1.6 alkylamino groups, di-C1.6  alkylamino groups, C1-6 
alkoxycarbonyl grr ps, mono-C1.6  alkylaminocarbonyl groups, di-C1-6 
alkylaminocarbs yl groups, C1-6 alkylcarbonylamino groups (the C,.6  alkyl groups, the 
C1.6  alkoxy grr 	ps, the C,.6  alkylthio groups, the C,.6  alkylsulfonyl groups, the mono-C-1.6  

40 alkylamino • oups, the di-C1.6  alkylamino groups, the C,.6  alkoxycarbonyl groups, the 
mono-C1., . lkylaminocarbonyl groups, the di-C1.6 alkylaminocarbonyl groups and the C1- 
6  alkylc- 'onylamino groups are unsubstituted or substituted with one or more identical 
or diff• ent halogen atoms independently selected from the group consisting of fluorine 
ato 	s, chlorine atoms, bromine atoms and iodine atoms or with a hydroxy group or a 

45 c :. no group), C3.6  cycloalkyl groups, 4 to 7-membered non-aromatic heterocyclyl 
• roups, phenyl groups and 5 to 6-membered aromatic heterocyclyl groups), a tautomer 
or a pharmaceutically acceptable salt of the compound or a solvate thereof. 
53. 	The compound according to Claim 52, wherein R2b  is a hydrogen atom, a 4 to 7- 
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membered non-aromatic heterocyclyl group, a phenyl group or a 5 to 10-membered 
aromatic heterocyclyl group (the 4 to 7-membered non-aromatic heterocyclyl group, the 
phenyl group and the 5 to 10-membered aromatic heterocyclyl group are unsubstituted 
or substituted with one or two identical or different substituents independently select-. 

5 from the group consisting of hydroxy groups, halogen atoms, cyano groups, nitro a ,.up; 
C1.3  alkyl groups (the C1.3 alkyl groups are unsubstituted or substituted with a cy- 	o 
group), C1.3 haloalkyl groups and C1-6 alkoxycarbonyl groups), a tautomer or a 
pharmaceutically acceptable salt of the compound or a solvate thereof. 
54. The compound according to any one of Claims 48 and 50 to 53, wher in L2b  is a 

10 C1-6 alkylene group, a C2-3 alkenylene group (the C1-6 alkylene group an. 	e C2-3 
alkenylene group are unsubstituted or substituted with a cyano group) ' 	C1.6 
haloalkylene group, and R2b  is, a hydrogen atom, a tautomer or a ph. maceutically 
acceptable salt of the compound or a solvate thereof. 
55. The compound according to any one of Claims 42 to 47, w -rein Lib  is a single 

15 bond, 
L2b  is a single bond, a C1.6 alkylene group or a C2.6 alkenylen 	group (the C1.6 alkylene 
group and the C2.6 alkenylene group are unsubstituted or 	,sstituted with one or more 
identical or different substituents independently selected 	om the group consisting of 
halogen atoms, hydroxy groups, amino groups, cyano ; oups and nitro groups), 

20 the ring 136  is a C3.11 cycloalkane, a C3.11 cycloalkene - 3 to 11-membered non-aromatic 
heterocyclyl group, a C6-14 aryl group or a 5 to 10- , - mbered aromatic heterocycle, 

b i  n 	s 0 or 1, 
R3b  is a hydroxy group, an amino group, a ha ..2  en atom, a cyano group, a C1.3 alkyl 
group, a C1.3 haloalkyl group, a C3.6 cycloal 	group, a C1.3 alkoxy group or a C1.3 

25 haloalkoxy group, 
L3b  is represented by any of the followin. ormulae (Vlb-1) to (Vlb-11): 

Rim 
s 	

Rub 	 11. 

i 	\ gss 	A i 	 NI 	ess 	I 
sss

s 

A ;sr 	5) 	S N  b 	0 	 N1 	is  Ei 	 ss.sc  0 	E1 6 	E1b 	1 % 	R12b 
( VP-1 ) 	( VP-2 ) 	( V -3) 	( VP-4 ) 	( VP-5 ) 	( VP-6 ) 

Eib 
0 	0 ( VP ) 

sssc
N

S
sssc 

 iss 

RI  12b 	• 	4. 

\ rcsc  )6/,' A ,sc A 	„ANA N
I 	

N 	N 	0  
R  13b 	R

1 12b 	R1 13b 	 1 Ft12b 

( VP-7) 	( VP-8) 	( VP-9) 	( VP-10) 	( VP-11) 

(wherein Eib  i an oxygen atom or a sulfur atom, each of Rub  and R13b  is independently 
a hydrogen 	om, a C1.6 alkyl group or a C,.6 haloalkyl group (the C1.6  alkyl group and 

30 the C1.6 h- 'alkyl group are unsubstituted or substituted with one or more identical or 
differen -ubstituents independently selected from the group consisting of halogen 
atoms cyano groups, hydroxy group, C1.6 alkoxy groups, C,.6 alkylthio groups, C,.6  
alky .ulfonyl groups, C3-6 cycloalkyl groups, 4 to 7-membered non-aromatic heterocyclyl 
gr.,  ps, phenyl groups and 5 to 6-membered aromatic heterocyclyl groups (the phenyl 

35 ,, oups and the 5 to 6-membered aromatic heterocyclyl groups are unsubstituted or 
substituted with a substituent selected from the group consisting of a halogen atom, a 
cyano group, a C,.3 alkyl group and a C1.3 haloalkyl group))), and 
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R2b  is a hydrogen atom, a C1_6  alkyl group (the C1.6  alkyl group is unsubstituted or 
substituted with one or more identical or different substituents independently selected 
from the substituent set V5b), a C3-11 cycloalkyl group, a 3 to 11-membered non-aroma 
heterocyclyl group, a phenyl group, a naphthyl group or a 5 to 10-membered aromat 

5 heterocyclyl group (the C3-11 cycloalkyl group, the 3 to 11-membered non-aromatic 
heterocyclyl group, the phenyl group, the naphthyl group and the 5 to 10-memb- -d 
aromatic heterocyclyl group are unsubstituted or substituted with one or more 4 entical 
or different substituents independently selected from the substituent set V4b) - tautomer 
or a pharmaceutically acceptable salt of the compound or a solvate thereo 

10 56. 	The compound according to any one of Claims 42 to 47, wherein 	1  is a single 
bond or a C1-3 alkylene group, 
1-2b  is a single bond or a C1-3 alkylene group (the C1.3 alkylene group 	unsubstituted or 
substituted with a cyano group or a C1-3 haloalkyl group), 
the ring Bb  is a C3-11 cycloalkane, a C3-11 cycloalkene, a 3 to 11- / -mbered non-aromatic 

15 heterocycle, benzene or a 5 to 6-membered aromatic heteroc 	e, 
b n 	is 0 or 1, 

Rib  is a hydroxy group, an amino group, a carbamoyl grow, a halogen atom, a cyano 

20 

group, a C1.3 alkyl group, a C1_3  haloalkyl group, a C3-6 c 	loalkyl group, a C1-3 alkoxy 
group, a C1-3 haloalkoxy group or a C1.3 alkylsulfonyl • -.up, 
Lab  is represented by any of the following formulae ( 	'-1) to (Vlb-11): 

sccs 	\ tic A 
s

scs  .,,
sss

s 	Lc 	

R12b 	R12b 
1 	 1 	is 

A 	 sr' srCs- „sc 	y 0 	0 	 % % E16 

Ei b 

s  cs' 
E1b 	

R12b'  
( VP-1) 	( VP-2) 	( VP-3) 	b-4) 	( VP-5) 	( VIb-6 ) 

E1b  0 	0 	

(VI 

 b ) 
sssf„S 	

Isis  
N 	ss.cc 	N 	

4X0 

N
A sec 	A ,sc A 	sic

N
A N 	N i 	 0 R12b 	R12b 	R1  13b 	1 	,  R12b 	113b 	 R12b 

( VP-7 ) 	( VP-8 ) 	( VP-9 ) 	( VP-10 ) 	( VIb-11 ) 

(wherein E1b  is an oxygen atom, each of R12b  and R13b  is independently a hydrogen 
atom, a C1.6 alkyl group 	r a C1.6 haloalkyl group), and 
R2b  is a hydrogen ato ., a C1.6 alkyl group (the C1-6 alkyl group is unsubstituted or 

25 substituted with one .r more identical or different substituents independently selected 
from the substitue,  set V5b), a C3-6 cycloalkyl group, a 4 to 7-membered non-aromatic 
heterocyclyl gro •, a phenyl group or a 5 to 6-membered aromatic heterocyclyl group 
(the C3-6 cyclo 	kyl group, the 4 to 7-membered non-aromatic heterocyclyl group, the 
phenyl grout and the 5 to 6-membered aromatic heterocyclyl group are unsubstituted or 

30 substitute. 	ith one or more identical or different substituents independently selected 
from the -ubstituent set VII)), a tautomer or a pharmaceutically acceptable salt of the 
comp. nd or a solvate thereof. 

35 

57. 	he compound according to Claim 55, wherein the ring Bb  is a C3-11 cycloalkane or 
a 4 to 7-membered non-aromatic heterocycle, 

is represented by any of the following formulae (XIXb-1) to (XIXb-7): 
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R12b 	lb 
1 S  " 	\ A /\ A

li
,N,,

,s
, 

r  El b 	0 	0 	El  b 	Elb 	
Y R12b sssc  

( XiXb-i ) 	( Xab-2 ) 	( Xab-3 ) 	( XIXb-4 ) 	( XiXb-5 ) 
( XIX"  ) 

A0AA NA 
I 
R12b 

( XIXb-6 ) 	( xixb-7) 

(wherein Elb  is an oxygen atom, and R12b  is a hydrogen atom, a C1.6  . kyl group (the C7- 
6 alkyl group is unsubstituted or substituted with one or more identi' al or different 
substituents independently selected from the group consisting of yano groups, hydroxy 

5 groups, C1.3  alkoxy groups, C3.6 cycloalkyl groups and phenyl • oups) or a Ci.6  haloalkyl 
group), and 
R2b  is a hydrogen atom, a C1.6  alkyl group, a C,.6 haloalkyl 4  oup (the C1.6 alkyl group 
and the C1.6 haloalkyl group are unsubstituted or substit 	ed with one or two identical or 
different substituents independently selected from the 9, oup consisting of hydroxy 

10 groups, cyano groups, C1.3  alkoxy groups, C,.3 alkylt 	o groups, C1.3 alkylsulfonyl groups, 
C3.6 cycloalkyl groups, 4 to 7-membered non-aro 	. is heterocyclyl groups, phenyl 
groups and 5 to 6-membered aromatic heterocy• 	I groups (the C3.6 cycloalkyl groups, 
the 4 to 7-membered non-aromatic heterocycl 	groups, the phenyl groups and the 5 to 
6-membered aromatic heterocyclyl groups a,- unsubstituted or substituted with one or 

15 more identical or different substituents ind: •endently selected from the group consisting 
of halogen atoms, hydroxy groups, cyan,  groups, 01-6 alkoxy groups, C1-6 haloalkoxy 
groups and C1.6 alkoxycarbonyl group- , a C3.6 cycloalkyl group, a 4 to 7-membered 
non-aromatic heterocyclyl group, a • enyl group or a 5 to 6-membered aromatic 
heterocyclyl group (the C3.6  cyclo. 	yl group, the 4 to 7-membered non-aromatic 

20 heterocyclyl group, the phenyl g •up and the 5 to 6-membered aromatic heterocyclyl 
group are unsubstituted or su • -tituted with one or more identical or different 
substituents independently 	-lected from the group consisting of halogen atoms, 
hydroxy groups, cyano gr. ps, C1.6 alkyl groups, C1.6 haloalkyl groups, C1-6 alkoxy 
groups, 01.6 haloalkoxy ,, oups and C1-6 alkoxycarbonyl groups), a tautomer or a 

25 pharmaceutically acc:-itable salt of the compound or a solvate thereof. 
58. 	The compoun• according to Claim 55 or 57, wherein 12b  is represented by any of 
the following form 	ae (XXb-1) to (XXb-4): 

Ri2b 

i s 	I\ / 	A 	is, 	lsk 	scss•-•.. ...--\ 
A 	ii 	;? 	NI 	( XXb  ) 

El b 	O 	0 	Elb 	R12b 

( XJ{b 	) 	( /00-2 ) 	( 	.b-3) 	( xxb_4 ) 

(wh • rein Elb  is an oxygen atom, and R12b  is a hydrogen atom, a C1.3 alkyl group (the C1- 
30 3 	kyl group is unsubstituted or substituted with a substituent selected from the group 

onsisting of a cyano group, a hydroxy group, a C1.3 alkoxy group, a C3.6 cycloalkyl 
group and a phenyl group) or C,.3 haloalkyl group)), and 
R2b  is a hydrogen atom, a C1.3 alkyl group, a C1-3 haloalkyl group (the C1-3 alkyl group 
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and the C1.3  haloalkyl group are unsubstituted or substituted with one or two identical or 
different substituent selected from the group consisting of hydroxy groups, cyano group: 
01.3  alkoxy groups, C3_6  cycloalkyl groups, 4 to 7-membered non-aromatic heterocyclyl 
groups, phenyl groups and 5 to 6-membered aromatic heterocyclyl groups (the C3.6  

5 cycloalkyl groups, the 4 to 7-membered non-aromatic heterocyclyl groups, the pher 
groups and the 5 to 6-membered aromatic heterocyclyl groups are unsubstituted a r 
substituted with a hydroxy group or a halogen atom)), a C3.6  cycloalkyl group, - 4 to 7-. 
membered non-aromatic heterocyclyl group, a phenyl group or a 5 to 6-mem ered 
aromatic heterocyclyl group (the C3-6  cycloalkyl group, the 4 to 7-membere' non- 

10 aromatic heterocyclyl group, the phenyl group and the 5 to 6-membered 	romatic 
heterocyclyl group are unsubstituted or substituted with one or two 'der ical or different 
substituents independently selected from the group consisting of nye I xy groups, 
halogen atoms, cyano groups, C1.6  alkyl groups, C1.3  haloalkyl gro is and 01-6 
alkoxycarbonyl groups), a tautomer or a pharmaceutically accep :.le salt of the 

15 compound or a solvate thereof. 
59. The compound according to any one of Claims 48 to 5 	or 55 to 58, wherein L2b  is 
a single bond or a C1.3  alkylene group, a tautomer or a ph. 	aceutically acceptable salt 
of the compound or a solvate thereof. 
60. The compound according to any one of Claims 4 	to 59, wherein Xb  is a nitrogen 

zo atom or CR16b  (wherein R16b  is a hydrogen atom), a , 
Yb  is CR16b  (wherein R16"  is a hydrogen atom), a t- tomer or a pharmaceutically 
acceptable salt of the compound or a solvate thz eof. 
61. The compound according to any one of • aims 46 to 60, wherein the ring Ab  is 
represented by any of the following formula: VIlb-1) to (VIlb-7): 

R8b 	 R8b 	 Rs' 	 R8b 

R6b  
N)24 
	N .....- 	N

A R6b  
(N

BC 	NN
A 

0 	 R4b E2,,-----y-----, 	E2b----y---- 
0 
// 

Feb 

(v.") 	( vnb.2 ) 	(vlib..3) 	(VII"-4) 

E2,3 	 E2., 	..b 	R91) 	 ( yip ) 

N
)\

N
A 

Ruh 	
O

>C
NA 

N 	N
A 

4 „....„.. 
R4 	 R5b7 1tritrIL  . 	R5b 	

jece
r" 

fr.

:
fir
, 

25 ( VII"-5 	( v116.6 ) 	( vir3.7 ) 

(wherein E2' is an oxygen atom, and each of Rob, R5b,  R6b, rt  •-•81)  R--, 	bb and R101' is 
independ 	tly a hydrogen atom or a 01.3  alkyl group), a tautomer or a pharmaceutically 
accept. i le salt of the compound or a solvate thereof. 
62. e compound according to any one of Claims 46 to 60, wherein the ring A" is 

30 rep •sented by any of the following formulae (XXXIIIb-1) to (XXXIIIb-3): 
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Feb 
2b 	 b R8b 

R6b R1,8b 

N A 	- ...' N 
R4b 

N. • -  0 	\ 
R4b 	 (xxxmb) 

„.....„. 
E2b ,.,5b R5b 

(xxxmb-1 ) 	(xxxmb.2) 	(xxxmb-3) 

(wherein E2b  is an oxygen atom, and each of R4b, R5b,  n N  8b, R9b  and Rwb  ar 	hydrogen 
atoms, and Reb  is a hydrogen atom, a halogen atom or a C1-3  alkyl grou . , a tautomer or 
a pharmaceutically acceptable salt of the compound or a solvate there . 

5 63. The compound according to any one of Claims 49, 60 and 61, 	herein Llb  is a 
single bond, 
L2b  is a C1.3  alkylene group, 
the ring Bb  is a C4.7  cycloalkane or a 4 to 7-membered non-a . 	atic heterocycle, 
nb  iS 0 or 1, 

10 R3b  is a C1.3  alkyl group, 
L3b  is a single bond, and 
R2b  is a hydrogen atom or a phenyl group (the phenyl 	oup is unsubstituted or 
substituted with one or more identical or different h- sgen atoms independently selected 
from the group consisting of fluorine atoms, chlori I - atoms, bromine atoms and iodine 

15 atoms), a tautomer or a pharmaceutically accep - ble salt of the compound or a solvate 
thereof. 
64. The compound according to any one 	Claims 49, 60 and 61, wherein Lib  is a 
single bond, 
L2b  is a single bond, 

20 the ring Bb  is a C4.7  cycloalkane or a 	o 7-membered non-aromatic heterocycle, 
nb  IS 0, 
L3b  is a single bond, and 
R2b  is a hydrogen atom, a taut°, er or a pharmaceutically acceptable salt of the 
compound or a solvate there. 

25 65. The compound actor. 	g to any one of Claims 56, 60 and 61, wherein C 13  is a 
single bond, 
L2b  is a single bond, 
the ring Bb  is a C4-7  c 	loalkane or a 4 to 7-membered non-aromatic heterocycle, 

b i  n 	s 0 or 1, 
30 R3b  is a C1-3  alkyl 	rouP, 

Lab  is represen 	d by any of the following formula (VIIIb-1) or (VIIIb-2): 

srls  .---\ 

0 
" 

0 	0 	( Vilib  ) 

( V I -1) 	( VIIIb-2 ) 	,and 
R2b  s a C1-6  alkyl group (the C1.6 alkyl group is unsubstituted or substituted with a cyano 
..up or a C3-5  cycloalkyl group) or a C1-3  haloalkyl group, a tautomer or a 

35 eharmaceutically acceptable salt of the compound or a solvate thereof. 
66. The compound according to any one of Claims 42 to 65, wherein the ring Bb  is 
cyclohexane or piperidine, a tautomer or a pharmaceutically acceptable salt of the 
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compound or a solvate thereof. 
67. The compound according to any one of Claims 42 to 62, wherein the ring Bb  is a 4 
to 7-membered non-aromatic heterocycle, a tautomer or a pharmaceutically acceptablz 
salt of the compound or a solvate thereof. 

5 68. The compound according to Claim 41, wherein Xb  is a nitrogen atom or CR15b  
(wherein R15b  is a hydrogen atom or a halogen atom), 
Yb  is CR16b(wherein R16b  is a hydrogen atom), 
R1b  is a hydrogen atom, 
the ring Ab  is represented by any of the following formulae (XVIllb-1) to (XV 	°-8): 

R8b 	R817  Re" 	 Fob 

1,18b 
N
A 	ik

N
A Feb 

N.--L-NA 

En 0=S 
E  

0 
R4b --'" 
R5b 

(XVIIP-1) 	( XVIllb-2 ) 	(XVIIIb-3 ) 	( XVIII' 4 ) 
( XVIIIb ) 

	

Ea, 	 Ea 	
R5b R9b 

	

j
.._ 
	'-/z 	 iab . 	131,(2.z 

N 	N
.)14 	 R .,

N N 	N ' 	4 	 0 

E31= 

Rab 	 Rab z  
R4b 	 E3 R5b 	 Re" 	 b

.  

10 ( XVHP-5 ) 	( XVIIP-6 ) 	( 	I -7 ) 	( XVIllb-8 ) 
(wherein each of E2b  and CI' is independe 	ly an oxygen atom or a sulfur atom, each of 
Flo, R5b, R6b, Rib and II.-.91) is independen 	a hydrogen atom, a halogen atom or a C1.3 
alkyl group, and R10b  is a hydrogen at. 	, a C,.6 alkyl group (the C1-6 alkyl group is 
unsubstituted or substituted with on: or more identical or different substituents 

15 independently selected from the s •stituent set V3b), a C3-11  cycloalkyl group, a 3 to 11- 
membered non-aromatic hetero. clyl group, a C6.14 aryl group or a 5 to 10-membered 
aromatic heterocyclyl group (t• - C3-11 cycloalkyl group, the 3 to 11-membered non- 
aromatic heterocyclyl group 	e C6.14 aryl group and the 5 to 10-membered aromatic 
heterocyclyl group are un 	bstituted or substituted with one or more identical or 

20 different substituents in • -pendently selected from the substituent set \fib)), 
the ring Bb  is a C3.11 c 	loalkane, a 3 to 11-membered non-aromatic heterocycle, a C6-14 
aromatic carbocycl- .r a 5 to 10-membered aromatic heterocycle, 
Cb  is single bond -r a C1.3 alkylene group, 
L2b  is a single b• 	d, a C1.6 alkylene group or a 02.6 alkenylene group (the C1.6 alkylene 

25 group and th- 	2.6 alkenylene group are unsubstituted or substituted with one or more 
identical or • fferent substituents independently selected from the group consisting of 
halogen - •rns, hydroxy groups, amino groups, cyano groups and nitro groups), 
nb  is 0 • 	1, 
Rab  is : hydroxy group, an amino group, a carboxy group, a carbamoyl group, a 

30 tetr 	olyl group, a halogen atom, a cyano group, a nitro group, a C1.3 alkyl group, a C1.3 
h 	oalkyl group, a C3.6 cycloalkyl group, a C1.3 alkoxy group, a C1.3  haloalkoxy group or 
= C1.3 alkylsulfonyl group, 
Lab  is a single bond or represented by any of the following formulae (XXIlb-1) to (XXIlb- 
15): 
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712b R1213 
is 	\ A A i s 	 1 
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5s5CS N

ss
ss  % Eft 	0 	0 	El b 	 El b 	% %O0   

( XXiib-1 ) ( nie-2 ) ( XXiib-3 ) 	( niab-4 ) 	( XXiib-5 ) 
Elb 	 El b 	E" 	XXIIb  ) 

sssc "I 
N
I 	

sss5 	N 

0 	0 \ , 
N
A is 

 N
\S "--, --- -.NA A...o N / 

Rub RI 12b 	R1 13b 	R1 12b 	R1 13b 	 126 

( XXIII3-6 ) 	( XXiab-7 ) 	( XXiib-8 ) 	( XXIP-9 ) 	( XXIP-10 ) 
Eib 	 Ea 

ssc0  
A AN A A A ssss, 	A 	

N 0 	N 0 A 
8126 	 R1 12b 	R1 12b 

( XXilb-i 1 ) ( XXiib-12 ) ( XXIII3-13 ) 	( 'OUP 	) 	( XXiib-15 ) 
(wherein Elb  is an oxygen atom or a sulfur atom, and 	ach of Rla  and Rla  is 
independently a hydrogen atom, a C1_6  alkyl group • a C1.6  haloalkyl group (the C1.6  
alkyl group and the C1,6  haloalkyl group are unsu• tituted or substituted with one or 

5 	more identical or different substituents indepen. - tly selected from the group consisting 
of halogen atoms, cyano groups, hydroxy gro .s, C1-6 alkoxy groups, C1.6  alkylthio 
groups, C1-6 alkylsulfonyl groups, C3-6 cyclo 	kyl groups, 4 to 7-membered non-aromatic 
heterocyclyl groups, phenyl groups and 5 o 6-membered aromatic heterocyclyl groups 
(the phenyl groups and 5 to 6-member=. aromatic heterocyclyl groups are 

10 	unsubstituted or substituted with a surstituent selected from the group consisting of a 
halogen atom, a cyano group, a C1  , alkyl group and a C1.3  haloalkyl group))), 
when Lab  is a single bond, R2b  is - 	ydrogen atom, a halogen atom, a C3_11  cycloalkyl 
group, a 3 to 11-membered no 	. omatic heterocyclyl group, a phenyl group, a naphthyl 
group, a 5 to 10-membered - .matic heterocyclyl group, a 8 to 11-membered partially 

15 	saturated aromatic cyclic gr, up or a 8 to 11-membered aromatic ring-condensed 
alicyclic hydrocarbon gro • (the C3.11  cycloalkyl group, the 3 to 11-membered non- 
aromatic heterocyclyl g•• up, the phenyl group, the naphthyl group, the 5 to 10- 
membered aromatic 	- erocyclyl group, the 8 to 11-membered partially saturated 
aromatic cyclic gro • and the 8 to 11-membered aromatic ring-condensed alicyclic 

zo 	hydrocarbon gro • are unsubstituted or substituted with one or more identical or 
different substi 	ents independently selected from the substituent set V4b  and the 
substituent s: V9b), 

when Lab  is of a single bond, R2b  is a hydrogen atom, a C1.6  alkyl group, a C2.6 alkenyl 
group (th C1.6  alkyl group and the C2-6 alkenyl group are unsubstituted or substituted 

25 	with on • or more identical or different substituents independently selected from the 
subs 	uent set V6b  and the substituent set V9b), a C3.11 cycloalkyl group, a 3 to 11- 
me,  bered non-aromatic heterocyclyl group, a C6-14 aryl group, a 5 to 1 0-membered 
. • matic heterocyclyl group, a 8 to 11-membered partially saturated aromatic cyclic 
• roup or a 8 to 11-membered aromatic ring-condensed alicyclic hydrocarbon group (the 

30 	C3-11 cycloalkyl group, the 3 to 11-membered non-aromatic heterocyclyl group, the C6-14 
aryl group, the 5 to 1 0-membered aromatic heterocyclyl group, the 8 to 1 1-membered 
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partially saturated aromatic cyclic group or the 8 to 11-membered aromatic ring- 
condensed alicyclic hydrocarbon group are unsubstituted or substituted with one or 
more identical or different substituents independently selected from the substituent set 
V4b  and the substituent set V9b), a tautomer or a pharmaceutically acceptable salt of 	e 

5 compound or a solvate thereof. 
69. The compound according to Claim 41 or 68, wherein the ring Ab  is represe 	ed by 
any of the following formulae (XXIb-1) to (XXIb-4): 

R8b E2bE2b R8b 	R91' 
6 	 R1Rz 	......L.,  A 	X A 	R10b ),,....... 

NA 	N 	Ni 	O 	N 	 ( XXIb ) ... N 
R4b 	 am 

Eze"----/-----  - 
Feb R5b 	 E3b 

( XXIb-1 ) 	( XXIb-2) 	( XXIb-3 ) 	( X 	b-4 ) 

(wherein each of E2b  and E3b  is independently an oxygen at. 	or a sulfur atom, Rob, R5b, 
10 R8b  and R9b  are hydrogen atoms, Reb  is a hydrogen atom, 	halogen atom or a C-1-3 alkyl 

group, and R1013  is a hydrogen atom, a C1.6 alkyl group ( 	e C1.6 alkyl group is 
unsubstituted or substituted with one or two identical . different substituents 
independently selected from the group consisting of yano groups, hydroxy groups, C1.3 
alkoxy groups, C1.3  alkylthio groups, mono-C1.3  al 	lamino groups, di-C1.3  alkylamino 

15 groups, mono-C1.3  alkylaminocarbonyl groups, • -C1.3 alkylaminocarbonyl groups, C3-6 
cycloalkyl groups, 4 to 7-membered non-aro 	•tic heterocyclyl groups, phenyl groups 
and 5 to 6-membered aromatic heterocyclyl .roups (the phenyl groups and the 5 to 6- 
membered aromatic heterocyclyl groups - e unsubstituted or substituted with one or 
two identical or different substituents in. -pendently selected from the group consisting 

20 of halogen atoms, C1-3 alkyl groups a 	C1-3 haloalkyl groups)), a C1.6 haloalkyl group, a 
C3.6 cycloalkyl group or a 4 to 7-me,  bered non-aromatic heterocyclyl group), a 
tautomer or a pharmaceutically a. eptable salt of the compound or a solvate thereof. 
70. The compound according . any one of Claims 41, 68 and 69, wherein the ring Ab  
is represented by the followin e, formulae (XXIXb-1) or (XXIXb-2): 

Reb 	 i 
Deb 	tz, 	R10b 	AI 
"'"...„,............. .72, Ni 2 

( XXDCb  ) 
/' E2b 

25 ( xxrxki ) 	( xxab-2) 

(wherein E 	and E3b  are oxygen atoms, R6b  is a hydrogen atom, a halogen atom or a 
C-1.3 alky .roup, R8b  is a hydrogen atom, and R16b  is a hydrogen atom, a C1-6 alkyl group 
(the C . alkyl group is unsubstituted or substituted with one or two identical or different 
subs 	uents independently selected from the group consisting of cyano groups, hydroxy 

30 gr. 	ps, C1-3 alkoxy groups, C1.3 alkylthio groups, di-C1.3  alkylamino groups, C3-6 
'cloalkyl groups and 4 to 7-membered non-aromatic heterocyclyl groups), a C1.6 
aloalkyl group, a C3-6 cycloalkyl group or a 4 to 7-membered non-aromatic heterocyclyl 

group, a tautomer or a pharmaceutically acceptable salt of the compound or a solvate 
thereof. 



549 
71. The compound according to any one of Claims 41 and 68 to 70, wherein L1b  is a 
single bond, 
Lab  is a single bond, a C1-6 alkylene group, a 02.6  alkenylene group or a C1-6 
haloalkylene group (the C1.6  alkylene group, the 02.6 alkenylene group and the C -s 
haloalkylene group are unsubstituted or substituted with a hydroxy group or a • ano 
group), 	• 
the ring Bb  is a 03.11 cycloalkane or a 4 to 7-membered non-aromatic heter cycle, 
nb  is 0 or 1, and 
133b  is a hydroxy group, a C1-3 alkyl group or a 01.3 alkoxy group, a taut, 	er or a 
pharmaceutically acceptable salt of the compound or a solvate there,  . 
72. The compound according to any one of Claims 41 and 68 to 	1, wherein Lab  is a 
single bond, and 
R2b  is a hydrogen atom, a 4 to 7-membered non-aromatic hete igcycly1 group, a phenyl 
group, a 5 to 10-membered aromatic heterocyclyl group or a 	to 11-membered partially 
saturated aromatic cyclic group (the 4 to 7-membered non-. romatic heterocyclyl group, 
the phenyl group, the 5 to 10-membered aromatic hetero• clyl group and the 8 to 11- 
membered partially saturated aromatic cyclic group ar- 	nsubstituted or substituted with 
one or more identical or different substituents indepe• dently selected from the group 
consisting of hydroxy groups, amino groups, carba• oyl groups, sulfamoyl groups, 
halogen atoms, cyano groups, nitro groups, Ci.6  • 	yl groups (the C1-6 alkyl groups are 
unsubstituted or substituted with a cyano group 	C1.6 haloalkyl groups, 03.11  cycloalkyl 
groups, C1.6  alkoxy groups, C1-6 haloalkoxy • ••ups, C1.6 alkylthio groups, C,.6  
haloalkylthio groups, 01.6  alkylsulfonyl grou is, Ci.6  haloalkylsulfonyl groups, C1-6 
alkoxycarbonyl groups, 4 to 7-membered 	on-aromatic heterocyclyl groups, mono-C1_5  
alkylamino groups, di-C1.6 alkylamino • .ups, phenyl groups, 5 to 6-membered aromatic 
heterocyclyl groups, mono-C1.6  alkyl- 	inosulfonyl groups and di-C1_5 alkylaminosulfonyl 
groups), a tautomer or a pharmace 	ically acceptable salt of the compound or a solvate 
thereof. 
73. The compound according o Claim 72, wherein R2b  is a hydrogen atom, a phenyl 
group, a 5 to 10-membered - •matic heterocyclyl group or a 8 to 11-membered partially 
saturated aromatic cyclic g -up (the phenyl group, the 5 to 10-membered aromatic 
heterocyclyl group and t 	8 to 11-membered partially saturated aromatic cyclic group 
are unsubstituted or silt tituted with one, two or three identical or different substituents 	. 
independently select:: from the group consisting of halogen atoms, cyano groups, nitro 
groups, C1.3 alkyl g .ups, C1.3 haloalkyl groups and C1.6  alkoxycarbonyl groups), a 
tautomer or a ph. maceutically acceptable salt of the compound or a solvate thereof. 
74. The come • und according to Claim 72, wherein R2b  is a 4 to 7-membered non-
aromatic het: ocyclyl group (the 4 to 7-membered non-aromatic heterocyclyl group is 
unsubstitu • • or substituted with one or two identical or different substituents 
indepen I ntly selected from the group consisting of hydroxy groups, halogen atoms, 
cyano • oups, C1.3  alkyl groups (the C,.3  alkyl groups are unsubstituted or substituted 
with . cyano group) and 01.3 haloalkyl groups), a tautomer or a pharmaceutically 
act -ptable salt of the compound or a solvate thereof. 
7 	The compound according to any one of Claims 41 and 68 to 71, wherein Oh  is 
epresented by any of the following formulae (XIXb-1) to (X1Xb-7): 
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R12b 

I S 	\ A 	 I 
-,, 	 N 	

ss-C  OAS 	 > 5 	N El b 	0 	El b0 El b 	 1 

1b 

sc
ss  

R12b 
( Xab-i ) 	( Xilib-2 ) 	( lib-3 ) 	( Xab-4 ) 	( Xab-5 ) 

( Xab  ) 

A A ANA 
o I.  

R12b 

( Xab-6 ) 	( Xab-7 ) 

(wherein Elb  is an oxygen atom, and R12b  is a hydrogen atom or a C 6 alkyl group (the 
C,.6 alkyl group is unsubstituted or substituted with one or more id• 	tical or different 
substituents independently selected from the group consisting o 	alogen atoms, cyano 

5 groups, hydroxy groups, C1-3 allkoxy groups, C3.6 cycloalkyl gr' ps, 4 to 7-membered 
non-aromatic heterocyclyl groups, phenyl groups and 5 to 6- 	embered aromatic 
heterocyclyl groups)), and 
R2b  is a hydrogen atom, a C1.  alkyl group, a C1.6 haloal 	I group (the C1-6 alkyl group 
and the C1.5 haloalkyl group are unsubstituted or subs 	uted with one or two identical or 

10 different substituents independently selected from t 	• group consisting of cyano groups, 
hydroxy groups, C,.6 alkoxy groups, C1-6 alkylthio • oups, C1.6 alkylsulfonyl groups, C3.6 
cycloalkyl groups, 4 to 7-membered non-aroma • 	heterocyclyl groups, phenyl groups 
and 5 to 6-membered aromatic heterocyclyl groups (the C3.6 cycloalkyl groups, the 4 to 
7-membered non-aromatic heterocyclyl gro as, the phenyl groups and the 5 to 6- 

15 membered aromatic heterocyclyl groups - - unsubstituted or substituted with one, two 
or three identical or different substituent- independently selected from the group 
consisting of the substituent set V2b, 	.no-C1.6  alkylaminosulfonyl groups and di-C1-6 
alkylaminosulfonyl groups)), a C3.6 	cloalkyl group, a 4 to 7-membered non-aromatic 
heterocyclyl group, a phenyl group , a 5 to 6-membered aromatic heterocyclyl group or a 

20 8 to 11-membered partially satu . ted aromatic cyclic group (the C3.6 cycloalkyl group, 
the 4 to 7-membered non-aro 	atic heterocyclyl group, the phenyl group, the 5 to 6- 
membered aromatic hetero 	clyl group and the 8 to 11-membered partially saturated 
aromatic cyclic group are 	substituted or substituted with one, two or three identical or 
different substituents in. -pendently selected from the group consisting of the 

25 substituent set V2b, m• o-C1.6  alkylaminosulfonyl groups and di-C-1.6  alkylaminosulfonyl 
groups), a tautomer ar a pharmaceutically acceptable salt of the compound or a solvate 
thereof. 
76. 	The comp 	nd according to Claim 75, wherein Lab  is represented by any of the 
following for 	. ae (XXXIb-1) to (XXXIb-5): 

Rub 	 b 

1y 	sS3S\
S  ..)2, siSS  

SCCN
I
A  35(  II 	% % 	 y 

o o 	Elb 	Rub 	Rub 
es 	(xxxib) 

30  ( • XP-1) ( XXXP-2 ) 	( XXXP-3 ) 	( XXXP-4 ) ( XXXP-5 ) 

herein Elb  is an oxygen atom, and R12b  is a hydrogen atom, a C,-3 alkyl group (the Ci. 
3 alkyl group is unsubstituted or substituted with a substituent selected from the group 
consisting of a cyano group, a hydroxy group, a C1-3 allkoxy group, a C3-6 cycloalkyl 
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group and a phenyl group) or C1.3  haloalkyl group), and 
R2b  is a hydrogen atom, a 01-6 alkyl group, a C1.6  haloalkyl group (the C1.6  alkyl group 
and the C1-6 haloalkyl group are unsubstituted or substituted with one or two identical • 
different substituent selected from the group consisting of hydroxy groups, cyano gr. pE 

5 C1-3 alkoxy groups, 03-6 cycloalkyl groups, 4 to 7-membered non-aromatic heteroc 	lyl 
groups, phenyl groups and 5 to 6-membered aromatic heterocyclyl groups (the • .6 
cycloalkyl groups, the 4 to 7-membered non-aromatic heterocyclyl groups, the 4henyl 
groups and the 5 to 6-membered aromatic heterocyclyl groups are unsubstit 	ed or 
substituted with a hydroxy group or a halogen atom)), a 03.6 cycloalkyl gro p, a 4 to 7- 

10 

15 

membered non-aromatic heterocyclyl group, a phenyl group or a 5 to 6- 	embered 
aromatic heterocyclyl group (the 03-6 cycloalkyl group, the 4 to 7-mem • ered non-
aromatic heterocyclyl group, the phenyl group and the 5 to 6-membz ed aromatic 
heterocyclyl group are unsubstituted or substituted with one or two, dentical or different 
substituents independently selected from the group consisting o 	ydroxy groups, 
halogen atoms, cyano groups, C1-3 alkyl groups, C1.3 haloalkyl • roups and C1-6 
alkoxycarbonyl groups), a tautomer or a pharmaceutically a 	eptable salt of the 
compound or a solvate thereof. 
77. The compound according to Claim 75, wherein Lab  s represented by the formula 
(XXXI1b): 

si  N 	(=cub  ) 
20 Rub 

(wherein R12"  is a hydrogen atom, a C1-3 alk 	group (the C1.3 alkyl group is 
unsubstituted or substituted with a substit -nt selected from the group consisting of a 
cyano group, a hydroxy group, a C1-3 all •xy group, a Cm cycloalkyl group and a phenyl 
group) or a C1-3 haloalkyl group), and 

25 R2I)  is a hydrogen atom, a C1-3 alkyl ', oup, a 01.3 haloalkyl group (the C1.3 alkyl group 
and the 01-3 haloalkyl group are u 	ubstituted or substituted with one or two identical or 
different substituent selected fro 	the group consisting of hydroxy groups, cyano groups, 
C1.3 alkoxy groups, C3.6 cyclo. 	yl groups (the 03.6 cycloalkyl groups are unsubstituted 
or substituted with a hydro 	groups), 4 to 7-membered non-aromatic heterocyclyl 

30 groups, phenyl groups an. 	to 6-membered aromatic heterocyclyl groups), a C3-6 
cycloalkyl group or a 4 t• 7-membered non-aromatic heterocyclyl group (the 03-6 
cycloalkyl group and t' - 4 to 7-membered non-aromatic heterocyclyl group are 
unsubstituted or sus . ituted with one or two identical or different substituents 
independently set,  ted from the group consisting of C1.3 alkyl groups, C1-3 haloalkyl 

35 groups and CI  . 4Ikoxycarbonyl groups), a tautomer or a pharmaceutically acceptable 
salt of the co • •ound or a solvate thereof. 
78. The c• 	pound according to any one of Claims 41 or 68 to 77, wherein L2b  is a 
single bo • or a 01-3 alkylene group, and the ring Bb  is cyclohexane or piperidine, a 
tautom- or a pharmaceutically acceptable salt of the compound or a solvate thereof. 

40 79. e compound according to any one of Claims 41 to 78, wherein fl"  is 0 or 1, and 
Rib ".. a C1-3 alkyl group, a tautomer or a pharmaceutically acceptable salt of the 
c• 	pound or a solvate thereof. 

O. 	A JAK inhibitor containing the compound as defined in any one of Claims 1 to 79, 
a tautomer or a pharmaceutically acceptable salt of the compound or a solvate thereof, 
as an active ingredient. 
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81. A preventive, therapeutic or improving agent for diseases against which 
of JAK is effective, which contains the JAK inhibitor as defined in Claim 80. 

inhibition 

82. A therapeutic agent for articular rheumatism, which contains the JAK inhibitor as 
defined in Claim 80. 
83. Medicament containing the compound as defined in any one of Claims 1 to 7 , a 
tautomer or a pharmaceutically acceptable salt of the compound or a solvate 
an active ingredient. 

th 	eof, as 
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The invention claimed is: 

1. A compound represented by the formula (Ib): 

0') 

LIh 0 L• , 

A6 (it 

N.7-N...„........X5 
%Nib 

--L ,..."--- N 
Rib 	N 	II 

wherein: 
the ring Ab is represented by the formula (11): 

rtl~1 

wl5r 
W , 

TI6 

.....%1.; 

T15 is q=0); 
Um is CH; 
\Yu' is CI-I; 
X' is CH; 
V' is CH; 
n Rib is a hydrogen atom, a halogen atom, a C1_ 6 alkyl group 

or a C1.6 haloalkyl group; 
the ring 13b is a 03.11 cycloalkane, a C3_11 cycloalkene, a 3 

to 11-membered non-aromatic heterocycle, a C6_14 aro- 
matic carbocycle or a 5 to 10-membered aromatic het- 
erocycle; 
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I: b  is a single bond, a C1.6  alkylene group, a C-7.6  alk- 
enylene group or a C1,6  alkynylene group (the C1.5  alky- 
lene group, the C2.6  alkenylene group and the C,.6  alky- 
nylene group are unsubstituted or substituted with one or 
more identical or different substituents independently 
selected from the group consisting of halogen atoms, 
hydroxy groups, amino groups, cyano groups and nitro 
groups); 

L21" is a single bond, a C1 _6  alkylene group, a C2.6  alk- 
enylene getup or a C2_6  alkynylene group (the C1 _6  alky- 
lene group, the C.,_6  alkenylene group and the C,_6  alky- 
nylene group are unsubstituted or substituted with one or 
more identical or different substituents independently 
selected from the group consisting of halogen atoms, 
hydroxy groups, amino groups, cyauo groups and nitro 
groups); 

Lm  is a single bond or represented by any of the following 
formulae (Vb- I ) to (V6-20): 

0,0) 

(Vt_i) 

AS1 /4,_ 

(Vt.2) 

is 

(v6-3) 

1411\  
RI25  

(V"-4) 

ft. 
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-continued 

8 
II 0 

8 

0/  0 

R13b 
I 

AvNy5  

Rh' 

of 

Elb 

t  12tr 

c

ie

r

,N71 

El° 

RJ2-' 

N 
I 

Eli' 	RJR' 

S VC/ 
8% 0 	0 

(V-5) 

(Vb.-5) 

(Vt'-7) 

(V-8) 

(;04) 

otb- 

(1.T5-1 I) 
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, , 
CA 
0 	0 

R12 /' 

ay  css 	N 

T-1 

11.121)  

-continued 

iN 

j: 

N 
I R i2b I Rob 

tO N 

Rob 

Elb 

N 0\ 

R ub 

IV"-12) 

(Vb-13) 

(V5-14) 

(V'-15) 

(V°-16) 

(vb-17) 

(Vh-18) 
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(V1'-19) 
Ib 	14 

ciNV ‘i‘r.  i 
I 

Rub 	R13.5 

(V11-20) 
0 	0 
%8 

N7 `•N 
I 	I 
R Ilb 	Ri 3b 

Elb  is an oxygen atom, a sulfur atom or NR' m; 
when 1,3b  is a single bond, R2b  is a hydrogen atom, a 

halogen atom, a C3_
11

cycloalkyl group, a 3 to 14-mem- 
bered non-aromatic heterocyclylgroup, a C6 _14  aryl 
group, a 5 to 10-membered aromatic heterocyclyl group, 
a 8 to 14-membered partially saturated aromatic cyclic 
group or a 8 to 14-membered aromatic ring-condensed 
alicyclic hydrocarbon group (the C3_11  cycloalkyl group, 
the 3 to 14-membered non-aromatic heterocyclyl group, 
the C6_14  aryl group, the 5 to 10-membered aromatic 
heterocyclyl group, the 8 to 14-membered partially satu- 
rated aromatic cyclic group and the 8 to 14-membered 
aromatic ring-condensed alicyclic hydrocarbon group 
are unsubstituted or substituted with one or more iden- 
tical or different substituents independently selected 
from a substituent set V'4J' and a substituent set V"): 

when rib  is not a single bond, R2b  is a hydrogen atom, a 
C1 _6  alkyl group, a C1_6  alkenyl group (the C1 _6  alkyl 
group and the C.,_6  alkenyl group are unsubstituted or 
substituted with one or more identical or different sub- 
stituents independently selected from a substituent set 
Ve5b  and a substituent set V9b), a C3_11  cycloalkyl group, 
a 3 to 14-membered non-aromatic heterocyclyl group, a 

group, a 5 to 10-membered aromatic hetero-C614 aryl._. 
cyclyl group, a 8 to 14-membered partially saturated 
aromatic cyclic group or a 8 to 14-membered aromatic 
ring-condensed alicyclic hydrocarbon group (the C3,11  
cycloalkyl group, the 3 to 14-membered non-aromatic 
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heterocyclyl group, the C6_14  aryl group, the 5 to 
10-membered aromatic heterocyclyl group, the 8 to 
14-membered partially saturated aromatic cyclic group 
and the 8 to 14-membered aromatic ring-condensed ali-
cyclic hydrocarbon group are unsubstituted or substi-
tuted with one or more identical or different substituents 
independently selected from the substituent set V 	and 
substituent set V9b); 

ie is 0, 1 or 2; 
Rat' is a hydroxy group, an amino group, a carboxy group, 

a carbamoyl group, a sulfarnoyl group, a phosphono 
group, a phosphonooxy group, a sulfo group, a sulfoxy 
group, a tetrazolyl group, a halogen atom, a cyano group, 
a nitro group, a C1.6  alkyl group, a 01.6  haloalkyl group, 
a C3.11  cycloalkyl group, a C2.6  alkenyl group, a C2.6  

haloalkenyl 	group, 	a 	C1.6 	alkoxy 	group, 	a 	C1.6  

haloalkoxy group, 	a C1 _6  alkylthio 	group, a 	C1 _6  
haloalkylthio group, a C1.6  alkylcarbonyl group, a C1 _6  

haloalkylcarbonyl group, a C1.6  alkylsulfonyl group, a 
C1 _6  haloalkylsulfonyl group, a C1.6  alkoxycarbonyl 
group, a mono-C1,6  alkylamino group, a di-C1.6  alky-
lamino group, a mono-C, _6  alkylaminocarbonyl group, a 
di-C1 _6  alkylaminocarbonyl group or a C1 _6  alkylcarbo-
nylamino group (when lib  is 2, It's may be identical or 
di fferent); 

each of R12h, 12131' and R14b  is independently a hydrogen 
atom, a C1.6  alkyl group or a C1,6  haloalkyl group (the 
C1.6  alkyl group and the C1.6  haloalkyl group are unsub-
stituted or substituted with one or more identical or 
different substituents independently selected from a 
substituent set V31', a substituent set Vgb  and a substitu-
ent set V9b); 

legb  is a hydrogen atom, a hydroxy group, a cyano group, 
a nitro group, a C1.6  alkyl group or a C1,6  alkoxy group; 

a substituent set Vu  consists of hydroxy groups, amino 
groups, carboxy groups, carbamoyl groups, sulfamoyl 
groups, phosphono groups, phosphonooxy groups, sulfo 
=ups, sulfoxy groups, tetrazolyl groups, halogen 
atoms, cyano groups, nitro groups, C1.6  alkyl groups, 
C1 .6  haloalkyl groups, C3.11  cycloalkyl groups, C-,_6  alk-
enyl groups, C2,6  haloalkenyl groups, C1.6  alkoxy 
groups, C1_6  haloalkoxy groups, C1.6  alkylthio groups, 
C1.6  haloalkylthio groups, C/.6  alk-ylcarbonyl groups, 
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C1.6 	haloalkylcarbonyl 	groups, 	C1.6 	alkylsulfonyl 
groups, C1_6  haloalkylsulfonyl groups, C1_6  alkoxycar-
honyl groups, 3 to 11 -membered non-aromatic hetem-
cycly1 groups, mono-C.1 _6  alkylamino goups, di-C1.6  
alkylamino 	groups, mono-C1.6 	alkylaminocarbonyl 
groups, di-C1.6  alkylaminocarbonyl groups and C1 _ 6  
alkylcarbonylamino groups; 

a substituent set V211  consists of the groups in the substitu-
ent set Vi  b, and C6_14  aryl groups and 5 to 10-membered 
aromatic heterocyclyl groups (the C6_14  aryl groups and 
the 5 to 10-membered aromatic heterocycly) groups are 
unsubstituted or substituted with one or more identical 
or different substituents independently selected from the 
substituent set V lb); 

the substituent set V3b  consists of hydroxy groups, amino 
groups, carboxy groups, carbamoyl groups, sulfamoyl 
groups, phosphono groups, phosphonooxy groups, sulfo 
groups, 	sulfoxy groups, tetrazolyl groups, halogen 
atoms, cyano groups, nitro groups, C1 _6  alkoxy groups, 
C1 _6 haloalkoxy groups, C1 _6 alkylthio groups, C1.6 
haloalkylthio groups, C1 _6  alkylcarbonyl groups, C1.6  
haloalkylcarbonyl groups, C1_6  alkylsulfonyl groups, 
Cho  haloalkylsulfonyl groups, C1.6  alkoxycarbonyl 
groups, mono-C1.6  alkylamino groups, di-C1.6  alk-y-
lamino groups, mono-C1 _6  alkylaminocarbonyl groups, 
di-C1 _ 6  alkylaminocarbonyl groups, C1 _6  alkylcarbony-
lamino groups. C.3_11  cycloalkyl groups, 3 to 11-mern-
berthl non-aromatic heterocyclyl groups, C6_14  aryl 
groups and 5 to 10-membered aromatic heterocyclyl 
groups (the C3_11 cycloalkyl groups, the 3 to 11-mem-
bered non-aromatic heterocyclyl groups, the C6_14 aryl 
groups and the 5 to 10-membered aromatic heterocyclyl 

groups are unsubstituted or substituted with one or more 
identical 	or 	different 	substituents 	independently 
selected from the substituent set Vm); 

the substituent set Va  consists of hydroxy groups, amino 
groups, carboxy groups, carbamoyl groups, sulfamoyl 
groups, phosphono groups, phosphonooxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl groups, halogen 
atoms, cyan groups, nitro groups. C1.6 alkyl groups, 
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C,_6  alkenyl groups, C1_6  alkoxy groups, C1.6  alkylthio 
groups, C1_6  alkylcarbonyl groups, C1 _6  alkylsulfonyl 
groups, C1_6  alkoxycarbonyl groups, mono-C.1 _ 6  alk-y-
lamino groups, di-C1 _6  alkylamino groups, mono-C.1 _6  
alkylaminocarbonyl groups, di-C.4 .6  alkylaminocarbo-
nyl groups, C1_6  alkylcarbonylamino groups (the C1.6  

alkyl groups, the C2_6  alkenyl groups, the C1.6  alkoxy 
groups, the C1_6  alkylthio groups, the C1 _6  alkylcarbonyl 
groups, the C4 _6  alkylsulfonyl groups, the C1_6  alkoxy-
carbonyl groups, the mono-C1.6  alkylainino groups, the 
di-C1 _6  alkylamino groups, the mono-C1.6  alkylami-
nocarbonyl groups, the di-C1.6  alkylaminocarbonyl 
groups and the C1_6  alkylcarbonylamino groups are 
unsubstituted or substituted with one or more identical 
or different substituents independently selected from the 
substituent set V 3b), C3-I1 	cycloalkyl groups, 3 to 
11-membered non-aromatic hetemcyclyl groups, C6.14  

aryl groups and 5 to 10-membered aromatic heterocy-
cly1 groups (the C3_11  cycloalkyl groups, the 3 to 
11-membered non-aromatic heterocyclyl groups, the 
C6-14 aryl groups and the 5 to 10-membered aromatic 
heterocyclyl groups are unsubstituted or substituted 
with one or more identical or different sub s tituents inde-
pendently selected from the substituent set Vib); 

a substituent set Vh  consists of hydroxy groups, amino 
groups, carboxy groups, carbamoyl groups, sulfamoyl 
groups, phosphorto groups, phosphonooxy groups, sulfo 
groups, 	sulfoxy groups, tetrazolyl groups, halogen 
atoms, cyano groups, nitro groups, C1 _6  alkoxy groups, 
C1.6  alkylthio groups, C1.6  alkylcarbonyl groups, C1.6  

alkylsulfonyl 	groups, 	C1 _6 	alkoxycarbonyl 	groups, 
mono-C1.6 	alkylamino groups, 	di-C1 _6 	alkylamino 
groups, mono-C1.6  alkylaminocarbonyl groups, di-C1.6  
alkylaminocarbonyl groups, C1.6  alkylcarbonylamino 
groups, 03.11  cycloalkyl groups, 3 to 11-membered non-
aromatic heterocyclyl groups, C6_14  aryl groups and 5 to 
10-membered aromatic heterocyclyl groups (the C1.6 

alkoxy groups, the C1.6  alkylthio groups, the C1.6  alky-
learbonyl groups, the C1 _6  alkylsulfonyl groups, the C1_6  

alkoxycarbonyl 	groups, the mono-C1.6  alkylamino 
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groups, the di-C,_6  alkylamino groups, the mono-C:1 _6  
alkylaminocarbonyl groups, the di-C1 _6  alkylaminocar-
bonyl groups, the C.1.6  alkylcarbonylamino groups, the 
03-11 cycloalkyl groups, the 3 to 11-membered non-
aromatic heterocyclyl groups, the C6.14  aryl groups and 
the 5 to 10-membered aromatic heterocyclyl groups are 
unsubstituted or substituted with one or more identical 
or different substituents independently selected from the 
substituent set Vab); 

the substituent set V66  consists of hydroxy groups, amino 
groups, carboxy groups, carbamoyl groups, sulfamoyl 
groups, phosphono groups, phosphonooxy groups, sulfo 
groups, sulfoxy groups, tetrazolyl groups, halogen 
atoms, cyano groups, nitro groups, C1_6  alkoxy groups, 
C1.6  alkylthio groups, C1.6  alkylcarbonyl groups, C1.6  
alkylsulfonyl 	groups, 	C. 	alkoxycarbonyl 	groups, 
mono-C1_6  alkylamino groups, di-C1 _6  alkylamino 
groups, mono-C1.6  alkylaminocarbonyl groups, di-C1.6  
alkylaminocarbonyl groups, C1_5  alkylcarbonylamino 

groups (the C1 .6  alkoxy groups, the C1.6  alkylthio 
groups, the C1.6  alkylcarbonyl groups, the C1.6  alkylsul-
fonyl groups, the C1.6  alkoxycarbonyl groups, the 
mono-C1_6  alkylamino groups, the di-C1.6  alkylamino 
groups, the mono-C1 _6  alkylaminocarbonyl groups, the 
di-C1.6  alkylaminocarbonyl groups and the C1.6  alkyl-
carbonylamino groups are ttnsubstituted or substituted 
with one or more identical or different substiwents inde-
pendently selected from the substituent set V36), c:3_, 1  
cycloalkyl groups, 3 to 11-membered non-aromatic het-
erocyclyl groups, 06.14  aryl  groups,  5 to 10-membered 
aromatic heterocyclyl groups, 8 to 14-membered par-
tially saturated aromatic cyclic groups and 8 to 14-mem-
bered aromatic ring-condensed alicyclic hydrocarbon 
groups (the C3_11  cycloalkyl groups, the 3 to 11-mem-
bered non-aromatic heterocyclyl groups, the C644  aryl 
groups, the 5 to 10-membered aromatic heterocyclyl 
groups, the 8 to 14-membered partially saturated aro-
matic cyclic groups and the 8 to 14-membered aromatic 
ring-condensed a licyclic hydrocarbon groups are imsub-
stituted or substituted with one or more identical or 
different substituents independently selected from the 
substituent set V4b  and the substituent set V96); 

the substituent set V8b  consists of 8 to 14-membered par- 
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tially saturated aromatic cyclic groups and 8 to 14-mem-
bered aromatic ring-condensed alicyclic hydrocarbon 
groups (the 8 to 14-membered partially saturated aro-
matic cyclic groups and the 8 to 14-membered aromatic 
ring-condensed alicyclic hydrocarbon groups are unsub-
stituted or substituted with one or more identical or 
different substituents independently selected from the 
substituent set V2b); and 

the substituent set V9b  consists of, mono-C1.6  alkylamino-
sulfonyl groups, di-C1 _6  alk-ylaminosulfonyl groups, 
C1.6  alkylsulfonylamino groups (the mono-C.1.6  alky- 
laminosulfonyl 	groups, 	di-C1..6 	alkylaminosullbnyl 
groups and C1 _6  alkylsultbnylamino groups are unsub-
stituted or substituted with one or more identical or 
different substituents independently selected from the 
substituent set V31'), C3.0  cycloalkoxy groups, C3.6  
cycloalkylamino groups, C3.6 cycloalkylthio groups, 
C3.6 cycloalkylcarbonyl groups and C,L6 cycloalkylsul-
folly] groups (the C3,6  cycloalkoxy groups, the C3,6  
cycloalkylamino groups, the C3.6 cycloalkylthio groups, 
the 	C3.6 	cycloalkylcarbonyl groups 	and 	the C3,6 
cycloalkylsulfonyl groups unsubstituted or substituted 
with one or more identical or different substituents inde-
pendently selected from the substituent set V''), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

2. The compound according to claim 1, wherein: 
when 1_,' is a single bond, R'-b is a hydrogen atom, a 

halogen atom, a C3-11 cycloalkyl group, a 3 to 11-mem-
bered non-aromatic heterocyclyl group, a C5_,, aryl 
group or a 5 to 10-membered aromatic heterocyclyl 
group (the C3. 1 1  cycloalkyl group, the 3 to 11-membered 
non-aromatic heterocyclyl group, the C6.14  aryl group 
and the 5 to 10-membered aromatic heterocyclyl group 
are unsubstituted or substituted with one or more iden-
tical or dilierent substituents independently selected 
from the sub stituent set V'''); 

when L3"  is not a single bond, R2"  is a hydrogen atom, a 
C1.0  alkyl group, a C2.6  alkenyl group (the C1.0  alkyl 
group and the C2,6  alkenyl group are unsubstituted or 
substituted with one or more identical or different sub-
stituents independently selected from the substituent set 
V5b), a C5 _11  cycloalkyl group, a 3 to 11-membered 
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non-aromatic heterocyclyl group, a 06.14  aryl group or a 
5 to 10-membered aromatic heterocyclyl group (the 
C3-11  cycloalkyl group, the 3 to 11-membered non-aro-
matic heterocyclyl group, the C6_ 14  aryl group and the 5 
to 10-membered aromatic heterocyclyl group are unsub-
stituted or substituted with one or more identical or 
different substituents independently selected from the 
substituent set V4b); 

each of R'2b, R13b and R'46  is independently a hydrogen 
atom, a C1 _6  alkyl group or a C1_5  haloalkyl group (the 
C i _6  alkyl group and the C1_6  haloalkyl group are unsub-
stituted or substituted with one or more identical or 
different substituents independently selected from the 
substituent set V313); and 

R186  is a hydrogen atom, a hydroxy group, a cyano group, 
a nitro group, a C1_5  alkyl group or a C1 _6  alkoxy group, 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

3. The compound according to claim 2, wherein: 
Lib  is a single bond; 
L26  is a single bond, a C14  alkylene group or a C2_6  alk-

enylene group (the C1_ 6  alkylene group and the Ct6  

alkenylene group are unsubstituted or substituted with 
one or more identical or different substituents indepen-
dently selected from the group consisting of a halogen 
atoms, hydroxy groups, amino groups, cyano groups and 
nitro groups); 

the ring Bb  is a C3_ 11  cycloalkane, a C3.11  cycloalkene, a 3 
to 11-membered non-aromatic heterocycle, a C6_14  aro-
matic carbocycle or a 5 to 10-membered aromatic het-
erocycle; 

nb  is, 0 or 1; 
R36  is a hydroxy group, an amino group, a halogen atom, a 

cyano group, a C1_3  alkyl group, a C1_3  haloalkyl group, 
a C3.6  cycloalkyl group, a C1..3  alkoxy group, a C1.3  

haloalkoxy group or a C1.3  alk-ylsulfonyl group; 
Lab  is a single bond; and 
R2b  is a hydrogen atom, a halogen atom, a C3_11  cycloalkyl 

group, a 3 to 11-membered non-aromatic heterocyclyl 
group, a phenyl group, a naphthyl group or a 5 to 
10-membered aromatic heterocyclyl group (the C3_11 
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cycloalkyl group, the 3 to 11-membered non-aromatic 
heterocyclyl group, the phenyl group, the naphthyl 
group and the 5 to 10-membered aromatic heterocyclyl 
group are unsubstituted or substituted with one or more 
identical 	or 	different 	substituents 	independently 
selected from the substituent set Vmh), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

4. The compound according to claim 3, wherein 
e is a hydrogen atom, a C3.6 cycloalkyl group, a 4 to 

7-membered non-aromatic heterocyclyl group, a phenyl 
group or a 5 to 10-membered aromatic heterocyclyl 
group (the 4 to 7-membered non-aromatic heterocyclyl 
group, the phenyl group and the 5 to 10-membered aro-
matic heterocyclyl group are unsubstituted or substi-
tuted with one or more identical or different substituents 
independently selected from the group consisting of 
hydroxy groups, amino groups, carbamoyl groups, sul-
fzunnyl groups, halogen atoms, cyano groups, nitro 
groups, C1_6  alkyl groups, C1_6  alkoxy groups, C1 _6  al k-y-
lthio aroups, C1 _6  alkyls ul fonyl groups, mono-Cho  alky-
lamino groups, di—C10  alkylamino groups, C1.6  alkoxy- 
carbonyl 	groups, 	mono-C1.6 	alkylaminocarbonyl 
groups, di-C ho  alkylaminocarbonyl groups, C1_6  alkyl-
carbonylamino groups (the C1.6  alkyl groups, the C1.6  

alkoxy groups, the C1_6  alkylthio groups, the C1.6  alkyl- 

sulfonyl groups, the mono-C1.6  alkylamino groups, the 
di-C1.6  alkylamino groups, the C1.6  alkoxycarbonyl 
groups, the mono-C1 	alkylaminocarbonyl groups, the 
di-C1 _ 6  alkylaminocarbonyl groups and the C1_6  alkyl-
carbonylamino groups are unsubstituted or substituted 
with one or more identical or different halogen atoms 
independently selected from the group consisting of 
fluorine atoms, chlorine atoms, bromine atoms and 
iodine atoms or with a hydroxy group or a cyano group), 
C3.6  cycloalkyl groups, 4 to 7-membered non-aromatic 
heterocyclyl groups, phenyl groups and 5 to 6-mem-
bered aromatic heterocyclyl groups), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 
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5. The compound according to claim 4, wherein 
R2b  is a hydrogen atom, a 4 to 7-membered non-aromatic 

heterocyclyl group, a phenyl group or a 5 to 10-mem-
bered aromatic heterocyclyl group (the 4 to 7-membered 
non-aromatic heterocyclyl group, the phenyl group and 
the 5 to 10-membered aromatic beterocyclyl group are 
unsubstituted or substituted with one or two identical or 
different substituents independently selected from the 
group consisting of hydroxy groups, halogen atoms, 
cyan groups, nitro groups, C1 .3 alkyl groups (the C1.3 

alkyl groups are unsubstituted or substituted with a 
cyano group), C1 _3  haloalkyl groups and .C1_6  alkoxycar-
bonyl groups), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

6. The compound according to claim 3, wherein: 
the ring Bt  is a C3_11  cycloalkane or a 4 to 7-membered 

non-aromatic heterocycle: 
nb  is 0 or 1; and 
RTh  is a hydroxy group, a C1 .3  alkyl group or a C1.3  alkoxy 

group, 
a tautomer or a pharmaceutically acceptable salt of the 

compound. 
7. The compound according to claim 3, wherein 
LTh  is a single bond, a Cl _6  alkylene group, a C2_6  alk-

enylene group or a Ci _ 6  haloalkylene coup (the C1_ 6  

alkylene group, the C,_5  alkenylene group and the C1.6  
haloalkylene group are unsubstituted or substituted with 
one or two identical or different substituents indepen-
dently selected from the group consisting of hydroxy 
groups and cyano groups), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

8. The compound according to claim 3, wherein: 
L2b  is a CI., alkylene group, a C,.3  alkenylene group (the 

C1-6 alkylene group and the C1.3 alkenylene group are 
unsubstituted or substituted with a cyano group) or C,_6  
haloalkylene group; and 

R2b  is, a hydrogen atom, 
a tautomer or a pharmaceutically acceptable salt of the 

compound. 

9. The compound according to claim 3, wherein 
L2b  is a single bond or a C1, alkylene group, 
a tautomer or a pharmaceutically acceptable salt of the 

compound. 
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10. The compound according to claim 2, wherein: 
Lab  is a single bond or a C,, alkylene group; 
Ln is a single bond or a C1 .3  alkylene group (the C1.3  

alkylene group is unsubstituted or substituted with a 
cyano group or a C1.3  haloalkyl group); 

the ring Bb  is a C3.11  cycloalkane, a C341  cycloalkane, a 3 
to 11-membered non-aromatic heterocycle, benzene or a 
5 to 6-membered aromatic heterocycle; 
• nb  is. 0 or 1: 

Rae is a hydroxy group, an amino group, a carboxy group, 
a carbamoyl group, a tetrazolyl group, a halogen atom, a 
cyano group, a intro group, a C1.3 alkyl group, a C1.3 
haloalkyl group, a C3.6  cycloalkyl group, a C1, alkoxy 
group, a C1 _3  haloalkoxy group or a C,, alkylsulfonyl 
group; 

Lab  is a single bond; and 
Rn  is a hydrogen atom, a halogen atom, a C3_6 cycloalkyl 

group, a 4 to 7-membered non-aromatic heterocyclyl 
group, a phenyl goup or a 5 to 6-membered aromatic 
heterocyclyl group (the C3.6  cycloalkyl group, the 4 to 
7-membered non-aromatic heterocyclyl group, the phe-
nyl group and the 5 to 6-membered aromatic heterocy-
clyl group are unsubstituted or substituted with one or 
more identical or different substituents independently 
selected from the substituent set V4b), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

11. The compound according to claim 10, wherein: 
Lib  is a single bond; 
L2b  is a C1, alkylene group; 
the ring Bb  is a C4.7 cycloalkane or a 4 to 7-membered 

non-aromatic heterocycle; 
nb  is 0 or 1; 
Rib  is a C1.3  alkyl groups; 
Lab is a single bonds; and 
R2b  is a hydrogen atom or a phenyl group (the phenyl group 

is unsubstituted or substituted with one or more identical 
or different halogen atoms independently selected from 
the group consisting of fluorine atoms, chlorine atoms, 
bromine atoms and iodine atoms), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 



516 

12. The compound according to claim 	0, wherein: 
L lb  is a single bond; 
126  is a single bond; 
the ring 13b  is a C4.7  cycloalkane or a 4 to 7-membered 

non-aromatic heterocycle; 
n'' is 0; 

Lab  is a single bond; and 
R2b  is a hydrogen atom, 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

13. The compound according to claim 2. wherein: 
L'b  is a single bond; 
L2b  is a single bond, a C1 _6  alkylcne group or a C7_ 6  alk- 

enylene group (the C1 _5  alkylene group and the C,_, 
alkenylene group are unsubstituted or substituted with 
one or more identical or different substituents indepen- 
dently selected from the group consisting of halogen 
atoms, hydroxy groups, amino groups, cyano groups and 
nitro groups; 

the ring 13b  is a C3_11  cycloalkane. a C3_11  cycloalkene, a 3 
to 11-membered non-aromatic heterocycly1 group, a 
C45.14  aryl group or a 5 to 10-membered aromatic hetero- 
cycle; 

nb  is 0 or 1 : 

Rib is a hydroxy group, an amino group, a halogen atom, a 
cyano group, a C1.3  alkyl group, a C1.3  haloalkyl group, 
a C3.6  cycloalkyl group, a C1.3  alkoxy group or a C1.3  
haloalkoxy group; Lab  is represented by any of the fol- 
lowing formulae (Gib-1) to (ti1b-1 1): 

(VI'') 

mkt) 

gill\  
Ely 

(VP-2) 

is 

0 	0 
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mkt()) 

0\2, 

(V1k11) 

Raab 

F ib  is an oxygen atom or a sulfur atom, each of RI' and 
R136  is independently a hydrogen atom., a C/ _ 6  alkyl 
group or a C1_6  haloalkyl group (the C1.6  alkyl group and 

the C1.6  ha loalkyl group are unsubstituted or substituted 
with one or more identical or different substituents inde-
pendently selected from the group consisting of halogen 
atoms, cyano groups, hydroxy group, C1.6 alkoxy 
groups, C1.6  alkylthio groups. C1.6  alkylsulfonyl groups, 
C3_ 6  cycloalkyl groups, 4 to 7-membered non-aromatic 
heterocyclyl groups, phenyl groups and 5 to 6-mem-
bered aromatic heterocyclyl groups (the phenyl groups 
mid the 5 to 6-membered aromatic heterocyclyl groups 
are unsubstituted or substituted with a substituent 
selected front the group consisting of a halogen atom, a 
cyano group, a C1_3  alkyl group and a C1_3  haloalkyl 
group)); and 

R2b  is a hydrogen atom, a C1.6  alkyl group (the C1,6  alkyl 
group is unsubstituted or substituted with one or more 
identical 	or 	different 	substituents 	independently 
selected from the substituent set VI  b), a C3_11  cycloalkyl 
group, a 3 to 11-membered non-aromatic heterocyclyl 
group, a phenyl group, a naplithyl aroup or a 5 to 
10-membered aromatic heterocyclyl group (the C3_11  

cycloalkyl group, the 3 to 11-membered non-aromatic 
heterocyclyl group, the phenyl group, the naphthyl 
group and the 5 to 10-membered aromatic heterocyclyl 
group are unsubstituted or substituted with one or more 
identical 	or 	different 	substituents 	independently 
selected From the substituent set V4b), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 
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14. The compound according to claim 13, wherein: 
the ring Bb  is a C3.11  cycloalkane or a 4 to 7-membered 

non-aromatic heterocycle; 

Lab is represented by any of die following formulae (XIX 
1) to (Mb-7)1 

ocrx.o) 

.Wi) 

141\11  
Ey, 

pa10.2) 

Is 
/A 

o 	o 
(XIX6-3) 

cs

iyof 

EH' 
(XLXtc4) 

i rk /  

Ei, 

,15 
(XD -5) 

iN 
1 

ion 
-continued 

(XDO-6) 

70 \ 

/ 

7 N \ 

RI" 
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E ll' is an oxygen atom; 
Rub  is a hydrogen atom, a C1.6  alkyl group (the C1.6  alkyl 

group is unsubstituted or substituted with one or more 
identical 	or 	different 	substituents 	independently 
selected from the group consisting of cyano groups, 
hydroxy groups, C2 _3  alkoxy groups, C3_6  cycloalkyl 
groups and phenyl groups) or a Cl 	haloalkyl group; and _6  

R2b  is a hydrogen atom, a C1,6  alkyl group, a C1.6  haloalkyl 
group (the C1 _6  alkyl group and the C1.6  haloalkyl group 
are unsubstituted or substituted with one or two identical 
or different substituents independently selected from the 
group consisting of hydroxy groups, cyano groups, C1.3  
alkoxy groups, C1.3  al kylthio groups, C1 _3  alkylsulfonyl 
groups, C3.0  cycloalkyl groups, 4 to 7-membered non-
aromatic heterocyclyl groups, phenyl groups and 5 to 
6-membered aromatic heterocyclyl groups (the C3,6  

cycloalkyl groups, the 4 to 7-membered non-aromatic 
heterocyclyl groups, the phenyl groups and the 5 to 
6-membered aromatic heterocyclyl groups are unsubsti-
tuted or substituted with one or more identical or differ-
ent substituents independently selected from the group 
consisting of halogen atoms, hydroxy groups, cyano 
groups, C1,6  alkoxy groups, CL-6 haloalkoxy groups and 
C1.6  alkoxycarbonyl groups)), a C3.6  cycloalkyl group, a 
4 to 7-membered non-aromatic heterocyclyl group, a 
phenyl group or a 5 to 6-membered aromatic heterocy-
clyl group (the C3,6  cycloalkyl group, the 4 to 7-mem-
bered non-aromatic heterocyclyl group, the phenyl 
group and the 5 to 6-membered aromatic heterocyclyl 
group are unsubstituted or substituted with one or more 
identical 	or 	different 	substituents 	independently 
selected from the group consisting of halogen atoms, 
hydroxy groups, cyano groups, C1.6  alkyl groups, C1,6  
haloalkyl groups, CI _6 alkoxy groups, C,,, haloalkoxy 
groups and C1.6 alkoxycarbonyl groups), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

15. The compound according to claim 13, wherein: 
Lab  is represented by any of the following formulae ()CV-

!) to (XXb-4): 
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A 
I 

Et 
	 8 % 

0 	0  p ia 	 Ri" 

00(b-1) 	k• 	'-'1) 	(XXb-3) 	(XW-4) 

E1 6  is an oxygen atom; 
R'2  is a hydrogen atom, a C,,, alkyl group (the C1.3 alkyl 

group is unsubstituted or substituted with a substituent 

selected from the group consisting of a cyano group, a 
hydroxy group, a Ci„ alkoxy group, a C3.6  cycloalkyl 
group and a phenyl group) or C1.3  haloalkyl group); and 

R2b is a hydrogen atom, a C I ., alkyl group, a C1, haloalkyl 
group (the C1.3 alkyl group and the C1.3 haloalkyl group 
are unsubstituted or substituted with one or two identical 
or different substituent selected from the group consist- 
ing of hydroxy groups, cyano groups, C1., alkoxy 
groups, C„.6  cycloalkyl groups, 4 to 7-membered non- 
aromatic heterocyclyl groups, phenyl groups and 5 to 
6-membered aromatic heterocyclyl groups (the C3.6  
cycloalkyl groups, the 4 to 7-membered non-aromatic 
heterocyclyl groups, the phenyl groups and the 5 to 
6-membered aromatic heterocyclyl groups are unsubsti- 
tuted or substituted with a hydroxy group or a halogen 
atom)), a C3.6  cycloalkyl group, a 4 to 7-membered 
non-aromatic heterocyclyl group, a phenyl group or a S 
to 6-membered aromatic heterocyclyl group (the C3.6  
cycloalkyl group, the 4 to 7-membered non-aromatic 
heterocyclyl group, the phenyl group and the 5 to 
6-membered aromatic heterocyclyl group are unsubsti- 
tuted or substituted with one or two identical or different 
substituents independently selected from the group con- 
sisting of hydroxy groups, halogen atoms, cyan groups, 
C16 alkyl groups, C,, haloalkyl groups and C1.6  
a lkoxycarbouyl groups), 

a mummer or a pharmaceutically acceptable salt of the 
compound. 
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16. The compound according to claim 2. wherein: 

L'' is a single bond or a C1 _3  alkylene group; 

L-16  is a single bond or a C1 _3  alkylene group (the C,_3  
alkylene group is unsubstituted or substituted with a 
cyano group or a C1.3  lialoalk-y1 group); 

the ring le is a C3.11  cycloalkane, it C3.11  cycloalkane, a 3 
to I 1-membered non-aromatic heterocycle, benzene or a 
5 to 6-membered aromatic heterocycle; 

ntl is0 or I: 

Rib is a hydroxy group, an amino group, a carbamoyl 
group, a halogen atom, a cyan group, a C1_3  alkyl 
group, a C,_3  haloalkyl group, a C3.6 cycloalkyl group, a 
C1 _3  alkoxy group, a C,_;  haloalkoxy group or a C1.3  
alkylsulfonyl group;  

Ch  is represented by any of the following formulae (Vlh-1) 
to (Vlb-11): 

(viki) 

15(1\1/4  
Ell' 

(VIA-2) 

is 

o No 

tvits-3) 

A

r

my 

El'.  
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E m  is an oxygen atom, each of Ri2b  and RE' is indepen-
dently a hydrogen atom, a C1_0  alkyl group or a C1 _6  
haloalkyl group); and 

— 21, K 	is a hydrogen atom, a C1.6 alkyl group (the C1_6 alkyl 
group is unsubstituted or substituted with one or more 
identical 	or 	different 	substituents 	independently 
selected from the substituent set Vn), a C3.6  cycloalkyl 
group, a 4 to 7-membered non-aromatic heterocyclyl 
group, a phenyl group or a 5 to 6-membered aromatic 
heterocyclyl group (the C3.6  cycloalkyl group, the 4 to 
7-membered non-aromatic licterocycly1 group, the phe-
nyl group and the S to 6-membered aromatic heterocy-
clyl group are unsubstituted or substituted with one or 
more identical or different substituents independently 
selected from the substituent set VI b), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

17. The compound according to claim 16, wherein: 
Lib  is a single bond: 
L21' is a single bond;. 

the ring Bb  is a C4,7 cycloalkane or a 4 to 7 	embered 
non-aromatic heterocycle;. 

b • 
Il 	IS 0 or I: 
feb  is a C1.3  alkyl group; 
Lab  is represented by any of the ollowin formula (Vile-

!) or (VIII''-2): 

(Nimbi 

cscs(s 	id 
ci 	t) 

Oilltb-1) 	(vIritc2) 

R2 ' is a C1.6  alkyl group (the C1.6  alkyl group is unsubsti-
tuted or substituted with a cyan group or a C3.6  
cycloalkyl group) or a C1, haloalkyl group, 

a lautomer or a pharmaceutically acceptable salt of the 
compound. 
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18. The compound according to claim 2 wherein 
Rib  is a hydrogen atom, 
a tautomer or a pharmaceutically acceptable salt of the 

compound. 
19. The compound according to claim 2, wherein 
the ring 13b  is cyclohexane or piperidine, 
a tautomer or a pharmaceutically acceptable salt of the 

compound. 
20. The compound according to claim 2, wherein 
the ring Bb  is a 4 to 7-membered non-aromatic heterocycle, 
a tautomer or a pharmaceutically acceptable salt of the 

compound. 
. The compound according to claim 1, wherein.: 

Ub  is a single bond; and 
Rab  is a hydrogen atom, a 4 to 7-membered non-aromatic 

heterocyclyl group, a phenyl group, a 5 to 10-membered 
aromatic heterocyclyl group or a A to 11-membered 
partially saturated aromatic cyclic group (the 4 to 
7-membered non-aromatic heterocyclyl group, the phe-
nyl group, the 5 to 10-membered aromatic heterocyclyl 
group and the 8 to 11-membered partially saturated aro-
matic cyclic group are unsubstituted or substituted with 
one or more identical or different substituents indepen-
dently selected from the group consisting of hydroxy 
groups, amino groups, carbamoyl groups, sulfamoyl 
groups, halogen atoms, cyano groups, nitro groups. C1 _6  
alkyl groups (the C1 .5  alkyl groups are unsubstituted or 
substituted with a cyano group), C" haloalkyl groups, 
C3_11 	cycloalkyl groups, C1_6  alkoxy groups, C1 _6  

haloalkoxy groups, C,.6alkylthio groups, C1.6  ha loa lky-
lthio groups, C1_6  alkylsulfonyl groups, C1.6  haloalkyl-
sulfonyl groups, C1.6  alkoxycarbonyl groups, 4 to 
7-membered non-aromatic heterocyclyl groups, mono- 
C1.6  alkylamino groups, di-C1.6  alkylamino groups, 
phenyl groups, 5 to 6-membered aromatic heterocyclyl 
groups, mono-C1.6  alkylarninosulfonyl groups and 
di-C1 _6 alkylaminosulfonyl groups), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

22. The compound according to claim 21, wherein 
R2b  is a hydrogen atom, a phenyl group, a 5 to 10-mem-

bered aromatic heterocyclyl group or a 8 to 1 1 -mem-
bered partially saturated aromatic cyclic group (the phe-
nyl group, the 5 to 10-membered aromatic heterocyclyl 
group and the 8 to 11-membered partially saturated aro- 
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matie cyclic group are unsubstituted or substituted with 
one, two or three identical or different substituents inde- 
pendently selected from the group consisting of halogen 
atoms, cyano groups. nitro groups. C1.3 alkyl groups, 
C1.3  haloalkyl groups and C1.6  alkoxycarbonyl groups), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

23. The compound according to claim 21, wherein 
R2b  is a 4 to 7-membered non-aromatic heterocyclyl group 

(the 4 to 7-membered non-aromatic heterocyclyl group 
is unsubstituted or substituted with one or two identical 
or different substituents independently selected from the 
group consisting of hydroxy groups, halogen atoms, 
cyano groups, C1.3  alkyl groups (the C1 ,,3  alkyl gaups 
are unsubstituted or substituted with a cyano group) and 
C1 .3  haloalk-ylgxoups), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

24. The compound according to claim 1, wherein: 
Lab is represented by any of the following formulae (XDC6- 

I) to (XIXb-7): 

(XIX') 

(xix4-1) 

4555(11\  Et:, 

(XIX^•2) 

iss4S )1lt  

o \o 
(xife-3) 

7...7 07/ 

ELb 
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(XDO -4) 

r. , 

El fr 

126 

/ 

-ib 

1 4  
RD, 

iticss 

 

(xi 	6) 

IA 	, 
lir 

R'''' 

E1" is an oxygen atom; 
R ' ' is a hydrogen atom or a C1 .6  alkyl group (the C, _6  alkyl 

group is unsubstituted or substituted with one or more 

identical 	or 	different 	substituents 	independently 
selected from the group consisting of halogen atoms, 
cyano groups, hydroxy groups, C1.3 alikoxy groups, 
C3.6 cycloalkyl groups, 4 to 7-membered non-aromatic 
heterocyclyl groups, phenyl groups and 5 to 6-mem- 
bered aromatic heterocyclyl groups); and 

R24  is a hydrogen atom, a C1.6  alkyl group, a C j _6  haloa&yl 
group (the CI, alkyl group and the C1 _6  haloalkyl group 
are unsubstituted or substituted with one or two identical 
or different substituents independently selected from the 
group consisting of cyano groups, hydroxy groups, C1 _6 
alkoxy groups, C1.6 alkylthio groups, C1.6  alkylsulfonyl 
groups, C3.0  cycloalkyl groups, 4 to 7-membered non- 
aromatic heterocyclyl groups, phenyl groups and 5 to 
6-membered aromatic heterocyclyl groups (the C3_6  
cycloalkyl groups, the 4 to 7-membered non-aromatic 
heterocyclyl groups, the phenyl groups and the 5 to 
6-membered aromatic heterocyclyl groups are unsubsti- 
tuted or substituted with one, two or three identical or 
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different subsunients independently selected from the 
group consisting of the substituent set VTh, mono-C.14  
aklaininosulfonyl groups and di-C1•5  alkylaminosul- 
fonyl groups)), a C3.6 cycloalkyl group, a 4 to 7-mem- 
bered non-aromatic heterocyclyl group, a phenyl croup, 
a 5 to 6-membered aromatic heterocyclyl group or a 8 to 
11-membered partially saturated aromatic cyclic group 
(the C3_6  cycloalkyl group, the 4 to 7-membered non- 
aromatic heterocyclyl group, the phenyl group, the 5 to 
6-membered aromatic heterocyclyl group and the S to 
11-membered partially saturated aromatic cyclic group 
are unsubstituted or substituted with one, two or three 
identical 	or 	different 	substituents 	independently 
selected from the group consisting of the substituent set 
V 2b, mono-C1.6  alkylaminosulfonyl groups and di-C1.6  
alkylaminosulfonyl groups), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

25. The compound according to claim 24, wherein: 
Lab is represented by any of the following formulae 

(X00(lb-1) to (XX.X111-5): 

(xrxxih) 

(=h-t ) 

Eib 

(XXX0-2) 

is 

0 	0 
3-3)

treNyssi 
crew 

F R, 

7 \ 
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-continued 
(KKK' -5) 

sb 

7 
xl" 

E l' is an oxygen atom, and R' is a hydrogen atom, a C,_3  
alkyl group (the C1.3  alkyl group is unsubstituted or 
substituted with a substimem selected from the group 
consisting of a cyano group, a hydroxy group, a C7 _3  
allkoxy group, a C3.6 cycloalkyl group and a phenyl 
group) or C/.3  haloalkyl group; and 

Rm  is a hydrogen atom, a C1.6  alkyl group, a C1.6  haloalkyl 
group (the C 1 _6  alkyl group and the C1 _6  haloalkyl group 
are uusubstituted or substituted with one or two identical 
or diarent substituent selected from die group consist- 
ing of hydroxy groups, cyano groups, C1 _3  alkoxy 
groups. C3_6 cycloalkyl groups, 4 to 7-membered non- 
aromatic heterocyclyl groups, phenyl groups and 5 to 
6-membered aromatic heterocyclyl groups (the C34, 
cycloalkyl groups, the 4 to 7-membered non-aromatic 
heterocyclyl groups, the phenyl groups and the 5 to 
6-membered aromatic heterocyclyl groups arc unsubsti- 
tuted or substituted with a hydroxy group or a halogen 
atom)), a C3_6  cycloalkyl group, a 4 to 7-membered 
non-aromatic heterocyclyl group, a phenyl group or a 5 
to 6-membered aromatic heterocyclyl group (the C3_6 
cycloalkyl group, the 4 to 7-membered non-aromatic 
heterocyclyl group, the phenyl group and the 5 to 
6-membered aromatic heterocyclyl group are unsubsti- 
tuted or substituted with one or two identical or different 
substituents independently selected from the group con- 
sisting of hydroxy groups, halogen atoms, cyano groups, 
C1 _3  alkyl groups. C1 _3  haloalkyl groups and C1 _6  
alkoxycarbonyl groups), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

26. The compound according to claim 24, wherein: 
L' is represented by the formula (XXXII): 
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(1 

a'  

RIVi  is a hydrogen atom, a C,.3  alkyl group (the Ci.3  alkyl 
group is unsubstimted or substituted with a substituem 
selected from the group consisting of a cyano group, a 
hydroxy group, a C3.3  allkoxy group, a C3.6 cycloalkyl 
group and a phenyl group) or a C1,.3  haloalkyl group); 
and 

7-• 2b K 	is a hydrogen atom, a C1.3  alkyl group, a C1.3  haloalkyl 
group (the C1 _3  alkyl group and the C1.3  haloalkyl group 
are unsubstituted or substituted with one or two identical 
or different substituent selected from the group consist-
ing of hydroxy groups, cyano groups. C1 _3  alkoxy 
groups, C3_6  cycloalkyl groups (the C3_6 cycloalkyl 
groups are unsubstituted or substituted with a hydroxy 
groups), 4 to 7-membered non-aromatic heterocycly1 
groups, phenyl groups and 5 to 6-membered aromatic 
heterocyclyl groups), a C3,<1  cycloalkyl group or a 4 to 

7-membered non-aromatic heterocyclyl group (the C3,6 

cycloalkyl group and the 4 to 7-membered non-aromatic 
heterocyclyl group are unsubstituted or substituted with 
one or two identical or different substituents indepen-
dently selected from the group consisting of C1.3  alkyl 
groups, C1 _3  haloalkyl groups and C1_6 alkoxycarbonyl 
groups), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

27. The compound according to claim 1. wherein: 

Rib  is a hydrogen atom; 

the ring Bb  is a C3,11  cycloalkane, a 3 to 11-membered 
non-aromatic heterocycle, a C43_ 14 aromatic carbocycle 
or a 5 to 10-membered aromatic heterocycle; 

L lb  L 	is single bond or a C,.3  alkylene group; 
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Lib  is single bond or a C1.3  alkylene group; 

L2b  is a single bond, a Cho  alkylene group or a C,_,,, alk- 
enylene group (the Ci _6  alkylene group and the C2_6 
alkenylene group are unsubstituted or substituted with 
one or more identical or different substituents indepen- 
dently selected from the group consisting of halogen 
atoms, hydroxy groups, amino groups, cyano groups and 
nitro groups): 

nb  is 0 or 1: 

Rah  is a hydroxy group, an amino group, a carboxy group, 
a carbamoyl group, a tetrazolyl group, a halogen atom, a 
cyano group, a nitro group, a C1 _3  alkyl group, a C1 _3  
haloalkyl group, a C3_6  cycloalkyl group, a C1 _;  alkoxy 
group, a C1.3  haloalkoxy group or a C1.3  alkylsulfonyl 
group; 

L36  is a single bond or represented by any of the following 
formulae (XXIlb-l) to (XX11b-15): 

rxxiifit 

(xxitb-i ) 

7
11\1/4  
Elb 

(XXIlb-2) 

s\ 

0 	0 
ocxii5-31 

01 

E l!, 	5? 



532 

Ca1111-41) it t2b 

Eta 
(milks) 

ise- 
0ii% o 

-continued 
(xxilb-6) 

%7 

ssr 	N'esyss  

R iirk 

(XXit'.7) 

Tti N 
I 

RI2-4 	Raab 

7.C{11.6-8 
i %

5 
 6,
0 

" 
 

I 	I 
Rut) 	Roo 

(Mtl -9) 
Ib 

0 

Q 

N 
I 
knit 
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(XXI1&.11)  

0 

11XXV-I2) 

N

gas 

(KKIlb-13) 

S 

(XXIlb-14) 
Elf, 

I 

711 

/ea!, 

0 

RI=" 

is an oxygen atom or a sulfur atom, and each of R12b  
and R136  is independently a hydrogen atom, a C,_, alkyl 
group or a C1 .6  haloalkyl group (the C1.6  alkyl group and 
the C1 _ 6  haloalkyl group are unsubstituted or substituted 
with one or more identical or different sub stituents inde- 
pendently selected from the group consisting of halogen 
atoms, cyano groups, hydroxy groups, C1.<, alkoxy 
groups, C1,6  alk-ylthio groups, C1.6 a lkylsul fonyl groups, 
C3.6 cycloalkyl groups, 4 to 7-membered non-aromatic 
heterocyclyl groups, phenyl groups and 5 to 6-mem- 

bered aromatic heterocyclyl groups (the phenyl groups 
and 5 to 6-membered aromatic heterocyclyl groups are 
unsubstiruted or substituted with a substituent selected 
from the group consisting of a halogen atom, a cyano 
group, a C1..3  alkyl group and a C1.3  haloalkyl group)); 

when L311  is a single bond, R' is a hydrogen atom, a 
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halogen atom, a C3-11  cycloalkyl group, a 3 to 11-mem-
bered non-aromatic heterocyclyl group, a phenyl group, 
a naphthyl group, a 5 to 10-membered aromatic hetero-
cyclyl group, a 8 to 11-membered partially saturated 
aromatic cyclic group or a 8 to 11-membered aromatic 
ring-condensed alicyclic hydrocarbon group (the C3_1 j  

cycloalkyl group, the 3 to 11-membered non-aromatic 
heterocyclyl group, the phenyl group, the naphthyl 
group, the 5 to 10-membered aromatic heterocyclyl 
group, the 8 to 11-membered partially saturated aro-
matic cyclic group and the 8 to 11-membered aromatic 
ring-condensed alicyclic hydrocarbon group are unsub-
stituted or substituted with one or more identical or 
different substituents independently selected from the 
substituent set V4°  and the substituent set V"); and 

when L.' is not a single bond, I(2' is a hydrogen atom, a 
C1.6  alkyl group, a C2.6  alkenyl group (the C1.6  alkyl 
group and the C2.6  alkenyl group are unsubstituted or 
substituted with one or more identical or different sub-
stituents independently selected from the substituent set 
Vb°  and the substituent set V96), a C3_11  cycloalkyl 
group, a 3 to 11-membered non-aromatic heterocyclyl 

group,  a 06.14 aryl  group,  a 5 to 10-membered aromatic 
heterocyclyl group, a 8 to 11-membered partially satu-
rated aromatic cyclic group or a 8 to 11-membered aro-
matic ring-condensed alicyclic hydrocarbon group (the 
C3_11  cycloalkyl group, the 3 to 11-membered non-aro-
matic heterocyclyl group, the 06.14  aryl group, the 5 to 
10-membered aromatic heterocyclyl group, the 8 to 
11-membered partially saturated aromatic cyclic group 
or the 8 to 11-membered aromatic ring-condensed ali-
cyclic hydrocarbon group are unsubstituted or substi-
tuted with one or more identical or different substituents 
independently selected from the substituent set V4°  and 
the substituent set \fib), 

a tautomer or a pharmaceutically acceptable salt of the 
compound. 

28. The compound according to claim 1, wherein: 
V1  is a single bond; 
L2b  is a single bond, a C1.6  alkylene group, a C2.6 alk-

enylene group or a CI .6  haloalkylene group (the C1.6  

alkylene group, the C1_6  alkenylene group and the C1_6  

haloalkylene group are unsubstituted or substituted with 
a hydroxy group or a cyano group); 

the ring Bo  is a C3_11  cycloalkane or a 4 to 7-membered 
non-aromatic heterocycle; 
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no  is 0 or I; and 
Rif' is a hydroxy group, a C1 _3  alkyl group or a C1. alkoxy 

group, 
a tautomer or a pharmaceutically acceptable salt of the 

compound. 
29. The compound according to claim 1, wherein: 
L2b  is a single bond or a C1 .3  alkylene group; and 
the ring 13b  is cyclohexane or piperidine, 
a tautomer or a pharmaceutically acceptable salt of the 

compound. 
30. The compound according to claim 1, wherein: 
nb  is 0 or 1-, and 
R3b  is a C L.3 alkYlSroup, 
a tautomer or a pharmaceutically acceptable salt of the 

compound. 
31. The compound according to claim 1, wherein: 
Rib  is a hydrogen atom: 
I 1 '1  is a single bond; 
the ring 13/1  is a C3_1 I.  cycloalkane; 
L2b  is a CL6  alkylene group; 
L." is 	0—; and 
II' is O. 

tautomer or a pharmaceutically acceptable salt of the com- 
pound. 

32. A composition, comprising the compound according to 
claim 1 and at least one additive selected from the group 
consisting of an excipient, a lubricant, a binder, a di si ntegrant, 
a humectant, a plasticizer, a coating agent, and mixtures 
thereof. 


