
CLAIMS 

laim l] 

A composition comprising a substance represented by the Formula (I), a 

phann. eutically acceptable 

R6  

carrier, and a dissolution aid, 
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[wherein, 

Al, A2, A3, A4, A', A8, A9  an. • 10  all represent C, or any one of A2, A3, A4, A7, A$  and 

A9-represents N-(with th-dpiclviSo -thit rfif represents N, no sulistiftient group exists 	- -- - - - 	-- - 	- 

therefor) and the remainings represent C; 

A5  is selected from NR5, 0 and S; 

R' and RI°  each inde 1 endentl 	re . rese 	[1] a hydrogen atom, [2] a cyano group, [3] 

a halogen atom or [4] a 4- to 10-membered heterocyc . • ay! group which may be substituted by 

4- to 10-membered heterocycloalkyl group(s); 

R2  is selected from the group consisting of: 

(1) a hydrogen atom, 

(2) a C,.3 alkyl group, 

(3) a C2.8 alkenyl group, 

(4) a C2.3 alkynyl group, 

(5) a cyano group, 

(6) a halogen atom, 

(7) a (C,.3  alkyl), 2-amino group which may be substituted by C1.8 alkylsul .tyl 

group(s), 

m2: 0-2, and 

(8) a nitro group; 
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R3  is selected from the group consisting of: 

(1) a hydrogen atom, 

(2) a Ci_g alkyl group which may be substituted by [1] halogen atom(s), [2] hydroxy 

group( 	or [3] C14 alkoxy group(s), 

( 	a C6.30 aryl group, 

(4) a 	ano group, 

(5) a C 	kanoyl group which may be substituted by C6.10 aryl group(s), 

(6) a (Cl-: • lkyl)mh-aminocarbonyl group which may be substituted by one or 

more RBA, 

RBA: [1] a C6.40 • • 1 group, [2] a C14 alkoxy group, [3] a 5- to 14-membered 

heteroaryl group, or [4] a C6. . arylsulfonyl group, 

m3 a: 0-2, 

(7) a hydroxycarbonyl grou,  

- 	8)ati.ialkcdybrbotlgrou 	vhib ma be 	wnisdroxyroips dr— 	- 	- y  

[2] 

 

C14 alkoxy group(s), 

(9) a halogen atom, 

(10) a (C1.8  alkyprob-amino group which 	ay be substituted by C6-10 aryl group(s), 

m3b: 0-2, 

(11) a C1.8  allcylcarbonyl (C0.8  alkyl) amino grout which may be substituted by [1] C6. 

10 aryl group(s) or [2] C6.10 aryloxy group(s), 

(12) a C6,10 arylcarbonyl (C0.8 alkyl) amino group whic v 	ay be substituted by C1.8  

alkyl group(s) which may be substituted by halogen atom(s), 

(13) a (C1.8  alicyNrc-aminocarbonyl (C0.8  alkyl) amino group 	hid may be substituted 

by C640 aryl group(s), 

m3c: 0-2, 

(14) a nitro group, 

(15) a hydroxy group, 

(16) a C14 alkoxy group which may be substituted by one or more R3B, 

R30: [I] a hydroxy group, [2] a C1.8  alkoxy group, [3] a C6.10 aryl (C0.8 alkyl) 

aminocarbonyl group, [4] a (C1.8 allcyl)mAd.amino group, or [5] a halogen atom, 

m3d: 0-2, 
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(17) a 4- to 10-membered heterocycloallcyloxy group, 

(18) a 5- to 14-membered heteroaryloxy group, 

(19) a (C14  allcyl)„13,-aminocarbonyloxy group which may be substituted by C6.10 aryl 

group( 

e: 0-2, 

(20) 4- to 10-membered nitrogen-containing heterocycloalkylcarbonyl group, 

(21) a C1 	alkylsulfonyloxy group which may be substituted by halogen atom(s), 

(22) a C14  a ylthio group, 

(23) a C1.8  al 	ulfonyl group which may be substituted by C6.10  aryl group(s), 

(24) a 5- to 14-me 	bered heteroaryl group which may be substituted by Cm  alkyl 

group(s) which may be substi 	d by C1.8  alkoxy group(s), 

(25) a C1.8  alkoxycarbon 	(C0.8  alkyl) amino group which may be substituted by C/4  

alkoxy group(s), 

(26) a C6.10  aryloxycarbonyl (Co_ alkyl) amino group which may be substituted by C1.8  

alkyl group(s) which may be substituted by 	<logen atom(s), 

(27) a C6.10  aryl (C04  alkyl) aminocarb 	yl (C0.8  alkyl) amino group which may be 

substituted by one or more lec, 

R3c: [1] a C14  alkyl group which may be sub 	tuted by halogen atom(s), or [2] a C14  

alkoxy group, 

(28) a C34  cycloallcyl (C0.8  alkyl) aminocarbonylox 	'soup, and 

(29) a C8-10 aryl (C0.8 alkyl) aminocarbonyloxy group 	'ch may be substituted by 

substituent group(s) selected from the group consisting of [I] a C1.8 	kyl group and [2] a C14  

alkoxy group; 

R°  is selected from the group consisting of: 

(1) a hydrogen atom, 

(2) a C1.8  alkyl group which may be substituted by halogen atom(s), 

(3) a C2.8  alkenyl group, 

(4) a C2.8  alkynyl group, 

(5) a C3.8  cycloalkyl group, 

(6) a cyano group, 
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(7) an aminocarbonyl group, 

(8) a (C1.8  a1kyl)„,4,-aminocarbonyl group, 

m4a: 1-2, 

(9) a hydroxycarbonyl group, 

( • a C1.8  alkoxycarbonyl group, 

(11) . 	alogen atom, 

(12) a ( 	g allcyl),„4b- amino group, 

m4b: 0-2,  

(13) a hydroxy 	oup, and 

(14) a C1.8 alkoxy 	oup which may be substituted by hydroxy group(s); 

R5  is selected from the a,. u 1 consistin 	of: 

(1) a hydrogen atom, 

(2)1CI.i.alIcY1 group Whiclinth 	be substituted b3i one or inore-R5A, 

R5": [1] a hydroxycarbonyl group, • a C84 alkoxycarbonyl group, [3] a hydroxy 

group, [4] a C1.8  alkoxy group, [5] a (C1.8  alkyl) 	-amino group, [6] a C6.10 aryl group, or [7] a 

C1.8 alkylthio group, 

m5: 0-2, 

(3) a C1.8  alkenyl group, 

(4) a C24 alkynyl group, 

(5) a C34 cycloalkyl group, and 

(6) a C1.8  alkylsulfonyl group; 

R6  and R6*  are each tilde • endentl 	selected from the • rou 1 co 	isti 	of: 

(1) a C1. alkyl group which may be substituted by halogen atom(s), 

(2) a C24 alkenyl group, and 

(3) a C24 alkynyl group; or 

R6  and 12.6' are taken together with the carbon atoms to which they are bound to 	irm: 

(4) a C34 cycloalkyl group, or 

(5) a 4- to 10-membered heterocycloallcyl group which may be substituted by C84 al 

C6.80 aryl sulfonyl group(s) which may be substituted by C14 alkyl group(s); 

182 



R7  is selected from the group consisting of: 

(1) a hydrogen atom, 

2) a halogen atom, 

( 	a Ci-s alkoxy group which may be substituted by one or more leA, 

leA: 	1] a (C84  alkyl).7a-amino group, [2] a hydroxy, [3] a 4- to 10-memberd 

heterocycloalky t roup which may be substituted by C1.8 alkyl group(s), 

m7a: 0-2, 

(4) a Ci.g alkyls 	fonyl group, 

(5) a nitro group, a 

(6) a hydroxyl group; 

R8  is selected from the • ro 	• consistin • of: 

(1) a hydrogen atom, 

(2) a C1.8  alkyl group which may b 	ubstituted by one or more RSA, 

..-.13A X 	: [1] a 4- to 10-membered heterocy• oalkyl group which may be substituted by one 

or more Ram, [2] a (C1.8  alkyl)„,8,- amino group wh h may be substituted by a halogen atom, or 

[3] a hydroxy group, 

m8a:0-2, 

R8A1: [1] a C1.8 alkyl group, [2] a C14 alkylsulfonyl .. -oup, [3] a (C1.8  alkyl)mgb- 

aminosulfonyl group, [4] an oxo group, [5] a C1.8  alkoxycarbony 	or [6] a C 8.8  alkoxycarbonyl 

(C0.8  alkyl) aminosulfonyl, 

m8b: 0-2, 

(3) a C1.8 alkenyl group, 

(4) a 4- to 10-membered heterocycloallcyl group which may be subst 	ted by one or 

more R85, 

Rsa:  

<1> a C8.8  alkyl group which may be substituted by one or more R8BI , 

<2> a C/.8 alkeynyl group, 

<3> a C2.8 alkynyl group, 

<4> a C3.8 cycloalkyl group which may be substituted by [1] cyano group(s) or [2] C1 .8  alkyl 

183 



group(s), 

> a 4- to 10-membered heterocycloalkyl group which may be substituted by one or more R822, 

<6> 	CI13  alkoxy group which may be substituted by substituent group(s) selected from the 

group c 	sisting of [1] a C14 alkoxy group and [2] a C34 cycloalkyl group, 

<7> a C1 	koxycarbonyl group, 

<8> a C14 al 	sulfonyl group, 

<9> a 5- to 14-m- nbered heteroarylsulfonyl group, 

<10> an oxo group, 

<11> a cyano group, 

<12> a C1.3  alkanoyl group 	hich may be substituted by one or more R8133, 

<13> a C34 cycloalkylcarbony •soup, 

<14> a (C1.3  allcyl)me-aminosulfoi 	I group, 

<15> a C1.8 alkylsulfonyl (C0.3  alkyl) 	mo group, 

<16>Th (Cf:3-allcyl);030.-aniino-group-  whic 	ay be'substitniddby ohe of more R884  . 

<17> a hydroxy group, 

<18> a (Chs  allcyl)„,seaminocarbonyl group, or 

<19> a C1.3  alkoxycarbonyl (C0.8  alkyl) amino grou 

m8c: 0-2 

m8d: 0-2 

m8e: 0-2 

Raw: [1] a C3.3 cycloalkyl group, [2] a hydroxy group, • 	[3] a C1.3  alkoxy group(s) , 
R8B2: [1] a halogen atom, [2] a C1.3  alkyl group, [3J an oxo .. oup, [4] a hydroxy group, 

or [5] a deuterium atom, 

12.8133: a (C1.3  alkyl)„,sramino group, 

m8f: 0-2, 

Rsm: [1] a C34 cycloalkyl group, or [2] a hydroxy group, 

(5) a 5- to 14-membered heteroaryl group which may be substituted by a C1.. alkyl 

group, 

(6) a (C1.8  allcyl)„,scaminocarbonyl group which may be substituted by one or mor 	8  

in8g: 0-2, 

Rec:[1]  a hydroxy group, [2] a (C1.3  allcyl),,,sramino group which may be substituted by 
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substituent group(s) selected from the group consisting of <I> a (C1.8  allcyl).8i-aminosulfonyl 

oup, <2> a C1.8  alkylsulfony1 group, <3> a C14 alkoxycarbonyl group and <4> a C1.5 

alko 	carbonyl(C0.s alkyl) aminosulfonyl group, [3] a C/4 alkylsulfonyl group, or [4] a Ci _8  

alkoxy 	oup which may be substituted by a hydroxy group, 

8h: 0-2, 

m: 	0-2, 

(7) a 4- 	10-membered heterocycloalkyl (C0.8  alkyl) aminocarbonyl group which may 

be substituted by ox 	roup(s), 

(8) a 4- to 10- 	bered nitrogen-containing heterocycloalkylcarbonyl group which 

may be substituted by one o. more R8D, 

-•-• SD:  .K. 	[1] a C1.8 alkyl g 'up which may be substituted by one or more R8E1, [2] a 

hydroxy group, [3] a CI4 allcylsul 	yl group, or [4] a C1 . alkoxycarbonyl group, 

Ram: [1] a hydroxy group, o 	2] a Ci _8  alkoxy group, 

(9) a hydroxycarbonyl group, 

(10) a Co-8 alkoxy (C0.8 alkyl) amin. a bonyl group which may be substituted by 

hydroxy group(s), 

(11) a halogen atom, 

(12) a (C1.8  allcyl)mcamino group which may ,e substituted by one or more R8H, 

m8j: 0-2, 

R8H: [1] a hydroxy group, or [2] a 4- to 10-memb 	d heterocycloalkyl group, 

(13) a hydroxyl group, 

(14) a C1.8  alkoxy group which may be substituted by one . more R8E, 

RsE:  

<I> a hydroxy group, 

<2> halogen atom, 

<3> a hydroxycarbonyl group, 

<4> a C1.5  alkoxycarbonyl group, 

<5> a 4- to 10-membered nitrogen-containing heterocycloalkylcarbonyl group which m 	be 

substituted by one or more RYE', 

<6> a (C1 .8  allcyl),8881-amino group which may be substituted by one or more R8E2, 

ni8k1: 0-2, 
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<7> a 4- to 10-membered heterocycloalkyl group which may be substituted by one or more 128E3, 

> a 5- to 14-membered heteroaryl group, 

<9> 	(C1.8 allcYDrakraminocarbonyl group which may be substituted by one or more lisE6, 

m8k2: 0-2, 

<10> a C1 	.1koxy group which may be substituted by one or more RR", 

<11> a C14 al 	lthio group, 

<12> a C1.8 alkyl 	Ifinyl group, 

<13> a Ci.8 alkylsul , ly1 group, 

R"I: 

<I> a C1.8 alkoxycarbonyl 	, 

<2> a C1.8 alkanoyl group, 

<3> a ChEi alkylsulfonyl group, 

<4> a (C14  allcyl)„,nraminosulfonyl r. . u 
..or. 

ni8k3.: 0.-2 

<5> <5> a 4- to 10-membered heterocycloalkyl 4 .up,  

R8E2:  

<1> a hydroxy group, 

<2> a C14 alkoxycarbonyl group which may be substi 	ed by halogen atom(s), 

<3> a C34 cycloallcyl group which may be substituted by k .s  alkyl group(s) which may be 

substituted by hydroxy group(s), 

<4> a C1.8 alkanoyl group which may be substituted by substitue 	group(s) selected from the 

group consisting of [1] a (C1.8 allgrOmska-amino  group and [2] a halo 	n atom(s), 

m8k4: 0-2, 

<5> a (C1.8  alkyl)msk5-aminocarbonyl group, 

m8k5: 0-2, 

<6> a C1.8 alkylsulfonyl group, 

<7> a 4- to 10-membered nitrogen-containing heterocycloalkylsulfonyl group which 	ay be 

substituted by C14 alkyl group(s), 

<8> a (C14  allcyl)mns-arninosulfonyl group which may be substituted by Chs  alkoxycarbon 

group(s), 

m8k6: 0-2, or 
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R3E3: 

> a Ci4 alkyl group which may be substituted by substituent group(s) selected from the 

con 	mg of [1] a hydroxy group and [2] a C1.8  alkylcarbonyloxy group, 

group 

<2> a 	alkylcarbonyloxy group, 

<3> a hydr. y group, 

<4> a C34 cyc •alkyl group, 

<5> a Ci-s  alkoxy roup, 

<6> a Cl_s alkoxycarbonyl group, 

<7> a C1.8  alkylsulfonyl 	oup, 

<8> a (C1.8  allcyl)„,8k8-amino .rbonyl group 

m8k8: 0-2, 

<9> a C1. alkanoyl group which n • 	be substituted by hydroxy group(s), 

<10> an oxo group, or 

-<11 -a 4- tO '10-Membered heterocycloal 	'group whkhMaSibe subStituted by substituent 

group(s) selected from the group consisting I' [1] a C14 alkanoyl group, [2] a C14 

alkoxycarbonyl group and [3J a C/4 allcylsulfon 	group, 

Race:  

<1> a C2.3 alkenylcarbonyloxy group, 

<2> a hydroxy group, 

<3> a cyano group, 

<4> a (C1.8  allcynmskramino group which may be substituted by 	droxy group(s) 

m8k9: 0-2, 

<5> a C1.8 alkoxy group which may be substituted by hydroxy group(s), 

<6> a C1.8 alkylcarbonyloxy group, 

<7> a 4- to 10-membered heterocycloalkyl group which may be substituted b 	.8 alkyl 

group(s), or 

<8> a 5- to 14-membered heteroaryl group, 

R8E7: 

<1> a hydroxy group, or 

<2> a C14 alkoxy group which may be substituted by hydroxy group(s), 

(15) a 4- to 10-membered heterocycloalkyloxy group which may be substituted by one 
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or more R99, 

R99: 

<1> • C14 alkyl group which may be substituted by one or more REFI, 

<2> a • gcycloalkylgroup, 

<3> a CI 	kanoyl group which may be substituted by halogen atom(s), 

<4> a C1.8  al • carbonyloxy group, 

<5> a C14  alkox 	rbonyl group, 

<6> a 4- to 10-mem 	red heterocycloalkyl group which may be substituted by one or more REF', 

<7> a C1.8 alkyl sulfony Croup, 

<8> a hydroxy group, or 

<9> a C8.10  aryl group, 

Rgn: [1]a hydroxy group, 2] a C14 alkoxy group, or [3] a halogen atom, 

le n: [1] a 4- to 10-membere heterocycloalkyl group, [2] a C14 alkoxycarbonyl group, 

or [3] a-C1.8-allcylsulfonyl 'group, 

(16) a 5- to 14-membered heteroa 	•xy group, 

(17) a 4- to 10-membered heterocyclo. 	carbonyloxy group, 

(18) a (C1.8  a1ky1)„,8n-aminosulfonyloxy g %up, 

m811: 0-2, 

(19) a C14 alkyl thio group which may be substi 	ed by [1] (C1.8  alkyl) msp-amino 

group(s), [2] hydroxy group(s) or [3] hydroxycarbonyl group 

m812: 0-2, 

(20) a C1.8 alkylsulfonyl group which may be substituted b 	one or more 129G, 

R.96: [1] a hydroxycarbonyl group, [2] a hydroxy group, or [3 	(C1.8  alkyl),„813-amino 

group, 

m813: 0-2, 

(21) a 4- to 10-membered nitrogen-containing heterocycloalkylsulfonyl• y group 

which may be substituted by C1.8 alkyl group(s), 

(22) a C2.8 alkenyloxy group, and 

(23) a C1.3 alkylsulfonyloxy group which may be substituted by halogen atom(s); 

R9  is selected from the group consisting of: 
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(1) a hydrogen atom, 

(2) a C1-8 alkyl group which may be substituted by one or more R9A, 

R9A: [1] a C3.8 cycloalkyl group, [2] a 4- to 10-membered heterocycloalkyl group 

which t i y be substituted by one or more ReM, [3] a hydroxy group, [4] a C1.8 alkoxy group, or 

[5] a hydro 	carbonyl group, 

	

Rsal 	
. 

	

: 	] a CI4 alky] group, [2] a C3.8  cycloalkyl group, or [3] a 4- to 10-membered 

heterocycloalkyl • oup, 

(3) a C,.8  al -nyl group which may be substituted by one or more R9D, 

R98: [1] a (C3 _8  • Icyl),„9,-amino group, [2] a 4- to 10-membered heterocycloalkyl group 

which may be substituted b 	one or more R9DI, 

R981: [1] a C3.8 cycloa * 1 group, or [2] a 4- to 10-membered heterocycloalkyl group, 

m9a: 0-2, 

(4) a C24 alkynyl group whi 	may be substituted by one or more R9c, 

12.9c: [1] a C3.3 alkoxy group, [2] 	.(C1.8-illcS,1),,ob-amino group Which rhailie 

substituted by C8_10 aryl group(s), [3] a 4- to 	$ -membered heterocycloalkyl group which may 

be substituted by one or more R9c1, [4] a C3.8 cy• oalkyl group, [5] a hydroxy group, [6] a 

hydroxycarbonyl group, or [7] a C,.g allcyloxycarb 	group, 

m9b: 0-2, 

RKI: [1] a C3.8 cycloalkyl group, [2] a 4- to 10- 	bered heterocycloalkyl group, or 

[3] an oxo group, 

(5) a C3.8 cycloalkyl group, 

(6) a 4- to 10-membered heterocycloalkyl group which ma be substituted by one or 

more R9D, 

R9D: [1] a Cl.s alkyl group which may be substituted by 4- to 10-t 	mbered 

heterocycloalkyl group(s), [2] a C8.8 cycloalkyl group, [3] a 4- to 10-membere. heterocycloalkyl 

group, or [4] a C,.6 alkylsulfonyl group, or [5] a C1.8  alkoxycarbonyl group, 

(7) a C6.30  aryl group which may be substituted by one or more R9E, 

R9E: [I] a halogen atom, [2] a hydroxy group, [3] a hydroxycarbonyl group, or 	a C1. 

8 alkyl group which may be substituted by hydroxy group(s), or [5] a C1.8 alkoxy group, 

(8) a 5- to 14-membered beteroaryl group which may be substituted by C1.8  alkyl 

group(s), 
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(9) a cyano group, 

(10) a C1.8  alkanoyl group, 

(11) a 4- to 10-membered nitrogen-containing heterocycloalkylcarbonyl group which 

may 	substituted by C14 alkyl group(s), 

12) a halogen atom, 

(1 	a (C1 _8  allcyl)rac  amino group which may be substituted by one or more R9F, 

m9. 0-2, 

(14) a Ci. allcylcarbonyl(C0.8  alkyl)amino group which may be substituted by (C1 _8  

allcyl).90- amino grou 	s),  

m9d: 0-2, 

(15) a Cis alkylsu 	• yl(C0.8  alkyl)amino group, 

(16) a (C1 .8  allcyl)mw 	. inosulfonyl(C0.g  alkyl)amino group, 

m9e: 0-2, 

(17) a nitro group, 

(18) a hydroxy group, 

(19) a C14 alkoxy group which ma 	.e substituted by one or more R9G, 

R9G: [1] a hydroxy group, [2] a hydro 	carbonyl group, [3] a C6-10 aryl group which 

may be substituted by C18  alkoxy group(s), [4] a (.. -8  alkyl)mggj-amino group, [5] a C14 alkoxy 

group which may be substituted by one or more R90 	•] a 5- to 14-membered heteroaryl group, 

or [7] a 4- to 10-membered heterocycloalkyloxy group w 	ch may be substituted by C14 alkyl 

group(s), 

m9g1: 0-2, 

R961: [1] a C14  alkoxy group, or [2] a hydroxycarbonyl gr. p, 

(20) a 4- to 10-membered heterocycloalkyloxy group which t..y be substituted by [1] 

4- to 10-membered heterocycloalkyl group(s), or [2] C14 alkoxycarbonyl 	oup(s), 

(21) a C14/ alkylsulfonyloxy group which may be substituted by hal. -en atom(s), 

(22) a C34  alkylthio group which may be substituted by (C1.8  alkyl)m9r 	ino group(s), 

m9f: 0-2, 

(23) a C1.8  alkylsulfonyl group which may be substituted by (C1.8  allcyl)nora 	o 

group(s), 

m9g: 0-2, 
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(24) a (C1.8  allcyl).91,-aminosulfonyl group, 

m9h: 0-2, 

(25) a 4- to 10-membered nitrogen-containing heterocycloalkylsulfonyl group which 

may be 	bstituted by C1_5 alkyl group(s), and 

( 	a hydroxycarbonyl group]. 

[Claim 2] 

The co 'position according to Claim 1, wherein said dissolution aid is a 

surfactant. 

[Claim 3] 

The composition ccording to Claim 2, wherein said surfactant is a non-ionic or 

an anionic surfactant. 

[Claim 4] 

The composition accordin 	to Claim 2 or 3, wherein said surfactant is selected 

from a group consisting of monoal 	sulfate; polyoxyl 40 -stearate, sorbitan trioleate, 

polyoxyethylene (105) polyoxypropyle 	(5) glycol, polyoxyethylene hydrogenated 

castor oil 60, polyoxyl 35 castor oil, lau ,macrogol, dioctyl sodium sulfosuccinate, 

sodium lauroylsarcosine, sodium dodecylbenz- e sulfonate, and a mixture thereof 

[Claim 5] 

The composition according to any one . 	Claims 2 to 4, wherein said 

composition further comprises an organic polymer. 

[Claim 6] 

The composition according to Claim 5, wherein 	.id organic polymer is 

selected from a group consisting of a synthetic resin, a water sol 	'le polymer, a gastric- 

soluble polymer, an enteric-soluble polymer, and a mixture thereof. 

[Claim 7] 

The composition according to Claim 5, wherein said organic . plymer is a 

synthetic resin. 

[Claim 8] 

The composition according to any one of Claims 2 to 7, wherein 	id 

composition further comprises one or more additives which are selected from th• 

following additive group A: 
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additive A: citric acid, fumaric acid, DL-malic acid, adipic acid, succinic acid, tartaric 

. id, lactic acid, maleic acid, sulfuric acid, phosphoric acid, sodium dehydroacetate, 

so. 	m stearyl fumarate, stearic L-ascorbate ester, L-aspartic acid, skimmed milk 

powde 	aluminum lactate, ascorbic acid pahnitate, aluminum sulfate, monobasic 

calcium p ssphate, or acetyl tryptophan. 

[Claim 9] 

The cot ,  . osition according to any one of Claims 1 to 8, wherein said water 

solubility of the su l Lance is less than 100 pg/mL at 25°C. 

[Claim 10] 

The composition <ccording to any one of Claims 1 to 8, wherein Al  to A4, A6, 

and A7  are a carbon atom, 	is NH, R3  is cyano, R6  and R61  are both methyl for the 

substance. 

[Claim 11] 

The composition-aceording t• .ny One of Claims I to 8, v✓]ieieiii said substance --  

is selected from 

9-(4-isopropyl-piperazin-l-y1)-6,6-dhnethy 	1-oxo-6,11-dihydro-5H- 

benzo[b]carbazole-3-carbonitrile; 

6,6-dimethy1-8-(4-oxetan-3-yl-piperazin-l-y1)-11- 	o-9-prop-1-yny1-6,11-dihydro-5H-

benzo[b]carbazole-3-carbonitrile; 

9-cyclopropylethyny1-6,6-dimethy1-8-(4-oxetan-3-yl-p . ' azin-l-y1)-11-oxo-6,11-

dihydro-5H-benzo[b]carbazole-3-carbonitrile; 

6,6-dirnethy1-8-(1-oxetan-3-yl-piperidin-4-y1)-11-oxo-6,11-dih dro-5H- 

benzo [b] carbazole-3 -carbonitri 1 e; 

9-bromo-6,6-dimethy1-8-(4-oxetan-3-yl-piperazin-l-y1)-11-oxo-6,11 • ihydro-SH-

benzo [b]carbazole-3-carbonitrile; 

9-bromo-8-(4-cyclopropyl-piperazin-l-y1)-6,6-dimethyl-11-oxo-6,11-dihy. •-SH-

benzo[b]carbazole-3-carbonitrile; 

9-chloro-6,6-dimethy1-8-(4-morpholin-4-yl-piperidin- 1-y1)-11-oxo-6,11-dihydro-

benzo[b]carbazole-3-carbonitrile; 

8-(4-cyclobutyl-piperazin-1-y1)-6,6-dimethy1-11-oxo-9-prop-1-ynyl-6,11-dihydro-5H-

benzo[b]carbazole-3-carbonitrile; 
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6,6,9-trimethy1-8-(4-morpholin-4-yl-piperidin-1-y1)-11-oxo-6,11 -dihydro-5H- 

• - zo[b]carbazole-3 -carbonitri le; 

9-et 	1-6,6-d imethy1-8-(4-oxetan-3 -yl-piperazin-1-y1)-11-oxo-6,11-dihydro-5H- 

benzo . carbazole-3 -carbonitrile; 

9-ethy1-6, • dunethy1-8-(4-morpholin-4-yl-piperid in-1 -y1)-11-oxo -6,11-dihydro-5H-

benzo [b]carb • ml e-3- carbonitri le; 

9-ethyny1-6,6-d 	ethy1-8-(4-oxetan-3-yl-piperazin-1-y1)-11-oxo-6,11-dihydro-5H-

benzo[b]carbazole- -carbonitrile; 

8-(4-cyclobutyl-pipe 	• -1-y1)-9-ethy1-6,6-dimethy1-11-oxo-6,11-dihydro-5H- 

benzo[b]carbazole-3 -carb 	utile; 

9-ethyny1-6,6-dimethy1-11-o o-8-(4-pyrrolidin-1-yl-piperidin-1-y1)-6,11-dihydro-5H-

benzo [b]carbazole-3-carbonitri 

6,6-dimethyl- 11 -oxo-8-(4-pyrroli • , 1-yl-piperidi n-1-y1)- 6,11 -dihydro-5H- 

benzo[b]carba2ble-3:carb biiitnle; 

8-(4-cyclobutyl-piperazin- 1 -y1)-9-ethyn 	6 6-dimethy1-11-oxo-6,11-dihydro-5H-

benzo [b]carbazole-3-carbonitrile; 

8-(4-cyclobutyl-piperazin- 1 -y1)- 6,6-dimethyl- 	-oxo-9-propy1-6,11 -dihydro -5H- 

b enzo [b]carbazole-3 -carb onitri le; 

8-(I -isopropyl-piperidin-4-yl)-6,6-dimethyl-11-oxo-: 	1-dihydro-5H- 

benzo [b]carbazole-3-carbonitrile; 

8-(4-isopropyl-piperazin-1-y1)-6,6-dimethyl-11 -oxo-6,11-di 	dro-5H- 

benzo[b]carbazole-3 -carb onitri le; 

8-(4-cyclobuty1-piperazin-1 -y1)-9 -cyclopropy1-6,6-dimethy1-11 -o , • -6,11-dihydro-5H-

benzo [b]carbazo le-3 -carbonitri le; 

8-(2-tert-butylamino-ethoxy)-6,6-dimethy1-11-oxo-6,11-dihydro-5H-be • o [b]carbazole- 

3 -carbonitrile; 

9-ethyny1-8-(4-methanesulfonyl-piperazi n-1 -y1)-6,6-dimethy1-11-oxo -6; 11-ch 	dro-5H-

benzo[b]carbazole-3-carbonitri le; 

9-bromo-8-(4-cyclobutyl-piperazin-1-y1)-6,6-dimethy1-11-oxo-6,11-dihydro-5H- 

benzo[b]carbazole-3-carbonitrile; 

6,6-dimethy1-8-(4-oxetan-3-yl-piperazin-1-y1)-11-oxo-9-propy1-6,11-dihydro-5H- 
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benzo[b]carbazole-3-carbonitrile; and 

• ethyny1-6,6-dimethyl-S-morpholin-4 	11 	6,11-dihydro-5H-benzo[b]carbazole- yl 	oxo 

3-c. bonitrile. 

[Claim 2] 

An orally <drninistrable fonnulation comprising the composition described in any one 

of Claims 1 t• 11. 
.. 	.._ 	. 	. 	. 	. 	. 	..... 

[Cairn 13] The • .mposition according to claims 1-12, wherein the dissolution aid which is 

selected from the . lowing group. 

Group: 

citric acid, hydroxyprop 	cellulose, hydroxypropylmethyl cellulose, sodium stearylfumarate, 

methacrylic acid copolyme 	D, methyl cellulose, sodium lauryl sulfate, purified shellac, sodium 

dehydroacetate, fumatic acid, :I L-malic acid, stearic L-ascorbate ester, L-aspartic acid, adipic 

acid, amino alkylmethacrylate co. ilymer E, propylene glycol alginate ester, casein, sodium 

caseinate, a carboxyvinyl polymer, 	boxymethylethyl cellulose, powdered agar, guar gum, 

succinic acid, copolyvidone, cellulose . e ate phthalate, tartaric acid, dioctyl sodium 

sulfosuccinate, zein, skimmed milk powd. 	sorbitantrioleate, lactic acid, aluminum lactate, 

ascorbic acid palmitate, hydroxyethylmethy 	ellulose, hydroxypropylmethyl cellulose acetate 

succinate, polyoxyethylene (105) polyoxyprop 	-ne (5) glycol, polyoxyethylene hydrogenated 

castor oil 60, polyoxyl 35 castor oil, sodium polys 	rene sulfonate, 

polyvinylacetaldiethylaminoacetate, polyvinyl alcoh. 	maleic acid, methacrylic acid copolymer 

S, sulfuric acid, aluminum sulfate, phosphoric acid, mo •basic calcium phosphate, sodium 

dodecylbenzenesulfonate, a vinyl pyrrolidone.vinyl acetate opolymer, sodium lauroylsarcosine, 

acetyl tryptophan, sodium methyl sulfate, sodium ethyl sulfate sodium butyl sulfate, sodium 

octyl sulfate; sodium decyl sulfate, sodium tetradecyl sulfate, so 	um hexadecyl sulfate, and 

sodium octadecyl sulfate. 

[Claim 14] The composition according to claims 1-12, wherein the disco 	tion aid which is 

selected from the following group. 

Group: 

citric acid, hydroxypropyl cellulose, hydroxypropylmethyl cellulose, methacrylic 	id copolymer 

LD, methyl cellulose, sodium lauryl sulfate, purified shellac, sodium dehydroacetate, 	inane 

acid, DL-malic acid, stearic L-ascorbate ester, L-aspartic acid, adipic acid, propylene g 	of 

alginate ester, casein, sodium caseinate, carboxymethylethyl cellulose, succinic acid, 

copolyvidone, dioctyl sodium sulfosuccinate, lactic acid, aluminum lactate, ascorbic acid 
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palmitate, hydroxyethylmethyl cellulose, hydroxypropylmethyl cellulose acetate succinate, 

a olyoxyethylene hydrogenated castor oil 60, polyoxyl 35 castor oil, sodium polystyrene 

s 	fonate, polyvinylacetaldiethylaminoacetate, polyvinyl alcohol, methacrylic acid copolymer S, 

sul -1 •c acid, aluminum sulfate, sodium dodecylbenzenesulfonate, a vinyl pyrrolidone• vinyl 

acetate opolymer, acetyl tryptophan, sodium decyl sulfate, sodium tetradecyl sulfate, and 

sodium o 	.decyl sulfate. 

[Claim 15] The omposition according to claims 1-12, wherein the dissolution aid which is 

selected from the 	lowing group. 

Group: 

citric acid, hydroxyprop 	cellulose, hydroxypropylmethyl cellulose, methacrylic acid 

copolymer LD, methyl eel 	ose, sodium lauryl sulfate, purified shellac, sodium dehydroacetate, 

fumaric acid, DL-malic acid, .-aspartic acid, adipic acid, propylene glycol alginate ester, 

sodium caseinate, carboxymethy -thyl cellulose, succinic acid, copolyvidone, dioctyl sodium 

sulfosuccinate, lactic acid, aluminui 	lactate, hydroxyethylmethyl cellulose, 

hydroxypropylmethyl cellulose acetat -  uccinate, sodium polystyrene sulfonate, 

polyvinylacetaldiethylaminoacetate, met 	crylic acid copolymer S, sulfuric acid, aluminum 

sulfate, a vinyl pyrrolidone• vinyl acetate copolymer, and sodium decyl sulfate. 
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CLAIMS 

[Claim 1] 

A composition comprising a substance represented by the Formula (I), a 

pharmaceutically acceptable carrier, and a dissolution aid, 

R6 	R6' 	RI  7  

R4 AA4K 
R8 

A4  

if 	\ 
R3--A\3  

I 
-- A„_ 

A16.- 	-'''IR6 	(I)  

\A2-ctAl  
\ R 10 

R2i 
	

RI 

[wherein, 

Al, A2, A3, A4, A9, A8, A9  and Al°  all represent C, or any one of A2, A3, A4, A9, A8  and 

A9-represents Ic(with the pro-viSo Thai, whin it represents N; niistibstitifent group exists 	- - - 	— 

therefor) and the remainings represent C; 

A5  is selected from NR5, 0 and S; 

R' and Rth  each independently represent [1] a hydrogen atom, [2] a cyano group, [3] 

a halogen atom or [4] a 4- to 10-membered heterocycloallcyl group which may be substituted by 

4- to 10-membered heterocycloalkyl group(s); 

R2  is selected from the group consisting of: 

(1) a hydrogen atom, 

(2) a C1.8 alkyl group, 

(3) a C2.8 alkenyl group, 

(4) a C2.8 alkynyl group, 

(5) a cyano group, 

(6) a halogen atom, 

(7) a (C1.3 alkyl),,2-amino group which may be substituted by C1.8  alkylsulfonyl 

group(s), 

m2: 0-2, and 

(8) a nitro group; 
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R3  is selected from the group consisting of: 

(I) a hydrogen atom, 

(2) a C,.8  alkyl group which may be substituted by [1] halogen atom(s), [2] hydroxy 

group(s) or [3] C,.8  aikoxy group(s), 

(3) a Csw aryl group, 

(4) a cyano group, 

(5) a C,.8  alkanoyl group which may be substituted by C0_10 aryl group(s), 

(6) a (C1-8 alkyl)„,3a-arninocarbonyl group which may be substituted by one or 

more R3A, 

R3A: [1] a C5_10  aryl group, [2] a C14  alkoxy group, [3] a 5- to 14-membered 

heteroaryl group, or [4] a C6-10 arylsulfonyl group, 

m3a: 0-2, 

(7) a hydroxycarbonyl group, 

(8) a C,.8  alkoxycarbonyl group which may be substituted by [1] hydroxy group(s) or -- - - - 	— 

[2] Ci.8  alkoxy group(s), 

(9) a halogen atom, 

(10) a (C,.8  alkyl),031,-amino group which may be substituted by C6-7 0 aryl group(s), 

m3b: 0-2, 

(11) a C,.8  alkylcarbonyl (C0.8  alkyl) amino group which may be substituted by [1] C6. 

,o aryl group(s) or [2] C6.10 aryloxy group(s), 

(12) a C6.10  mylcarbonyl (C0.8  alkyl) amino group which may be substituted by Cl.s  

alkyl group(s) which may be substituted by halogen atom(s), 

(13) a (C1.8  allcyl)nocaminocarbonyl (C0.8  alkyl) amino group which may be substituted 

by C6.10  aryl group(s), 

m3c: 0-2, 

(14) a nitro group, 

(15) a hydroxy group, 

(16) a C1.8 alkoxy group which may be substituted by one or more R3B, 

R3/3: [1] a hydroxy group, [2] a C,.8  alkoxy group, [3] a C6.,0  aryl (C0.8  alkyl) 

aminocarbonyl group, [4] a (C14  allcyl),„3,1,amino group, or [5] a halogen atom, 

m3 d: 0-2, 
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(17) a 4- to 10-membered heterocycloallcyloxy group, 

(18) a 5- to 14-membered heteroaryloxy group, 

(19) a (C14  allcyl)ocaminocarbonyloxy group which may be substituted by C6.10 aryl 

group(s) 

m3e: 0-2, 

(20) a 4- to 10-membered nitrogen-containing heterocycloalkylcarbonyl group, 

(21) a Cis  alkylsulfonyloxy group which may be substituted by halogen atom(s), 

(22) a C14 alkylthio group, 

(23) a C1.8 alkylsulfonyl group which may be substituted by C5.10 aryl group(s), 

(24) a 5- to 14-membered heteroaryl group which may be substituted by Ci4 alkyl 

group(s) which may be substituted by C1.8 alkoxy group(s), 

(25) a Cl_s alkoxycarbonyl (C0.8  alkyl) amino group which may be substituted by C/4 

alkoxy group(s), 

(26) a C6.10 aryloxycarbonyl (C0.8  alkyl) amino group which may be substituted by C1.8 

alkyl group(s) which may be substituted by halogen atom(s), 

(27) a C6.10  aryl (C04  alkyl) aminocarbonyl (C0.8  alkyl) amino group which may be 

substituted by one or more 1Vc, 

R3c: [1] a C1.8 alkyl group which may be substituted by halogen atom(s), or [2] a C14 

alkoxy group, 

(28) a C34 cycloalkyl (C0.8  alkyl) aminocarbonyloxy group, and 

(29) a C.5.10 aryl (C04  alkyl) aminocarbonyloxy group which may be substituted by 

substituent group(s) selected from the group consisting of [1] a C1.8 alkyl group and [2] a C1.8  

alkoxy group; 

R4  is selected from the group consisting of: 

(1) a hydrogen atom, 

(2) a C1.3  alkyl group which may be substituted by halogen atom(s), 

(3) a C34 alkenyl group, 

(4) a C34 alkynyl group, 

(5) a C34 cycloallcyl group, 

(6) a cyano group, 
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(7) an aminocarbonyl group, 

(8) a (Cis  alkyl)„,4,-aminocarbonyl group, 

m4a: 1-2, 

(9) a hydroxycarbonyl group, 

(10) a Cbs  alkoxycarbonyl group, 

(11) a halogen atom, 

(12) a (Cis  allcyl),„4b- amino group, 

m4b: 0-2, 

(13) a hydroxy group, and 

(14) a C1.3 alkoxy group which may be substituted by hydroxy group(s); 

R6  is selected from the group consisting of: 

(1) a hydrogen atom, 

(2) 1 CbS alkyl group which may lie siihstituted by one or more-Rm, 

RSA: [1] a hydroxycarbonyl group, [2] a C1.3 alkoxycarbonyl group, [3] a hydroxy 

group, [4] a C1.8 alkoxy group, [5] a (Cis alkyl)„,s-amino group, [6] a C6.10 aryl group, or [7] a 

C14 alkylthio group, 

m5: 0-2, 

(3) a c2.8 alkenyl group, 

(4) a C2.8 alkynyl group, 

(5) a C3.8 cycloalkyl group, and 

(6) a Cis  alkylsulfonyl group; 

R6  and Re  are each independently selected from the group consisting of: 

(1) a Cis alkyl group which may be substituted by halogen atom(s), 

(2) a Cgs  alkenyl group, and 

(3) a C2.3 alkynyl group; or 

R6  and R6' are taken together with the carbon atoms to which they are bound to form: 

(4) a C3.8 cycloallcyl group, or 

(5) a 4- to 10-membered heterocycloalkyl group which may be substituted by C1_8 alkyl 

Cs.:0 aryl sulfonyl group(s) which may be substituted by Ch8 alkyl group(s); 
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R7  is selected from the group consisting of: 

(1) a hydrogen atom, 

(2) a halogen atom, 

(3) a CI _s alkoxy group which may be substituted by one or more 12.711, 

leA: [1] a (C3.3  alkyl).7a-amino group, [2] a hydroxy, [3] a 4- to 10-memberd 

heterocycloalkyl group which may be substituted by C1.8 alkyl group(s), 

m7a: 0-2, 

(4) a Ci.s  alkylsulfonyl group, 

(5) a nitro group, and 

(6) a hydroxyl group; 

R8  is selected from the group consisting of: 

(1) a hydrogen atom, 

(2) a C14 alkyl group which may be substituted by one or more RBA, 

RBA: [1] a 4- to 10-membered heterocycloalkyl group which may be substituted by one 

or more RBA% [2] a (C34  alkyl)ms,- amino group which may be substituted by a halogen atom, or 

[3] a hydroxy group, 

m8a:0-2, 

Tem: [1] a C3 _8  alkyl group, [2] a C14 alkylsulfonyl group, [3] a (C1.8  alkyl)msb-

aminosulfonyl group, [4] an oxo group, [5] a C14 alkoxycarbonyl, or [6] a Ci.galkoxycarbonyl 

(C0.3  alkyl) aminosulfonyl, 

m8b: 0-2, 

(3) a Ci4 alkenyl group, 

(4) a 4- to 10-membered heterocycloalkyl group which may be substituted by one or 

more R", 

R": 

<1> a C3.8 alkyl group which may be substituted by one or more RBB1, 

<2> a C7.8 alkeynyl group, 

<3> a 0,4  alkynyl group, 

<4> a C.34cycloallcyl group which may be substituted by [1] cyano group(s) or [2] C1.3 alkyl 
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group(s), 

<5> a 4- to 10-membered heterocycloalkyl group which may be substituted by one or more R888, 

<6> a Clis  alkoxy group which may be substituted by substituent group(s) selected from the 

group consisting of [1] a Ci.g alkoxy group and [2] a C34 cycloalkyl group, 

<7> a C14 alkoxycarbonyl group, 

<8> a C14  alkylsulfonyl group, 

<9> a 5- to 14-membered heteroarylsulfonyl group, 

<10> an oxo group, 

<11> a cyano group, 

<12> a C14 alkanoyl group which may be substituted by one or more R883, 

<13> a C34 cycloallcylcarbonyl group, 

<14> a (C1.3  al1cy1),„8,-aminosulfonyl group, 

<15> a C14 alkylsulfonyl (C0.3  alkyl) amino group, 

<16>ThiCi:8 -allcyl);;8;ianiino.group" which May be substitutedby one 6? theirele84, . 	. 

<17> a hydroxy group, 

<18> a (C14  allcyl),,,,se-aminocarbonyl group, or 

<19> a C14 alkoxycarbonyl (C04  alkyl) amino group 

m8c: 0-2 

m8d: 0-2 

m8e: 0-2 

R801: [1] a C3.3 cycloalkyl group, [2] a hydroxy group, or [3] a C14 alkoxy group(s) , 

R802: [1] a halogen atom, [2] a C1.8  alkyl group, [3] an oxo group, [4] a hydroxy group, 

or [5] a deuterium atom, 

R8133: a (C1.8  alicy1)4,8ratnino group, 

m8f: 0-2, 

R804: [1] a C3.3 cycloalkyl group, or [2] a hydroxy group, 

(5) a 5- to 14-membered heteroaryl group which may be substituted by a C14 alkyl 

group, 

(6) a (C14  allcyl),,,sg-aminocarbonyl group which may be substituted by one or more R8c, 

m8g: 0-2, 

Rsc:[1]  a hydroxy group, [2] a (C14 alkYDraramino  group which may be substituted by 
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substituent group(s) selected from the group consisting of <I> a (C1.8  allcyl)„,sraminosulfonyl 

group, <2> a C1.8 alkylsulfonyl group, <3> a C1.8 alkoxycarbonyl group and <4> a Cl.s 

alkoxycarbonyl(C0.8  alkyl) aminosulfonyl group, [3] a C1.8 alkylsulfonyl group, or [4] a Ci.s 

alkoxy group which may be substituted by a hydroxy group, 

m8h: 0-2, 

m8i: 0-2, 

(7) a 4- to 10-membered heterocycloalkyl (C0.8  alkyl) aminocarbonyl group which may 

be substituted by oxo group(s), 

(8) a 4- to 10-membered nitrogen-containing heterocycloalkylcarbonyl group which 

may be substituted by one or more R8D, 

R8D: [1] a C1 .8  alkyl group which may be substituted by one or more R80I, [2] a 

hydroxy group, [3] a Ci_g alkylsulfonyl group, or [4] a Chs  alkoxycarbonyl group, 

R8DI : [1] a hydroxy group, or [2] a Ci.8  alkoxy group, 

(9) a hydroxycarbonyl group, 

(10) a Co.g alkoxy (C0.8  alkyl) aminocarbonyl group which may be substituted by 

hydroxy group(s), 

(11) a halogen atom, 

(12) a (Chg  allcyllaramino group which may be substituted by one or more R", 

m8j: 0-2, 

R8H: [1] a hydroxy group, or [2] a 4- to 10-membered heterocycloalkyl group, 

(13) a hydroxyl group, 

(14) a C14 alkoxy group which may be substituted by one or more R8E, 

R": 

<1> a hydroxy group, 

<2> halogen atom, 

<3> a hydroxycarbonyl group, 

<4> a C1 _8  alkoxycarbonyl group, 

<5> a 4- to 10-membered nitrogen-containing heterocycloalkylcarbonyl group which may be 

substituted by one or more R8E1, 

<6> a (C1.8  alkyl)naki-amino group which may be substituted by one or more R8E2, 

m8k1: 0-2, 
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<7> a 4- to 10-membered heterocycloalkyl group which may be substituted by one or more R8D, 

<8> a 5- to 14-membered heteroaryl group, 

<9> a (C1.8  allcy1)8,80-aminocarbonyl group which may be substituted by one or more R8E6, 

in8k2: 0-2, 

<10> a C1.g alkoxy group which may be substituted by one or more R8E7, 

<11> a C14 alkylthio group, 

<12> a C1.8 alkylsulfinyl group, 

<13> a C14 allcylsulfonyl group, 

WEI: 

<1> a C1.8 alkoxycarbonyl group, 

<2> a C1 	alkanoyl group, 

<3> a C1.8 alkylsulfonyl group, 

<4> a (C1.8  allcy1)88 ,3-aminosulfonyl group, 

<5> a 4- to 10-membered heterocycloalkyl group, 

R8E2: 

<1> a hydroxy group, 

<2> a C14 alkoxycarbonyl group which may be substituted by halogen atom(s), 

<3> a C3.8 cycloalkyl group which may be substituted by C14 alkyl group(s) which may be 

substituted by hydroxy group(s), 

<4> a C1.8  alkanoyl group which may be substituted by substituent group(s) selected from the 

group consisting of [1] a (C14  allcyl),„81,4-amino group and [2] a halogen atom(s), 

m8k4: 0-2, 

<5> a (C1.8  alkyl)mskraminocarbonyl group, 

m8k5: 0-2, 

<6> a C1.8 alkylsulfonyl group, 

<7> a 4- to 10-membered nitrogen-containing heterocycloalkylsulfonyl group which may be 

substituted by C14 alkyl group(s), 

<8> a (C14 alicAnskraminosulfonyl  group which may be substituted by C14 alkoxycarbonyl 

group(s), 

m8k6: 0-2, or 
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Rs€3: 

<1> a C1.8 alkyl group which may be substituted by substituent group(s) selected from the group 

consisting of [1] a hydroxy group and [2] a C1.8 alkylcarbonyloxy group, 

<2> a C1 	alkylcarbonyloxy group, 

<3> a hydroxy group, 

<4> a C3.8cycloalkyl group, 

<5> a C1.8 alkoxy group, 

<6> a Cm  alkoxycarbonyl group, 

<7> a C1.8 alkylsulfonyl group, 

<8> a (Cm  alkyl)msks-aminocarbonyl group 

m8k8: 0-2, 

<9> a Ci_s alkanoyl group which may be substituted by hydroxy group(s), 

<10> an oxo group, or 

<11> a 4- to 10-licembefectheterbeyelbalkyl group ishkh-niayThe alibkituted.bYatibstithefit 

group(s) selected from the group consisting of [1] a C1.8 alkanoyl group, [2] a C1.8 

alkoxycarbonyl group and [3] a Cm allcylsulfonyl group, 

R8E6:  

<1> a Cm  alkenylcarbonyloxy group, 

<2> a hydroxy group, 

<3> a cyano group, 

<4> a (C1.3  alkyl),,,sk9-amino group which may be substituted by hydroxy group(s) 

m8k9: 0-2, 

<5> a Cm  alkoxy group which may be substituted by hydroxy group(s), 

<6> a C1.8 alkylcarbonyloxy group, 

<7> a 4- to 10-membered heterocycloallcyl group which may be substituted by C5.3 alkyl 

group(s), or 

<8> a 5- to 14-membered heteroaryl group, 

Rs": 

<1> a hydroxy group, or 

<2> a C1_8 alkoxy group which may be substituted by hydroxy group(s), 

(15) a 4- to 10-membered heterocycloalkyloxy group which may be substituted by one 
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or more R8F, 

RsF:  

<1> a C1.8 alkyl group which may be substituted by one or more R8FI, 

<2> a C3.8 cycloalkyl group, 

<3> a C1.8 alkanoyl group which may be substituted by halogen atom(s), 

<4> a C14 alkylcarbonyloxy group, 

<5> a C1.8  alkoxycarbonyl group, 

<6> a 4- to 10-membered heterocycloalkyl group which may be substituted by one or more R8F2, 

<7> a C1.8 alkyl sulfonyl group, 

<8> a hydroxy group, or 

<9> a C8.10  aryl group, 

R8FI : [1]a hydroxy group, [2] a C3.8  alkoxy group, or [3] a halogen atom, 

R8F2: [1] a 4- to 10-membered heterocycloalkyl group, [2] a C14 alkoxycarbonyl group, 

or [3] ati.8  allcylsulfcinylgroup, 

(16) a 5- to 14-membered heteroaryloxy group, 

(17) a 4- to 10-membered heterocycloalkylcarbonyloxy group, 

(18) a (C1.8  alkyem813-aminosulfonyloxy group, 

m811: 0-2, 

(19) a C1.8  alkyl thio group which may be substituted by [1] (C1.8  allcyl)„,812-amino 

group(s), [2] hydroxy group(s) or [3] hydroxycarbonyl group(s), 

m812: 0-2, 

(20) a C1.8  alkylsulfonyl group which may be substituted by one or more R86, 

R80: [1] a hydroxycarbonyl group, [2] a hydroxy group, or [3] a (C1.8  allcyl),,,813-amino 

group, 

m813: 0-2, 

(21) a 4- to 10-membered nitrogen-containing heterocycloallcylsulfonyloxy group 

which may be substituted by C1.8  alkyl group(s), 

(22) a C2.8 alkenyloxy group, and 

(23) a C1.8  alkylsulfonyloxy group which may be substituted by halogen atom(s); 

R9   is selected from the group consisting of: 
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(1) a hydrogen atom, 

(2) a C14 alkyl group which may be substituted by one or more R9A, 

RYA: [1] a C3.8 cycloalkyl group, [2] a 4- to 10-membered heterocycloalkyl group 

which may be substituted by one or more R9A1, [3] a hydroxy group, [4] a C14 alkoxy group, or 

[5] a hydroxycarbonyl group, 

R9A1: [1] a C1.8 alkyl group, [2] a C34 cycloalkyl group, or [3] a 4- to 10-membered 

heterocycloalkyl group, 

(3) a C2.8 alkenyl group which may be substituted by one or more R.98, 

R9B: [1] a (C1.8  alicy0,888-amino group, [2] a 4- to 10-membered heterocycloalkyl group 

which may be substituted by one or more R931, 

R9/31: [1] a C3.8 cycloalkyl group, or [2] a 4- to 10-membered heterocycloalkyl group, 

m9a: 0-2, 

(4) a C2.8 alignyl group which may be substituted by one or more R9e, 

R9c; [1] a C1.8 alkoxy group, [2] a (C1.8  alkyl) ,„9b-amino group whiall may-be 

substituted by C6.10 aryl group(s), [3] a 4- to 10-membered heterocycloalkyl group which may 

be substituted by one or more R9c1, [4] a C3.8 cycloalkyl group, [5] a hydroxy group, [6] a 

hydroxycarbonyl group, or [7] a C1.8 alkyloxycarbonyl group, 

m9b: 0-2, 

R9c1: [1] a C3.8 cycloalkyl group, [2] a 4- to 10-membered heterocycloallcyl group, or 

[3] an oxo group, 

(5) a C34 cycloalkyl group, 

(6) a 4- to 10-membered heterocycloalkyl group which may be substituted by one or 

more R9D, 

R9D: [1] a C14 alkyl group which may be substituted by 4- to 10-membered 

heterocycloallcyl group(s), [2] a C34 cycloalkyl group, [3] a 4- to 10-membered heterocycloallcyl 

group, or [4] a C3.6 alkylsulfonyl group, or [5] a C1.8  alkoxycarbonyl group, 

(7) a C8.10  aryl group which may be substituted by one or more R9E, 

R9El [1] a halogen atom, [2] a hydroxy group, [3] a hydroxycarbonyl group, or [4] a CI. 

g alkyl group which may be substituted by hydroxy group(s), or [5] a C1 _8  alkoxy group, 

(8) a 5- to 14-membered heteroaryl group which may be substituted by C1.8 alkyl 

group(s), 
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(9) a cyano group, 

(10) a C1 _8  alkanoyl group, 

(11) a 4- to 10-membered nitrogen-containing heterocycloalkylcarbonyl group which 

may be substituted by Ci-e alkyl group(s), 

(12) a halogen atom, 

(13) a (C1_8 allcyl),88c amino group, 

m9c: 0-2, 

(14) a C1-8 allcylearbonyl(C8.8  alkyl)amino group which may be substituted by (C1.8  

allcyl),88d- amino group(s), 

m9d: 0-2, 

(15) a C1 .5  allcylsulfonyl(C8.8  alkyl)amino group, 

(16) a (C1.8  allcyl),0,- aminosulfonyl(C8.8  alkyl)amino group, 

m9e: 0-2, 

(17) if-union -group; 	-- - 	
._._... 	 ._. 	. 

(18) a hydroxy group, 

(19) a C1.8 alkoxy group which may be substituted by one or more R9a, 

R90: [1] a hydroxy group, [2] a hydroxycarbonyl group, [3] a C8.10 aryl group which 

may be substituted by C1.8 alkoxy group(s), [4] a (C1.8  allcyl),,80-amino group, [5] a C1.8  alkoxy 

group which may be substituted by one or more R961, [6] a 5- to 14-membered heteroaryl group, 

or [7] a 4- to 10-membered heterocycloalkyloxy group which may be substituted by C1.3  alkyl 

group(s), 

m9g1: 0-2, 

R961: [1] a Cj.g alkoxy group, or [2] a hydroxycarbonyl group, 

(20) a 4- to 10-membered heterocycloalkyloxy group which may be substituted by [1] 

4- to 10-membered heterocycloalkyl group(s), or [2] C1.8 alkoxycarbonyl group(s), 

(21) a C,.8 alkylsulfonyloxy group which may be substituted by halogen atom(s), 

(22) a C,.8 allcylthio group which may be substituted by (C1.8  allcy1)8,8r amino group(s), 

m9f: 0-2, 

(23) a C1_8  alkylsulfonyl group which may be substituted by (C1.8  alky1)8,88-amino 

group(s), 

m9g: 0-2, 
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(24) a (C14  alkyl),,,91,-aminosulfonyl group, 

m9h: 0-2, 

(25) a 4- to 10-membered nitrogen-containing heterocycloalkylsulfonyl group which 

may be substituted by C14  alkyl group(s), and 

(26) a hydroxycarbonyl group]. 

[Claim 2] 

The composition according to Claim 1, wherein said dissolution aid is a 

surfactant. 

[Claim 3] 

The composition according to Claim 2, wherein said surfactant is a non-ionic or 

an anionic surfactant. 

[Claim 4] 

The composition according to Claim 2 or 3, wherein said surfactant is selected 

from a grout; donSiSting'Zif 3iiOithallcY1 Sulfite, Poly-  oxyl 40 itearate, sorbitan trioleate, 

polyoxyethylene (105) polyoxypropylene (5) glycol, polyoxyethylene hydrogenated 

castor oil 60, polyoxyl 35 castor oil, lauromacrogol, dioctyl sodium sulfosuccinate, 

sodium lauroylsarcosine, sodium dodecylbenzene sulfonate, and a mixture thereof. 

[Claim 5] 

The composition according to any one of Claims 2 to 4, wherein said 

composition further comprises an organic polymer. 

[Claim 6] 

The composition according to Claim 5, wherein said organic polymer is 

selected from a group consisting of a synthetic resin, a water soluble polymer, a gastric-

soluble polymer, an enteric-soluble polymer, and a mixture thereof. 

[Claim 7] 

The composition according to Claim 5, wherein said organic polymer is a 

synthetic resin. 

[Claim 8] 

The composition according to any one of Claims 2 to 7, wherein said 

composition further comprises one or more additives which are selected from the 

following additive group A: 
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additive A: citric acid, furnaric acid, DL-malic acid, adipic acid, succinic acid, tartaric 

acid, lactic acid, maleic acid, sulfuric acid, phosphoric acid, sodium dehydroacetate, 

sodium stearyl fumarate, stearic L-ascorbate ester, L-aspartic acid, skimmed milk 

powder, aluminum lactate, ascorbic acid palmitate, aluminum sulfate, monobasic 

calcium phosphate, or acetyl tryptophan. 

[Claim 9] 

The composition according to any one of Claims 1 to 8, wherein said water 

solubility of the substance is less than 100 mg/mL at 25°C. 

[Claim 10] 

The composition according to any one of Claims 1 to 8, wherein Al  to A4, A6, 

and A7  are a carbon atom, A5  is NH, R3  is cyano, R6  and Re  are both methyl for the 

substance. 

[Claim 11] 
._.__ 

The compositiOn according to any one of Claims 1 to 8, wherein said substance 

is selected from 

9- (4-isopropyl-pip erazin- 1 -y1)-6,6-dimethy1-11-oxo-6,11-dihydro-5H- 

benzo [b]carbazol e-3-carbonitri le; 

6,6-dimethy1-8-(4-oxetan-3-yl-piperazin-l-y1)-11-oxo-9-prop-1-ynyl-6,11-dihydro-5H-

benzo[b]carbazole-3-carbonitrile; 

9-cyclopropylethyny1-6,6-dimethy1-8-(4-oxetan-3-yl-piperazin-l-y1)-11-oxo-6,11-

dihydro-5H-benzo[b]carbazole-3-carbonitrile; 

6,6-dimethy1-8-(1-oxetan-3-yl-piperidin-4-y1)-11-oxo-6,11-dihydro-5H- 

benzo[b]carbazole-3-carbonitrile; 

9-bromo-6,6-dimethyl-8-(4-oxetan-3-yl-piperazin-l-y1)-11-oxo-6,11-dihydro-5H-

benzo[b]carbazole-3-carbonitrile; 

9-bromo-8-(4-cyc lopropyl-pip erazin- I -y1)-6,6-ditnethy1-11-oxo-6,11-dihydro-5H-

benzo[b]carbazole-3-carb °nitrite; 

9-chloro-6,6-dimethy1-8-(4-morpholin-4-yl-piperidin- I -y1)-1 I -oxo-6,11-dihydro-5H-

benzo[b]carbazole-3-carbonitrile; 

8-(4-cycl obutyl-pip erazin- 1 -y1)-6,6-dimethy1-11-oxo-9-prop-1-ynyl-6, 11 -dihydro-51-I-

benzo[b] carbazole-3-carbonitrile; 
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6,6,9-trimethy1-8-(4-morpholin-4-yl-piperidin-1-y1)-11 -oxo- 6,11 -dihydro-5H-

benzo[b]carbazole-3 -carbonitrile; 

9-ethy1-6,6-dimethyl-8-(4-oxetan-3-yl-piperazin-1-y1)-11-oxo-6,11-dihydro-5H-

benzo[b]carbazole-3 -carbonitrile; 

9-ethy1-6,6-dimethy1-8-(4-morpholin-4-yl-piperidin-1-y1)-11-oxo-6,11-dihydro-5H-

benzo[b]carbazole-3-carbonitrile; 

9-ethyny1-6,6 -dimethy1-8-(4-oxetan-3-yl-piperazin-1-y1)-11-oxo-6,11-dihydro-5H-

benzo[b]carbazole-3-carbonitrile; 

8-(4-cyclobutyl-piperazin-1-y1)-9-ethy1-6,6-dimethy1-11-oxo-6,11-dihydro-5H-

benzo [1)] carbazole-3 -carbonitrile; 

9-ethyny1-6,6-dimethy1-11-oxo- 8-(4-pyrrolidin-1-yl-piperidin-1 -y1)-6 ,11-dihydro- 5H-

benzo[b]carbazole-3 -earbonitrile; 

6,6-dimethyl- 11 -oxo-8-(4-pyrrolidin-1 -yl-piperidin-1-y1)-6,11 -di hydro-5H- 

benzo[b]carbazole-3 -carbomtnle; 

8-(4-eyelobutyl-piperazin-1-y1)-9-ethyny1-6,6-dimethy1-11-oxo-6,11-dihydro-5H-

benzo [b]carbazole-3 -carbonitrile; 

8-(4-cyclobutyl-piperazin-1-y1)-6,6-dimethyl-11-oxo-9-propy1-6,11-dihydro-5H-

benzo[b]carbazole-3 -carbonitrile; 

841 -isopropyl-piperidin-4-y1)-6,6-dimethy1-11- oxo-6,11-dihydro-511- 

benzo [b]carbazole-3 -carbonitrile; 

8 -(4-isopropyl-piperazin- 1 -y1)- 6,6-dimerhy1-11 -oxo-6,11-dihydro-5H- 

benzo[b]carbazole-3 -carbonitrile; 

8-(4-cyclobutyl-piperazin-1-y1)-9-cyclopropy1-6,6-dimethy1-11-oxo-6,11-dihydro-5H-

benzo [b]carbazole-3 -carbonitrile; 

8 -(2-tert-butylamino-ethoxy)-6 ,6-dimethy1-11-oxo-6,11-dihydro-5H-benzo[b]carbazole- 

3 -carb onitrile; 

9-ethyny1-8-(4-methanesulfonyl-piperazin-1-y1)-6,6-dimethy1-11-oxo -6; 11-dihydro-5H-

b enzo[b]carbazole-3 -carb onitri le; 

9-bromo-8-(4-cyclobutyl-piperazin-1-y1)-6,6-dimethy1-11-oxo-6,11-dihydro-5H-

benzo[b]carbazole-3-carbonitrile; 

6,6-dimethy1-8-(4-oxetan-3-yl-piperazin-1-y1)-11-oxo-9-propy1-6,11-dihydro-5H- 
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benzo[b]carbazole-3-carbonitrile; and 

9-etbyny1-6,6-dimetly1-8-morpholin-4-y1-11-oxo-6, 11-dillydro-5H-benzo[b]carbazole- 

3-carbonitrile. 

[Claim 12] 

An orally administrable formulation comprising the composition described in any one 

of Claims 1 to 11. 

[Claim 13] 

A composition comprising 

9-Ethyl-6,6-dimethyl-8-(4-morpholin-4 -yl-piperidin-1 -y1)-11 -oxo -6,11 -dihydro-51-1-b e 

nzo[b]carbazole-3-carbonitrile 	or a salt thereof:  a pharmaceutically acceptable carrier:  

and a dissolution aid:  wherein said dissolution aid is selected from the following 

group. 

Group: 

citric acid, hydroxypropyl cellulose, hydroxypropylmethyl cellulose, sodium stearyl 

fumarate, methacrylate copolymer LD, methyl cellulose, sodium lauryl sulfate, 

polyoxyl 40 stearate, purified shellac, sodium dehydroacetate, fumaric acid, DL-malic 

acid:  stearic L-ascorbate ester, L-aspartic acid, adipic acid:  amino alkylmethacrylate 

copolymer E. propylene glycol alginate ester, casein, sodium caseinate, a carboxyvinyl 

polymer:  carboxymethylethyl cellulose:  powdered agar, guar gum, succinic acid, 

copolyvidone, cellulose acetate phthalate, tartaric acid, dioctyl sodium sulfosuccinate, 

zein, skimmed milk powder, sorbitan trioleate:  lactic acid, aluminum lactate, ascorbic 

acid palmitate, hydroxyethylmethyl cellulose, hydroxypropylmethyl cellulose acetate 

succinate, polyoxyethylene (105) polyoxypropylene (5) glycol:  polyoxyethylene 

hydrogenated castor oil 60, polyoxyl 35 castor oil, poly(sodium 4-styrene sulfonate):  

polyvinylacetal diethylaminoacetate:  polyvinyl alcohol, maleic acid, methacrylate 

copolymer S, lauromacrogol, sulfuric acid, 	aluminum sulfate, phosphoric acid, 

monobasic calcium phosphate:  sodium dodecylbenzene sulfonate, vinyl 

pyrrolidone 	• 	vinyl acetate copolymer, sodium lauroylsarcosine, acetyl tryptophan:  

sodium methyl sulfate, sodium ethyl sulfate, sodium butyl sulfate, sodium octyl sulfate, 

sodium decyl sulfate, sodium tetradecyl sulfate:  sodium hexadecyl sulfate:  and sodium 

octadecyl sulfate. 

[Claim 14] 

The composition according to claim 13, wherein said dissolution aid is selected from 

the following group. 

Group: 

194 



citric acid:  hydroxypropyl 	cellulose, 	hydroxypropylmethyl 	cellulose: 	methacrylate 

copolymer LD;  methyl cellulose, 	sodium lauryl 	sulfate:  purified shellac; 	sodium 

dehydroacetate, fumaric acid, DL-malic acid:  stearic L-ascorbate ester:  L-aspartic acid, 

adipic 	acid, 	propylene 	glycol 	alginate 	ester, 	casein: 	sodium 	caseinate, 

carboxymethylethyl 	cellulose, 	succinic 	acid, 	copolyvidone, 	dioctyl 	sodium 

sulfosuccinate, 	lactic 	acid, 	aluminum 	lactate: 	ascorbic 	acid 	pahnitate, 

hydroxyethylmethyl 	cellulose: 	hydroxypropylmethyl 	cellulose 	acetate 	succinate, 

polyoxyethylene 	hydrogenated 	castor 	oil 	60, 	polyoxyl 	35 	castor 	oil_ 	sodium 

polystyrene 	sulfonate, 	polyvinylacetal 	diethylaminoacetate: 	polyvinyl 	alcohol, 

methacrylate copolymer S, lauromacrogol, sulfuric acid, aluminum sulfate, sodium 

dodecylbenzene 	sulfonate, 	vinyl 	pyrrolidone 	• 	vinyl 	acetate 	copolymer, 	acetyl 

tryptophan, sodium decyl sulfate, sodium tetradecyl sulfate, and sodium octadecyl 

sulfat e. 

[Claim 15] 	The composition according to claim 14, wherein the dissolution aid which 

is selected from the following group. 

Group: 

citric acid, hydroxypropyl cellulose, hydroxypropylmethyl cellulose, methacrylic acid 

copolymer LD, methyl cellulose, sodium lauryl sulfate, purified shellac, sodium 

dehydroacetate, fumaric acid, DL-malic acid:  L-aspartic acid, adipic acid, propylene 

glycol alginate ester, sodium caseinate, carboxymethylethyl cellulose, succinic acid, 

copolyvidone, dioctyl sodium sulfosuccinate, lactic acid, aluminum lactate, 

hydroxyethylmethyl cellulose, hydroxypropylmethyl cellulose acetate succinate, 

sodium polystyrene sulfonate, polyvinylacetal diethylaminoacetate, methacrylic acid 

copolymer S. sulfuric acid, aluminum sulfate, a vinyl pyrrolidone - vinyl acetate 

copolymer, and sodium decyl sulfate, 

195 


