1 DESCRI PTI ON STAT3/5 ACTI VATI ON | NHI Bl TOR TECHNI CAL

FI ELD [ 0001] The present invention relates
to a STAT3/5 activation inhibitor. 5 BACKGROUND ART
[ 0002] A protein famly of STAT (signa

transducers and activators of transcription) is one of
a DNA binding protein and plays a role in information
10 transmi ssion and tramesCRpPTION activation. At
present, the STAT famly is known to have 6 different
menbers (STAT 1,STEFATS2ACHIRFION BYARBILORSTAT 5 and
STAT 6) and several iso-forns (STAT l|la, STAT 10, STAT
3a, STAT33, STAT 5a and STAT 5b). The activity of STAT
is 15 regul ated by stinulation of various cytokines
and m togen. Wien a cytokine binds to its receptors,
JanusreHoteAln RIY¥LOsi ne ki nase (JAR) associated with
the receptors is activated. [0003] 20STAT 3 has a SH2
(src HOBlogy 2) domain capable of recognizing the

structure of ay: gggg%élgg ﬁbo?m@é@wmlt@gego ty/1saairags
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5 BACKGROUND ART .
[0002] _

A protein family of STAT (signal transducers
and activators of transcription) ié ocne of a DNA
binding protein and plays a role in information

10 transmission and transcription activation. At present,
the.STAT family is known to have 6 different members
(STAT 1, STAT 2, STAT 3, STAT 4, STAT 5 and STAT 6) and
several iso-forms (STAT la, STAT 1B, STAT 3o, STAT3P,
STAT 5a and STAT 5b). The activity of‘STAT_is

15 regulated by stimulation of various cytokines and
mitogen. When a cytokine binds to its receptors, Janus
protein tyrosine kinase (JAK) associated with the
receptors is activated.

[0003]

20 STAT 3 has a SH2 (src- homology 2) domain
capable of recogniiing the structure of a specifically
phosphbrylated tyrosine. It is considered that STAT 3

specifically recognizes the phosphorylated tyrosine



within a gpl30 cell region and is conveyed onto gp 130
and tyrosine is phosphorylated by JAE. STAT 3 havi ng
phosphoryl ated tyrosine forns a STAT 3 di nmer
~(honodimer) via its 8H2 domai n.or a diner
(heterodiner) 5 of STAT 3 and STAT1, which noves into
a nucl eus, and recogni zes a specific DNA sequence and

bi nds i.t..ln_tHhi STAT3 | .
4 Lgnzcﬁlittgﬁag%tgcﬁl%o"‘%gll regg%nl[ %6%25]%""%8%88%@& Wtk gp 130

many gen I n-vivo
rol es sy SJAISIre akephepidredated 38venal. dsraTTBNhaving
[ 0005] For exanpl e, Non-Patent Docunent 1

descr ighesphiney kadlegh tonstinss foenneePTaCt Pvaitdh of STAT

3 and | L- 15 6-signalijin at hways and hetween lLL-6.a
chr oni CoBPLERTES ﬁ‘cﬁt%%% ?ﬁ@f‘%/r%rors ad?‘%%%%e&etergdnggr)
r heﬁmgfl §gh‘l‘q ohyy diraeaseaald Ak 3 ndBdaCaReRIus, and
associ at ed di sease such as cachexia. [0006] . _
20Fur tthebani £5s NoBpPal vt DRAC uewmnc® dadchibds itthe In
rel ati onship between STAT 3 activation and Hepatitis

C Vi r disNeay PATEAE Bockifsit 13 BeEdtfesrepgctiption of
relat%pgshigngetmeen STAT 3 activation and psori asi s,

i ndi vitgual Py “Vor eover, -Non- Pat ent Docunent 2 sets 25
forth [tgaes§el ati onshi ps between STAT 3 and an

i nfl ammat ory di sease and an autoi nmune di-sease, and
Noh@ Pat ent Doc vt 14-sivas fodeshof HEATSV At pphsifingsted in

bet ween STAT 3 activation and obesity, diabetes,
several documents,

[0005] 7 _
For example, Non-Patent bocument 1 describes
the relationships between activation of STAT 3 and IL-
15 Gnsignaling_pathways'and betwéen IL-6 and chronic
diséases such as Al%heimer's disease, rheumatism, Crohn
disease and anemia and cancer assqciatéd disease such
as cachexia.
[0006] _ |
20 Furthermore, Non-Patent Document 2 describes
the relationship between STAT 3 activation-and,
Hepatitis C Virus, Non-Patent Document 3 describes the
relationship bétween STAT 3 activatién and psoriasis,
individually. Moreover, Non-Patent Document 2 sets
25 forth the relationships>between STAT 3 and an
inflammator& disease and an autoimmune disease, and
' Non-Patent Document 4 sets forth the relationships ‘

between STAT 3 activation and cbesity, diabetes,



3infertility, and thermal dysregul aton, etc.,
i ndi vidual ly. Non-Patent Docunents 5 and 6, etc.
describe that STAT5 is a critical factor in

" . I gE-induced MC (mast cell) activation, and

i nflammatory and 5 autoi mune;di seases, and describe
STATS's roles in allergies, inflamations,

hyper pngkaeiine) andarrmili gpanigulamons. efdQ07] On
the other hand, it is known that an 10 aromatic
conpoundinksualdya cBPlll'anéﬁnﬁr BeretErd s P n#irhi @0y C-

S R TR I Tl Bt o

$hé SForatic compound

descr'l\@e‘#mé& Ratient ;Dockymeh, 1a1|‘f@slr§l§ﬁ!ﬁ§_ﬁ£@ and

activation |nh|b|tory action. 15 [Patent Document 1]
VDZDO@Mﬁmﬁﬂmﬁm{EaseaSeibcuwbdes@¢ﬂ¥8328©&7@029@§Olﬂ

[ Non- Pat ent Docunent 1] J. GErontoH§%%;~QEDICAL

SCI ENCESSPOHR B LBWR tigeise, PEpermAactingnysy. Blflent
Docu ¢Med. Vol . 196, No.5, 20 2002,

641- gggﬁfﬁélﬁbatent Docunent 3] Nature Medicine

Vol . 1poblw] 1, 2005, 43-49 [ Non-Patent Docunent 4] PNAS

Mar.ch “30, 2004, vol.101, no.13, 4661-4666 25 '
[ Non- Pat ent Do@@rmshe S{heE hppshunbh d@yk“2%6thalt7?“

34' %%%gé ?kg%mgoungth§%¥HgTent fﬂagen prg$5%€99
inhibitory action is present (Patent Document 1).
Ho#ever, it_has been not yet known that the aromatic
compound described in Patent Document 1 has a STAT3/5
activation inhibiteory action.

15 [Patent Document 1] ~W02006/014012
[Patent Document 2] US2001/0029250
[Non~Patent Document 1] J.Gerontqlogy} MEDICAL
SCIENéES 2006, Vol.6lA, No.6, 575-584
[Non-Patent Document 2] J. Exp. Med. Vol.196, No.5,
20 2002, 641-653
[Non-Patent Document 3] Nature Med;cine Vél.ll, No.1,.
2005, 43-49
[Non-Patent Document 4] PNAS:March 30, 2004, vol.101,
no.13, 4661-4666 |
25 [Non-Patent Document 5] J. Immunology, 2006, 177:
3421-3426, '
[Non-Patent Document 6] Ann. Rheum. Dis. 2004; 63: 67—

71



4 DI SCLOSURE OF THE | NVENTI ON [ 0008] An
obj ect of the present invention is to provide a
STAT3/5 activation inhibitor. 5 100091 The
- present inventors repeatedly studied on an aromatic
conmpound descri bed in Patent cument 1. As a result,
they found that the conpound has a STAT3/5 activation
~inhibitory action. The present invention 10 has been
attai ned based on such a finding. [0010]

Ther efldSELOSIRE OFeSBRt INVRNEAPNON provi des STAT3/5
activation_ inhibitors represented by the foll ow ng
items R8I C. 15 Item A' A STAT3/5 activati on

i nhi bitor cont aginnggge@@ S UBL e SHMQUBEnt far aisnabt er
sonetines sinply referred to as an aromatic conpound
(1)) repreaend extalrg/bhectigeeriah fwrihiltgreor a salt
thereof as an active ingredient: 20 [0011] [Formula 1]
. R25 .10009]
.The present inventors repeatedly studied on
an aromatic coméound described in Patent Document 1.
As a result, they found that the compound has a STAT3/5
activation inhibitory action. The present invention
10 has been attained based on_such a finding.
[0010]
Therefore, the present invention provides
STAT3/5 activation -inhibitors represented by the.
following items A to C.
15 Item A: B STAT3/5 activation inhibitor containing an
aromatic compound (hereinafter sometimes simply

referred to as an aromatic compound (1}) represented by

the general formula or a salt thereof as an active

ingredient:
20 [0011]
[Formula 1}
1 R? )
R\ti>ﬁ A (1)
_.'_-.-.-Y —
S
X
[0012)]

wherein X, represents a nitrogen atom or a group —ChH=,

R! represents a group —-2-R%



Y -A(1) [0012] wherein X1 represents a nitrogen atom
or a group -CH=, Rl represents a group -Z-R6, 5 2
represents a group -N(R8)-8-, a group -B-N(R8)-, a
-.group -B0-0-, a group [0013] [Fornula 2] 5[0014] a

group -CO, a group-CH (Ckb-,Ni group
-N(R8a)-CO-N(R9b) -, a group -N=CH, a group

-N(e) - 802e6Btak8- a group HAYRY) -alkenydeng grouB®)a, a
group -NHCO- B1l-, NHCO B2-(Wu-, a group -80-0-B198-, a
group %0010t OfFor mubar 3] 1(CHO k

[0013] ‘

[Formula 2]

5 [0014]
a group -CO-, a-group—CH(OH)—, a group ~M(R®)-CO-N-
(R®)-, a group -N=CH-, a group ~N(R!%%)-80,-(Bza)e-, a
lower alkenylene group, a group -NHCO-B;-, a grbup -
NHCO-B,~ {W)u-, a group —B;—Q—Blga—, a group
10 [0015]

[Formula 3]

- (CH2) ¢ -
/ \
~—~N N—(Bgoa) s —

hd

0
{0016}

; & group
[oo17}

15 [Formula 4]
. \ ‘ | 21a/C

[0018]

, a group —$02*N(R“m)—,-a group -S-, a lower alkynylene
group, a lower alk?lene group, a group ~N({R*®) -or a
group -CO-NH-Biga—,

20 R® represents a hydrogen atom, a lower alkyl group that



-N N (Bzoa) a group - [0016] , a group [0017] 15

[ For mul a 4] -NN- (B21 [0018] , a group

-S02-N(R181))-, a group -S-, a |lower al kynyl ene group,
“a |l ower al kyl ene group, a group -N(R8(1)-or a group 20
R8 represents a hydrogen atomg a | ower al kyl group

t hat ' :

' may have a lower alkoxy group as a substituent, a lower

élkanoyl group, a lower alkylsulfonyl group or a phenyl
lower alkyl group,
B represents a group —CO-or a lower alkylene group,
5 By reprgsents a lower alkylené group,

B; represents a lower alkenylene groub that may have a
phenyl gréup as a substituent,
B; represents a-lower alkylene group that may be
substituted by a group selected from the group

10 consisting of a lower alkoxy gféup and a phenyl group,
r% represents a hydrogenva;om or a lower alkyl'group;
R%’represents a hydrogen atom or a lower alkyl group,
R** represents a hydrogen atom or a lower alkyl group,
Bz2a represents a lower alkylene group or a lower

15 alkenylene group,
e répresents 0 or 1,
Biss represents a lower alkylene group,
Biy, represents a lower alkylene group,
Bsoa represents a lower alkylene group,

20 Bsi. represents a lower alkylene group,
k represents 2 or 3, 7
¢ represents 0 or 1,
d' represents é or 1,
R* represents a hydrogen atom or a lower alkyl group,

25 R&‘represenﬁs a hydrogén étom or a lower alkyl group,
W represents an oxfgen atom, a group -NH-, or a sulfur
atom, -

u represents 0 or 1,



6 may have a | ower al koxy group as a substituent, a

| oner al kanayl group, a | ower alkylsul fonyl group or a
phenyl | ower al kyl group; B represents a group
-CO-or a lower alkylene group, 5 Bo represents a | ower
al kyl ene group, Bl represents,a | ower al kenyl ene group
that may have a phenyl group as a substituent, 82

r epr eseNirgpactaer 5at&yl ememnge oexd rﬁdmt:ytrhyc.beiicyclic or
substituted by a group selected fromthe group

consi sﬂwcéﬂcasqi%%ﬁé‘rteﬁl R%W%Feﬁﬁt%&e&eﬁﬂéﬁﬂ cg%aﬂp
noo T ORLERENhS 8 J;X%ft%g b AU 0By d N o X y]{ 1 9HP,

ROb reptesen rog om or ower group

R10a r@@fn%sqr&h& anéyydéegen @ OMs@bs el luanek, allkidh are
group, Bfla represents a | ower al kyl ene group or a

| owar aéiaﬂdeenyrqmuimgrgugupe;qm§pﬁé8@gnQ£ @noPKQ_gPEEESaa
represents a_| ower aIkerneiaﬁrﬁg gre%§%$%saa
| ower HPIGA ERECEY S P182 m e fert e
al kyl Q%SQ:rlQHQntZOa %{L@rfﬂﬁsﬁ%ﬁpaﬂk%ayah&yé gne:
group, represents.2 or 3, c represents O or 1, d
repr esiedlicgyedd ator ,asRat bubepiresant sa ahdlodreogenomt @miower
a lower al kyl group,
- alkylsulfonyl group; a phenyl group that may be
10 substituted by a lower alkyl group that may have a
halogen atom on the phenyl ring; a lower alkylthio
group, a pyrrolyl group, a benzoyl group; a lower
alkanoyl group; lower alkoxycarbonyl group; and an
amino group that may have a group selected from the
15 group consisting of a lower alkyl.group and a lower
alkanoyl group as a substituent, on the heterocyclic
ring), an adamantyl group, a naphthyl group (that may
have 1 to 3 groups selected from the group consisting
of a lower alkyl) group, a halogen atom, and an amino
20 group that may have a group selected from the group
consisting of a lower alkyl group and a lower alkanoyl
group as. a substituent, on the naphthalene ring), an
alkyl group that may have a lbower alkoxy group as a
substituent, a cycloalkyl group that may be substituted
25 by a group selected from the group consisting of an
amino substituted iower alkyl group that may have a

lower alkyl group and a lower alkyl group that may have

a halogen atom as a substituent, on the cycloalkyl



25 Rad represents a hydrogen atomor a | ower alkyl
group, Wrepresents an oxygen atom a group -NH, or a
sul fur atom u represents 0 or 1, 7 R6 represents
"5-to 15-nenbered nonocyclic, dicyclic or tricyclic
saturated or unsaturated hetegocyclic group having 1
to 4 nitrogen atons, oxygen atons or sul fur atons
“(that ming,havéodet alXesubstticupehhst way dlavare Hlogen
selected fromthe q{oup consi_sting of an_oxo %%Sup; a

| oner HWoRF §r DU T4 hmy? HQVET 22 H"Gyén 98P

subst I]:BéJf% 1 grblﬂy\ﬁ(’ch@ltkﬂ{gly g{aqult@@tB WbupaVeefbcted
hal ogen at S a substituent; a hal ogen atom a | ower
al kyl s-ﬂ&o‘nortylle greup ;coaspieimy ogr aupoddataligy dmeouk0that
substituted by a | ower al kyl group that may have a

hal 8getp¥at@iyeon @Qﬁ@%ﬁeﬁ?@m rﬁnﬁgha CYHNST /Y k§¥ thi o
group, rrol ro zQ r qu
aIkano‘ﬁ”ﬁ%gﬂﬁ?g?b%%}¥§F ggrﬁ%% P grgﬁlggéggﬁkm

ani no g4l thoad mrhay ro\ g%ggp @f&ﬁﬁ-ﬁwlf L&kar hekyl
15 group consi sting-of a ower al kyl.group and a | ower
al kanoydougr oupa agrairsubsti tuent, on the heterocyclic
ring), an adanantyl group, a naphthyl group (that may
have ]IQQJ ! groups selected fromthe group consisting
of 18 | gkgi group, a halogen-atom and an am no
20 group t at may have a group. selected fromthe group
consisting of a lower alkyl group and a | ower al kanoyl
group as a substit /}mﬁpn t he napht hal ene ring), an
al kyl group thar—ﬁgzzhave a | bwer al koxy group as a
substituent, a cyc | kyl group that 'may be
substituted 25 by a group selected fromthe group
consi sggga@;of an-amino substituted | ower alkyl group

t hat may have a lower alkyl group and a | ower alkyl

gr oup R'hatpregertave hydrdgegentatorm aheaydupstun, uencarboxy

on the cycloalkyl 8 ring, a |ower alkenyl th
may hEP%: hal %@‘é‘??xé’tloﬁf‘é‘ép'aasﬁ}ﬁé?‘??%&?%‘ 4 Gt 2Tl

al kanggxgs é‘% t.; r?ar)p%gz,%yg YR, (LhGE JBy Eaﬂstﬂu}e%t a

group om't roup consisting of a |ower
al ky| eppyt B&Bu;B, raayohauvealaco&gl @g@ﬁp atham aag thaleogen
atom as a Substituents, on the phen r|n%L
hal ogdelagem stdmtast &t étabqsw\;é!lenab k§/| WUH EieneshioRy|
| over 5¥J§£L ggou 1ég'g%ogp t at may Aave, as a substltuent,
a group selected from the group consisting of a lower -
- alkyl group, a lower alkanoyl group, a benzoyl group,
20 and a cycloalkyl group, & ¢yaho group, a lower alkanoyl
group that may have a halogen atom as a substituent, a
lower alkylsulfonyl groﬁp, an aminosulfonyl group, a
lower alkoxycarbonyl group, a lower alkanoyloxy group,

a lower alkoxycarbonyl lower alkyl group or a 5-or 6-

25 membered saturated or unsaturated heterocyclic group



10 [Formula 5] [0020] Fe represents a hydrogen atom

a phenyl group, a' carboxy group, a hydroxyl group, a
hal ogen atom a |ower al kyl group that may have a

hal ogen atom as a substituent, a 15 phenoxy group, a

| ower al koxy group that may have a hal ogen atomas a
substituent; a |lower .alkylenedi oxy group, an am no

gr oup hthakg Mtchaveitasen aubsd, toxggbn atgrsoupr sulfur
sel ected fromthe group consisting of a |ower alkyl

gr oup 2tams olfdrataPRANEANE GPotle HWeNn2By Ty MGl Io20~ Lt

a cycloalkyl group, a cyaho group, a | ower al kanoyl

gr ouprf‘ﬁ% “may have a hal ogen atom as a substituent, a

| ower pal-kytsddnt@nyh Hger 8o RSB kY Im gepupseriks 2
| ower al koxycarbonyl group, a |ower al kanoyl oxy group,

a |owep 5l kiosoydar Bovg IR'somey kel lkyientierip ogr daf Berpntg.- and
25 menbered saturated or unsaturated Peter ogécl [ Co a
gr oup® FFAREFERREL @ PYATAPER GHEH” af oPRIOBRY §ER atTns,

or suhfyL, aiy ' ég’. , may have an oxo group on the -
heterocycfic ing), mrepresents an integer from1l to
5(whel BepBe@E8nhSgPoup H0-5, a towdupo-RiRE -A' 8 grgurheCo-,
identical or different) and R2 represents a hydrogen

at om a9kt gER (Qbm  rloyer oty lanRy PrYrRu e IouP -

repre s a group -0-, a group -N (R5)-, a group :
Cﬁ \‘S"?B;na' roﬁpggfﬂz O§g gﬁfo’v\er al kyl ene group, a
groupgr® AdhraEBhfs ,a Hyd@ogeR U onk 2Nt &I ,alR9L group, a
represents a hydrogen atom a |ower alkyl group, a
| ower lak&armiangydugrow,benkeytoth @uprra Praepy Ll bowsr
Ak P, 2SS QAL L O O, :

n represents 0, 1, or 2,

15 A represents a group
[0021]

[Formula 6]
ek
..__.\2- gt

or a group

[0022]

20 [0023]

[Formula 1]

S
LN

[0024]
P represents 1 or 2,

R® represents a hydrogen atom, a lower alkoxy group, a



n represents. 0, 1, or 2, 15 A represents a group
[0021] [Formula 6] / AckR3 p 4 / R [0022] or a group
20 [0023] [Formula 7] [ 0024]

10

15

20

25

A 10
halegen atom, a lower alkyl group that may have a
ﬁalogen atom as a substituent, a lower alkoxycarbonyl
group, a cafboxy group, a group -CONRM™R'?, or a cyano
group,
wherein R'* and R!2 may be identical or different and
cach represent a hydrogen atom, a lower alkyi group, a
cycloalkyi group, or a phenyl group, and R and RY,

together with the nitrogen atom to which they bind, may

bind to each other, directly or via a nitrogen atom,

oxygen atom, or sulfur atom to form a 5-to T-membered
saturated heterocyclic ring,
R! represents an imidazolyl lower alkyl group, a 1,2,4-

triazolyl lower alkyl group, a 1,2,3-triazolyl lower

“alkyl group, a 1,2,5-triazolyl lower alkyl group, a

pyrazolyl lower alkgi group, a pyrimidinyl lower alkyl
groﬁp that may have an oxo group as a substituent on
the pyrimidine ring, a 3,S-dioxoiSOXazélidin—d—ylidene
lower alkyl group, a 1,2,4-oxadiazolyl lower alkyl
group that may have a lower alkyl group as a
substituent on the 1,2, 4-oxadiazole ting, a
thiazolidinyl lower alkyl group that may have an oxo
group as. a substituent on the thiazolidine ring, a
group

[0025]

[Formula 8]

—*</:>N—R13



p represents 1 or 2, R3 represents a hydrogen atom a
| ower al koxy group, a 10 hal ogen atom a | ower alkyl
group that may have a hal ogen atom as a substituent, a
-l ower al koxycar bonyl group, a carboxy group, a group

- CONR11R12, or a cyano group,;;5 wherein R11 and R12
may be identical or different ‘and each represent a

- hydr oggyvogtom a | ower al kyl group, a cycl oal kyl

group, -or a phenyl. group, and R11 and R12, together
with the dgrewigen atomto which they bind, may bind to
-each o%ﬂsé directly or via a nitrogen atom 10 oxygen
atom U fur atomto forma 5-to 7- menber ed

sat ur atged el egocyclic ring, R4 represents an

i m dazolyl |ower alkyl group, a 1,2,4- triazolyl |ower
al kyl group, a,l 2, 3-triazolyl lower alkyl group, a
1,2,5-triazol yi al kyl group, a 15 pyrazolyl

| ower al kyl group\ a By®imdinyl I[ower alkyl group
that may have an oX0 group as a substituent on the
pyrimdine ring, a 3,5-di oxoi soxazolidin-4-ylidene

| ower @oeygh group, a 1,2, 4-oxadi azolyl | ower al kyl
group that may have a | oyer alkyl .group as a 20

subst iquentrowr tH&) (K gKadi azol e ring, a

thiaz oflili"' dée%'es!er?t\:/\se ra e}llylé%loggrrl oa omt, hgt lé@.{c IQ&Y(?]. a&f%o that

may have a halcgen atom aéva substituent, a lower
alkanoyl group that may have a halogen atom'aé a

10 substituent, a lower_alkoxycarbonyi group, a phenyl
lower alkyl group that may have a lower alkylenedioxy
group as a substitugnt on the phenyl ring, an
imidazolyl lower alkyl group, a lower alkoxycarbonyl
lower alkyl group, a carboxy lower alkyl group, a

15 benzoyl group, a morpholino-substituted lower alkanoyl
group, a piperazinyl carbonyl lower alkyl group that
may be substituted, on the piperaziné ring, by a phenyl
lower alkyl group that may have a lower alkylenedioxy-
group as. a substituent on the phenyl ring, a

20 piperazinyl lower alkanoyl group that may be
substituted, on the piperazine ring, by a phenyl lower
alkyl group that may have a lower alkylenedioxy group
as a substituent oﬁ the phenyl ring, a
morpholinocarbonyl-substituted lower alkyl group, of an

25 imidazolyl lower alkanoyl group,



group as a substituent on the thiazolidine ring, a
group [0025] 25 [Fornmula 8] \--R13 11 [0026] , a

group [0027] [Forrmula 9] 5 [0028] - or a group
-(T)r-N(RN)Rm Rfl represents a hydrogen atom a | ower
al kyl group that may. have a hgl ogen atom as a
substituent, a | ower al kanoyl group that nay have a

“hal oger’atrepraseracs1@ Bybsdddriianbm ér lzowgtdroxyl group,

al koxycar bonyl group, a phenyl |ower alkyl group that
may halCRTEEoRYS @ RPNenedfi idprgr 8t Pas 2ad ettt Bent Ba-

On {hecPheny it a0 hdegol vl JUB - BLKKL of B -
.a | ower alkgxyéﬁrbé%y | ower al gfoup, a car boxy
| oner @lkytogr QUBrodp -Bg-N (R'?) -B,-CO~, a group -CO-Bg-, a
5 group ~CH(OH)-Bg-, a group —CO-Bip-CO-, & group —CH(OH)-
B;1-CO-, a group —CO~-, a group —Sorf-or a group —-Bz3a—
CO-Cco-, |
wherein rRY repfesents a hydrogen atom, a lower alkyl
-group, a cycloalkyl group, a cYcloalkylcarbonyl group,
10 a lower alkanoyl group.that méy have a halogen atom as
a substituent, a lower alkenyl group, an amino-
substituted lower alkanoyl group that may have a lower
alkyl group as a substituent, or anlower alkylsulfonyl
group,
15 B3 represents a 1owe? alkylene group,
Bis fepresents a lower alkylene group,
- R'® represents a hydrogen atom or a lowér alkyl group,
B, represents a lower alkenylene group or a lower
alkylene group that may have a hydroxyl group as a
20 substituent, .
0 represents an oxygen atom or a group —S(O)n—(wherein
n is the same as described above),-
Bs; represents a‘lower alkylene group,
B¢ represents a lower alkylene group,
25 RY represents a hydrogen atom or a lower alkanoyl
group, I
By represents a lower alkylene group,

Bg represents a lower alkylene group,



15 benzoyl group, a norpholino-substituted | ower

al kanoyl group, a piperazinyl carbonyl |ower alKkyl
group that may be substituted, on the piperazine ring,
by a phenyl |ower alkyl group that may have a | ower

al kyl enedi oxy group as a substituent on the phenyl
ring, a 20 piperazinyl |ower "al kanoyl grQup that may

. be sulpstido#teeatHn LbeepisI8naZ0BEgrdUrg, by a phenyl

| oner al kyl group that may have a | ower al kyl enedi oxy
groupBasrapsmbsﬁﬁtaehvﬁﬁhaﬂﬁélﬁW%ﬁypuPrng, a

nor phal i nocar bonyl - bStltg%Sg Iomer glk gr oup, or

an 25 Bllhlraﬁﬁ%ﬁﬂtslﬂ T RandyTgriodps’ 12 Rua

fepresgn §esrég<e%rt99§n1&$&maqmy@emc§r&wl group, T
represents a |l ower al kyl ene group, a group -N(Ru)-83-

CO5 a gepupserBE3D-dKRY)-00-, a group -B4-00-, a group
- QS85-00-, - oup - B6- N( R19)7BS- 00-. rou
- CO BXR prapseiﬁr%ﬁ Y R9EIBaL O LTy AGy 6“‘%0%3‘13&%06““

group u 23 9hoMp, - 502-,-

a gro&bCHéigaétE%egQX%h%¥g&' %u'gg%ggsénts a hydrogen
at om s | apeEesahiey/| (291 @URydBo:aHC hsaliadubgtotpted alkyl
cycl oal kyl carbonyl group, 10 a | ower al kanoyl group

t hat ropubavé3la shalobenl tlograsp L Jeyt bR 2 §7PbRer
alkenyl [rino- substituted | g kqg I
grblip Sﬁjrg ﬁ‘gyfrrﬂ“\/é JowET cﬁflﬁﬁtlgnrgoﬁ\éﬁésﬂé Y group
substifjseqt Lo %lleYVetﬁrcﬁJﬂQélsSHI £ @iutlitaeatp, (45 aBghenoxy -
represents a | ower al kyl ene group, Bn represents a

| ower 1akdeyl eheylgrgaupp, RB)r eppbsent sgmut?ydh@gelitwab@m or

a |l ower al kyl group, 84 represents a | €Ike%%lene
gr oup Wsaifeiet grkire R gYdup T hat ey ﬂa

hydrc»gélegEogpkrom 2he group con51st1ng of a lower alkyl
15 group; a lower alkoxy group that may have a halogen
atoﬁ as a substituent; a halogen atom; an amino lower
-alkoxy group that may have a lower alkfl group as &
substituent; a hydroxyl group-substituted lower alkyl
group; a phenyl lower alkyl group; & lower alkynyl
20 group; an amino group that may have a lower
alkylsulfonyl group as a substituent; a loﬁer alkylthio -
- group; a. cycloalkyl group:; a phenylthio group; an
adamantyl groub; aﬁ anilino group that may have a
halogen atom as a substituent on the phenyl ring; a
25 lower alkoxycarbonyl grbup; a piperazinyl group that
may have a lower aikyl group as a substituent on the
piperazine ring; a pyrrolidinyl group that may have an

oxo group as a substituent on the pyrrolidine ring; a



20 substituent, Q represents an oxygen atom or a group
-S(0)n--(wherein n is the. sane as descri bed above),
85 represents a | ower al kyl ene group, 86 represents a

- . lower al kyl ene group, 25 Ru represents a hydrogen atom

or a | ower al kanoyl group, 1%@ represents a | ower
al kyl ene group, B9 represents a | ower al kyl ene group,

- 13 Bg yRREESEM oA amOUE g lupy| BNEyHPOYRoup; and a phenoxy .
1310represents a | ower al kylene group, Bli represents

a | owarroabkyk énea gheupxy Br@upepk ésenteheayl oveer alkyl
aIkyI%&%u%rgggk é%ylbgeg&gggﬁL%eg,qg1%he phenyl ring, by 1
to 3 groups selected'from the group consisting of a
5 halogen atom, a lower alkoxy'group that may have a
halogen atom as a substituent, and a lower aikyl group,
(8) a phehyl lower alkyl group that has a lower
glkylenedioxy gioup_as a substituent on the phepyl
ring, {10} a lower alkoxycanboﬁyl—substituted lower
10 alkyi group, {11} a carboxy-suﬁétituted lower alkyl
group, (12} an amino groub that may have a lower
alkanoyl group as a substituent,_(13) al,2, 3,4~
tetrahydroguinoclyl group that may ﬁave 1 £to 3 groups
selected from the group consisting of an oxo group, &
15 * lower alkoxy group, and a lowe¥ alkylenedioxy group as
a sﬁbstituent(s} on the tetrahydroquinoline ring, (14)
a cycloalkyl lower alkyl group, (15)‘a'piperazinyl
lower alkanoyl group that may be substituted, on the
piperazine ring, by a phenyl lower alkyl group that may
-20 have a lower alkylenedioxy group as a substituent on
.the phenyl ring, (16) a pyridyl lower alkyl group, (17)
an amino, group-substituted lower alkyl group that ﬁay
have a group selected from thé group consisting of &
lower alkyl group and a& lower alkanoyl group as a
25 substituent, (18} a lowér‘alkoxy lower alkyl group,
(19) an imidazolyl group, (20) an imidazolyl lower
alkyl group, (21) a 1,2,3,4-

tetrahydroisoquinolylcarbonyl-substituted lower alkyl



WA represents a hydrogen atomor an al kyl group that
may have a hydroxyl group as a substituent, 1115
represents (2) a hydroxyl group-substituted al kyl

~. group, (3) a cycloal kyl group that may have a group 10

sel ected fromthe group con3|%t|ng of a hydroxyl group
and a | ower - al kyl group as a substltuent (4) a

- phenoxgohpyer2:a| &yblﬁﬁmnyaar}m@m@ybu}grm tnhgt havgey a
be. substituted, on the phenyl ring, by 1 to 3 groups
sel ectggéubrmetdtedgfmm) thenSraep nﬁ’”@ﬁsﬁlm%\&gr aaFLRWr 15

group; .a | ower al roup hat a en, 4
at om ALkgrEcAIRonY e?l P%ﬁ%%l m‘?%r%rll %ﬁk)glm nggg nan .
al koxy group, fdiat FRy as! aeiLAlikybngralphas a
substlﬁugnt a hyd ?ngfﬁgfbuﬁ substituted | ower alkyl
gr aup pl@eph@nyel rihgwet23l leylthgsseipidiayl okewera@EAYPY L0
group; an arino group that nay have a |-o tuent on
al kyl Qﬂoﬂénwa‘gﬁﬁuph%\‘ée E G5t PTAEhES & F@We’% uen

al kyl thi o, groy yg )9 AdRASI ROt hat -
groupthgntg aﬁ%ﬁ#@?g Iﬁ% &éﬁ)a% ﬁﬁ% groﬁp(% a? nﬁ;
have %a'?ab@gﬁibs&tlaﬁté@ ars het pipenidios thegphenyl group
ring; "a 25 | ower al koxycarbonyl group; a plpera2|nyl

gr oup Steliat:tﬂ@yfﬂmawéha & enNEr CQPRWth’}qo% asteper

substltuent erazin a._p i I

B etpane SERn s aronsl s RL bkl b
t he pﬁro'i\rg&' Qim 'E;'regp, aa %zb?@ér@i%aﬁﬁw @m.lﬂ@lgllﬁﬂ@r
a cyano group;” and a phenoxy. ~group, (6) a phenoxy

group,aifkf) grq@hgnybs) oaeramokyll fewup alhal gesprbe
substituted, on the phenyl ring, by I to 3 groups

sel ect%@SFFEWQ%@YgFOW%nSI sting of a 5 hal ogen
atom a . gger al koxy group that may have a hal ogen

at om 5 ubstituent, and a | ower al kyl group, (8) a

phg@yl[ﬁogm@[aajdgyl group that has a | ower
(X

(26) a carbonyl lower alkyl group substituted by a

[0030]
group
[0031]
20 [Fprmula 11]
XS
N'\ 34
H R4
[0032] ‘
(27) a group -CO-Bzo-N(R*®)R¥, (26a) a pyrrolidinyl



al kyl enedi oxy group as a substituent on the phenyl
ring, (10) a | ower al koxycarbonyl-substituted | ower 10
al kyl group, (11) a carboxy-substituted | ower alkyl
.group, (12) an am no group that may have a | ower

al kanoyl group as a substitugﬂg, (13) a 1, 2;3,4-
tetrahydroquinolyl group that" may have 1 to 3 groups
sel ect g, @My N BLRYP (£0NS bShbhAghdfinanioxer gridyp, a
15 | ower al koxy group, and a | ower al kyl enedi ox group
as a sqibst,t 128d) $) poanyhd overr ahkRINdqUrABPI N %) ng™

(14) a cycloal kyl 1 ower al )
plperéﬁpﬁ?PoFéﬁEﬁn¥% Qﬁﬁ%ﬁlhé?%uﬁr?ééuéﬁ 2 m%% have a lower
substi tNe PLRsLAZIRAL! bR Tche %eayph@nw (30a)
| ower aI”‘iX g%pahsfl’?at may u20 have a | ower
a|ky'Qﬂ€QMQbYYgr@Mﬁan(aasmbspnpaewnmnﬁ.ﬂpgepﬁ@ﬁyﬂ group
ring, (16) a pyridyl |ower alkyl roup, (17% an aglgln
gr oup-hiss miayuhewe 4 Giep %nlll%ﬂltg‘ﬁﬁ PR A Ray SRR a1

group selected 1o heogro gggagléédmt%gaof QWbwer

al kyl %rQﬁﬂgpaﬁ FORI % foup as a
substi § ugnl reéﬁ)a@ |a0¥5@én§al| kexyr| swerl @Irloyb graupay
(19) an I'm-dazo group, (20) an i m dazol | ower

al kyl @Han@,léﬂéy @l ky12n8dipxry group as a su stltuent on
t et rahydr oi soqui nol yl carbonyl - syhstitute I I
1518r o‘ifpe Hrepyl ar}ff?c-ber@a?hﬁ gh&}? Porwc?%p ?E@I %aéé%

have a o% sg%@gt d feemiha %&QHF £ONSisebs gt wdnta
| ower oxy ar group, a phenyl |ower alkyl

group, (%HJI & ff&ﬁ&keﬂﬂ%ﬁ:oﬁﬂ)kyﬁt@n oapcasoaogubsgmqfeﬁbat
on the 5 piperidine rlng (23) a thIaZO|IdIn¥| over,
al kanoyay draoepat hewerimay KKhvar AP 6Ro02 gt i tay=at .

substitu n the thj I d| g 4 rd h
pi perl‘a‘?“%ﬂ gleoﬁbn?ha 3%ng e&g‘iﬁ{)étgl :lrf%lgpd)thor% oy heve @

p'E%r'E%&E%'Hlﬂgl §Yodb Q%OHps&ﬁﬁﬁmthedtfrcﬂadﬂwe gr oup
conisi sting of | ower 10 al koxycar bonyl group, a
phenylpipﬁﬁﬁzuabkykugﬁtxyntea dxaderl gpgyp éhquﬂayahave 1 to

b I daf | k 5
car bong| YO salkgreditoly LUbATTR: BBy A Ghpt e

[oozg]lower alkyl group (that may have 1 to 3 groups selected

from the group consisting of a lower alkylenedioxy

20 group and a lower alkoxy group as a substituent (s) on
the phenyl ring) and a pyridyl lower alkyl.group as a
substituent(s) on the piperazine ring, or (37a) a
cyano—substituied lower alkyl® group,
R3* represents an oxo group or a phenyl group,

25 d represents an integer_from 0 to 3,
By represents a loﬁer alkylene group, |
R and R¥, together with the nitrogen atom to which

they bind, may bind to each other, directly or via a



15 [Fornmula 101 -00 [0030] , (26) a carbonyl | ower

al kyl group substituted by a group [0031] 20 [Fornul a
11] NH-N\NN1 Il (z")d [0032] (27) a group

- -C0O- B20-N(1236) 11. 31, (26a) a pyrrolidinyl 16 |ower

al kyl group, (27a) a norphol ilnio | ower al kyl group,
(28a) a phenyl |ower al kenyl "group, (29a) an

ani | i %Q%@B?%Yétdn@%ky@érk)dto@t obp @l r mayorhave farm a 5-
| ower al kyl group as a substituent on the hen)él ring,
(30a) t® @nuémukaled sghota;ed 9$§§r@ymlpérarz@w| §Wein, on

al kyl gro that have, bst | t ent of,the
. ups
pi pera\:g']en ??fﬁ:ycgaérﬁjtfbg s @l 28%0‘3 YOl raoug group
consli Sttl'l'a@gmé)}( I%Jeo‘éeio@éxkﬂlk fLQHeRiJ. ?r&k@r&%’ theWskenyl
al kyl group that may have a [ower al kyl enedi oxy group
as & suhstithaenie pesent as a substituent (s},
R and R!®, together with the nitrogen atom to which
they bind, may bkind to each other, directly or via a
nitrogen atom, oxygen atom, or sulfur atom to form a 5-
to 10-membered saturated or unsaturated heterocyclic
13 ring; or a group

[0033]

[Formula 12]
(X

wherein, on the heterocyclic ;ind, 1 to 3 substituents

[00341

15 may be present which are séleéted from the group
consisting of (28i a phenyl—éubstituted lower alkyl
group, which has 1 to 2 phenyl groups that may be
substituted by 1 to 3 groups on the éhenyl ring,
selected from the group consisting of a loﬁer alkanoyl

20" group, an amino group that may have a lower alkanoyl
group as a subétituent, a lower alkoxycarbonyl groub, a
cyano group, a nitro group, a phenyl group, a halecgen
atom, a lower alkyl groﬁp that may have a halogep atom
as a substituent, é lower alkoxy group that may have a

25 halogen atom as a substituent, a phenyl lower alkox§

group, a hydroxyl group, and a lower alkylenedioxy



10 the phenyl ring, (32a) an am dino | ower al kyl group
that may have a | ower al kyl group as a substituent,
(33a) a fluorenyl group, (34a) a carbazolyl' group
“that may have a | ower al kyl group as a substituent on
the carbazole ring, (35a) an,amdino group that nay
have -a 15 lower al kyl group as a substituent, (36a) a
- pi per agiony) - sabdhiat uheg rexel ¥l pgriol) blatp nay thaveover
to 3 groups selected fromthe group consisting of a
phenylallk@'ge‘ﬁr%ﬂqylfzaf U FAPREPY hegr MRy e (30} & BYEEDYUbs
sel ect.ed from t.he grou onsi sti.n f V&S,

al kyl elr?gﬁl’:o?({/ﬁl% gﬁrggﬂp&aaﬁcdmgyl %%/\‘éerq ask%x%/ gr &&Begg(sa) on
substidhdeplfsdiRn ihg, pharyb §iad)s drdeardyrirdw thewer
al kyl group as a substituent(s) on the piperazine

ring, gmoup3Fersistdpanet sulbytiroxyled doonernd| & Wowgr oupky L
R3,1 represents an oxo group or a phenyl group, .25 d
repr eFERLR HRRG MAEGBFYE 1o 6r?’65’]3,£:§21@ PBpT %‘E’ﬁﬁg&em'
| ower aklky p ; i t

nit rog(gr%lfa%o tlg)rl i%%k%glﬁggﬂg%r%%ogﬁpg%%%?%gagmgaggcﬂeto ’
ot her ,losteeeglkyl @iroupd & alFubstitogen (ab obp toeyggnrole
atom or sulfur atomto forma 5- to 7-nmenbered

sat ur #i.8d. hE3dr GePenrexaprdup, Lowrs dilkylogrety (33) a

het erqgcycljc. ri to 3.phenyl | ower, ,al ky 0
(it RRT RO b S TRUR ool g alp” or S BRer
phenylaﬂzyilg ugTBY 368 PNRSGBY1 a§rousS Whstihaee(s),
R1.4 and R15, together with the nitrogen atomto which
they bubdiitmiedi wd time adehydt hirg, divr dctey3 @rrowba a
nitrogen atom _oxygen atom or sulfur atomto forma

5- t 0 SEOSFEAHETT SHE FEH A 8PS TSI PAr BeYano group, an
heter%&ﬁﬁb'é&éﬂ% &%Qg;méy Hv8l QUPower alkylsulfonyl group

15 as a substituent, alhalogen atom, .a lower alkoxy group,
a léwer alkyl group that may have a halogen atom as a
substituent, a thiazolidinyl lower alkfl group that may
have an oxo group as a substituent on ﬁhe thiazclidine
ring, a thiazolidinylidene lower alkyl group that may

20 have an oxoc group as a substituent on the thiazolidine
ring, and a lower alkylenedioxy group, (36i a -
pyrimidinyl group, (37) a pyrazinyl group, (38} a
pyridyl group,-(39} a lower alkoxycarbonyl group, (40)
a thiazolidinyl lower alkanoyl group that may be

25 substituted{ on the thiazolidine ring, by a group
selected from the éroup consisting of an oxo group and
a group |

[0035]



[0033] [Fornmula 12] -Co [0034] wherein, on the
heterocyclic ring, 1 to 3 substituents 15 nay be
present which are selected fromthe group consisting
. of (28) a phenyl-substituted | ower al kyl group, which
has 1 to 2 phenyl groups thaa may be substituted by 1
to 3 groups on the phenyl .ring, selected fromthe

- group (eghsisd iing of a | ower al kanoyl 20 group, an

am no group that may have a | ower al kanoyl group as a
substituent, a | ower %%koxycarbonyl group, a cyano

group, a nltro“groug?% phenyl group, a hal ogen atom
a |l ower al kyl gr at may have a hal ogen atom as a
substituent, a Iomer koxy group that may have a 25
hal ogen atom as a substituent, a phenyl |ower al koxy
group,[oa3éydroxyl group, and a | ower a[kylenedioxy 18

: d that dyl he |
2P ot ooy St o ¥ S8R R K
| ower ar.Q h t
on théagt d‘ﬁg%PFEEQEfﬂ?%pS@%%%up§ §g§gg?é€kﬁﬁgﬁé%ﬁgﬁd

S QfOLfQOﬁotf}ﬁé giriolg 6dnsiStuaGoxF la gnydupxﬁnobmdpowed a
al kyl "group that rmay have a hydroxyl group
subst heliegen At3M) aa - pwtrhﬂtytuer@wvermap k?/l l@m‘%ﬁlﬁﬁa‘?yl

h 1to 3| | k
on ¢ NEFBYR (UIRE FPRgReTS2) Y8 e B0eTory 1) et STRDT

group, (4 %33?@ e’n‘}lbs%-% hih%%%w ﬂ@%bs@ikuiecgr @uPthe
(34) a uryl ower "al Kyl group, (35) a benzoyl group

that mhynPE sitest byul eth Drrbhes pedeykedi figem bi)lflelglf@ul?,
groups selected fromthe group conS|st|&% q{ a cya
grifup coapbe Y GoapCHRATAYAY IFeHR thatoftgy have §20up

-alkylsghggggg H2URhe group consxstlng of a lower alkoxy "
lower alkyl group aqd a lower alkyl group, a lower
alkoxycarbonyl group, a carbqu group, a cyano group, a
phenyl group, a halogen atom, a lower élkyl group that

15 may have a halogen atom as a substituent, a lower
alkoxy group that may have a halogen atom as a
substituent, a benzoyl group that may have a halogen
atom as a substituent on the phenyl ring, a phenyl
lower alkyl group that may have & halogen atom as a

20 substituent on the phenyl ring, and a hydroxyl group,
(44) a phenyl group that may have a lower alkylenedioxy
group as a substituent-bn the phenyl ring, (45) a
naphthyl lower alkyl group, (46) a phenoxy group that
may be substituted, on the phenyl ring, by 1 to 3

25 - groups selected from the group consisting of a cyano



15 as a substituent, a hal ogen atom .a |ower al koxy
group, a lower alkyl group that may have a hal ogen
atom as a substituent, a thiazolidinyl |ower alkyl
group that- may have an oxo group as a substituent on
the thiazolidine ring, a thiazolldinylidene |ower

al kyl group-that may 20 have 0OXO0 group as a

subst i t e Liaz i dbnensd gy ROS: & haws £
al kyl e%egpoxél)rhg&r%up%b % ¥ a |f))yrllim di r%’yl gr oup, (!’l&%%j aa .

pyraziayla gtiesiitued8) amqb)ar ilebyer gridepy @B@)p ahlabvmty
al koxycar bonyl group, (40) a thlazolldlngl4 h
al kandiAivegr ot AAeat 2k e 22 5uBBHEeREL e 7)01‘? PRENOXY

onar AL S drol, 2 8&30%8?1@4@0&%%% DR 96 QP

consi s |ng ot an %6X0 rou 0035]

[ Fos ratl3ky e Bapk0086]ed, Waar ehé pliianandrjlrﬁ;,eaghl to 3
represent a :rovver al kyl group), (41) a-lower alk
group qrimapsnwldmel érfgndu}s? géPé}étC@dlSSSFWﬁnOcﬂwé éf‘b‘%ﬁ?“

consisting of _a h rou e m a
subst i35%8nt 2 {2 gﬂagﬁ‘a&r Gp° tg‘ihaé{?‘L ﬁnhz?atoq‘rl

a hal ogen Qﬁﬂﬁﬂf%%eﬂtsuﬁﬁﬁ'élﬁ%ﬂﬁr a K%%F Qr&ﬁﬁ”ﬁﬂatgﬁ@yp
t hat may be substitufed, on the phenyl ring, by 1 to 3

gr oupshazel ecmaadagfemoartbxhea@raoupb&ﬂlww» s{49g aofgrqup -
car banoyl Cgroup t.haj na have a grou sel ect frgm (51)

t h&0 gr Gar B snB{RT ) Rg- of P REPYR| F’év\g éilﬁyr

group Andsas puRl tr%hké(m%p%% 12 @n%.%h@é&%&@f hopyl
group, garbox X group, a phenyl group,

a hal Qﬁ%ﬂp%l@éﬁ nﬁy' Bléﬁéul%tliyﬂutgﬁpttm tthat 115, 3jsy have a
hal ogen atom as a substituent, a | ower aI koxy %r oup

t hat rm):rhay@rcmalpaltbgéﬂmatmmgasbﬁ kueshi &yl

b | h h h
Subst IGIRE T 3 REEBRLRY S iShg. (EReRY LT aﬁ?’ Careyp

grpgp draat mePma!%%V% AyhalAger 8hemas §ubst1tuent (53) a
pipéridinyl group that may be substituted, on the
piperidine ring, by 1 to 3 lower alkyl.groups as a
substituent (8), (54) a gquinolyl lower alkyl group, (55)
a 1,2,3,4-tetrazolyl lower alkyl group that may have a

20 group selected from the group consisfing of a lower
alkyl group and a phenyl lower alkyl group as a
- substituent on the tetrazole rindg, (56) a thiazolyl
lower alkyl gréup that may have a phenyl group as a
substituent on the thiazole ring, (57) a benzoyl lower
25 alkyl group that may have 1 to 3 groups selected from
the group consistiﬁg of a lower alkoxy group and a
halogeﬁ atom as a substituent{s) on the phenyl ring;

(58} a piperidinyl lower alkyl group that may have a



20 substituent on the phenyl ring, and a hydroxyl
group, (44) a phenyl group that may have a | ower

al kyl enedi oxy group as a substituent on the phenyl
ring, (45) a naphthyl |ower alkyl group, (46) a
phenoxy group that may be substituted, on the phenyl
ring, by 1 to 3 25 groups sel'ected fromthe group

- consi stdueg eikd Gyanp aL(G GuBHPitwedtoBar tied lilpegt ol
that may have a hal ogen atomas a substituent, and a
| ower zilrkioxy5%r G iMhad zakyl HAVEP ANl Baerhaiteorh A8 A

substi tuen 4 | K [ O a
pheny!P 56‘\)0@ ‘é‘?‘iﬁ(‘?’xﬁsg‘?oﬁ%%ltﬁg?{h% %’ets%bg[ﬁdtag?%

on the.sRRENYEY 'aﬂ%en?i/mﬂdéz%ﬁlgéjﬁé&ﬁs 58t 664  thafreom the
group consisting of a hal ogen atom a | ower al kyl
grobip idwetr abyylhaweuashed egenbat b (8} substhet uent

and a | ower ‘al’koxy group that may havi* hal cgc%ﬁn atom
as a Kipideiie c29y- a‘fglr’oﬁ‘ppyni‘?yl( 3‘1? FoFEHE”

(50) a, gy,0oup ) a
12 3 e ?r%hé/?oénggﬁ%%ﬁbg Syt Fomaelrkyal QyrF
group dH@t mBRYhHR aubsikd tgiorg, a@natsl’iﬁ)si:;.ﬂuéhtﬁ-on the

t et r ahydr onapht hal ene ring, by 1 to 5 | ower alkyl
gr oupsteaigaétyg%mmmpélém (%l)ngr( 5@?’ & dycl Barxadiagrdp 15

th hav dr ox ro a subs e (53)
g{’ g?wcﬁrnﬁfk@r (ﬁ?l/fﬁuf’hg'?agrév gag‘ﬁbsnt |°f<ut(éoi‘cgdJ I?J‘tst Re

p' peri Qi thdith RYrhel D, B 4-0uBHI 2IYIrigEoups)as a

substituent(s), (54) a gui 'nol yl | ower alkyl group,

(55) acyk12aBkyl tletweazal pl lowep, al6) agketpahdropyrynyl

have a 20 gr sel ected fromthe group con?é7st| ng of

a l omé%r%’lpkyl(ﬁér Guphafey b Jsery Rk O4Pkyl°r Gup as-

a_SubstLLe Rl P BBaL P14 A5 %hgmgﬁqy (E6L 2 thiAzebyb as
ower yI ~gr up a y haVe a phenyl group as a
supst id Uikt Ofudrte ohhtBE by ki Bgne (ﬁ]))g +a (BenzoYlydroxel
groﬁp, (69) a carboxy group, (70) a lower alkoxy lower
-alkyl group, (71) a lower alkoxy loWer'alkoxy group,
(72) a benzoyloxy group, (73) a lower alkoxycarbonyl
lower alkoxy group, (74) a carboxy lower alkoxy group,
20 (75) a phenoxy lower alkanoyl group,'(76) al,2,3,4-
. .tetrahydroquinolylcarbonyl group that may ﬁave-an OXO -
© group as. a substituent on the tetrahydroquinoline ring,
(77) a phenylsﬁlfonyl group, (78) an imidazolyl lower
alkanoyl group, (79) an imidazolyl lower alkyl group,
25 (80) a pyridylcarbonyl Qroup, (81) an
imidazolylcarbonyl'group, (82} a lower alkoxycarbonyl
lower alkyl group, (B3) a carboxy lower alkyl group;

(84) a group —(0-Bis) s—CO-N(R?*)R?’, (85) a group ~N(R®®)-



25 al kyl group that may have 1 to 3 groups sel ected
fromthe group consisting of a | ower al koxy group and
a hal ogen atom as a substituent(s) on the phenyl ring,
. (58) a piperidinyl lower alkyl group that may have a
21 lower alkyl group as a substituent on the

pi peridine ring, (59) an im dazolyl group that may

- have kote, 3nRhenyi gi@ips gsodp SUbgPht-aentchsy (B rHie

i m dazol e ring, (60) a benzim dazolyl group that my
have 180 3 ieidmwerorykyrogpoupbads aabsupsthiieaeht §=up,

on the benzi m dazole ring, & é% a qyri yA_ | oner al koxy

gr oup, {8P8d)amy 9K 950U &y g odui n8rg1 [ ower al kyl
rou : iohdent

9 P ttetﬂﬁggg%%ouc{ﬁ%ﬁ?lﬁﬁf dl?&%ngQ%ltg B Baddbs bkdegto@h as

t hetetrahy nolthe Ting, (63) a 1,3, 4-oxadi azolyl
10 3 owesuBbkluegtonp thwmttemayhpdweenodivoe griogp as a
substituent "on the 1, 3, 4-oxadi zole ring, (64)-a

cycl odukyErrostsaRkiPvedt GhBYLE®5)958Pet r ahYdr opyr anyl

group, (66) a thienyl Jower alkyl group, (67) a
PV | mtd&ﬁg?%%%‘?’}%n@ _Xlério'up that nay have an oxo group

as 15 a0 skt mepthOndbhei ey idA diBeerdmy an(i68cta

hydr oxyl group,- (69) a carboxy group, (70) a | ower

al koxyebomeenalk lydgearrp ateRl) am dngner Iadkotatofey have
al koxy group, (72) a benzoyl oxy group 73) a. l ower

1 Koxfc IPBBAY T HORER RO T OPB . 3 ?Hﬁ’g%&%"aer"ﬁox?/

| ower akPhade PENOXY 1 LANET2 130K gNGYbups
ar oup,b%%'%?ya&lo?%?g?% teytsrghidr oqui nol yl caar bgn?/l

gr oup ashat syt itavat a9 oo teopleras aisgbsd iltowent 2 bkyl
the tetrahydroquinoline ring, (77) a:phenyl sul fongl

© groupgrewsy antdwerdakiery|grcsRelawtngadoyP %ri&?ﬁ}d( gyups

an 1 m.ga OI%)IF] leom% :{t-!( | rngthgg;hgﬁ 1 Ain , by 1 to 3
pyri dyPEarBohyic §H8t an m dazolyl carony!
Or P3P g rbBRs SelRl AbdpXoreagbeny|cdneweting kofl agiower
(83) a carboxy lower alkyl group, (84) a group
- (0- BE3xox G M(cRYB) R, (e86yano gasyp, @22nitro group, a
phenyl group, a halogen atom, a lowér alkyl group that
may have a halogen atom as a substituent, a lower
alkoxy group that may have a halogen atom as a
20 substituent, and a lower alkylthio gtoup; a phenyl
group that may be substituted, on the phenyl ring, by 1
to 3 groups selected from the group consisting of a
lower alkoxy gfoup that may have a halogen atom as a
substituent and a lower alkyl group that may have a
25 halogen atom as a substituent; a lower alkoxycarbonyl
group; a cycloalkyi lower alkyl group; a pyrrolidinyl
lower alkyl group that may have 1 to 3 lower alkyl

groups that may have a hydroxyl group as a substituent



CO B15- N(R29) R30, (86) a group
-N(R31) -B17- CO N(R32) R33, (87) a benzoxazolyl group,
(88a) a benzothienyl group, (89a) an oxo group, and
(90a) a 1,2, 3,4- tetrahydroquinolyl group that my
have an oxo group as 5 a sub%gtuent on the
tetrahydroquinoline ring, . B represents a | ower

- al kyl epe 85 Ohroll i HERY S8Rt Saf &finb-sResaithitRall sveer be
identical or different and each represent a hydrogilen
at om adRyangrmpgtbap naathamaya hanapl §edetimefrom the

al koxycar bonyl group as a subsfituent: a benzayl graup
that WESURRGRISEHAnE Tio i PRERRbyFGPOAPS haoyer 2tk

substiggggptg§)é(gﬂEgFf%dgy%qyg {1 90G%, 2ckonRtydlokibhthyl-
group;” a tTower alkyl group having 1 to 2 phenyl groups
t has mRpsbersides bt ed, kyangkbep pheity hayimye Bytd $o 3
15 groups selected fromthe group consi-sting of_ a

| oner lawrbxsHarlbergreyrasug, saPeyHreagislpen &6 tror 304

group, enyl a hal oge |

gr oup ﬁeﬁgglq@’gy?%g’bgg%%naﬁ (ﬁ“gﬁ’ a%o%tpglgh gﬁsiu Stit giéﬁ/ a
| over abkaxya @yauByt hedwdray1Ray ey foudal 8gqwiailgm aswer
20 substituent, and a | ower al kylthio group; a phenyl

group alkgl groumbe astibdid tuttetrasmlihdophemAkyili AEOURY
1 to 3 groups selected fromthe graqu onsi,stin a
| obier _%‘Iago‘ﬂ?y drggp it Faes W“ﬁﬁvﬁe%c&gﬁogﬁ?{“ att%c?n?g(s“?%
subst it ent, ARd & Lo eza'a‘ih&%;g(g% hat a MEherjav eode2S

hal ogen atom as a substituen | ower al koxycar bonyl
group;alkytygtagd kgl al avsstiakkyt (gr auptha psrrschildi nigg:
| oner al kyl group that may have 1 to:-3 |ower al k¥| 1
gr oups flhat 4 Thayi kel al IR SV FHR a8 B SIS EF P e
23 on the pyrralidine ring; _an_ anm no- i d! gwer
al kyl lé’?”SﬁpX{let IFRYP hRt gg}anaé’r %%gé ;helhz@gé%y# :bgr% fhe

9r PHP £RESE BldAY caf tRe PIKIRH alkPURy NG ; Bal svd@toxgl kyber
group as-a substituent; a 1, 2,3, 4-tetrahydronapht hyl -

5 substlikylit ecburowbet ahdy [hageolpte hatgneaps hagkectedoi som

| oner al kyl groups as. a substituent(s)..on the 1,2 3

..0 4-
y gt nit
t et r atfiylr BRAPhIRIPARBING (R 2a L REPhtHYY Y BRRYP ARy F PHE°
group, r%upygéde}/lsulbg\é\?£ é”l{‘#(()él) ghotRe hed hnplyg a Fhenyl
| ower &l Kyl group; a ,‘i, ,4-tetrazolyl lower alky
gr oup iower alkanoyl group; a lower alkanoyl group that may
20 have a halogen atom as a substituent; an imidazolyl
lower alkanoyl group; a lower alkoxycarbonyl lower
- alkyl group; a pyridyl group; or a carboxy lower alkyl
group, or a cycloalkyl group; and R* and R%, together
with the nitrogen atom to which they bind, may bind to
25 each other, directly or‘via a nitrogen atom, oxygen
atom, or sulfur atém to form a 5-to T-membered

saturated heterocyclic ring (wherein, on the

heterocyclic ring, 1 to 3 substituents may be present,



10 that may have 1 to 3 groups selected fromthe group
consisting of a | ower alkyl group and a phenyl | ower

al kyl group as a substituent(s) on the tetrazole ring;

a l,2,4-triazolyl |ower alkyl group; a tetrahydrofuryl

| ower al kyl group that may hgve a hydroxyl group as a-

15 substituent on the | ower ﬁkyl group; a phenoxy

- Lover akkyl o Qiiethad fRY bRy ebubOcdndiQupy &l £airer

fromthe group consisting of a lower alkyl group and a
ni troagkglpgasipa sublsdriilugnods)tiory tmhe drenyl tei A@roaps
phenyl | ower al kanoyl 'group; a | qwer al kanqyl grou
Phat Ry CobehArena ke T5UR SPRmeand ShIACIOERY: = S
Im da%%hy i a@k??nf%?u gEﬁ%%xmé% EQ%@ra halogen atom as
al koxycar bonyl 1 ower a yF group; “a pyridyl group; or

a car hoxyvkomrientlky! orgrbepph@iyia rayigl oatdk\d phyeoyp;lower

and R2 and R2l, together with the nitroegen atomto
whi ch 28key wiove, thay wndare 25 qedhadkhkeneddrréciiqrP

or via a_nitrogen atfom .oxygen ataq r sulfur atomto
forn13559tﬁwﬁﬂﬂzﬁﬁgﬁéal§%Fuggﬁn ﬁgkgybcyclic ring
(wher @i RepPE:dfte Beberocyclic ring, 1 to 3
substituents nmay be present, 24 which are sel ected

fr om Bhe rgpoaperctonsi- $bveny adtkydehoweroua, kyl group, a
phenyl _group jhat may have 1 to S‘grg%$s selgcte from
t P gRourEoRsi &Y if dFeREHeR o §&n dAf b 289 B

al kyl t Y hal ogen a
substf%ﬁggg?%{qhﬁggﬁgﬁﬁhgﬁgw'?%ng, énggg}€§£§§"|%mer

al kyl pgheupl thralupmayathanss aalrovertcal3k ybese dildooyy ggoayps
as a substituent on the phenyl ring), o represents 0
or 1, asBa3sykgiridyent ésla-dnokbe mislefdngr gtiphergxRoPwer

and R2 y be identical .or different.and e

repr e§iﬁ¥n?ag‘ﬁ%}](§’r gg‘g% WA AT | NS 3[1%? %r%g] pSg®
benz oxlngf HiRedch3h PRy ;Ji@ﬁgllrirogfﬁ o pwehy Rl kdwey GLRHPS
as a substituent(s) on the phenyl ring, a phenoxy

| over gabliy) @r euphehihtguway, haw R?A drelW@’ altlegktihgn g th

as.a 15 substituent on the phenyl an%, a.pgggyl Iovver}1
Al kyl t§eonbtraseraappRi BiEpthe PRBS: iRy g to eac
togetheyr wth i n_a L6R, thedhi Bbon,
may bfﬁgefb {§§%$%%Ph%$f¥¥% Pe%??%ééﬁﬁﬂa a a nitrogenQ)m o
at om sQX¥YgeNntin0Rb 06rd W fSukoal aianbe rbar saturztid

7- menber ed saturated i

20 heterocyclic ring (wherein, on the heterocyclic ring, 1
to 3 substituents may be present, which aré selected
from the group consisting of a lower alkyl group and a
phenyl lower aikyl group that may have a lower
alkylenedioxy group as a substituent on the phenyl

25 ring), '
B;s represents a loﬁer alkylene group,

s represents 0 or i,

R?® and R*’ may be identical or different and each



20 heterocyclic ring (wherein, on the heterocyclic
ring, 1 to 3 substituents may be present, which are
selected fromthe, group consisting of a | ower alkyl
~group and a phenyl lower alkyl group that' may have a
| ower al kyl enedi oxy group as&% substituent on the
phenyl 25 ring), 815 represerits a | ower al kyl ene

- group, 3, LEREESEMArBgH sbom28 BN RETKkPRYMRRp, a
i dentical or dlfferen? and each 25 represent a

hydr ogerengl ompwes: ledwgl @tdapl, groa.rplmadph@hsﬂl 1|om§ralkyl
al kyl group, or i m dazol yl | ower Kk

RO6 arFoRRT a‘%‘bd%?r?é’rd g S B s

t hey q:l nd gl?yt QJ}:Q gjbghgego Aichesthdr ordl§e<\ﬂ:ﬂ/ ®dr

nltrogenaom oygen ato or- sul fur atomtoforma

5-19 Fireabeeshoeatl Wt ahehvgear ooxg| ot sahtny whemeta,
on the heterocyclic ring, 1 to 3 phenyl- | ower -al ky

gr oupsfotrvan Frefip ﬁamem!aexmv@ﬁtar%sﬁ%ﬁ@aﬁawyw513% a

~ substituent. on th he r|n e r

. substl@%@ﬁ?f%O) %§§ %ﬁ%ﬁﬁgﬁ ¢4 Ighrgg§%e£§%%§8§ e
lover Al X'g£ﬁd§§3th§%6m£§ﬂﬂaﬁéeatﬁbﬁtﬂ @mﬁyléﬂéﬁﬂogpegroup
graoup, 9-and 'R30, together with the nitrogen atomto
whi ch dsheystbstd cueny bn nchet pheavh mimgemay dbe eesgnpras a
via a ' 15 nitrogen atom oxygen atom or sulfur atom
t ol§ orsAPaTEtuRy: (Bdenber ed saturated heterocyclic

a1 OUP RN ELDen o0 J BSADELEL WU bE &1 ferlalfyB grou,

substituents may are selected from

t he QYB}H&e‘@Q%éﬁﬁé rbg l@ﬁaea aXryarenal gydumgr oup, ‘a phenyl
group, and a 9
R_ and R, together with the nltrogen atom to which -

they bind, may bind to each other, directly or via a -’

15 nitrogen atom, oxygen atom, of sulfur atom to form a 5-
to f—membered saturated heterocyclic group, wherein, on
the heterocyclic ring, 1 to 3 substituéﬁts may be
present, which are selected from the group consisting
of a lower alkyl group, a phenyl group, and a phenyl

20 lower alkyl group that may have a lower alkylenedioxy
group as a substituent on the phenyl ring,-
R¥ represents a hydrogen atom or a lower alkyl group,
Bi7 represents a lower alkylene group,
R32 and R*, together with the nitrogen atom to which

25 they bind, may bind to each other, directly or via a
nitrogen atom, oxygen atom, or sulfur atom to form a 5-
to 7-membered saturated heterocyclic group (wherein; con

the heterocyclic ring, 1 te 3 substituents may be



20 | ower al kyl group that may have a | ower

al kyl enedi oxy group as a substituent on the Phenyl
ring, R31 represents a hydrogen atomor a |ower alkyl

- group, Bl17 represents a | ower al kyl ene group, R32 and
R33; together with the nitroggn atomto which 25 they
bind, may bind to each other, directly or via a

N trogeasatoMwhaxyiger: atedctod Suinf ttheagomrt cohsl i iang
5- to 7-nmenbered saturated heterocyclic group -

(wher fna Worathelket 3 siel PcPRENY, 9ForRy $nd a phenyl -

substi.t uents be r i _ i}
O D e B B Syt o

phenylg ghpups ARdbatpheimt ohovks midayt gimpp that may
have a | ower al kyl enedi oxy group. as a substituent on
t he5 phi@Ggllring). 5[0037] However, that the

f rent i d d It th f tisfi
e e e e R GO

when X] LEDF 6S8NLS: 8s Wi R o1 EhFind NRQuRBed&ieent o a -
hydrogen atom : _

v
[0038]
10 (i) when X; represents a group ~CH=, then R
represents a hydrogen atom;
[00391
(ii} when X; represents é group —CH=, 1
represents 1, T represents ~CO-, and RM represents a’
15 hydrogen atom or anlélkyl grou# that may have a’
hydroxyl group as a substituent, R represents the
group (24); -
{0040]
(iii) when X; represents a group -CH=, 1
20 represents 1, and T represents ~N(R'Y") -B3-CO-, R and
R*, together with the nitrogen atom.to whiéh they bind,
may bind to each other, directly or via a nitrogen
atom, oxygen afom, or sulfur atom te form a 5-to 10-
membered saturated or unsaturated heterocyclic ring,
25 wherein, on the heterocyclic ring, 1 to 3 groups of
(28) are present aé a substituent(s);
[0041]

{iv) when X; represents a nitrogen atom, and



[ 0039]
- CH=,

(ii) when X1 represents a group
1 represents 1, T represents -CO, and R’

represents a- 15 hydrogen atom or an al kyl group that
may have a hydroxyl group as a substituent, R15
represents the group (24); [0QGAO0] (iii)- when X1
represents a group -CH, 1 20 represents 1, and T

1 epr eseipireseMN(RU7) oB3wE: XiRle@mmaet2452 nidgeuherain.hl

t he ni
ot her,

trogen atomto which they bind, may_hind,4 0 each
r%m%ﬂ@b@%ﬁ&%@%%ﬁﬁ%ﬂfﬁwﬁﬂﬁﬁ&a

8: sulsgr%qlpgt(gg t(o,)for({@)a' Xt Qzapf Jrgpbered sat ur at ed

unsat u

ted hetérocyclic ring, 25 wherein, on the

het erogyabic ring, 1 to 3 groups of (28) are present
as a substituent(s); [0041] 27

5

(v) when R® represents a cycloalkyl group that
may have on the cycloalkyi ring, a substituent selected
from the group consisting of an amino-substituted lower

alkyl group that may have a lower alkyl group and a

‘lower alkyl group that may have a halogen atom as a

10

15

20

25

substituent, R® represents a group -(T).-N(R')R*’
(wherein T and 1 are the same as described above, and
R and R, together with the nitrogen atom to which
they bind, may bind to each other, directly or via a
nitrogen atom, oxygen atom, or sulfur atom to form a 5-
to 10-membered saturated heterﬁcyclic ring; or RY and
R form a group

[0043]

[Formula 14]

X

[0044]

[0045]
Ttem B: The STAT3 activation inhibitor
according to item A for-preventing or treating a
symptom or diseaselassociated with activation of STAT3.
[0046] |

Item C: The STAT3 activation inhibitor



represents 0, or when X1 represents a nitrogen atom 1
represents 1, and T represents -CO or -SO2, Pis not a
group (5), (7), (19), or (20); and [0042] 5(v) when R6
- represents a cycl oal kyl group that May have on the
cycl oal kyl ring, a substitue sel ected fromthe group
consi sting of an am no-substituted | ower al kyl group

that nRY.PaMg o over Bl kul wel VR MRNdymol el akkydse
group that may have a halogen atomas a 10

subst iatsaent at &4 wi ehr astEiviag ian gr D HFATE T 4 -aNERLRA Be
(wherein T and 1 are the sange as descrLb d above, and

R 4 afdSRRes: (GGRERSS/ vanrfﬁcfh%nrmfie.n&@a SSH°Fe GMTCH ™
they bi.od.; fay Rind, Lo cﬁag@om&e{ directly or via a

nitrogen at om oxygen atom or- sulfur atomto forma
5- €5 [Do41D- menbered saturated heterocyclic ring; or
11" and RI6 forma group [0043] [Formula 14] -00
[0044] 20. [005F PYesATE: iTHen Fugthew Amogapdes a

It Pglatbl ; 8{1 3C§o%r %Eggertltolnlgt L @rea&rln%r Svg)%ﬂt%ga 8L disease
assoc1ated w1th activation of STAT3 by administering,
to a patient, an effective dose of an aromatic compound.'

10 (1) or a salt thereof according.to item A.
[0048] .'
The present invention further provides use of
a compound (1) or a salt thereof aécording to item A
for producing the STAT3/5 activation inhibitor.
15 [0049] |
| The arcmatic compoupd {1} or a salt thereof
serving as an active ingredient of the‘STAT3/5
activation inhibitor of the present invention is an
aromatic compound (1) or a salt thereof represented by
20 item 1 below and preferably aromatic compounds or salts
thereof represented by items 2 to 48. A
[0050]
Itemll; An aromatic compound or a salt

thereof represented by the general formula:

25 [Formula 15]

Rt A
t—%—-YnA (D)



synptom or di sease associated with activation of
STAT3. 25 [0046] Item C. The STAT3 activation
inhibitor 28 according to itemB, in which the
synpt om or -di sease associated with activation of STAT3
i s autoi mune di sease, diabetgs, i nfection, centra
di sease, cancer-associ ated. di Sease or psoriasis. 5
-[0047] (00511 The present invention further
provi des a nethod for preventing or treating a synptom
or di seseeins¥pcieRredeniis ¢ AEETUIRT GHOBfOSFATSORY ~CH=,
adm nisterin to a patient, _an effective dose of an

c SEBRRSTIG S0 oF B

ar omat UHE 109{WP of & 'salt thereof according

to itemA, Q048] Theohsesent) Lunvent g@bup WE-RER®) -, a
provi des use of a conpound (1) or a salt thereof
acc6r dynguet eBptem A gosumpr oduci ng t he STAT3/5
activation inhibitor. 15 [0049] = The

aromat {8%8nmpound (1) or a salt thereof serving as an
active[ﬁﬂg&ggig of the STAT3/5 activation inhibitor
of the 'present i1nvention is an aromatic conpound (1)
or a salt thereof repeesented by 20 item 1 bel ow and

preferably aromayc unds or salts thereof
represented by itens 2 to 48. [-0050]
[0053] '

a group ~CO-, a group—CH(bH)-, a group -N(R*?)-CO-N-
10 (R%™)-, a group -N=CH-, a group —N(Ruh)—802~(Bna)e—, a

lower alkenylene group, a group —NHCO—Bl—, a group -

NHCO-B;~ (W)u~, a group -By—O0-Brga—, & group

[0054]1

[Formula 17]

(CHa) k -
/ \
_NY N—(Baoa) ¢ —
0
15 {0055]
, @ group
{0056]

[Fprmula 18]
N N—(Bza)c
— N P
: _Zh

[0057]

20 -, a group -SO-N{R*™®)-, a group -S-, a lower alkynylene



Item 1: An aromatic conpound or a salt thereof
represented by the general formula: 25 [Fornula 15]
29 [0051] wherein X1 represents a nitrogen atomor a

- group

-CH=; Rl represents a group -Z-R8, Z represents

a group -N(R8)-B-, a group -B;]N(R8)-, a 5 group

780- 0-,

- group
(0/ 3).

a group 10052] [ Formul a 16] -NHCCSZL [ 0053] a

gmp a Uoswp-=Cy (&) groapgrauprou( RBEIFCBM2 10
, a group -N=CH, a group

-N(R183¥R$DZCO(@Q2%%€4, a | ower al kenyl ene group, a

gr oup
- BO- O-

10

15

20

25

%s?gggresaedécrsgagﬂ}(%%ﬁﬁql\l e 2::] (lyj%%f afkﬁr 85!8up that
may have a lower alkoxy group as a substituent, a lower
alkanoyl group, a lower alkyléulfonyl group or a phenyl
lower alkyl group, ‘

B represents a-group ~CO-or a lower alkylene group,

Bo represents a.lower alkylene group,

B; represents a-lowef alkenylené group that may have a
phenyl group as a substltuent,

B; represents a lower alkylene group that may be
substituted by a group selected from the group
consisting of a lower alkoxy group-and a phenyl group,
R®® represents a hydrogen atom or a lower alkyl group,
R represents a hydrogen atom‘or a lower alkyl group,
Rmalrepresents a hydrogen atom or a lower alkyl group,
Bs»a represents a lower alkylene group ér a lower
alkenylene group,

e represents 0 or 1,

Biga represents a lower alkylene group,

Biga represents a lower alkyleﬁe group,

B,oa represents a lower alkylene group,

Baia represents_a lower alkylene group,

k represents 2 or 3,

c represents 0 or 1,

d' represents 0 or.l,

R'® represents a hydrogen atom or a lower alkyl group,

R®® represents a hydrogen atom or a lower alkyl group,



-N/ 03200 15 [0055] , a group [0056] [Formula 18] /\
-NN- (13210 [0057] 20 , a group -302-N (Rtob) , a group
S ., a lower alkynylene 30 group, a |ower alkylene
.group, a group -N(Rad)-or a group -CO NR-Bna-. Ra
represents a hydrogen atom gl ower al kyl group that
may have a lower al koxy group as a substituent, a

- | ower b rabkaseils anospygen bowes aldewhputiionybrga cup for
a phenyl [ower alkyl group, B represents a group
- CO oratam, ower al kyl ene group; Bo represents a | ower

al kyl ene grou
y u regresé%ts 0 or 1,

R® represehts 5-to 15—membe;ed moriocyclic, dicyclic or
5 tricyc{ic saturated or unsaturated heterocyclic group
having 1 to 4 nitrogen atoms, oxygenqatoms of sulfur
atoms (thét may have 1 to 3 substituenté, which are
selected from the group consisting of an oxo group; &
lower alkoxy group that may_ha#e a halogen atom as &
10 substituent; a .lower alkyl group that may have a
halogen atom as a substitﬁent; a halogen atém; a lower
alkylsulfonyl group; a phenyl grqup'that may be
substituted by a lower alkyl group.that may have a
halogen atom on the phenyl ring; a lower alkylthio
15 group, a pyrrolyl g;bup, a benéoyl group; a lower
alkénoyl_group; lower alkoxycarbonyl group; and an
amino group that may have a group_séleéted from the
group consisting of a lower alkyl group and a lower
alkanoyl group as a substituent, on the heterocyclic
20 ring), an adamantly group, & naphthyi group (that may
have 1 to 3 groups selected from the group.consisting'
of a lower alkyl group, a haloger atom, and an amino
group that may-have a group selected from the group'
consisting of a lower alkyl group and a lower alkanoyl
25 group as a gubstituent,'on the naphthalene ring}, an
alkyl group that méy have a lower_alkoxy group as a
substituent, a cycloalkyl group that may be substitﬁted

by a group selected from the group consisting of an



Bl represents a -l ower al kenyl ene group that may have
a 10 phenyl group as a substituent, B2 represents a

| oner al kyl ene group that nmay be substituted by a

- group selected fromthe group consisting of a | ower
al koxy group and a phenyl gr up, RO8 represents a
hydr ogen atom or a | ower al k% group, - 15 R9b

- rePresgnhs subydit@en ALRP Qlkdl | WRIp Bhky Imgr adPe a
RBIs represents a hydrogen atomor a | ower alkyl

gr oup,loBklaatlepr egenp saral laoweren| ddKEnergepUpasr may have
| oner al kenyl ene group, e_represents O gr 1, 20 Eng

r epr efefgsoger 8P I | RS CHFRTRE - Bfa EPRprEEERLEY

| ower ,glkyl andv%rogﬁ?kel%@]' A-BRb et $1a8 hoVera akkybene
group, Bna represents da | ower al kyl ehé group, k

reps es@pinSag Orsubst2buentr,epr eseat salkaabyl, gibup, a
represents 0 or 1, Rnb represents a hydrogen atomor a

| ower benkpllgeeay, (that vwevepregeht's® an I8RyReFeaetshtd a
group f_rgm- th(e)rc'ggouspuL:grlils[is%ti%E[n of 4 elporw %egiﬁylo gQ:rouEJ’ that
may have a haloéen atom and halogen atom, as a
substituents, on the phenyl_riﬁg), a halogen atom
10 substituted lower alkyl group, cycloalkyl lower alkyl

group Or a group
[0058]

[Formula 19}

/ \/\(R?) o
[0059]

15 R’ represents a hydrogen atom, a phenyl group, a carboxy
group, a hydroxyl group, a halogen atom, a lower alkyl
group that may have a hélogen atom as a substituent, a
phenoxy group, & lower alkoxy group that méy have a
halogen atom as a substituent, a lower alkylenedioxy

20 group, an aminé group that may have, as a substituent,
a group selected from the group consisting of a lower
alkyl group, a lower alkanoyl group, a benzoyl group,
and a cycloalkyl gfoup, a cyano group, a lower alkanoyl
group that may have a halogen atom as a substituent; a

25 lower alkylsulfonyl group, an aminosulfonyl group, a



R6 represents 5-to 15-nenbered nonocyclic, dicyclic or
5 tricyclic saturated or unsaturated heterocyclic
group having 1 to 4 nitrogen atons, oxygen atons or
-sul fur atons (that may have 1 to 3 substituents, which
are selected fromthe group cgnsisting of an oxo
group; a |ower alkoxy group that nay have a hal ogen

- at om dswar 181 sathstarbuenl ;g@ubpower laldey b 1ganepl dxtya s r oy
have a hal ogen atom as a substituent; a hal ogen _ato

a | ower 1aMRY| SLEPYIFAEPRELFOVET phdiRH 95PBRIRPY R RE

be subst d I

halogen a%g%gon fgteﬁm§£lﬂf%ﬁgrgggfgﬁgggg?ﬂayfﬂgﬁg%%
gr oup,ha®iRYr L oty 14 @HOUPgerd RoRE PYdxy@icdUptoas | awersul fur
al kanoyl group; |ower al koxycarbonyl group; and an

ani $o agosep (thalt meey hhee eara ogpospPwe B kB RetaHockelic
group consisting of a |lower alkyl group and a | ower
alkanéyiggroup -as a substituent, on the heterocyclic

20 ri @lg)reEggsmt LY 85 OUR-cR ﬁwtshwheﬂr@%g(&gahts 2

have to 3 groups selected fromthe group
conS| sid Bg teé o |fower R kylk o dentachil ggeiifiepept) and
and an.,am no group that may have a rou selected from
t he gﬁbuﬁeﬁﬁﬁﬁﬂﬂ§ﬁl AghyirogePont™alik PRLGYOU R ToHY §F @
| oyner a%%%ng L g&gﬁup as a substituent, on t he
nap tha ehe T anh’al kyl group that may have a

| ower ﬁ'ﬂé@ﬁs@:ﬁ@#ﬂa zodp SUPSt bt gedlp -A (&Yt 0al kgybup -CO-,
group that may be substituted by a group selected from
t he groowgoopnstEtaHig. ok hfrwersalhmw SFOYPY t At FPYPoTer

al kyl group that hav r al kyl group and a
| ower PR?F’g?BJb‘F%ﬁP ﬁgygﬁﬁﬁgea hal ogen atom as a
substigsuent .. Qi thg ﬁ?ﬁ%dﬁ%hk¥£oﬁ"Egioﬁekoﬁﬁﬁyrab&eﬁyj
group that” may have a hal’ogen -
15 lower alkanoyl group, a benzoyl group, a phenyl lower
alkyl group, or a cycloalkyl group,
n represents 0, 1, or 2,
A represents a group

{00601

20 [Formula 20}
3
/J )giR)p
) —7 Rt

or a group

(0061]

[0062]

[Formula 21]

Y
L A



5 atomas a substituent, a | ower al kanoyl group, a
benzoyl group (that may have 1 to 3 groups sel ected
fromthe group consisting of a |ower al kyl group that
may have a hal ogen atom and hal ogen atom as a
substituents, on the phenyl rj,ng), a halogen atom 10
substituted | ower al kyl group, 'cycloal kyl |ower alkyl
group [@bsaj group [0058] [Formula 191 nt...0e)ln [0059]
15 R7 represents a hydrogen atom a phenyl group, a
car bowy rgpoegents Ryd¥ oyl group, a hal ogen atom a

| ower _al kyl - group that,_m ve a e
substF&dﬁ%??g%pﬁﬁéhg%?rﬁ?%h%&Og'I%Gg#%%lE%%%ggkgﬁga' 2
that nRYohayedrhahogsm ataryasyouplabt thl@nthava hower
al kyl enedi oxy 20 group, an am no group that max' have,
as & Sabstén uenim aa grouptithented flewar thdkagyeapronyl

consi sting of a |ower al kyl group, {» al kano

gr oup,9r8UBer® GATLGFBUDECWind aaglé‘il"g? 6%&6%9( otip, & achano
cyano group, a |l ower al kanoyl group that may have a
hal ogen atom as a substituent, a 25 | ower

al kyl smktony | rR*Yraitp R1amagnbaosddnftanyl gr aligfeaenl33nd

| ower "al koxycar bonyl group, a | ower al kanoyl oxy group,
a | owsech| keasss@nsoayiydramen arRi grlsupr iy ls9spul. @
menber ed. sat ur.at ed or unsatur - er ik C P
ha né:yfl??a):[]ﬁy]higtr%ﬁénorataoﬁs?g%gj%%ﬁl%ét %?r%lcé orarg{ﬂq{f ur

5 atonggbihal JBY RAYEn A R¥a FEQMRORhEEE they bind, may
heterocyclic king), mrepresents an integer from1l to

5( whemintr epresdénbsh@rt aliecthp ¢ Viave Risragep BEom,
identical O different) and R2 reggesentg a dr ogen
at om %%Yﬁﬁmo%ﬁﬁmfaPSnf” ury atom to form a b-to 7-membered

saturated heterocyclic ring,

15 R* represents an imidazolyl lower alkyl group, & 1,2,4-
triézolyl lower alkyl group, a 1,2,3-triazolyl lower
alkyl group, a 1,2,5-triazolyl lower aikyl group, a
pyrazolyl lower alkyl group, a pyrimidinyl lower alkyl
group that may have an oxo group as a substituent on

20 the pyrimidine ring, a 3,5—dioxoisoxézolidin—4—ylidene
lower alkyl group, a 1,2,4-oxadiazolyl lowér alkyl
group that may haﬁe a lower alkyl group as a
substituent on-the 1,2,4-oxadiazole ring, a
thiazolidinyl lower alkyl group that may have an oxo

25 group as a substituent on the thiazolidine ring, a
group .

[0064]



10 lower al kyl group, Y represents a group -0-, a
group -N(R5)-, a group -CO, a group -CH(OH) -, a | owner
al kyl ene group, a' group - S(0)n-, or a group
-C(=N-OH)-1 R5 represents a hydrogen atom a | ower
al kyl group, al5 |ower al kanoy) group, a benzoyl
grouP, a phenyl ower al kyl group, or a cycl oal kyl
group, [Fermepaesdints 0, 1, or 2, A represents a group

[ 0060] 20 [ For mul 01 h(-(R3)p 4 [0061] or a group
[0062] [ For mul a__@Niﬁls[ 0063]

[0065]
; :& group
10066]

5 [Formula 23}

RlBa

5O

or a group —(T):-N(R*)R',

[0067]

R represents a hydrogen atom, a lower alkyl group that
may have a halogen atom as a substituent, a lower

10 alkanoyl group that may have a'halogen atom as a
subétituent, a lower alkoxyca;bonyl group, a phenyl
lower alkyl group that may have a_ldwef alkylenedioxy
group as a substituent on the phenyl ring, an
imidazolyl lower alkyl aroup, a lower alkoxycarbonyl

15 lower alkyl group, & carboxy lower aikyl group, a
benzoyl group, a morpholino-substituted lo&er alkanoyl
group, a piperazinyl carbonyl lower alkyl group that
may be substitﬁted, on the piperazine ring, by a phenyl
lower alkyl group that may have a lower alkylenedioxy

20 group as a ;ubstituent on the phenyl ring, a
piperazinyl lower élkanoyl group that may be
substituted, on the piperazine ring, by a phenyl 1oﬁer

alkyl group that may have a lower alkylenedioxy group



p represents 1 or 2, R3 represents a hydrogen atom a
| oner al koxy group, a hal ogen atom a |ower alkyl
group that may have a 5 hal ogen atom as a substituent,
-a | ower al koxycarbonyl group, a carboxy group, a group
- CONR11R12, or a cyano group,spherein R11 and R 2 nay
be identical or different -and3 each represent a

hydr ogen aakapst i ueomesn at ey Iphgneuprirgy, 16 cycl oal kyl
group, or a_phenyl group, and Rl1 and R12, together
Wit h tEDRPLERREATPINBAT $'H SiHiteRe® nEreBi ALKY e BPndot £°
each ot her iyectly or via.a nLtrogen atom oxygen

at om 898G ?ﬂ{r elzftwgm %k?ljboryr% ggé{-l%'o 7- menber ed

sat ur aited rQFE@ié}ﬁ:\éC Li Bydddin L8obor QLR @toup,

i m dazolyl Tower alkyl group, a 1,2,4- triazolyl I|ower
al kyl Yreppesentls 2, 3over arldiwentowerupal Rygreproay,(Ra ) —Bs-
1,2,5-triazolyl |ower azl I groqu, a gy_r z_g{gyr | over = _
al kyl Gtoup, IR rPMdi'Ryl ~FBwer® &Ry g]%o t Hat¥ " 7ay
nave 1 OX&H Jr Qu apu 1 Nka0N —-CQO~Bg-, a
oyt i MR g, DEO B B RPAD] UBLOON 2Uxblg sco-n,

| ower addayl —gn ) ~-Ba- 1,2 ghooradi@zat+C0-| onveyrairk yCH (OH} -
group that may have a | ower al kyl .group as a

subst iBw&-roR FFRIPL, 507 o%a%"ioélfol'goﬂfn@? % group -Bzza~
th'& zq{d__%i nyl |lower alkyl group that nmay have an' oxo

25 gr oUp as’a substituent on.the thiazolidine ring, a
group HQ84h R represents a hydrogen atom, a lower alkyl

group, a quloalkyl group, a cycloalkylcarbbnyl group,
a lower alkanoyl group that may haﬁe a halogen atom as
a substituent, a lower alkenyl group, an amino-

15 substituted lower alkanoyl groﬁp that may have a lower
alkﬁl group as a substituent, or a lower alkylsulfonyl
group, '

B; represents a lower alkylene group,
Bjo represents a lower alkylene group,

20 R represents a hydrogen atom or a lower alkyl group,
Bs represents a lower alkenylene group or a.lower
alkylene group that may have a hydroxyl group as a
substituent, . ‘

Q represents an oxygen atom or a group —S(O)n-(wherein

25 n is the éame as described above},

Bs; represents a lowé; alkylene group,
Bs represents a lower alkylene group,

R'® represents a hydrogen atom or a lower alkanoyl



35 [Fornmula 22] 1t-R13 [0065] , a group [0066] 5
[Formula 23] [0067] or a group -(T)I-N(RHR15, R 3
represents a hydrogen atom a |ower al kyl group that
-may have a hal ogen atom as a substituent, a | ower 10
al kanoyl group that nay have g hal ogen atomas a
substituent, a |ower al koxycarbonyl group, a phenyl

-l oner gddyd, group that nmay have a | ower al kyl enedi oxy
group as a substituent on the phenyl ring, an

i M dazibl yepleseeEs & Kypvegr abipleael gheYPal koxycar bonyl

PR T P R N S
By represents a lower alkylene group,
5 By represents a lower alkylené group,
Bi; represents a lower alkylene group;
Boza repreéents a lower alkylene group,
1 represents 0 br 1,
R represents a-hydrogen atom or an alkyl group that
10 may have a hydroxyl group as a substituent,
R represerits (2) a hydréxyl group-substituted alkyl
group, (3) a cycloalkyl group that may have a group
selected from the group consisting‘of a hydroxyl group
and a lower alkyl group as a substituent, (4) a phencxy
15 1lower alkyl group, (5) a phenfl group that may be
subétituted, on the phenyl ring, by 1 to 3 groups
selected from the group consisting of a lower alkyl
group; a lower alkoxy group that may have a halcgen
atom as a substituent; a halogen atom; an amino lower
20 alkoxy group that may have a lower aikyl group as a
substituent; a hydroxyl group-substituted iower alkyl -
group; a phenyl lower alkyl group; a lower alkynyl
group; an aminé group that may have a lower
alkylsulfonyl group as a substituent; a lower alkylthio
25 group; a cycloalkyl groﬁp; a phenylthio group; an
adamantyl group: aﬁ anilino group that may have a
halogen atom as a substituent on the phenyl ring: a‘

lower alkoxycarbonyl group; a piperazinyl group that



group, a piperazinyl carbonyl |ower alkyl group that
may be substituted, on the piperazine ring, by a
phenyl | ower al kyl group that may have a | ower

-al kyl enedi oxy 20 group as a substituent on the phenyl
ring, a piperazinyl |ower alkﬁ?oyl group that may be
substituted, on the piperazine ring, by a phenyl | ower

-al kyl ghpuRvkhat 1 smy Q@k‘ﬁl ayicapeks al kauenethay ogr enp
36 as a substituent on the phenyl ring, a

mor phap ipesean benydnosubspytuptlddihphesralrk fhagymgup hage an
an i mdazolyl |ower alkanoyl .grou Rua represent.s a
hydr og¥® &GHPo?S & ﬁ;‘;‘b?‘é&%ﬂve“ér Slpthe PHIr g ek Ry 2

| ower RE. QL O nd ) aNeRIAD oh33p; Qda Lph
group g%%%g?N(%%g -O%P, %ﬁg#gus fg%?06%§ g gr oup prenesy
Q 89- Ofrqupa gEPUP phkdBxN(d¥kd, B1700a ,pheengil oLiprerCOLBEL ,

a group -CH(OH)-B9-, &group -CO-BID CO., a group by 1
- CH( OHjzoupzthapouay Regferg-icoteds of dils PRepyl gnds by
group -B23a- 10 CO rein 1 {

hydr ogteon atom > a sleolvf%‘/e%: %%}A%eﬂm éﬁgu%%gua{{ %}%@%ggﬁk ?f a

gr oup, ha deel Qebky|LaABRENY1 @xQUErodp [thiakr may kasvey b
group that may have a hal ogen-atom as a substituent, a
| ower lelcaryl abeo s -aapulst itaeents anbst ilegeed Yodegroup,

al kanoyl group that ma ave a |lower alkyl group as a
suiﬁgt i &Ue%t Phﬁ?yJ;aoé’ﬁéraﬁf%yl%ﬁPPo t e uf),{ t '
repres. I : LBPEES & HcS:vA-

| ower %Pﬁ?ﬁgﬁggggé&g%5§d%%%%%?§§?é§§%§§5 hydrgggnygtom

or a |lawey, aikyla droeep, aBéotyeprbsent ssubstdnered lower

al kenyl ene group or a |l ower al kyl ena -group_that may
have a22Mydr 8%9¥Pgrddp ascarkamyserbglehuted lower alkyl

group, {12) ‘an amino group that may have a lower
15 alkanoyl group as aléubstituenf, (13) a 1,2,3,4-
tetfahydroquinolyl group that may have 1 to 3 groups
selected from the group consisting of én oxo-group, a
lower alkoxy group, and a lower alkylenedioxy group as
a substituent(s) on the fetrahydroquinqline ring, (14)
20 a cycloalkyl lower alkyl group, (15) a piperazinyl
lower alkanoyl group that may be substitutéd,_on the
- piperazine ring, by a phenyl lower alkyl group that may
have a lower aikylenedioxy group as a substituent on
the phenyl ring, (16) a pyridyl lower alkyl group, (17}
25 an amino grgup—substitufed lower alkyl group that may
have a group selecféd from the group consisting of a’
lower alkyl group and a lower alkanoyl group as a .

substituent, {(18) a lower alkoxy lower alkyl group,



Q represents an oxygen atomor a group -S(0)n-(wherein
25 n is the sane as descri bed above), B5 represents a
| oner al kyl ene group, B6 represents a | ower al kyl ene
-group, R19 representsa hydrogen atomor a | ower

al kanoyl 37 group, 87 repregﬁﬂts a |l ower al kyl ene
group, BBrepresents a | ower al’kyl ene group, B9

represent)Sag Lewelzcalkkydeng,gneop,arb i8adsegrdsanter a
| ower al kylene group, Bn represents a | ower al kyl ene
group,alByé geprreseRtls a 1cwer 4al kyl ene group, 1

represents. O.or, 1, . 4 represents.a- r.o

o s e PV G R L R RGeS A SRy Ve B
a S-Ubs:}ﬂohg,emiZZ)R]as pﬁggfﬁﬁ@tl%ah%nﬁ'@fgﬁfxﬁﬂat may have a
group-substituted al kyl group, (3) a cycloal kyl group

t hat nEpubavel ectgrdofipos ethec bedup roamstilseéigy oup a lower

consi sting of a hydroxyl roup and a |lo al kyl r ou
as a §ﬂﬂ§%ypﬁﬁﬁﬂq§&(gfo%pp%%ﬁ@gpyl lower g?ﬁyl gr%up? an

furyl lower alkyl group a&s a substituent on the
piperidine ring; (23) a thiazolidinyl lower alkanoyl
group that may have an oxo group as a substituent on
10 the thiazolidine ring, (24) a piperidinyl group that
may be substituted, on thé_piperidine ring, by a group
selected from the group consisting of a lower
alkoxycarbonyl group, a phenyl lowér alkyl group, a
lower alkyl group, a benzpyl group, and a furyl lower
15 alkyl group, (25) a‘carbonyl lﬁwer alkyl group
éubstituted by a group
[0068]

[Formula 24]
X

20- , (26) a carbonyl lower alkyl group substituted by a

[0069]

group :
[0070]

[Formula 25]

_N/:X;\l‘f*

H(Bq



15 lower al kyl group, (5) a phenyl group that may be
substituted, on the phenyl ring, by 1 to 3 groups
selected fromthe group consisting of a | ower alkyl
group; a |ower al koxy group that may have a hal ogen
atomas a substituent; a hal ogen atom an ami no | ower

20 al koxy group that may have a | ower al kyl group as a .
~subst i teEnt]; a hydroxyl group- substituted | ower al kyl
group; ‘a phenyl |ower alKkyl, a | ower al kynyl

group; (&l &nPRBURr &QQBzOHEt‘RngRY h4%8a); 3 WEFolidinyl

al kyl sul f onyl {0 b i |
al kyl t}f%“b Igélk? Lﬁo%u agal lmltoggilr%c))lupao 18%\% nyjtktyl%i 0
gr oup,gmg@damt v pgeﬁyp 1@ rann kbagl greup, t (wa) may

have a hal ogen atom as a substituent on the phenyl
ring; %nikﬁmgpaab¢@yﬂydawbun@ﬂkxy'Qagnpeiqﬂtp@¢EZHQﬁﬂ a lower

St i soRb s g Bebaut e A Vie RFRH (Hirfy) (202
group fhat tnd??%l h@f’cﬁlpan (9?.(.9) A ?)li?e§§zﬁlﬁu hstét URINL,108roup

the pyrrolidine Ting | ower "al kanoyl'am no group; a

cyano ghaumayangve, ratlseaos(gbﬁlgmeup oif Bheappperosiye ring,
group, (7) a phenyl lower alkyl group that may_ be
subst it WP sRleHedhEny|the ﬁgoueycqn%ﬂﬁtsn@r%ﬁslwer

Setsct eﬂ(&hg@otg &y gughgggg 1 weggaﬂt g'}etgga;gtatnggl

ower roup t ave a om a

-a subsidd léembweﬁrﬂik@lbﬂé@io@ yrbugr s, sﬁﬁsf:&)ueﬁht on
phenyl [ower alkyl group that has a | ower

aIkyI@Hydmmwyygrnuphaé3aabubsﬁmﬁden© verrhalkilegroup
ring, a | ower al kox rbqonyl - substi t ut ed Jomer
kol GrOuERT (RS £ AP Bby bSO Tt 4 SRET LT
group, {féla%) 2281 53196 Uy | hafy 2By t@b%zelwv&foupthat
al kanoyl group as a“substituent, (13) a 1, 2]

t et bahyaly oGrensl Ydwegr atupyl tgatoupsays havmab]sttbu@ntg rogiul phe
sel ected fromthe grogg ‘consi sting of an oxo group

| ower %ﬂ#&ﬁ%@lerE&Rﬁ d ahbeW@PdéPRyW%%EHFBQE’ﬁﬁbﬁﬁvﬁs
5> AEBETY, Sh" ADMS O Dol g0, (1
piperazinyl-substituted oxalyl group that may have 1 to
3 groups selected from the group consisting of a phenyl
20 lower alkyl group (that may have 'l to 3 groups selected
from the group consisting of a lower alkylénedioxy
© group and a lower alkoxy group as a substituent(s) on
the phenyl riné) and a pyridyl lower alkyl group as a
substituent (s} on the piperazine ring, or (37a) a
25 cyano-—subst:ttuted lower alkyl group,
R represents an oio group or a phenyl group,

d represents an integer from 0 to 3,

Bz represents a lower alkylene group,



| ower al kanoyl group that may be substituted, on the
pi perazine ring, by a phenyl |ower alkyl group that
may have a | ower al kyl enedi oxy group as a substituent
on the phenyl ring, (16) a pyridyl |ower alkyl group,
(17) 25 an am no group- substltut ed | ower al kyl group
that nmay have a group sel ect e& fromthe group

consi s nghPR3B ltoyernad Kikh gfidimiaRdgan | ower tal Waidy |
group as a- substit uent, (18) a | ower al koxy | ower

al kyl tgrequpind3omay b@)ldatp iegiciagehsd, Heaptly 20) vam @

i mdazolyl |ower alk o fo _
t et r afy/drEPEBGRT Y %38‘?’563:1%“ sﬂﬁs?@tf’é‘tr ag?%v\%r LRy >
group, . { %2)nefab9f@c?rga%w&s@rh@@e%cwlqw gkbad, rmséraame on
a 5 group selected fromthe group consisting of a

| ower wkeeyeasdpiile gingp,l aopAeplydnyloveren|ddiyl groups
group, and a furyl lower alkyl group as a substituent

on theﬂmtpéllab!dhfh%e rd ﬁ@we{ z@)kYéePﬁﬁiﬂa%& iGIPAR | O JWgr P Bheny1

al kano roup that_ nma as a
subst |%1ng9 ﬁ Ao fﬁﬁase%ﬁl az%l %gl %%e(&r'%]n%{e 24) a
Pi per i g nyda @dlbuﬁobaﬂﬁeimbitbetﬁélbﬁlﬂrb@éﬁdatm tohehich
pi peridine ring, by a group selected fromthe group
consi sthayybahda hayeringl koxeackr bohgt g’ﬂé&ﬁtlé Phéiep @
| oner al kyl group, a | ower alkyl \ -
o 8 o S ren s kg Cariny, A8 e om a s

, car boai/ {ygatgwy& SHbShEL S A hat GF e 1ic
[0068] I%or a NDO [ 0069] 20 , (26) a.carbonyl
| ower airgyl ogr augranbstituted by a group

[0072]

{Formula 26]
~{_X_)

wherein, on the heterocyclic ring, 1 to 3 substituents

15 [0073]

may be present which are selected from the group
consisting of (28) a phenyl?substituted lower alkyl
group, which has 1 to 2 phenyl groups that.may-be

20 substituted by 1 to 3 groups on the phenyl ring,
selected from the group consisting of a lower alkanoyl
group, an amino group that may have a lower alkanoyl
group as a substituent,'é lower alkoxycarbonyl group, a
cyano group, a nitfo group, a phenyl group, a halogen

25 atom, a lower alkyl group that may have a halegen atom

as a substituent, a lower alkoxy group that may have a



[0070] [Formula 25] 40 [0071] (27) a group

-CO B20r N(R36) R33, (26a) a pyrrolidinyl |ower alkyl
group, (27a) a norpholino | ower al kyl group, (28a) a
.phenyl | ower al kenyl group, (29a) an 5 anilinocarbonyl
| ower al kyl group that may h%¥F a |l ower alkyl group as
a substituent on the phenyl ri'ng, (30a) an indolyl

group,h1348h Acdi Rer azémydrikauwer, a klengl olvdrhal komy
have, as a substituent on the piperazine ring, a group

sel ect@abgbc om kvt ogydupramns lastll aglaeraal oyanegdory ky|

group and a phenyl | ower aIk t hat nma

Igvver HRYY R TR GROUY s pgﬁ{fgﬁ, faghe < cﬂ\; F‘ﬁefower

b eny' a9 -6328) (280 2 diagol P kY30 9r-04R 4 bt
have 'a Frﬁgf é k3| group gg gﬁgﬁﬁitx£ugntgﬂfssg) a

fI ugr e rg B Ok, |(rd4p) tiatC aklpazovey,l agr aupuh:étattu%tn@)y on

have a | ower al kyl group as a substituent on th

car baz@eepvrh@me( F58Y, ah EnidPROURST GFdeF Rt ﬁﬁ%ﬂ hi%e a

| ower al k as a.substi 6
pi per &9 I ‘g %ltngt ¢4 oxa‘(ldrfbgg{]o%ro ?’h%%ld?rah lower E'\llkyl
to 3 gnouBScASt eGlelabe Q{nﬁyﬁeogﬁptﬁdﬁ@nSESMm@sﬂiﬁtﬂent

phenyl™ 20 lower al'kyl group (that may have 1 to 3
gr oups{¥el echedrdliydnmioter grldyp gony dhahgnay haveoheko 3

al kyl enedi ox d | |

sluakaé} A (7 ot B SO /8 R A e
al ky I w

I AR 3 R st deprussiarioe o

group, beR%éthEMdﬂS_xﬁntLSw@ﬂ 2Dy 104 boNp 01 (34 ) phefytylgloupy
d represents an integer fromO to 3, ‘B20 represents a
| ower Qﬂ“&%l@h@ﬂ&grd@é) ‘a benzoyl group that may be

substituted, on the phenyl ring, by 1 to 3 groups

15 selected from the g;bup consisfing of a cyano group, an
amino group that may have a lower alkylsulfonyl group
as a substituent, a halogen atom,_a'loﬁer alkoxy group,
a lower alkyl group that may have a halocgen atom as a
substituent, a -thiazolidinyl lower alkyl group that may

20 have an oxo group as a substituent on the thiazolidine
ring, a thiazolidinylidene lower alkyl groﬁp that may -
have an oxo group as a substituerit on the thiazolidine
ring, and a loﬁer alkylenedioxy group, (36} a
pyrimidinyl group, (37) a pyrazinyl group, (38) a

25 pyridyl group, (3%9) a lbwer alkoxycarbonyl group, (40)
a thiazolidinyl loﬁer alkanoyl group that may be
substituted, on the thiazolidine ring, by a group

selected from the group consisting of an oxo group and



41 and R37, together with the nitrogen atomto which
they bind, nay bind to each other, directly or via a
nitrogen atom oxygen atom or sulfur atomto forma
-5- to 7-nmenbered saturated heterocyclic group,

wherein, on 5 the heterocyclig ring, 1 to 3 phenyl

| ower al kyl "groups that nay have a | ower al kyl enedi oxy
group HLryrbhp phenyl ring, may be present as a
substituent(s), RI4 and RI5, together, with the
nitrogd¥®’4dom to which they bind, may bind to each

ot her,_ direct L or via a 10 nitrogen atom oxygen

at om Prgﬁ?? latomto forma 5- to 10-menber ed
saturated or unsaturated heterocyclic ring; or a group
[0072] [Formula 26] -0© 15 [0073] wherein, on the

het erocyclic ri=g— 0 3 substituents may be present
-whi ch are selected fr®gm the group consisting of (28)
a phenyl -substituted | ower al kyl group, which has 1 to
2 phenﬁkwggoups that may be 20 substituted by 1 to 3
groups on the phenyl ring, selected fromthe group
consi Stine@e0h R hadwer® abkanoytiregenotps aweanmbbyyrowpp)
that rmay have a | ower al kanoyl group as a substituent,

a | owekd1al Rokgwer 53y gFFp Fhat djah dagrotpdr etthisetgeted
e s L B
subst ifdiegtn & dPWRS 22LKNOLtARAYP (4181 aMBYwEAVA Kanoyl

‘ group that may have a halogen atom as a substituent,

10 (43) a phenyl group that may be substituted, on the
phenyl ring, by 1 to 3 groups selected from the group
consisting of a carpémoyl groub that may have a group
selécted from the group consigting of a lower alkoxy
lower alkyl group and a lower alkyl‘gréup, a lower

15 alkoxfcarbonyl group, a carboxy group,.a cyano group, a
phenyl group, a halogen atom, a lower alkyl group that
may have a halogen atom as a substituent, a lower
alkoxy group that may have a halogen atom_és a.
substituent, a benzoyl group that may have a halogen

20 atom as a substituent on the phenyl ring, a phenyl
lower. alkyl group that may have a halogen atom as a
substituent on the phenyl ring, and a hydroxyl group,
{44) a phenyl grou§ that may have a lower alkylenedioxy
group as a substituent on the phenyl ring, (45) a _

25 naphthyl lower alkyl group, (46) a phenoxy group that



42 hal ogen atom as a substituent, a phenyl | ower

al koxy group, a hydroxyl group, and a | ower

al kyl enedi oxy group, and that may have a pyridyl group
on the | ower al kyl group, (29) a carbanoyl group, (30)
a-pyridyl 5 |lower alkyl group that may have, as a
substituent(s) on the pyrldln% ring, 1 to 3 groups

.sel eCt’ﬁ%(Ner g}ﬂ&%ﬁtgﬁ%ﬁp Sg%esthSforﬁgbydf OXWo @roup

and a group that may have a hydroxyl group

as a s4ibsipist sendctdBErom Py rgaloyp- ¢cmmrstahky¢f gr cGpnoe -
that may have 1 to 3 10 | ower alk roues as_a N
subst|@IRHH:(§)1QW?#Iﬂék§9rg%949 1A m?¥3§? halogen atom

benzoxazol Qi’\@uen(%gdr%ndg% O.L%Qw‘er(gf’QO@ BEB%@E’H&ZH#'

| ower 3T ky | ower “al group,

(35% %Q%"éo)ihlc%éw&tbﬁa&s rﬁiysulb@tsuhﬁitl t uuepl a Qrhenbay
phenyl ring, by 1 to 3 groups 15 selected fromthe
group bowesi sl kply wfoum,cyahbd agrp@@pyl PR ﬁék@*blﬂfoluﬁat

may have a | ower al kyl sul f nyI as.a. sy e
a hal ot g8¥nPe &4 rtuié? SL eélylloﬁljér al}:}?;yl"l b3

group ({;H%Ppsr@Xl&%’&i q_:rgﬁ\l ng@r!;x%h@m:&%l%tiblgsbftémﬁlogan
t hi azo nyl Tower alkyl group that may 20 have an

0XO Qr §thh,a% aosenbsﬂktyuegtom thht hdw deoki di haledangatam -

thi azolidinylidene | ower alk roua?that may.  have an
ox80graup &8Pat ittt gefta “tel’fea% %Y GFPEPnEPRY AY

d I | kyl -
o oup, MR B DRI Lo & My (P0G RAG) T Ol

group, (ég@a)tam@mwal kesy cardranyl - grrcnwr};su(—zmk"%R” {51)
t hi azol i | ower al kanoyl group that nmay be

substia u‘t.@dﬁ éntehiminkirapabhiivie sebagitubpdalgret Pyl
sel.ect ed fromthe }?roup cons;j Stl ng of 1@ 10%059f Oup and.

43 a IR [FBBYATRY Mt SHPEE DMt edn: R RS

15 tetrahydronaphthaleqe ;1ng, by 1 to 5 lower alkyl
groﬁps as a substituent(s), (32) a cycloalkyl group
that may have a hydroxyl group as‘a'suﬁstituent, {53) a
piperidinyl group that may be substituted, on the
piperidine ring, by 1 to 3 lower alkyl groups as a

20 substituent(s), {54) a quinolyl Lower alkyl group, (55)
a l,2,3,4-tetrazolyl lower alkyl group thaﬁ may have a

© group selected from the gfoup consisting of a lower
alkyl group and a phenyl lower alkyl group as a
substituent on the tetrazole ring, (56) a thiazolyl

25 lower alkyl_group that may have a phenyl group as a
substituent on the-thiazole ring, (57) a benzoyl lower
alkyl group that may have 1 to 3 groups gelected frdm

the group consisting of a lower alkoxy group and a



Ro [0075] 5 (wherein Re and Rb each represent a | ower
al kyl group), (41) a lower alkyl group that may have a
group selected fromthe group consisting of a hydroxyl
group and a hal ogen atom as a substituent, (42) a

| ower al kanoyl group that nay have a. halogen atom as a
subStltuent 10 (43) a phenyi* group that may be

subst iyt the phanwde;ki0ge (Dy oh tRe HilligUPSing,

sel ecte Erom e group consisting of .a carbanoyl

group (shat 5 Epdiavenl grangr aekertedubr timt meyghaup 2
consisting of a | ower al koxy |ower alkyl gro

y .a
| ower laiwey| aHedu@rour | ey SPQSEFWVCB%BW@I lg’%ﬂ] 1%

car box an p

hal ogé%gr g :{:?Dg)a ﬁnoéﬂfg%ﬁlfli Lﬁ‘g %E at %%%éﬁpavq g2
hal 99%&%@@%@ ggbgté&ﬂ&a&ueﬁt [ Oweh %&Wd@mme
that may have a hal ogen atom as a substituent; a

benzoyiing; 0ue0 )t raabenaymnaueularlhar@geﬁhae laénbrhaé@ 4 to 3

substituent on the phen rin _ al kyl

group YWEE AbKyIhSFeuRs @géﬁgﬁFbﬂ%{'&qg V\%et uent on

t he pq}e%qgg%mmgg&h and.a hy&r)%yEygxw,lo(aéﬂ)alammeeybup,
ave a

gr oup { ower al kyl enedi oxy group as a

substi tgzent ojp the-pbemtydioaginddp) lawdh mblpﬁt leoUP
| ower al kyl group, (46) a phenoxy.group . that ga
bel@ubigttt medhavsn apheXpHEIYP AEng, SYPtitiens cﬁ’r& s

o SR B LI IR e e -
lower alkyl group that may have an oxo group as a
substituent on the 1,3,4—oxadizolerring, (64) a
cycloalkyl lower alkyl group, (63) a tetrahydropyranyl

15 group, (66) a thienyl lower alkyl group, (67) a'
pyrimidinylcarbonyl group that may have an oxo group as
a substituent on the pyrimidine ring, {(68) a hydroxyl
group, (69) a carboxy group, {70) a lowerx alkoxy lower
alkyl group, {(71) a lower alkoxry lower alkoxy group,

20 (72) a benzoyloxy Qroup, (73) a lower alkoxycarbonyl
lower alkoxy group, (74) a carboxy lower aikoxy group,
(75).a phenoxy lower alkanoyl group, (76) a 1,2,3,4-
tetrahydroquinélylcarbonyl group that may have an OXO
group as a substituent on the tetrahydroguinoline ring,

25 (77) a phenylsulfonyl gfoup, (78) an imidazolyl lower
alkanoyl group, (7§) an imidazolyl lower alkyl group,
(80) a pyridylcarbonyl group, (81) an

imidazolylcarbonyl group, (82) a lower alkoxycarbonyl



as a substituent, and a | ower al koxy group that may 5
have a hal ogen atom as a substituent, (47) a phenoxy

| ower al kyl group, (48) a phenyl |ower al koxy group
~that nmay be substituted, on the phenyl ring, by 1 to 3
groups selected fromthe gr oyp consi sting of a hal ogen
atom a |ower al kyl group - -that nay have a hal ogen at om

10 as @,e4bgiifuepbupANG3 koverbalk axyegrakylt bacumay
have a- hal ogen atom as a substi{uent, é49) a group - .g.
(BlzooosmNeRzﬂ@mmzt,mf@@)sa:cgwdap}R?’t@c))( SBrit NERHPROBIR™)
(51) ' a 1,2, 3,4-1etr dr onapht hy) ssubst it ut.eghsz r

al kyl Gréur™Ra Rﬁay(igyéhﬁgPﬁ?upigf%oggfﬁg %?g, C4-

15 tet Ydr b AduBg, ($¥a)l & Behzdtiemyal ydup,
groups&gg g gu Stl?geﬁ??%)Pg?Sé) %.cycﬁoglkyl group
that nepahaue exdhydboxylamgr d@pahsa al.QuBstttuent, (53)

a piperidinyl group that may be substituted, on trQS s
pi per i Witrehyiineuipplyl trovd ShaF BkyRvgr dupEtadti B

substituent(s). (54 I .nal ok k¥ r HQUpP, -

(55) & F ,S%,l%ll}?ne Paz%%tlgﬁr{%ﬁé%dg?%mg%ouprtﬁgt may

have 831?[(1%F59e§&h1%0taedo&épmlud9eegéogm:mmonsisti ng of a
y

| ower -a group and a phenyl |ower alkyl group as a
subst it uepreeenthd vettazole ring, (56) a thiazolyl 25

LA b SEPURy BELBNRY v PR,
al kyl Jger%lé%ekbaetl Wo@?ﬂeat]on{;oag S OMP S roep el rayohave
t he QFOLFD consi sti'ng of a | ower al koxy group and a 45
a lower alkoxycarbonyl group as a substituent; a
benzoyl group that may have 1 to 3‘lower alkoxy groups
as a substituent{s} on the phenyl ring; a lower alkyl
15 group; a lower alky%vgroup having.l to 2 phenyl groups
thaﬁ may be substituted, on the phenyl ring, by 1 to 3
groups selected from the group consisting of a lower
alkoxycarbonyl group, a cyano group, & nitro group, a
phenyl group, & halogen atom, a lower alkyl group that
20 may have a halogen atom as a substituent, a lower
alkoxy group that may have a halogen atom as a-
substituent, and a lower alkylthio group; a phgnyl
group that may-be substituted; on the phenyl ring, by 1
to 3 groups selected from the group consisting of a
25 lower alkoxy group that.may have a halogen atom as a
substituent and a iower alkyl group that may have a

halogen atom as a substituent; a lower alkoxycarbonyl

group; a cycloalkyl lower alkyl group; a pyrrelidinyl



hal ogen atom as a substituent(s) on the phenyl ring,
(58) a piperidinyl l.ower al kyl group that nay have a

| ower al kyl group as a substituent on the piperidine
~ring, (59) an imdazolyl group that may have 1 to 3 5
phenyl groups as a substituent(s) on the imdazole
ring, (60) a benzim dazolyl group that may have 1 to 3

- lover 18|,y 15195QUBSc@S thasURsy iHavent (89 Drowbe alkyl
benzi m dazol e ring, (61) a pyridyl |ower al koxy group
(62) grayes Inatt say arwdr eqLYHOIYL Dok a8 Ry FUBTOHeRb
that may have an_ oxp grqup as a substi.t uyent
tetraﬁ?d?%ﬁuﬁﬂﬁfpﬂh@l?ﬁrﬁj?g(G%S 3§1T?3?%9%%é% Fggoiéﬁ%r

| ower | QU Y%vDaY €30 0XO1 LHHUP £26m & he
substF?hg%tgéﬁﬁgtEELQ?%?Q?oiadrg%lepring, (64) a

cyd ogkkyp dosastahkydf gr pbpnyl @Fpun 4wt raafyperopyiiady|

15 group, (66) a thienyl |ower alkyl group, (67 S
pyr i NPy | asarcb 6HYFL HrSHS  t ﬁa%r%éy4ﬁ‘é%%fa§1¥d6§2 aé‘?@?pl

as a subpstituent .on th rim di [ a -
hydroi?gsiﬁ?ﬁhéa &8@_réﬁéggbgg@ﬂgggﬁé,ﬁ%%o Qg)ﬁoa%rS
al koxy olones1 1k yko@so W, a( dhsta thewers pldxyel DWer3, 4~

al koxy group, 20 (72) a benzoyl oxy grouF, (73) a | ower
al koxyear#nmdonkaphehakdricoxjngr cumapprayl gt axerbakiyl

| ower al koxy group, .(75) a enoxy | ower_al k y
grdup 9T PR aa?k’,ré,dg,l&-m%e@t FEM&%’&P hof yF'car %gg over
group %@0\5 haye, a 040+ gEPURIZS Rondb ik aegtoqn
t he tS??gﬁ ro ui%o%?%épriﬁg,'ZS 77)Oa pheni?sulfonyl
gr oup thbt Slaymavel dagely lgrboperselelcandyfrar diye, 3¢ TD)
an i mdazolyl |ower alkyl grou

. p, (80) a _
pyri dgbeaiHioing ofr suboveIB &) k%h §5AUEaZBRYE BIBEhy over .
group, .(82) a | ower_al koxyca I n46nd 3bK¥! ring:
group?l%%é)g%*%h?ﬁo§y$ﬁgﬁ%%uégggﬁ gpogp,o%%%? 2 group
) (95 815) s» ,@ﬂ(ﬁ.a&%@%m7owe(t851kﬁl Proup; a tetrahydrofuryl
CI)1316-N(R29)R30, 86) a group -N(01)-817- CO N(Rn) Rn,
(87) aobenzaadokybugrihas, megsagven ahBHEBPHY o BFOUgr %R
5 (89a) an oxo group, and %90 al 2.3 4- cnoxy lower
t et r afyEPBHHIS PP EP%JFPWF af _gﬂfg\l}_g' ah %13(0 group as
a SUb%&k%PGﬁ? B ke ﬁg?'H%Qﬁdic¥ﬂ“3qﬁkbﬂ§srééﬂbct@ﬁ'from
represents 9" Gwer al kyl ene group, t represents 0 or
1, the group consisting of a lower alkyl group and a nitro
20 group as a substituent(s) on the-phehyl ring; a phenyl
lower alkanoyl group; a lower_alkanoyl group that may -
" have a halogen atom as a sﬁbstitﬂent; an imidazolyl
lower alkanoyl'group; a lower alkoxycarbonyl lower
alkyl group; a pyridyl group; or a carboxy lower alkyl
25 group, or a cycloalkyl group: and R? and R®!, together
with the nitrogen étom to which they bind, may bind to

each other, directly or via a nitrogen atom, oxygen

atom, or sulfur atom to form a 5-to 7-membered



10 R" and Rn may be identical or different and each
represent a hydrogen atont an am no group that may
have a | ower al koxycarbonyl group as a substituent; a

- benzoyl group that nmay have 1 to 3 | ower .al koxy groups

as a substituent(s) on the phenyl ring; a'lower alkyl'
15 group; a |l ower alkyl grouﬁahaving .1 to 2 phenyl

9r oups, Jiyat. (R, e SUbstid Uhgd (uidkdife phemd ring. by
lto éégroups selected fromthe group consisting of a

| oner altkesygarizonyhggrbup, 3ascysnidcugnoapyaa b present,
group, a phenyl group, a halogen atom a, lower %Ikyi

gr oup W& QEﬁrﬁéieﬁéﬁ% B althg e Wro FPRE FE-1ng of a”lower
substituyent a-lower. al k 0 hat, PRY. hevye a
halogéﬂig oﬂ?ﬁ%”aasﬁgg?Yfé%ﬁ%P‘gﬁﬂ;a Pomerea.kylthgﬁfuPs

gr 0YP;sed cBheAYirdi QHR dhdalp RBMs DeriSigbsEi & Uisidigeanat dre
phenyl ring,” by 1 to 3 groups selected.fromthe group

consi siridng béwer 28 kydverouwrl KORY BEOUWE VEhat MaBEcRadEOH 28
hal ogen atom as a substituent and a | ower  al kyl .gro!
that ey REVEF SRR tzﬂeoﬁﬁ"ﬁgyg st F?%eantl%ﬁegg?oy\ﬁ?er
al koxy, 0 HQUR; m@y &0l Kihed QUWRY1 @hdgiloxgr gEdup
a pyrﬁ§%5gi§%%ngi7 Ioﬁi% alfyl gréip’thgt may have 1

to 3 lawar sabdayiltugneups thHeatphenyl haing)a hydr oxyl group
as a substituent on the pyrrolidine ring; an ‘
antPo-suspresented 0 6fetr al kyl group that may have a

group sel ected from the opsi.sting of a phenyl
gr oup B:lﬁaregrlese #S at Eﬁfegrgﬁgigggagé% Stituent; a

1,2, 3, t8ly aky daonephidavhsubstdd uigdetoveranal kyth
group that may have 1 to 5 | ower alkyl groups as a
subst itepertés) mydhegdn 2tmyg- at keverhpdKghapradral éne -

i ng; ht hyl | | kyl 10 ; i dyl | X
;:ESI é%@ggg}t%g%ﬁﬂ %gggjé%%, Veaﬂg o%ggggsgy%ékQQy gggﬁﬁs

) VI | Ll | i owWer
g'og_%sgaféotgets[l%tfit%ng?%@ror?ﬁﬂé pHEQMD HiRaL SEphdirne 1

ps selecte romthe group consisting of a

| oner Alkgyl ggsuphandmay Hrary b Lovwer adkiyl ggeuu@sas a
substituent(s) on the tetrazole ring;

substituent on the phenyl ring, & phenyl lower alkyl
group, or a phenyl group, ©or R* and R?*, together with
the nitrogen atom to which they bind, may bind to each
20 other, directly or via a nitrogen atom, oxygen atom, or
sulfur atom to form a 5-to 7-membered satufated
© heterocyclic ring (wherein, on the heterocyclic ring, 1
to 3 substitueﬁts may be presént, which are selected
from the group consisting of a lower alkyl group and a
25 phenyl lower alkyl grouﬁ that may have a lower
alkylenedioxy grouﬁ as a substituent on the phenyl
ring),

B;s represents a lower alkylene group,



15 a 1,2,4-triazolyl | ower alkyl group; a
tetrahydrofuryl |ower alkyl group that may have a
hydroxyl group as a substituent on the | ower alkyl
group; a phenoxy |lower al kyl group that may have 1 to
3 groups selected fromthe gr%?r) conststing of a | ower
al kyl group and a nitro 20 group as a substituent(s)

on the, phepyleddN@ 8 phenyl [ower al kanoyl group; a
| ower alkanoyl group t hat may have a hal ogen atom as a

subst iR*fieamid RENma ldaznieyﬂtlbeiv\mr FLE AepsHt @n@lusacfa

| owner' al koxycar bonyl | ower alk roup; , a p
gr oup; recnreaeetar%wrna%ra%ﬂﬂkyg ]Z‘g” r SupY! r%Py &

cycl oaloyl, OF Gty Qgﬁﬁg,g lgﬁdo&atn magtsgﬁvma@rtaﬁkyl

mtrm%n mto [ bi nd, may bind to each

ot hgr ,gld:lubecaw 3F aHaRrd', mtbg@sgerr atiom tiexygemogemmgton
or sulfur atomto forma 5-to 7-nenbered 48 saturated
het er duy ehiichr iy WiBfei fAY AndnhEe I?é’tcé‘r BEbRr i GireRbly 107

to 3 substituents ma resent h t
from t‘ﬁ_é G:r g LBt %Ptﬂhg L P EURr 0‘E:acl ﬁgl[ggl??t%% ed

phenyl f&&papslt@tvmeea& shthi@aBeq s obySel eatiad,
from the group consisting of a halogen atom and a

| over - aiteykigr curp thieahehegodyatécar i odehoa d?heéé’lalower
substltuent(s) on the phenyl rin andlg ghen IovvgOu
al k91 Hrkydporeizrs ﬁé?thfa%% havieo fef S5 kAN ST

as a SausbSt ! tggtp{tu%rrll hﬁaf %Jregéﬁllg)on :{igeoplﬁ&ﬂfle%ﬂ § as

n represent al kyl ene group, R' an
R' W&%;Q@bbdeﬂﬁéﬁﬁﬁs)qr di fferent and each represent a
hydrogen atom a lower alkyl group, a benzoyl grou

that Ry eruressnte as ny@m@eelmogr%uﬁy%aégyé sloup,
substi t uent on e%p enéi r|n R enoky | ower
al kyl %6 ot ﬁSP ﬁd§ %5E A FRVE r 8FR group as a
subgtifenty qm t %gehﬁw lwifthNEhe anitiregyh doderoaldydn
group, or. a phenyl group, or R' and R", together with
t he nitheagetinat amyt dindi th ddudy obhend, dmyCBiLndO!t &iéagh
nitrogen atom, oxygen atom, or sulfir atom to form a 5-
to 7-membered saturated heterocyclic group, wherein, on
the heterocyclic ring, 1 to 3 substituents may be
20 present, which are selected from-the-group consisting
of a lower alkyl group, a phenyl group, and a phenyl
- lower alkyl group that may have a lower alkylenedioxy
group as a substituent on the’ phenyl ring, '
R¥ represents a hydrogen atom or a lower alkyl group,
25 Bi7 represents a lower alkylene group,
R% and R®, together with the nitrogen atom to which
they bind, may bind to each other, directly or via a

nitrogen atom, oxygen atom, or sulfur atom to form a 5-



20 other, directly or via a nitrogen atom oxygen
- atom or sulfur atomto forma 5-to 7-nenbered
saturated heterocyclic ring (wherein, on the
heterocyclic ring, 1 to 3 substituents may be present,
whi ch are selected fromthe group consisting of a
| ower al kyl .group and a 25 phhyl |ower al kyl group
~that may -h I ' r.0 :
subst | Rhan el thuPs 1] FREdLOpedetdPads, Jungrein,
| over & keypkener goRyplic 49irsy,r epteseniubs0ituerls R2§ laad
R27 may be identical or different and each represent a
hydr ogeresanbm v dhonse a¢lgategr 6op0 tRepAEPNR JoHRepting
al kyl oup, or an imdazolyl lo alkyl 5 gro d
706 arth R Th e ShRE inenare speiba it o Berdh
they bifRd: FRYybiRduborRachRt Rete Aditohet| 311851 ehkaidxy
nitrogen atom™ oxygen atom or sulfur atomto.forma
5-to0 Hpmepbes e ssidbulbtent et éhecyiodniyd rimg, - (wherein,
on the heterocyclic ring, 1 to 3 phenyl |ower 10 al kyl
groupst@&! nay have a I ower al kyl enedi oxy group as a
substituent, My he present 9 Lhe ARERYbALd MnpdEnd or
substi-tuent(s)), § represents a hydrogen atomor a
| oner aldayk ghensps BAHisepyL3est SoH dwangr redudearets (i)
group, 15 R29 and R30, together with the nitrogen atom
t olhiteh (whey bind,- may bind to each other, directly
or viaugngbtrogen atom oxygen atom or sulfur atomto
forma 5-"'to 7-nenbered saturated heterocyclic group,
wherein, on thehel,RERCYCIHeprEbdiths & bBoub Skist i thentes
may be 20 present, which are selected fromthe group
consi steiprgsefitsa d dwerogékydtogroup, a phenyl group, and
a phen%b | ower al kyl group that may have a | ower
al kyl ef®®dPbxy group as a substituent on the phenyl

rifg, ' (ii) when X; represents a group ~CH=, 1
repfesents 1, T represents -CO-, and R' represents a
hydrogen atom or an alkyl group that méy have a
hydroxyl group as a substituent, R'® represents the
group (24);

20 [0079]

{(iii) when X; represents a group‘~CH=, 1

represents 1, and T represents HN(R”)-B3—C0—, R and
Rﬁ, together with the nitrogen atom to which they bind,
may bind to each other, directly or via a nitrogen

25 atom, oxygen atom, or sulfur atom to form a 5-to 10~
membered saturated.or unsaturated heterocyclic ring,
wherein, on the heterocyclic ring, 1 to 3 groups of‘

(28) are present as a substituent(s):



R31 represents a hydrogen atomor a |ower alkyl group,
25 B17 represents a | ower al kyl ene group, R32 and R',
together with the nitrogen atomto which they bind,
-.may bind teo each other, directly or via a nitrogen
atom oxygen atom or sulfur atomto forma 5- 50 to
7-menber ed saturated heter.ocy% ic group, (wherein, on
- the heg(ﬁfg@qycl icring, 1 to 3 substituents may be
present, which are selected fromthe group consisting
of a lower al kyliwrehpn % pEengdergreoapnitreiica phehylang 1
‘1l ower al kyl .group that may have a | ower al kryl enedi oxy |
gr oup FPTESENBStY 1 FENYRYH hERHRFRACSr P niy) L o8B 78"

Hoveve epLIelg‘.gEthle, %ﬁgffoﬁwegeﬁéscwds@;, arsaltnor a

thereof "satisrties t ow ng requirenents (i) 10 to

(V)5 [Q06R (5), (), (19) (igr wkem: Xdnd epresents a group
-CH=, then R3 represents a hydrogen atom [0078]
15(ii)[04%dd XI represents a group -CH=, represents 1,

T represents Cﬁ ﬁnd ﬁa represents a Qi/%[q(%gn %@‘n
’ 1 that
or an al kyl grotf A& feﬁaeseergtshfdrgxy group as a
subst i g Uehbve RIP tHRPEGSEM IS IN@ i85 OUD ud4) it Réht] B@T8¢ted
(iii) when X, represents a group -CH=, 1 represents 1,
and T fepr esengsouNERN$14183100L, aR' amimp-RUBst ttaferhépwer .
with the nitrogen atomto which the¥ bllnq
10 alkyl group that may have a lower alkyl group and-a
lower alkyl group that may have a halogen atom as a
substituent, R represents a group —(T);-N(R¥)RY®
(wherein T and 1 are the same as described above, and
R™ and R®, together with the nitrogen atom to which -
15 they bind, may bind to each other, directly or via a
nitrogen atom, oxygen atom, or sulfur atom to form a 5~
to 10-membered saturated heterocyclic ring; or R and
R'® form a group

{00821

‘20  [Formula 28]

- X

[0083]
[0084]
Item 2: The aromatic compound or a salt
25 thereof according to item 1, comprising a compound

selected from the group consisting of the compounds



may bind to each other, directly or via a nitrogen 25
atom oxygen atom or sulfur atomto forma 5-to 10-
nmenbered saturated or unsaturated heterocyclic ring,
.wherein, on the heterocyclic ring, 1 to 3 groups of
(28) are present as a substitﬁgnt(s); 51 [0080]
(iv) when x|l represents a nitrogen atom and 1
represgmt s Qnt@h MhaheXdeh&iesephs1 s Ni1tb-noges atom 1
represents 1, and represents -CO-or -302, R15 is not
a 5 grioaimw 5): a(F31t ¢heysohrag 20) actink [l@@sqqnent
(v) when R6 represents a cycl oal kyl group that may
have oh°%8&%8 cycl oal kyl ring, a substituent selected
fromt nsi sting of an am no-substituted
Iomer.Fﬁﬁggﬁ%nggroup that may have a | ower al kyl
group and a |l ower al kyl group that may have a halogen
atom as a substltuent R4 r epresent sa ngoup8
(T)I-N(Rl& R15 (wherein T and I Gare the sdhe

descri begfeabo nd R14Rﬁm togethde
nitrogen ato té n? £h Nng may b|nd CO A
each ot her, -éct y or V|a '\ en atom gen

atom or sulfur1 atomtoforma olO menber ed
sat ur at ed het ér-@gyclic ring; deR14 and R15 fofinda
group [0082] . :

i - ¢
' R? 6 R 6
’ 5 —CH— 1 3 ) P n—
\Yf) 6H ' \kf) ’ \X{)
(1-4) _ (1-5) (1-6)
RBBN
ﬁu___
>,
Xl N—OH
(1-7)
5 [0086]

wherein Y, represents a lower alkylene groub.

Item 3: The aromatic compound or a salt
thereof according to item 1, comprising a compound
selected from the group consisting of the compounds

10 represented by the geneial formulas (1-B) to (1-14)

below or a salt thereof as an active ingredient:



20 [Formula 28] -NDO [0083] [0084]
Item 2: The aromatic conpound or a salt 25 thereof
according to item 1, conprising a conpound sel ected
fromthe group consisting of the compounds 52
represented by the general foggulas (1-1) to (1-7)
bel ow or a salt thereof as an’active ingredient:
-[0085] ;dderyul @ 29] R6RNi r4R212. 613Nr R2R2 AN A )
CO A X&RSX (1-1)(1-2)(1-3)

[FPormula 30]

%8 | 2 %8 2 . %8 2
6 R 6 R 6 R
- ~4—0—A =y N— -y GO~
A o . S
X O s Xi
(1-8) (1-9) (1-10)
R® - R® _
i 2 | 2. i 2
6 R 5 R 5 R
RNB_ //TI . RNB\L/'\’/“ RNB\(\/H S0t
Xy om X X
(1-11) - {1-12) (1-13}
' RB .
| 2
6 R
. A EHA
X1 N-OH
(1-14)
{o0g88]
wherein Y3 represents a lower alkylene group.
5 Item ‘4: The aromatic compound or a salt

thereof according to item 1, comprising a compound
selected from the group consisting of the compounds
represented by the general formulas (1-15) to (1-21)

below or a salt thereof as an active ingredient:



R8 R6BNR2 | C-A AN-CH (1-7) 5[0086] wherein Y;
represents a | ower al kyl ene group. ltem 3
The aromatic conpound or a salt thereof according to
item 1, bonprising a conpound selected fromthe group
consi sting of the conpounds ), represent ed by the
general fornulas (1-8) to (1-14) below or a salt
-thereofg@sjan active ingredient: [0087] [Fornula 30]

[Formula 311

2 2 2
R80-Bo f/\/‘ R RO0-By~_~ A B Ro-Boa_s % R
1 1
1 O_A [] N_ A . ) CO _‘A
S g e

(1-15) (1-16) (1-17}

2 ' } 2 ’ 2
RSOTBQ\(,\AR RGO—BQ\K\I/DR. : RGO—BO\(,\/ﬂR
i
——CH—A ——Y;—A S @a—A
Sy o Ny . X

(1-18) © (1-19) (1-20)

[0090]
wherein Y; represents a lower alkylene group.

5 Item 5: The aromatic compound or a salt
thereof according to item 1, comprising a compound-
selected from the group consisting of the éompounds
represented by the general formulas {1-22) to (1-28)

below or a salt thereof as an’ active ingredient:



(1-8) R8- R8 R6NBI R2AR848 X1OH (1-11)0-12)(1-13)

[ 0088] wherein Y3 represents a | ower al kyl ene group.
5tem A: The aronatic conmpound or a salt thereof
according to item 1, conprising a conpound sel ected
fromthe group consisting of %he conmpounds represented
by the general formnulas (1-15c') to (1-21) below or a

- salt tfpepepf as an active ingredient: [0089] [Formula

313 - R60,430...,..(55-..4R2
[Formula 321

E.SZ. 61 Rz' GZCONH R2
R CONH :iﬁ_o \ CONH\ijﬁZj_”N_-E \ij?Zi__Co__A
Sy SO b ~
(1-22) (1-23) {1-24)
VA CONH R? CONH
B o \\?;}*CH RA \I:T>/ —5—Ya—A ij ——5(0) o —A
Xi
(1—25) " (1-26) 1-27)
RGEEZLCONH P Y
\tfiﬁi-ch
Xy~
‘X1 N-CH
(1-28)
[0092]

wherein Y3 represents a lower alkylene group.

5 Item 6: The aromatic compound or a salt
thereof according to item 1, comprising a compound
selected from the group consisting of the éompounds
represented by the general formulas (1-29) to (1-35)

below or a salt thereof as an active ingredient:



CH A X10H (1:18) R2 } 3-A X (1-19) 00_130 R2 S(0), -A
Xi (1-20)  R60_Bor X1 N-OH (1-21) [0090]

56
{0093]
[Formula 331}
6 R? 6 R 6. R?
R—CO\Ei>ﬁ R‘CO\ET?ﬁ . R CO\tféﬁ
——0—A —y—N—A ——C0—A
S = =N
y X0 X© s X7
(1-29) (1-30) (1-31)
6_ R® 6_ 7? B R?
R"-CO /‘/I R*-C0 //H R*-CO /’/R
~ )—?H:-A “~ /'—YS—A ~ j““—S (0),—A
Xi OH Xi . X1
(1-32) . (1-33) (1-34)
5_ R
Sy g
1. N-OH
(1-35)
[0094]
wherein Y; represents a lower alkylene group.
5 Ttem 7: The aromatic compound or a salt

thereof according to item 1, comprising a compound
selected from the group consisting of the compounds
represented by the general formulas .{(1-36) to (1-42)

below or a salt thereof as an active ingredient:

[3



wherein Y3 represents a | ower al kyl ene group. 5Iltem
-5: The aromatic conpound or a salt thereof according
to item 1, conprising a conpound selected fromthe

- group consisting of the conpounds represented by the

gener al
t hereof as an'

formulas (1-22) to (%728) bel ow or a salt

active ingredient: 55 [0091] [Fornula

32] A[oVBsV R CONHy R2 Rs V. CONHt,fiR R6 CONE

4,82 - i

R6 CONHr R2

HO
g2

. ro- A-N- A
XIXllGEWWm%EizﬁN(l 23) (1-24) 2 V

I R
RO-Cll /l RG—CH /‘l_
: « I0-A N A

e (-1- OO A---,

HO

} R‘Z
RO-CH
>,

Xl xt
{1-36) (1—37) {1-38)
T A T
R 9 R . 6_ )
———CH A ——Y3— n—
. \Yf) OH \kf) . \X()
(1-39) (1-40) (1-41)
H? 2
6_ ‘R
R-CH A,
N
i N-OH
(1-42)
[0096]

wherein Y3 represents a lower alkylene group.

5 Item B:

The aromatic compound or a salt

thereof according to item 1, comprising a compound

selected from the group consisting of the compounds

represented by the general formulas (1-43) to (1-49)

below or a salt thereof as an' active ingredient:

J-11
t 1(2 R6- V. CONHR



Rs V. CONH A-TCY3 A X1 OHX( (1-25)(1-26)(1-27) V R6
CONHr CA i1 1R2 -NOH"'-.)(1,-9 (1-28) [0092] wherein
Y3 represents a | ower al kyl ene group. 5ltem'6: The
~aromatic conpound or a salt thereof according to item
1, conprising a conpound sel% ted fromthe group
consi sting of the conpounds represented by the genera
- fornul @go6i-29) to (1-35) below or a salt thereof as
an active ingredient: 56 [00931

{Formula 35]

Rgb a Rgb Oa Rgb 9a
| : R2 R2 . 6 k R2
e 5 RE-NCON
R°-NCO \ijﬁyﬁ R hCON\]jffyﬁ . \]ifa}ﬁ -
, ——0-A ~—N— ~—C0—
S 2 %, M
Ny s _ Xi
{1-43) (1-44) (1-45)
RQb 9a : RQh 93 R9b_ 9a
- Ro-fco R? RSN R podico R
75 - 2<% ZA
[ EPNE Y34 LS (0),—A
N NI NI
X oH 5 ¢ Xi
{1-46) (1-47) (1-48)
Rgb 9a
Rﬁ—ﬂxxng R
€
: - —C—A
X, A
Xt N-OH
(1-49)
[0098]
wherein ¥Y; represents a lower alkylene group.
5 item ‘9: The arcomatic compound or a salt

thereof according to item 1, comprising a compound’
selected from the group consisting of the compounds
represented by the general formulas (1-50) to (1-36)

below or a salt thereof as an’active ingredient:



[ Formul a 33] R R6-03r4 2R6-00r 4R2R6- CONCAR2 ... ...
--J-J-0A ..., -,-r)] —-NACOA-. "..9 XIR5XI
(1-29)(1-30)(1-31) Re-COR2 Y3 A (1-33)(1-34) Rten c A
- Xl N-OH (1-35) [00941 wherein 13 represents a | ower

al kyl ene group

59
[0099]
[Formula 36]
Ré-HC=N RE-HC=N R
ij ——0—a \E:%é—N A \[jZiafo A
: ] Xl Xl R5
(1-50) (1-51) ) (1-52)
RS-HC=N R?- RE-HC=N K RE—HC=N R?
\EfZi"C ' \thi—Y4ﬂ \EfZi—sm)—m
NG L N NI
X OH ¢ ST
(1-53 - (1~54) ' (1-55)
RE-HC=N R?
x>, ||
X N-OH
(1-56)

[0160]
wherein Y3 represents a lower alkylehe'group.

5 - Item 10: The aromatic compound or a salt
thereof according to item 1, comprising a compound
selected from the gréup consisting of the compounds
represented by the general formulas.(l—S?)vto {1-63)

below or a salt thereof as an active ingredient:



5tem 7:" The aromatic conmpound or a salt thereof
according to item 1, conprising a conpound sel ected
fromthe group consisting of the conpounds represented
by the general fornulas (1-36) to (1-42) below or a
salt thereof as an active ingredient: [0095] [Fornula
34] HOHO IR2 R6-CIH yr.....#PL1R2 R6-CH , ......

), i nCRA1G 2 XIRSXI (1-37)(1-38) HOHOHO R2

{Formula 37]

10a 10a 10a

RG—(B223) & S0N / RG"‘(B22a) e_SO‘ZN\E\/’ RG (BZZa) e~ S02N /’
S

\x{)oa Xl/ :sA‘ -\XK,COA
{1-57} (1-58) {1-59)
10a - 10a
RE-(B2ga) :~SON / R6 (B22a)e SozN\(\/ Rs—(B22a)e_SOZN\(\
\X?—E: A : \’Fl) Ya— Y s(o)n.A
(1-60) . {1-61) : (1—62)

10a

18- (B22a) ~S0aN /:!

L4
/‘ Il
5 N-of

(1-63) -

{0162] _
wherein Y; represents a lower alkylehe group.

5 Item 11: The aromatic compound or a salt
thereof according to item 1, comprising a compound
selected from the group consisting of the compounds
represented by the general formulas.(l—64)-to {1-70)

below or a salt thereof as an active ingredient:

Al



WCHRG6_, HHR2R6_cl |, .. "R2 CHAVA,

"Is rism-A XXl

(1-39) (1-40) (1-41) 110 111CA ~.,,} Il AIN-OH (1-42)
[ 0096] wherein Y3 represents a | ower al kyl ene group.
5/tem 8: The aronmatic conmpound or a salt thereof

according to item 1,

conprising a conmpound sel ected

fromthe group consisting .of e conpounds represent ed
by th (ﬁ%g§ral formulas (1-43) to (1-49) below or a

salt t
[Formula 38]

2
RE-Z R
YA,
\XI/‘
(1-64)
2
Ré-7 R
I\TiéZi—ﬁﬂ A
I ) |-
oo
{1-67)
R“-Zl /%le
\T:i:%—C—A
X, A
I N-OH
. {1-70)
(0104}

ereof as an active ingredient:

6_ R?
R 21 //n
-7 —N—A
S
x(J g

(1-65)

Rz R
- \(\'_P""Y3"‘A
o A

X

(1-68)

58

2

Ro-Zin 7 /RR
&

(1-66)

C0—A

2
78-7, /‘/ﬂR
“ TS 0),—A

Xi

(1-69)

wherein Y; represents a lower alkylene group, and Z;

5 represents a lower alkenylene group.

Item 12:

The aromatic-combound or a salt

thereof according to item 1, comprising a compound

selected from the group consisting of the Compqunds

represented by.the general fokmulas (1-71) to (1-77)

10 below or a salt thereof as an active ingredient:



[0097] [Fornmula 351 ROb 9a R6-6 RI 9b v9a ril /R2
R6-NCON ..,,*%,...li ,/ ;R 11. CHA %vlls-... 2
AL OFXi (1-46)(1-47)

62
{0105]
(Formula 39]
RS-B,CONH R pe_p,com R pe_p,cony R?
1 f\/ﬂ 1 \(YH 1 //“ ;
——0—A -5 N—A ——CO—A
Y S0 s e
(1-71) (1-72) ‘ (1-73)
) 2 2
R°—B,CONH R gé_p,comt R RC-B;CONH R
f?j-—CH—A 1 /iv —a 1 \E/ZLS(O) —~A
N NI N
5 o : X X3
(1~74) - (1-76) (1-76)
R-B,CONH R?
: //“—C—A
\x) 1
i N-OH
(1-77)

[0166]
<wherein Y3 represents a lower alkylehe.group.

5 Item 13: The aromatic compound or a salt
thereof according to item 1, comprising a compound
selected from the group consisting of the compounds
represented by the general formulas.(l—?B).to (1-84)

below or a salt thereof as an active ingredient:



ROb R6-11s1CO0 93 R2 S(0)"-A XI (1-48) R9b p9a Ar R2
LC AMMNOH (1-49) [0098] wherein 13 represents a
| oner al kyl ene group. 5ltem'9: The aromatic conpound

~or a sal t
63
[0107]
[Formula 40]
RE- () ,—BoCONH RPge— (W) Bz CON R’RE- (W) o~B,CONH
f:l-o —A fi:-N —A ffi—-co —A
SN SN
X R X1
(1-78) (1-79) | (1-80)

RE- (W) ,~B2CONH /,,R RS- (W)u—BzCONH I,f Rﬁ (w)u—sgcowu

X1 OH . X;
(1-81) (1-82) (1-83)
2
R®- (W) ,~BoCONH R
X ) Ii
X1 N-OH
(1-84)

[0168]
wherein Y; represents a lower alkylehe‘group.

5 Item 14: The aromatic compound or a salt
thereof according to item 1, comprising a compound
selected from the group consisting of the compounds
represented by the general formulas.(1-85) to (1-91)

below or, a salt thereof as an active ingredient:



t hereof according to item 1, conprising a conpound
sel ected fromthe group consisting of the conpounds
represented by the general formulas (1-50) to (1-56)

" . below or a salt thereof as an active ingredient:

[0099] [Formula 36] .,R2 R6-HC=N X, (1-50)
[ 0100] wherein Y3 represents | oner al kyl ene group.

[0109]

[Formula 41]

RE-B19,—0-B5 / Rﬁ—Blga*O-Bn / - RB-Biga—0- BO\(\’/"I
\X—)—'N A ——C0—A

33
(1-85) (1-86) ‘ (1~a7)

R?
R®-B10,-0-By / R -3193‘0—80\(\// R -'Bwa"o Bo ,/1
___.__ —A
G —Ya— 7 =S
Xi 0

(1-88) (1-89) (1-90)

REi.TBIBa'"O”BO r/\/n R
| ~Z 0

{0110]
wherein Y; represents a lower alkylene group.

5 Item 15: The aromatic compound or a salt
thereof according to item 1, comprising a compound
selected from the group consisting of the compounds
represented by the general formulas (1-92) to ({1-98)

below or. a salt thereof as an active ingredient:



5 Item 10: The aromatic conmpound or a salt thereof
according to item 1, conprising a conpound sel ected
fromthe group consisting of the conpounds represented
. by the general formulas (1-57) to (1-63) below or a
salt thereof as an active ingredient: 60 [0101]

[ Fornula 37] flQafl Caf 10a R R2 6p2 a t(13228)

, CSCQhLOlli? /| R -0322a) e-SM@2Nr22ar ,"ii,,,,l.,Rv_03)
e-S2N - A 0-A Lk.---. 2 XIXI1/5 'Xi
(1-57)[FbrB)4 1489) fl 10a -flCa.fl ea
R6- (3220) 8- 302NR2R6- (322a) e-S2N ...,.. /R2_R6-(322a)
e- SCEN z4R2 (CH)k (CHz)k‘ (Cﬁz)k
RO~ (Bap) ¢ N Rz RS- —(Bog) N N R2 RS- (Bzo) &' N
Y % Y(L Y (__CO \
\7““0 A NG p
g - :
(1-92) {1-93) (1-94)
(CHz) K (Cﬂz) K - (Ci{g) k
'R —{Bzo) o' NY . R R (BZD)d Y Py R2. RS (Bzo)d"'NY
_\:I*G!A ———h tj—SMM A
_ O ‘
(1-95) _ (1—96) ,(1w97)
(CHZ)R
RS- (Ban) =N N 2
(zo)d Y - /BR
0 TE—A
5 N-oH

[0112] |
wherein Y3 represents a lower alkylene group.

5 Item 16: The aromatic compound or a salt
thereof according to item 1, comprising a compound
selected from the group consisting of the compounds
represented by the general formulas.(1-99) to (1-105) -

below or. a salt thereof as an active ingredient:



S(0) -A11 1 -ri CHA ,..... ---.) Y3 A----. >1----.
2 X1IOHXI XI- (1-60)(1-61)(1-62) itl Ca B- (322a)

e- SO2Nri r A X1 NNCH (1-63) [0102] wherein Y3
- represents a |ower alkylene group. 5 Item 11: The
aromati c conpound or. a salt %%ereof according to item
1, conprising a conpound sel ected fromthe group

consi siphpg; of the conpounds represented by the genera
formulas (1-64) to (1-70) below or a salt thereof as
an actlifvemihygréedi ent: [0103] [ Fornul a 38]

/ M / \ 6 —
RO-(Bogad N, N RS-(Bya)eN N R®-(Bata)sN, N

N/ R NS R2 po— 2
\"'T_'O'—A \—)—I;I—A ~ co

X i g X
(1-99; {1~100) (1-101)

R~ (By1s) & 6~ (Ba1a) N RP-(Baia) N, N
R*-(Bz1a) N N RZR (Bara) N - 21 @

- T(IIH-—A a -;r—Ya —A
X1 OH . X
(1-102) . {(1-103) {1-104)

RE= (Bgyo) N N
21a’ ¢

{01141
wherein Y: represents a lower alkylene group.

5 Ttem 17: The aromatic compound or a salt
thereof according to item 1, comprising a compound
selectéd from the group consisting of the c,;ompounds
represented by the general formulas (1-106) to (1-112}

below or a salt thereof as an’active ingredient:



R2R2 Re-Zi r4R2R6-ZI - xI OCHH AY3 A Xl XL2
(1-67)(1-68)(1-69) R6-Zi CA X1 NOH . (1-70) [0104]
wherein Y3 represents a | ower al kylene group, and Z1 5
represents a | ower -al kenyl ene group. _ [tem
12: The aromati c conmpound or &3 salt thereof according
toitem1, conprising a conpound selected fromthe
group @ansjsting of the conpounds represented by the
general formulas (1-71) to (1-77) 10 below or a salt
t her edffoasubm %dti ve i ngredient: 62

RL0b ‘ Rpleb _ Rl06
| 2 6 . p2 i 2
6_ R R°-N-025 R 5_ R
R:N—OZS\(\/N 2f/\/“NARNﬂzs A s
' -~ 0—A —5—N— y—C0—
: n . 2
' S K ks X
(1-106) © (1-107) (1-108)
Riob Rl ] Rﬁ;b _
S R2 6 | R2 o ] R
RGFN—O;;S\(\/I - R™N-025 S /ﬁ R —N—OgS\(\/n
| \ “H _
—y—CH—A " Y3—A 50}, —A
2 M T M M
Xi éH ¢ Xy
(1-109) (1-110) (1-111)
wa
6 R?
——C—A
Syl
. 1 N-OH
(1-112)
[0116]

wherein Y; represents a lower alkylene group.

5 " Item ‘18: The aromatic compound or a salt
thereof according to item 1, comprising a cpmpound
selected from the group consisting of the éompounds
represented by the general formulas {1-113) to (1-119)

below or a salt thereof as an active ingredient:



(0105] (Formul a 39] R2R2 R6- Bl CONHt
./ R6-131CONH _....... / R2Re- Bl CONH. . ...l AACO
A Xi X1R5X1 (1- 71)(1 72)(1-73) R2 R6-13i. CONHyryiiRz.
- R6781CON11. r. , AR6-131CONH /3- A .ff-)11 "I
H..... N L.. 2 1-is. 2 )GégﬂXi X

i0117]

[Formula 45]

2 2 2
RE_S R RS_S R RG_S R

\kfy 0—A \k(u E:A \y{y CO—A
{1-113) (1-114) (1-115)
6_ R? 6_ R? 6_ R?
R*-5 ’//ﬁ R S\Ti;Pﬁ R*-8 Z j
(1-116) | (1-117) (1-118)
Rﬁ_s th
Zh
NP
X1 N-OH
(1-119)
(0118]

wherein Y; represents a lower alkylene group.

3 Item~l9f The aromatic compound or a salt
thereof according to item 1, comprising a compound
selected from the group consisting of the‘éompounds
represented by the general formulas (1-120) tor(1-126)

below or a salt thereof as an'active ingredient:



(1-75 (1-74),(1776) R6-BIiCONIIR2 rA 11 A XIN-OH (147)
[0106] wherein 13 represents a | ower al kylene group. 5
Item 13: The aromatic conpound or a salt thereof
according to item 1, conprising a conpound sel ected
fromthe group consisting of %Jm conpounds represent ed
by the general fornulas (1-78)"to (1-84) below or, a
-salt therneef as an active ingredient: 63 [0107]

[ Formula 40]

0- (W, {BR2eckk T466- (W, - B2CONHr Y2R6- (W n- B2CONH... . . /..
..--10 "11 0 ANNA2 CO A

2 2 2
ROZon ot RZo__on R Rz
K 52 1 S
' 1

X X; gf _
(1-120) (1-121) (1-122)
R? T gbo R2 .- . R
_Rﬁ'zz\]iffzji__ R 'ZZ\\[fﬁzji-Y A : ZZ\\{ifiyﬁ S(0),—A
1 CH_A- s 3* . -—j—— n_
e b Sy | X;
(1-123) ' (1-124) (1-125)
, 2
R6-7 R*,
' Z\IT?ﬁL"C—A
: \x) I
1 N-OH
(1-126)
(01201}

wherein Y; represents a lower alkylene group, and Z»
5 represents a lowef alkynylene group.

Item 20: The aromatic-compound or a salt
thereof according to item 1, comprising a éompound
selected. from the group consisting of the compounds
represented by'the general formulas (1-127) to (1—133)

10 below or a salt thereof as an active ingredient:



2s'. X .XIR5XI (1-78)(1-79)(1-80) 2 R6- 00

11- 132CONHr . . 7R2R6- (W u- 132CONH
AraDR6_(,)u-B2CONH..."5"-,22 A2 Xl - OHXI x|
(1-80(1-82)(1-83) (1-84) [0108] wherein Y3
represents a |ower alkylene grgup. 5 Item 14: The
aromati c conpound or a salt thereof according to item
"1, compoiging a conpound sel ected fromthe group

consi sting of the conpounds represented by the general
f or nul d§°¥MulgsY do (1-91) below or a salt thereof as

an active ingredient: -
RO~Byg,~HNOC < R®  R6_Bq,-HNOC R®  R6_Bg,-tiNOC R?
18a = /ﬂ 18a P /i" . 184 F /."

——0—A ——N—A ——C0—A
X, A g 5, A
X X &5 Xi
(1-127) (1-128) : (1-129)

R®—B,g,—HNOC R®  g6_p,p,—HNOC R®  R6pq,~NOC R?
) A // _13& //‘I:l ) 1Ba //

I | SR £ —
s 7 CHA « I YamA \fyswnk
X Ton X 1

(1-130) (1-131) (1-132)

RE-Bys,—HNOC (,,/,f

S
X1 N-oH

(1-133)

[0122]
wherein Y; represents a lower alkylehe‘group.

5 Item 21: The aromatic compound or a salt
thereof according to item 1, comprising & compound
selected from the group consisting of the compounds
represented by the general formulas.(1—134j to- (1~140)

below or a salt thereof as an active ingredient:



[ 0109] [Formula 41] I..... -- 86-819,-0-130

..... -41R2 R6-13191-0-80 .... 79-0 A Xi R2
R6-Biga o Bor, NNAA Xi (1-85)(1-86)(1-87)
R6 8,93 0 Bor:R2 .R6.43,2a_0_Bo

71
[0123]

[Formula 48]

Rﬁ_zs \f/“/I\IRZ RG_Z3 /ﬁ . RG_ ZS \ff\/l\l R2
: \‘jy"O—A \_jjﬁw—A \‘:g"CO—A

- X Xi g5 . Xi
(1-134) (1-135) (1-136)
6. | 6_ G 6_n" R?
/_J_CH N T
< J A 7 Y3—A 3 S{0),—A
X1 OH X1 _ _ X1
(1-137) (1-138) (1-139)
Rﬁ—i
/ A —A
Xl N-OH
(i-140)
[0124]

wherein Y3 represents a lower alkylene group, and

5 23 represents a lower alkylene group or a group -N (R®) -

Item 22: The aromatic compound 6r a salt
thereof according to any one of items 1 to 21, wherein
Y is a group —6—.
10 [0125]
Item 23: The.aromatic compound or a salt
thereof according Eo any one of items 1 to 21, wherein
Y is a group -N(R®)-. -

[0126]



Cll A113- A xICH (118)(1-89) 116713198-0-80---1"y0
-CA"N/} I'l NOH (1-91) [0110] wherein Y3
represents a | ower al kylene group. 5 Item 15: The
-aromati c conpound or a salt thereof according to item
1, conprising a conpound selected fromthe group

consi sting of the conpounds rébresented by the genera

-formul as (1-92)1d4, (k- 98fhe¥3%|r99ﬁé9{c &oapbhnd her @0kads

an active ingredient: 65 [0111] [Fornula 42] 1(Cl12)

Kk thereof according to any one of items 1 to 21, wherein
Y is a'group -CO-, a group —CH(OH)-, a lower alkylene
group, a group -S{0O)n-, or a group -C(=N-OH)-.

5 [0127] '
Item 25: The aromatic coméound or a salt
thereof aécording to any one of items 1 to 21, wherein
A is a group
[0128]
10 [Formula 49]

/ \/\(R3) p
—f<:;;ZR4

[0128]

[0130]
item 26: The aromatic compoﬁnd or a salt
15 thereof according to any one of items 1 to 21, wherein
A is a group
[0131]

[Formula 50]

(0132]
- 20
[0133]

Item 27: The aromatic compound or a salt



/CHO kt! CHO N, 2NR2 RILx-N 0 A0 N A v XIA'r
| CH2) (k1-92) (1-93) f(C12) k fal 2)(k.1-94) R6-0320)
d'-N4. R2 R6- (R20) d.-NKR2 R6-0320 -N, R2 611 AA 0 X, 2

6---4 13.."/A S (0)A O

10

15

+ 20

73

thereof according to any one of items 1 to 21, wherein
R? represents an imidazolyl lower alkyl group, 2 1,2,4-
triazolyl lower alkyl group, a 1,2,3-triazolyl lower
alkyl groﬁp, a 1,2,5-triazolyl lower alkyl group, a
pyrazolyl lower alkyl group, a pyrimidinyl lower alkyl
group that may have an oxo group as é substifuent on
the pyrimidine ring, a 3,5-dioxoisoxazolidin-4-ylidene
lower alkyl groﬁp, a 1,2,4-oxadiazolyl lower alkyl
group that may have a lower.alkyl group as a
substituent on the 1,2,4-oxadiazole ring, a
thiazolidinyl lower alkyl group that may haﬁe an oxo
group as a substituent on the thiazolidine ring, a
group ‘

[0134]

[Formula 51]

-—</:/\N—R13

{0135}
or a group
[0136]

[Formula. 52]

Rl3a ’
e

[0137]

[0138]



-96).(1-96) (ah) k 116-020C-NN. ,ke 0 - 2 fr-Ati-al
(1-98) [0112] wherein 13 represents a | ower alkyl ene
group. 5ltem 16: The aromatic compound or a salt
t hereof according to item 1, conprising a conmpound
sel ected fromthe group con3|7sqt| ng of the conpounds
represented by the general formulas (1-99) to (1-105)
“bel ow or a sal tIddhereof e amcagtioeompgnedients sabg
[0113]th[e5g(r>gue!1cacoi3 1n§6to (aBna::rn)onQ cl)\IfNRi?:emngZla) G NN O A
represented by the general formula (1} wherein R*
representé a group —(T);,—N{R”)R15 T, R”, and R} are
5 the same as defined above) and 1 represents 0.
[0139] ' |
.Item 29: The aromatic compound or a salt
thereof accordiﬁg to any one of items 1 to 21, wherein
R is a group —(T)l—N(R“)RH,.aﬁd 1 is 1.
10 [01403
Item 30: The aromatic compound or a salt
thereof according to any one of items 1 to 21, wherein
R! is a group —{(T);-N(R™)R™, 1 is i, and T is a group -
N(R')-B3;-CO-.
15 [0141]
Item 31: The aromatic compound oxr a salt
thereof according to any one of items 1 to 21, wherein
R is a group -{(T);-N(R}R¥, 1 is 1, and T is a group -
Byo—~N(R'®) —CO-.
20 [0142]
' Item 32: The aromatic compound c;r a -salt
thereof accoi:ding to any one of items 1 to 21, wherein
R' is a group -'(T)1—N(R”)R15, 1 is 1, and T is a group -
B4—CO-.
25 [0143]
Item 33: ' The aromatic compound or a salt

thereof according to any one of items 1 to 21, wherein

R? is a group _*(T)I-N(R”)Rls, 1 is 1, and T is a group -



XI1R5 (1-99)(1-100)(1-101) -R6-(B213)rN

R6- 0321e) rNNR6- (1321a)N rThrTh R2-/ R2R2 x| (1-104)
R6- (3213) F-NN CA 2 11 XINO1-1 (1-105) [0114]
wherein Y3 represents a | ower al kyl ene group. 5ltem
17: The aromati c conpound or & salt

Q0-B;—-CO-.
[0144]
‘ Ttem 34: The aromatic compound or a salt
thereof according to any one of items 1 to 21, wherein
5 R*is a group -(T):-N(R')R™, 1 is 1, and T is a group -
Bg-N (R®) ~By~. '
[0145]
Item 55: The aromatic compound or a salt
thereof according to any one of items 1 to 21, wherein
10 R? is a group —{T);-N{(R*™)R?®, 1 is 1, and T is a group -
CO~-Bg-.
[0146]
Item 36: The aromatic cbmpound or a salt
thereof according to any one of Items 1 to 21, wherein
15 R! is a group —(T)l—ﬁ(Rlﬂfﬂs, 1 is.1, and T is a group —
CH{CH) -Bg~.
[0147]
Item 37: The aromatic compound or a salt
thereof according to any one of items 1 to 21, wherein
20 R? is a group —(T):-N(R¥R', 1 is 1, and T is a group -
CO-B30-CO-. |
[0148]
Ttem 38: The aromatic compound or a salt
thereof according to any one of items 1 to 21, wherein
25 R! is a group —(T),-N(RY)R', 1 is 1, and T is a group -
CH({OH)}~B;;~-CO~. .
[0149]

Item 39%: The aromatic compound or a salt



t hereof .according to item 1, conprising a conpound

sel ected fromthe group consisting of the conpounds
represented by the general fornmulas (1-106) to (1-112)
bel ow or a salt thereof as an active ingredient: 67
[0115] [Fornula 44] R nRtobRuidh la la |

r-N-025.,,,,r7/ R2 R6_N 02s5r, R2 R6-N-02S \R2

ri"', 1ahecpipaceordipgatgr apy Ane. of xitems 1 to.2},cheredn

Xt XIR5X .(1-106 1-107) (1-108) R " Y S _
R6- - 075 rllg, rA g IR, 1 R Bl g 2o grou
CO-.
 [0150]
5 i Item 40: The aromafic compound or a salt

thereof according to any one of items 1 to 21, wherein
R is a gfoup —(T)1-N(R*™R'", 1 is 1, and T is a group -
S03~. |

[0151]

10 : Item 41: The aromatic compound or a salt
thereof according to aﬁy one of items 1 to 21, wherein
R* is a group —(T);-N(R™)R', 1 is 1, and T is a group -
Bs3,—CO-CO~. |
[0152])

15 ' Item 42: ‘The aromatic compound or a salt
thereof according to any one of items 1 to 21, wherein
R* is a group —(T).-N(RM™}R!, 1 is_l{ aﬁd T is a lower
alkylene group.

(0153]

20 Item 43: The aromatiC'combound or a salt
thereof according to item 1, comprising a éompbund
selected from the group consisting of the compounds
represented by.the general formulas {(1-1), (1-2), {i-
8), (1-9), (1-15), (1-16}, (1-2%9}, fl—éO), {1-43), (1-

25 44), (1-57), (1-58), (1-64) and (1-65) or a salt
thereof as an actiﬁe ingredient, wherein Y is a group -
O-or a group —-N{(R’)-, A is a group ‘

[(0154)



,R2 R6-N-02S,R2 --... " 1...... KI.OH X X1

(1-109) (1- 110)
(1-112)

‘group.. 51tem 18: The aromatic conpound or a salt

10

15

20

25

77

[Formula 53]

[0155]

, and

J )(4R%p
&—<:;;‘R4

R* is a group —(T).-N{(R'*)R'5.

[0156]

thereof
a group

[0157]

thereof
a group

[0158]
thereof
a group

[0159]

thereof

[0160]

thereof

Item 44: The aromatic compound or a salt
according to item 43, wherein 1 is 1, and T

~N {R}") ~B3;-CO-.

Item 45: The aromatic compound or a salt
according to item 43, wherein 1 is 1, and T

—B4-CO~,

Item 46: The aromatic compound or a salt
according to item 43, wherein 1 is 1, and T

-CO-.

Item 47: The aromatic compound or a salt
according to item 43, wherein 1 is 0.
Item 48: The aromatic compound or a salt

according to item 1, comprising a compound

Riobal R-N023 R2 CA Il ntNCH
[0116] wherein 13 represents a | ower al kyl ene

is

is

is

selected from the group consisting of N-[6-(4-{[2-(4-

piperonylpiperazin—l—yl)—2—oxoe£hyl]ethylamino}—2—

methoxyphenoxy)pyridin-3-yl]-3,4-dichlorobenzamide, N-



t hereof according to item 1, conprising a conpound

sel ected fromthe group consisting of the conpounds
represented by the general forrmulas (1-113) to (1-119)
‘bel ow or .a salt thereof as an active ingredient:

[0117] [Formula 45] . (1-114)41-115) R6-R

r/f RRR6_s1: 71R2Rts, r/ R2. 7-71 K X10OHX1 (1-116)(1118)
(1-117)6- {0113} (herernnYoirepaesent syld H2ewer al kyl ene
group. ‘5 Item 19: The aromati c _conmpound or a salt

t her eoPX RGP HYy PP EpR oo RYF +$HHY "4 ¢5fpound
sel ect g 411 QTLh0 L2HR-FORS! §IrBY (21 {1qscompounds

piperonyl?iperazin~1—yl)~2-oxoethy11ethylamino}—2—

5 fluorophenoxy)pyridin~3—yl]—4;trifluoromethylbenzamide,
N~[6—(4—{[2—(4—piperonylpiperazin—l—ﬁl)—2~ ’
oxoethyl]ﬁethylamino}—2—fluorophenoxy)pyridin—3-yl]—4—
;rifluoromethylﬁenzamide,.N—[6~(4f{[2~(4~
piperonylpiperazin-l—yl)—2—oxoéthyl]methylamind}—2~

10 methéxyphenoxy)pyridin-3—yl]—44
trifluoromethylbenzamide, N—[6~(4—{[2—{44
piperonylpiperazin-1-yl)-2~oxoethyl]ethylamino}-2-
methoxyphenoxy)pyridin-3-yl]-4-
trifluoromethylbenzamide, N-{6-(4-{[2-(4-

15 piperohylpiperazin~;¥yl)—2—oxoethyl]éthylamino}42—
metﬁylphenoxy)pyridin-B—yl]-3(4—dichlorobenzamide, N-
[6~(4-{[2-(4-piperonylpiperazin-1-yl)-2-
oxoethylImethylamino}-2-methylphenoxy)pyridin-3-yl] -4~
trifluoromethylbenzamide, N-{6-{4-{3-(4-

20 piperonylpiperazin¥1—yl)—3*0xopropyljphenoxy}pyridin—3~
yl)—3,4—dichlorobenzenesulfonamide,AN~[6-(4—{4—[2—(4—'
piperonylpiperazin-1-yl)-2-oxoethyl]lpiperazin-1-
y1}phenoxy) pyridin~3-y1}-4-trifluoromethylbenzamide, N-
[6-(4-{4~{2- (4~-piperonylpiperazin-1-yl}-2-

25 oxoethyl]piperidin—l—yi}phenoxy)pyridin—3"yll-4—
trifluoromethylbenzamide, N-{6-[(4~{4-[2~(4-
piperonylpiperazin—l—yl)—2—oxoethyl]piperidin—1v

yl}phenyl)methylamino]pyridin~3~y1}-4-



represented by the general formulas (1-120) to (1-126)
bel ow or a salt thereof as an active ingredient:
[0119] (Fornul a 46] R2 S (0) -A«xl

. (1-123)(1-124)(1-125) 2 11 A N-OH (1-126) [0120]

wherein 13 represents a | owergal Kyl ene group, and Z2 5
represents a | ower al kynyl-ene group. Cltem

20: The ianaBeéhéGappoLddce; B- 5@l (4-thefzof4-accor di ng
to item1, conprising a conpound selected. fromthe

gr oup vy eiberpzah-i hel )C't?rrﬁé%"eftylr]é’ﬁf’%§’e‘i‘ﬂt“e&‘8§7} tHe

generEﬂethyanyéggﬁyg%y%gggn— —yi}—gégplfluoromethylbenzamlde,
N—{6~(4—{4—[2—(4~piperonylpiperazin—1~yl)—2—

5 oxoethyl]piperidinﬂl—yl}—2—me£hylphenoxy)pyridin—3-yl]—
4—trifluoromethylbenzamide, N-[6-(4-{4-[2- (4~
piperonyléiperazinfl—yl)—2—oxoethyl}piperidinml—yl}—24
methylphenoxy)pﬁridin—3—yl]~3,4—dichlor0benzamide, N-
{6-[4-(4—benzylpiperazine—lfcafbonyl)phenoxy]pyridin—3~

10 yl}-4-trifluoromethylbenzamide, N-{6-[4~- (4~ ‘
benzylpiperazine~1—carbonyl)phenoxy]pyridin—B—yl}~3,4—
dichiorobenzamide, N—[6—(I4—E3—(é—piperonylpiperazin—l—
yl)—3—oxopropyl]phenyl}methylaminojpyridin~3—yl}-4—
trifluoromethylbenzamide, N-[6-(4-{[2-(4-

i5 piperohylpiperazin-;~yl)—2~oxoethjl]ethylamino}42—
fluérophenoxy)pyridin—3—yl}~3(4wdichlorobenzamide, N-
(6~ (4-{ [2~ (4-piperonylpiperazin~1-yl)-2-
oxoethyl}methylamino}—2-fluorophenoxy)pyridin—3—yl]—

3, 4-dichlorobenzamide, N-{6~(4-{[2-(4-

20 piperonylpiperazin—l—yl)-2—oxoethyl]methylamino}-2—
methoxyphenoxy) pyridin-3-ylj-3, 4-dichlorobenzamide, N—
(6-(4-{[2-(4-piperonylpiperazin-1~yl)~2-
oxoethyl]methyiamino}phenoxy)byridin-B—yl}~3,4~
dichlorobenzamidg, 1-(6~{4~-[{3~(4-piperonylpiperazin-1-

25 yl)-3-oxopropyl]phenoxy}pyridin~3-yl)~3=(3,4-
dichlorophenyl)—1~éthylurea, N-(6-{4-[3~- (4~
piperonylpiperazin—l—yl)~3—oxopropyl]phenoxy}pyridin-3—

yl)-4-trifluoromethylbenzamide, N-[6-(4-§{[2-(4-



10 below or a salt thereof as an active ingredient:

70 [0121] [Fornula 47] 2 R6-Biga-RNOC ,..". /R

R6-1318,-HNOC . ", /R2 R6-13188-1ffIOC--,----- IR2 't
oo.--) OA-.. NACOA. -.."9 XILX1IR5Xi

(1 127) (1-128) (1-129) Re6- 1318, - HNOCr 3R2. R6118u- HROC r/

R2 R6-Bigaii NOCr/ R2 "'11 . A% - 711-13 OHS (0) -A

X benzylplpera21n -1-y1})-2- oxoethyl]methylamlno} -2-

methylphenoxy)pyridin-3-yl] -4~ trlfluoromethylbenzamlde,
N-[6-(4-{4~{2-{4-benzylpiperazin-1l-yl})-2-
oxoethyl]piperidin-1-yl}phenoxy)pyridin-3-yl]-3,4-

5 dichlorobenzamide, Nr(6—{4—[3;(4-piperonylpiperazine—l—
Carbonyl)piperidin—l—yl]phenoxy}pyridin—B—yl}-3,4—
dichlorobénzamide, N-[6-(4-{4-[2-{4-benzylpiperazih-1-
yl)—2—oxoethyl]éiperidin~1—yl}phenoxy)pyridin—37yl]—4-
trifluoromethylbenzamide, N={6-[(4-{4~{2~ (4~

10 benzylpiperazin-1-yl)-2-oxoethyllpiperidin-1-
yl}phenyl)methylamino]pyridin—3-yl}—4—
trifluoromethylbenzamide, N-(6-{4-[(2-{4-(4~(4-
fluorobenzoyl)phenyl]piperazin—l—yi}—2—
oxoethyl)methylamino]—2~meth0xyphenoxy}pyridin—Beyl)44—

15 trifiubromethylbenzamide, 2-(4-piperonylpiperazin-1i-
yl)-N-{3-methyl-4-[5- (4~
trifluoromethylphenoxymethyl)pyridin~2;yloxy]phenyl}—2~
oxoacetamide, N-[6—~(4~{[2~{4-piperonylpiperazin-1-yl)-
2-oxoethyl]methylamino}~-2-methylphenoxy)pyridin-3-yl]-

20 2-fluoro-4-trifluoromethylbenzamide, N-[6-(4~{4-[2-(4-
piperonylpiperazin-lwyl)~2-oxoethyl}piperiﬁin—l—yl}-2m
methoxyphenoxy)pyridin-3-yll-4-trifluoromethylbenzamide
and 4-(3-{3-methyl—4-[5- (4~
trifluoromethylbenzoylamino)pyridin~2-yloxy]phenyl}wz—

25 oxohexahydr@pyrimidin—l;yl)benioig acid ethyl ester,
or a salt thereof és an active ingredient.

[0161]

The aromatic compound or a salt thereof



(1-130)(1-131)(1-132) R6-818,-HNOC, r/IR2 ,yk A XI N
-OH (1-133) [0122] wherein Y3 represents a | owner

al kyl ene group. 5ltem 21: The aronmatic conpound or a
-salt thereof according to item1, conprising a
compound sel ected fromthe group consisting of the
conpounds represented by the %]eneral formul as (1-134)

to (1-1¢ 41Q)1nge%9\’\‘:1%][ a%t.%%%ridl%ﬁ@@ﬁt@f ameaphlydht
i ngredi ent [ Formul a 48] QA (1-134) R2
invention is a known compound and described in Patent
Document 1.
| Specific examples of individual groups shown
5 in the general formula (1) aré as follows.
10162] N
.Examples of the lower alkenylene group
include linear ér branched alkenylene groups having 2
to 6 carbon atoms and 1 to 3 double bonds such as
10 wvinylene, l-pfopenylene, 1—methyl—1—prbpeny;ene} 2-
methyl-l-propenylene, 2-propenylene, 2-bﬁtenylene, 1-
butenylene, 3-butenylene, 2-pentenylene, 1-pentenylene,
3-pentenylene, 4-pentenylene, 1,3—5utadienylene, 1,3~
pentadienylene, 2-penten—-4-ynylene, 2-hexenylene, 1--
15 hexenylene,,5—hexeny1ene, 3-hexenvylene, 4-hexenylene,
3,3;dimethyl—1—propenylene, 2-ethyl-l1-propenylene,
1,3,5-hexatrienylene, 1,3-hexadienylene, and 1,4-
hexadienylene groups.
Examples of the lower alkynylene group
20 include linear or branched alkynylené groups having 2
to 6 carbon atoms and 1 to 3 triple bonds éuchAas
ethynylene, l-propynylene, l-methyl-l-propynylene, 2-
methyl—l—propyﬁylene, 2-propyhylene, 2-butynylene, 1-
butynylene, 3-butynylene, 2-pentynylene, l-pentynylene,
25 3-pentynylene, 4-pentynylene, 2-pentyn~4-ynylene, 2-
hexynylene, 1-hexyﬂylene, 5-hexynylene, 3-hexynylene,
4-hexynylene, 3,3~diethyl-1l-propynylene, and 2-ethyl-l-

propynylene groups.



R6- Z3 A XI'R5 (1-135) [0124] wherein Y3
represents a | ower al kyl ene group, and 5 Z3 represents
a- |l ower al kyl ene group or a group |tem 22:

- The aromatic conpound or a salt thereof according to

any one of itenms 1 to 21, wherein Y is a group -0-. 10

[0125] | tem 23:. THE aromatic conpound or a

: aﬁlt thet Ff according to any one of itenms 1 to 21,

erein"YIs a group -N(R5)-. [0126] 72

Examples of the lower alkoxy group include
linear or branched alkoxy groups having 1 to 6 carbon
atoms such as methoxy, ethoxy, PLOPOXY, 1sopropoxy,

5 butoxy, tert-butoxyl, pentyloxy, and hexyloxy groups.
T0164]

Examples of the lower alkyl group include
linear or branched alkyl groups having 1 to & carbon
atoms such as methyl, ethyl, propyl, isopropyl, 2,2-

10 dimethylpropyl, l-ethylpropyl, butyl, isobutyl, tert-
butyl, isopentyl, pentyl, and hexyl groups.

{0165] '

Examples of the lower alkyl group which may
have a lower alkoxy group as a substituent include, in

15 addition to the abOVe described lower alkyl groﬁps,
linear or branched alkyl groups having 1 to .6 carbon
atoms which may have a linear or branched alkoxy group
having 1 to 6 carbon atoms as a substituent such as
methoxymethyl, "l-ethoxyethyl, 2-methoxyethyl, 2-

20 propoxyethyl, 3-isopropoxypropyl, 4—butoxybutyl, 5-
pentyloxypentyl, 6-hexyloxyhexyl, 1, 1-dimethyl-2-
methoxyethyl, 2-methyl-3-ethoxypropyl, and 3-
methoxypropyl groups.

[0166]

25 Examples of the lower alkanoyl group include
linear or branched alkanoyl groups having 1 to 6 carbon
atoms such as formyl, acetyl, propionyl, butyryl,

isobutyryl, pentanoyl, tert-butylcarbonyl, and hexanoyl



I'tem 24: The aromatic conpound or a salt thereof
according to any one of itens 1 to 21, wherein Yis a
group -CO, a group -CH(OH)-, a |l ower al kyl ene group,
~a group -8(0)n-, or a group -CNN-OH)-. 5 [0127]
Item 25: The aromatic conpound or a salt thereof
according to any one of item®Sl to 21, wherein Ais a
group 9[1'%;!1§§] 10 [Fornmula 49] [0129] [0130] Item 26:
The aromatic conpound or a salt 15 thereof according
to anyjcasejof itens 1 to 21, wherein Ais a group
[0131] [Formula 50] [0132]. 20 . [0%?%]
Examples of the phenyl lower alkyl group
include phenylalkyl groups whose alkyl moilety is a
5 linear or branched alkyl groub having 1 to 6 carbon
atoms such as benzyl, 2-phenylethyl, l1-phenylethyl, 3-
phenylpropyl, 4-phenylbutyl, 5-phenylpentyl, 6-
phenylhexyl, 1,1-dimethyl-2-phenylethyl, and 2-methyl-
3~phenylpropyl groups. '
10 [0le8]
Examples of the lower alkylene group include
linear or branched alkylene groups having 1 to 6 carbon
atoms such as methylene, ethylene, trimethylene, 2-
methyltrimethylene, 2,2-dimethylethylene, 2,2~
15 dimeth&ltrimethyleng} l-methyltrimethylene,
methylmethylene, ethylmethylene, tetramethylene,
pentamethylene, and hexamethylene groups.
[0169]
Examples of the lower alkenylene group which
20 may have a phenyl group as a substituent include linear
or branched alkenylene groups, which have 2 to-6 carbon
atoms and 1 to 3 double bonds, and which may have a
phenyl group as a substituent’ such as vinylene, 1-
propenylene, l-methyl-l-propenylene, 2-methyl-1-
25 propenylene, 2-propenylene, 2-butenylene, 1-butenylene,
3-butenylene, 2-pentenylene, l-pentenylene, 3-

pentenylene, 4-pentenylene, 1,3-butadienylene, 1,3~

pentadienylene, 2-pentene-4-ynylene, 2-hexenylene, 1-



Item 27: The aromatic conpound or a salt 73 thereof
.according to any one of itens 1 to 21, wherein R4
represents an imdazolyl |ower alkyl group, a 1,2, 4-
triazolyl lower alkyl group, a 1,2,3-triazolyl |ower
al kyl group, a 1,2,5-triazolyl |ower alkyl group, a 5
pyrazolyl |ower al kyl group, & pyrimdinyl |ower alkyl

~group that haye XSl QUR AShA Bl st Litdianly1ehe,
t he py.?ﬁﬁﬂyg%ée??%gfggng,Sf%ioxo?sofgéolidin-4-y|idene

| over &l ki mgt RED-1-@rdpan vitemcadl azoiyil l-oneperst Jeyie,
group that may have a | ower al kyl group as 2 }O
subst i tubthenat Henylena. okadigzaftenylsge  atr 4~

Pooe ki Lo 2l MR Aty TGrpate on ovo

grogp b OA34) 1 48 [ Forpidhn Sllmethbi R -3 Ab35) Lene 4 Typbapyl-

[0136] orfrul a. 52] . _
2—methyl—1—pr0penylene,‘l—phenylﬂz—propenylene, 1-
phenyl-2-butenylene, 3-phenyl-l-butenylene, 1-phenyl-3-
butenylene, S—phenyl-Z—pentenylene, 4-phenyli-1-
pentenylene, 2—phenyl—3~pentenylene, 1-phenyl-4-

10 pentenylene, 1-phenyl-1,3~butadienylene, 1-phenyl-1,3-
pentadienylene, 1—phenyl—2fpenten-4—ynylene, I1-phenyl-
2-hexenylene, 3-phenyl-1l-hexenylene, 4-phenyl-5-
hexenylene, 6—phenyl—3-hexenylene,.5-phenyl—4—'
hexenylene,'1—phenyl—3,3-dimethyl-l—propenylene,.1-

15 phenyl¥2—ethyl—l—prqpenylene, 6-phenyl-1, 3,5~
hexatrienylene, 1-phenyl-1, 3~hexadienylene, and 2-
phenyl-1, 4-hexadienylene groups.

{0170]
Examples of the lower alkylene group which

20 may be substituted with a group selected from the group
consisting of a lower alkoxy group and a phenyl group -
include,. in addition to the above described lower
alkylene groupé, linear or branched alkylene groups
having 1 to 6 carbon -atoms which may be substituted

25 with 1 or 2 groups seleéted from the group consisting
of a linear or braﬁched alkoxy group having 1 to 6
carbon atoms and a phenyl group such as

methoxymethylene, 2-phenylethylene, 3~



20 [0137] [0138] 74 [tem 28: The aromatic
conpound or a salt thereof according to any one of
items 1 to 21, represented by the general formula (1)
wherein R4 represents a group -(T)1-N(R")R" (T, R',

and R15 are 5 the same as defdmned above) and 1 :
represents 0. [0139] Item29: '5The aromati ¢ conpound or .
- a sal ternhot enlet®gaend] NY-dropary-daetalittenghylene 211 -
wherein R4 'is a group -(T)I-N(RL4)R15, and 1 is 1. '
10[ 01407enyl-2, 2-dimethy be!B30:en¥he3 HIGRYL T € €onpound or

It thereof ; i i ,
B s oL i S e
is a q&QHlee@KJzﬁkt%§§éﬁgy-2HbéB@ﬁﬂ&ﬁyethylmethylenbtem%

31: The aromati'c conmpound or a salt thereof according
t o anyplemelef-hdwitexitéorddethghenei P-R4 is a group

-(T1-N(R')R15, 1is. 1, and Tis_ a roup - _
1319- M(lmaylpe@@memﬁeﬁﬁe]ﬁﬂh&mfé%’gﬂﬂ% At i
comoM i ingenflhe, heggR g0 o oY one ol
is 1, ﬁﬂEintEﬁmétﬂyyéHQ,taﬁHLﬂgﬁhenyl—1vmethéxyethylene
| ‘groups. |
10 [0171] _ _
Examples of the 3-to 15-membered monocyclic,
bicyclic or tricyclic saturated or unsaturated
heterocyclic group which has 1 to 4 nitrogen atowms,
oxygen atoms or sulfur atoms include pyrrolidinyl,

15 piperidinyl, piperazinyl, morpholino, pyridyl, i,2,5,6-
tetfahydropyridyl, 1,2,4~triazolyl, 1,2,3-triazolyl,
1,2,5-triazolyl, thiazolidinyl, 1,2,3,4-tetrazolyl,
thienyl, quinolyl, 1,4-dihydroquinolyl, benzothiazolyl,
pyrazyl, pyrimidyl, pyridazyl, 2H-pyrrolyl, pyrrolyl,

20 1,3,4-oxadiazolyl, tetrahydropyranyl; tetrahydrofuryl,
furazanyl, carbostyryl, 3,4—dihydrocarbost§rylf
1,2,3,4-tetrahydroquinolyl, 1,2,3,4-
tetrahydroisoqﬁinolyl, indelyl, isoindolyl, indolinyl,
benzoimidazolyl, benzooxazolyl, imidazolidinyl,

25 isoquinolyl, quinazolidinyl, guinoxalinyl, cinnolinyl,
phthalazinyl, carbézoyl, acridinyl, chromanyl,
isoindolinyl, isochromanyl, pyrazolyl, imidazolyl,

pyrazolidinyl, phenothiazinyl, benzofuryl, 2,3-



25[0143] [tem 33: The aromatic conpound or
a salt thereof according to any one of itens 1 to 21,
wherein R4 is a group -(T)1-N(R14)R15, 1 is 1, and T
is agroup - 75 Q-85 -00 -. [0144] _ [tem
34: The aromatic conpound or q%qsalt t hereof according
to any one of itens 1 to 21, erein 5 R4 is a,group

: T r noxathiinyl,
1%6) N(clé%g)li%?é@?&o[%iké d, %%zlgth%@lg;?gg oxathiinyl

ar onatgteneeapbuid @H- ahzsaddnytlhelieofncmoévm reeng z amyl -
one of itens 1 to 21, wherein 10 gr é)é%réglmyl

- (T) 1-NORPEPRYS, thfap*éhlienhﬁnd 27ipgd %Zog‘rl&fb

ggﬂ?61ﬁﬂ§yébfoxazol E& é&aéﬁﬁ?lar£HEH£A%0§9&EHyand or a

acCco |n 0 any ohe of Itens 1to 21,

whegeithikaoRd ) sls@tﬁa@t@lyl( Tbh{erMA)ZRJ:E;Laiolmyl, and
Tis agroup - CH OH)-B9-. [0147] Item 37:

The armrmtzpémx)hpmmduml%l@éht1tﬁé?9éb’-1°°ée%‘?ﬂvné £

n n f i 1 .
any o §iﬂ§drot§§“i %enzooxggyigfln3 4~-dihydro-2H-1, 4~

benzothiazinyl, l,4fbenzoth1a21ny1,'1,2,3,4—
tetrahydroquinoxalinyl, 1,3-dithia-2,4-~

10 dihydronaphthalenyl, phengnthridinyl, 1,4~
dithianaphthalenyl, dibenz[b,elazepine, and 6,11-
dihydro-5H-dibenz [b,elazepine groups. '
[017271 -

EXamples of the halogen atom include a-

15 fluorine atom, chlo;ine atom, bromine‘atom and iodine
atom.
{0173]

Examples of the lower alkoxy group which may

have a halogen ‘atom as a substituent include linear or

20 branched alkoxy groups having 1 to 6lcarbon atoms which
may have 1 to 3 halogen atoms as substituents such as -
methoxy,. ethoxy, propoxy, isopropoxy, butoxy, tert-
butoxy, pentylbxy, hexyloxy, trifluoromethoxy, -
trichloromethoxy, chloromethoxy, bromomethoxy,

25 fluoromethoxy, iodomethoxy, difluoromethoxy,
dibromomethoxy, 2—¢hloroethoxy, 2,2,2-trifluoroethoxry,
2,2,2-trichloroethoxy, 3-chloropropoxry, 2,3-

dichloropropoxy, 4,4,4-trichlorobutoxy, 4-fluorobutoxy,



20 R4 is a group -(TI-N(R14)Rm 1 is 1, and T is a
group - CO Bn-00-. [0148] Item 38: The
aromatic conpound or a salt thereof according to any
one of itens 1 to 21, wherein 25 R4 is a group
-(T)1-N(R14) 1215, 1 is 1, andg,T is a group -
CH(OH)-Bn-00-. [0149] Item 39: The aromatic conpound

or a sfldnlofbpéhigiesl;, acamdirng2 ety poogoxf, icrems 1
to 21, wherein R4 is a group -(T)1-N(R14)R15, 1 is 1,
and T borehgrplery, et S[Q@Hghlorohexyloxy gyquafH-40:
The aromatic conmpound or a salt thereof according to
any ond’ flitems 1 to 21, wherein R4 is a group

-(T)1_N(R14) R Sgxghph8slofr ad Toksr 8104QUBrouSWrich may
[0151] 10Item 41: The aromatic conpound or a salt

t hes edfavac @aondidert atamyasore sabstiwymt] inplyde, \ifler ei n
R4 is a group -(T)I_N(1114 i )

gr oup ad gggg_té}%h§f§£?tﬂ_ g%gib%dlf%#gr gggyﬂ-&f%u%s,

linear or branched alkyl groups having 1 to 6 carbon
atoms which may-have 1 to 3 halogen atoms as
substituents such as trifluoromethyl, trichloromethyl,
10 chloromethyl, bromomethyl, fluoromethyl, iodomethyl,
difluoromethyl, dibromomethyl, dichlorcmethyl, 2-
chloroethyl, 2,2,2-trifluoroethyl, 2,2,2-
trichloroethyl, 3-chloropropyl, 2,3—dichloroprbpyl,
4,4,4-trichlorobutyl, é4-fluorobutyl, 5-chloropentyl, 3-
15 chloroF2—methylpropyl, 5~bromohexyl, and 5,6~
dibromohexyl groups.
[0175]
Examples of the lower alkylsulfonyl group
inelude linear 'or branched alkylsulfonyl groups having
20 1 to 6 carbon atoms such as methylsuifonyl,
ethylsulfonyl, propylsulfonyl, isopropylsulfonyl,
butylsulfonyl,.tert—butylsulfonyl,‘pentylsulfonyl, and
hexylsulfonyl éroups. ' ‘
[0176] _
25 Examples of the phenyl group which may be
substituted, on thé phenyl ring, with a lower alkyl
group which may have a halogen atom include phenyl |

groups which may be substituted, on the phenyl ring,



151tem 42: The aromatic conpound or a salt thereof
according to any one of itens 1 to 21, wherein R4 is a
group -(T)1-N(R14)R15, 1 is 1, and T is a | ower

al kyl ene group. [0153] 20ltem 43: The aromatic

compound or a salt thereof aggprding to item 1,

conpri sing a conmpound sel ected fromthe group

-consi stidhg 10tot ha iGeapounds-aheped serkyad gbyupmeaagangrhlto
formulas (1-1), (1-2), (1- 8), (1-9), (1-15), (1-1

(1- 29)6 q@rbgo) atqrrna m@}ch (may p8va4} tq B hrjodgn 868’5“3 such

et ook Sy P Decaly Py 2

- N( R5)met}?15ﬁeﬁyg,r @ch?ﬂ-&@nyl773{-§@fwhénﬁﬁl a-)\c

(R3) p [015 , and R4 1s a group -(Th-N(R14)R15. 5

[OlSG]ethylph@nyl 4-isopropylphenyl, 3-butylphenyl, 4-
bentylphenyl, 4-hexylphenyl, 3,4-dimethylphenyl, 3,4-
diethylphényl, 2, 4-dimethylphenyl, 2,5-~dimethylphenyl,
2,6-dimethylpheﬁyl,.3,4,5—trimethylphenYl, 2-
trifluoromethylphenyl, 3—trifluoromethylphenyl, 4-

10 trifluoromethylphenyl, 2-(bromomethyl)phenyl, 3-(2-
chloroethyl)phenyl, 4—(2,deichloropropyl)phenyl, 4-(4-
fluorobutyl)phenyl, 3—(5~chloropentyl)phenyl, 4-(5-
bromohexyl)phenyl, 4—(5,6~dibromohéxyl)phenyl,'3,4~
di (trifluoromethyl)phenyl, 3,4-di(4,4,4-

15 trichlorobutyl)phenyl, 2,4-di(3-chloro-2-
metﬁylpropyl)phenyl, 2,5-di {3-chloropropyl}phenyl, 2,6~
di(2,2,2—trifluoroethyl)phehyl, 3,4,5-
tri{trifluoromethyl)phenyl, 4-(2,2,2-
trichloroethyl)phenyl, 2-methyl-4-

20 trifluoromethylphenyl, and 3—ethyl—4Qtrichloromethyl
groups.

[0177]
Examéles of the lower alkylthio group include
linear or branched alkylthio groups having 1 to 6

25 carbon atoms such as mefhylthio, ethylthio, propylthio,
isopropylthio, butylthio, tert-butylthio, pentylthio,
and hexylthio groups.

[0178]



ng(r)nrgf_df: TPe _a{ omaaisc \mn’pound or a salt thereof

ing to item 43, erein 1 is 1, and T i
-N(1117)-133-00-. [0157] 10ltem 45: The aromatsig Iroup
-conpound or a salt thereof according to item 43,
wherein 1 is 1, and T fs a grQup -134-00-. [0158] Item
46: The aromatic conpound or a salt 15 thereof
-according to i t@mddes WEkeeNalins gkpuamndhilh gag gFoup
-CO. [0159) Item 47: The aromatic cgnpound
or a saldupt hekevfedaeoh diffg IEBUP tEMSASE 1Rt efn 17T

‘0. 20 [0160] Item 48: Th '
t her eo?l]%‘(&c%mﬁ%@ 0%i %%W%r?%eg%%n% %?%gﬁlg‘%oa%ggﬁgﬁdent

sel ect gl f,HaMANE GLoMps GANShShaPhaek N 66-7 4rphls (4-

pi per onyl pi per azi n_—I _-yl) - 2- oxoet hyl | et hyl am no}-2- 25

r;gt boxgeeensdyjmyr ittleng Boupl poBs #stdinshér bbetraride, N
branched alkyl groups having 1 to 6 carbon atoms and
linear or-branched alkanoyl groups having 1 to 6 carbon
atoms as substiﬁuents such as amino, mefhylaminp,
ethylamino, propylamino, isoprdpylamino, butylamino,

10 tert-butylamino, pentylamino, ﬁexylamiho,
dimethylamino, diethylamino, dipropylamino,
dibutylamino, dipentylamino, dihexylamino, N-methyl-N-
ethylamino, N—ethyl—N—propylamino,'N-methyl-N—'
butylamino,'N—methylnN—hexylamino, N-acetylamino, N-

15 formylamino, N—propionylamino, N-butyrylamino, N-
isobutyrylamino, N-pentanoylamino, N-tert-
butylcarbonylamino,'N—hexanbylamino; diacetylamino, N~
acetyl-N-methylamino, and N-acetyl-N-ethylamino groups.
[01792]

20 Examples of the naphthyl gﬁoup which may be
substituted on the naphthalene ring with 1 to 3
substituents selected from the group consisting of a
lower alkyl gréup, a halogen &tom, and an amino groﬁp
which may have a group selected from the group

25 consisting of a lower aikyl group and a lower alkanoyl
group include naphtﬁyl groups which may have, on the

naphthalene ring, 1 to 3 substituents selected from the

group consisting of a linear or branched alkyl group



[6-(4-{[2-(4-piperonylpi perazin-1-yl)-2-

oxoet hyl | et hyl am no} phenoxy) pyri di n-3-y11-4-
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pi per onyl pi per azi n- 1- y).l et Byl am ngl_-
et hylaﬁhégﬁﬂfl)?p))ﬂaé’r‘ﬁxéz %] g {:2]h ?obe‘%nz'am de
N[ 6- ( 25 ( nysp a Dl—y1)4 5-, 6-, 1-
oxoet ﬁ]ylijlgcn%tﬁ EP&H: gl’ % ém;tnlsﬂyl%hrShen’i)xy) p)zlrl di n- 3- yli)r4
trifl Lg:r)lagphhxyﬂrb,emz—ianrpd@gym((l&(ﬂ-.[ |31|- (-ﬁ5 206-I 1- 0;
pi peronyl pi perazin oxopropyl I p enoxY ridin-3
- y1) -8 paghthybr db@ngéhlé]s‘lﬂ fonam ds,’ o
(4-14-

E) ro%)lnﬁpéié’i“g]zﬁ F“Et_bdl (LSvoét hy?] pi pér 57 n [ yI | phen
oxy) pyg.l)qlll Fh§ny11J ﬁntbbstypr(qnfet by) enzam des, 7-or
N[ 6- ( 4- pi peronyl pi perazin-1-y1)-2- 25
oxoet hy—l)]npppehylu r6-b-pekphetioxyPpyrioi B-3- y11 - 4=or

trifl thylb d N-(6-[(4;14-] 2-

p|r Iper %%B‘ég&%fnzﬁwﬁiﬁe?ﬁidég I(wy?] Di E)_ér |§dr n2TYF | phen
| t g r

YU u%)rl’ong’}“ﬁgi’ggglz’gjm@dgrﬂémgﬂ( 13(4 RO

benzyl pipepaEhHt - yb)matm(mﬁﬂm‘dl—](mpe?-l.dwm 15y41)6-3- 7-or
met hyl phenoxy) pyri di n- 3- 4-trifluor omst hyI beggam7de
N- ( 68« )haplithol ( L2 sliper hiﬂ?ﬂ“ﬁer(ém

Tt 'P%G%rﬁaeﬁshg?h% G Rﬁlp“ﬁoﬁ) pé“ Gt SrsH

pi per opy| PiReh9Ti Nsdamihb- 2102<@e1 hgt| Mﬂerﬁl—dl m-beyll- 2-
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Y1) - 3- gxopg-Qpykl, phesy | d-rakpytayt, na}pm:mm—n(z?&,yi} 4‘1-
trifl uoromsthyl benzam de, N-[6-(4-([2-(4-
pi per ohy!l pﬁ—per7apwn81l!3&13f¢2¥éxo@t%?rﬁé?%a&?ﬁ“ﬁo}(22' 3=

fluor ophenoxy) pyriLdin r obenzam de,

N[ 6- (421f 2745 p r%ﬁﬁg d%ﬁng"‘ﬁ d%’f%%?

0X h){h%g@]t hyl am no} - 2- f | uor ophenoxy) pyri di n-3-y1] -

3, 4-di chl orobenzam de, N-[6-(4-{[2-(4- 20

pi per onyl pi per amxamﬂ&qﬂ)oﬂtbgo&lm Igﬁetlhwaa‘rﬁfhé‘)anhave a
nmet hoxyphenoxy) pyri di n-3-y11- 3, 4- d| chl ot obenzami.de,

N( 6- (41efeor (mllfmxgeeasﬂw p”lspé‘r FOPFLiFUgRY  pactude,

oxoet hyl L Ief iyl tﬂ% %’%&IL%%B%%&H lowe¥ 111 ¥groups

di chl o 4- pi peronyl pi perazin-1-



25 y1) - 3- oxopropyl] phenoxy} pyri di n-3-Y1)-3-(3, 4-

di chl or ophenyl) - 1-ethylurea, N (6-{4-[3-(4-

pi per onyl pi perazi n-1-yl) - 3- oxopropyl ] phenoxyl pyri di n-3
- yl)-4-trifluoronethyl benzam de, N-(6-(4-([2-(4- 80

benzyl pi perazin-1-yl)-2-oxoet gyl | met hyl am nol - 2-

nmet hyl phenoxy) pyri di n-3-y11-4-trifl uoronet hYl benzam de

. N[ bwf e daf 2ndve Bedpyépi pleoagi grdupy Bf- 2-substituent,

coethyl Lt pet i A LR 0 R P e

N_(G'{é’%ﬁ%'@ﬂigﬂfﬁgngﬁbgi e/ 8%:0€5 L branched alkox group
car bonyl') pi peridin-1-yl [ phenoxylpyridin-3-yl)-3,4-
diCh|OﬁéﬁEﬁ@Z@ni&€5 carbon atoms as a substituent such as
N-(6-(4-(4-[2-(4-benzyl pi perazi n-1yl) - 2- oxoet hf/l l.pi per

i di 8- 1hgativdhehoxsHypentlh, GtyL, 47-methoxyheptyl, '1-
trifluoromethy| benzan de {6-1(4:{4-[2-(4- 10

henzyl T)“rkﬁ’éﬁyg?g{ﬁyﬁ f?’ff’?598§££t1h\?l[c{’§%%eenr1‘lly i'n-§1yl | phenyl )
met hyl amd NoLRYEhiyy- 3yidde deyHdphlt Vot bybbesAa, dend
N-(6 (4- (24 [4°(4- ety |

f [ uor openzay bk phemdhypppet Ak igroupyl) - 2-

oxoeéet h{l# met hyl am no] - 2- met hoxYphenoxYl pyri din-3-yl1)-4

- 15 t F9%9%or onet hyl'benzani de, =

2- (4- pi peronyl pj N5 4Yde N Ao MBIHB e b@-{dber a1yl
tr %‘)I uor omet hyr%}gagr[ g)%ﬁng%hé%% %@r ﬁai n- 2- \1(I oxYl pher?flzli- 2y
- OXOagTwHEch may have a lower alkyl group include linear
N-[ 6-(4-([2-(4-piperonylpiperazin-I|-yl)- .

2- oxoevhyrpneb ey | ativio gr oupkthayil pich @Y Pp ve Favth -0 f) -
ﬁf( é: E%lﬂ%’s&:gz:giz%c;[v\fa!t%oggnae}nﬂ% %‘?:%58%ndi%h may have 1 or 2
Pi per oMl i PEE azZi fidrel k1 Ry PXRuBY! haiipRr hdts-4 -askbod-
met hoxyphenoxy) pyri di n-3-y1] -4-trifl uoromet hyl benzam d

e afd dedqr® Guartdy brdnbbef{Hyl, 2-aminoethyl, l-aminoethyl,
trifluoronethyl benzoyl am no) pyri di n-2- Yl OX}]ILph nyl1- 2-
25 oxoPeSeHRGBE RN - @lmh PRy Ylae AZEFM O EREPGY L H§T

ester, _ or t ther an ' lingredi e —3-
[0161] affndfefle L ggﬁ%‘éﬁ%a%raﬂ‘ghg‘g\ WA ReeRe

ser Vi NngniaopkBey AC tiatdyit BYL Rehictily10f 1 tdhypaaseddthyl, 2-
invention is a known conpound and descri bed in Patent
Docunemtoplylaminoethyl, 3-isommmilpnénencopylestof

o e aBse Y108 2nt P 1B BEREY ] gLormul @ (1)

hexylaminohexyl, dimethylaminomethyl, 2-

" diethylaminoethyl, 2-diisopropylaminoethyl, (N-ethyl-N-
propylamino)me£hyl, and 2~(N~hethyl—N—hexylamino)ethyl
groups.

25 [0182]1 .
Examples.of the cycloalkyl group include
cycloalkyl groups having 3 to 16 carbon atoms such as

cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl,



10162] Exanpl es of the | ower al kenyl ene
group include linear or branched al kenyl ene gkoups
having 2 to 6 carbon atons and 1 to 3 doubl e bonds
'such as 10 vi nyl ene, 1-propenyl ene,

1-net hyl - 1- propenyl ene, 2- nmeghyl -1 -propenyl ene,

2- propenyl ene, 2-butenyl-ene, 1- butenyl ene,

3- but eyt RiRpt 21 pentarybent, dyqlenbeyyl envelodecyl,

3- pent enyl ene, 4-pentenyl ene, 1, 3-butadi enyl ene, 1, 3-
pentadPE@%ﬂ%ﬂ@écykﬁpéﬁ#@ﬁoﬂeVﬁyléﬁ€l°§r 8¥ylene, 1-

15 hexew¥£QPeagegyfxﬁg¥%gpghté%e gg cfQ%mlohexadecyl'

4- hexef ene,

2- ethybr&uﬁywapenylene 1,3, 5- hexatrlenylene

1, 3- hexadi enyl ene, and 1, 4- hexadi enyl ene groups.
Exaﬁmléel&ﬁ];he | ower alkynylene group 20 incl ude

| i near. or branched k | ene V|n

carbon at ons an@xﬁm@ﬁ% ¥ [R5 e%ﬂzgﬁgik%u@ﬁo 3 2ubfeif may be
et hynykﬁﬁ&lt%teaqpym' £88oup By kal £ REORKBYhEAD  2-
nmet hyl propynyl ene, 2-propynyl ene, 2-butynylene, 1-
but ynykenei st3nhuby m enanoZSmhauq¢nyberkpwer alkyl group

1-pentynyl ene, 25 3-pentynyl ene, 4-pe ne,
2 pent yhl}-/qh ViRyl baee lowgg(‘yﬁ%,lf@né;rog}p h@gé/ﬁyl SHE* alkyl

&xyn Iene 3 hex n bstituent
g di 8¥ y%y aé%eg ha . etgﬁy[ﬁnﬁ%praog;/ln)s/ et on
gf OUPS¢he 8\?—yc[1%§i%§rl Eﬁ&aﬁgpllﬁal@&e t he bosericl koxyhgrangye
i nclude linear or branched al Koxy groug; having 1 to 6

car bondasme@uchcmmlhgxyup%t hm@‘}oa @p@)@?ups having 3

i Sopr opox 5 butox tox ent vl 0x
hexyl ox§ 1 G758 Onfﬁ E%S ?R%F E%%§§ a cﬁhe

tg(r)ogpca fgi&’éjﬁyll' peas, %tW @n%‘eﬁ g%lﬁiéb Qéw&%dhayém&hb

15 group consLstlng of a linear or branched alkyl group
having 1 to 6 carbon atoms substituted with an amino
group which may have 1 ox 2 linear or branched alkyl
groups having 1 to 6 carbon atoms and a linear or
branched alkyl ‘group having 1 to 6 carbon atoms which -

20 may have 1 to 3 halogen atoms as‘subétituents such as
4-dimethylaminomethylcyclohexyl, 2--
(amihomethyl)cyclopropyl, 3- (2-aminomethyl) cyclobutyl,
2-jl~aminoethyi)cyclopentyl, 3-(3- .
aminopropyl)cyclohexyl, 3-{4-aminobutyl)cycloheptyl, 4-

25 (5—aminopentyl)cyclooctfl, 4- {6-aminohexyl)cyclohexyl,
2—(1,1—dimethyl—2—éminoethyl)cycloheptyl, 3—(2—methyl—
3-aminopropyl)cyclopentyl, 3-

(methylaminomgthyl)cyclohexyl, 2-{1~



atons such as nethyl, ethyl, propyl, isopropyl, 2, 2-

- 10 di net hyl propyl, 1-ethylpropyl, " butyl, isobutyl,
tertbutyl, isopentyl, pentyl, and hexyl groups. [0165]
- Exanpl es of the | ower al kyl group which may have a

| ower al koxy group as a substd4uent include, in 15
addition to the above described | ower al kyl groups,

- | i nearetofy1bhansded1abiylogrtgaps2hedH ng 1 to 6 carbon
atons which may have a |inear or_branched al koxy group
havi ngorbpydasinaathyn) ayerhexdla Tubktituent such as

met hoxynet hyl . 1- et hoxyet 208t hoxyethyl, 2- 20
pr opoxyErHy ?l%ﬁﬁ%ﬁ?ﬁ?%%ﬁ&%%ﬁggé?gﬁﬁ-%u%oxybutyl, 5-

pent ylaxyaant ¥dbutbrheyyl segtexyl 2- @5-1- di met hy1- 2-
nmet hoxyet hyl, 2-nethyl-3-ethoxYpropyl, and 3-

met hoxpguregpyhigrremsyl) fPaBlex25Examifies of the | ower
al kanoyl group incl ude iinear.or branched al kanoyl

gr oupS A PRGMANGHY 1 CRGH PR At ot such as fornyl |

acetyl Wio [ rylr, (npPeph-aney |,
tert-bﬁ%yegg#goﬁvffggﬁﬁi(éggﬁgsgyiééyg#gups.ﬁﬁ0167]

Exanpl gsopef aibheo jplenyt | tpvemepkky) 4r@uepNrhetude-
phenyl al kyl groups whose alkyl noiety is a 5 |inear or
br anc Heskvalerynolthyp 1 REGI RFH e 098 carbon atons such

o e B AR RIS L
phenyltﬁﬁ@ﬂome@h Iﬂgy@ﬁbh¥éyi¥'thByhﬁﬁﬁﬁﬂethgmﬁcycloundecyl,
2- met hyl 3- phenyl propyl groups. .
2-(l-aminoethyl)cyclododecyl, 3-(3-
aminopropyl)cyclotridecyl, 3-(4-
aminobutyl) cyclotetradecyl, 4*(5f
15 aminopéntyl)cyclopeqtadecyl, 4- {6~
aminohexyl) cyclohexadecyl, 2-(1,1~dime?hyl—2—
aminoethyl}cyclononyl, 3~ (2-methyl-3-
aminopropyl)cyclodecyl, 3=
{methylaminomethyl) cycloundecyl, 2-(1- .
20 ethylamincethyl)cyclodedecyl, 2-(2- ‘

' propylaminoethyl)cyclotridecyl, 3-~(3-
isopropylaminopropyl)cyclotetradecyl, 4~ (4~
butylaminobutyi)cyclqpentadecyl, 2-{5-
pentylaminopentyl)cyclohexadecyl, 2-{6-

25 hexylaminohexyl)cyclonohyl, 3-
(dimethylaminomethfl)cyclododecyl, 3-[(N-ethyl-N-
propylamino)methyl]cyclodecyl, 4-[2-(N-methyl-N-

hexylamino)ethyl]cyclohexadecyl, 2,2~



10[ 0168] Exanpl es of the |ower al kyl ene
group include linear or branched al kyl ene groups
having 1. to 6 carbon atons such as nethyl ene,

et hyl ene, trinethylene, 2- nethyltrinethyl enef

2, 2-di net hyl et hyl ene, 2,2- 15ggi net hYl tri net hyl ene,

1- et hyl trimet hyl ene, nethyl net hyl ene, ethyl net hyl ene,
't et r ameimgtiterieycpemtapydt hgheéne; tradduiesmatbyhgyekpropyl
groups. [0169] Exanpl es of the | ower

al kenyPEW®Sgr oup which 20 may have a phenyl group as a
substi ggedyy i nclude |i-near or branched al kenyl ene

gr oups, mhlch have 2 to-6 carbon atons and 1 to 3
doubl e bonds, aRgampliechoffayhdiahesrea phiesnyil group iaslade
subStituent’ such as V|nylene 1- -propenyl ene,

1 mét YDFRpPEpBRYIUINE, =3 BRI hyI=omPs S5 ipdnyt éharbon
2 DroPelu e MR, DU PONLERE nidUCBBN | AGrinyy, 1

3- but enyl €ne ent enyl ene, enteny ene,
pentenyf@gﬂﬁjy]ﬁ- pe;ﬂéﬁfwl—enﬁrogﬂer%rlbUQaﬂéﬁmM—&nﬁ:sTOﬂerﬁfl 2-

pent adi enyl ene, 2-pentene-4-ynyl ene, 2-hexenyl ene, 1-
84 propenyl, 2-butenyl,. l1-butenyl, 3-butenyl, 2Z2-pentenyl,
| l-pentenyl, 3-pentenyl, 4—pentény1, 1, 3-butadienyl,

10 1,3—bentadienyl, 2-penten~4-ynyl, 2-hexenyl, l-hexenyl,
5-hexenyl, 3-hexenyl, 4-hexenyl, 3,3-dimethyl-1-
propenyl, 2-ethyl-l-propenyl, 1,3,5-hexatrienyl, 1,3-
hexadienyl, and 1,4-hexadienyl groﬁps.

Examples of the lower alkenyl group which may

15 have a halogen atom.és a substituent include, in
addition to the above described lower alkenyl groups,
linear or branched alkenyl'gréups_haviﬂg 2 to & carbon
atoms which may have 1 to 3 halogen atoms as
substituents and which have 1 to 3 double bonds such as

20 3,3,3—trifluo£o—l~propenyl, 2—bromovinyl, 3-chloro-1-
propenyl, 3-iodo-l-methyl-l-propenyl, 3—flﬁoro~2—
methyl-1-propenyl, 2Z2-butenyl, 4,4,3-trichloro-1-
butenyl, 4,4—difluor0*3-butenyl, 5-fluoro-2-pentenyl,
5,5,3—tribromo~1—pentenyl,.5~chloro—3—pentenyl, 5,5,5~-

25 trifluoro-~4-pentenyl, 4;chloro-1,3~butadienyl, 5-
fluoro—1,3—pentadiényl, 5-bromo-2-penten-4-ynyl, 6-
fluoro-2-hexenyl, 6,6,5-trifluoro-l-hexenyl, 6-chloro-

S-hexenyl, 5-bromo-3-hexenyl, 6-chloro-4-hexenyl, 3,3-



hexenyl ene, 5-hexenyl ene, 3-hexenyl ene, 4-hexenyl ene,
3, 3-di net hyl - 1- propenylene, 2-ethyl-1-propenyl ene,

1, 3, 5-hexatrienyl ene, 1, 3-hexadi enyl ene, 1, 4-
“hexadi enyl ene, 1-phenylvinyl ene, 3-phenyl-Il- 5
propenyl ene, 3-phenyl-1-nethyds 1-propenyl ene,

3- phenyl 2- net h | - 1- propenYl ene,

1- phenwnezhyﬁ»o erhosre L -nronsigty 13 2E Mipreng ey 1-1-

3 phenyls gyt eayliene, - oendls gy hitrend pgio 1, -

5- phe ehten ene, iit enyT ene,

2- pherWéxa%h@ﬁEier%cﬁ@efléoﬁleUMLhéxadﬁn@anE&ynsﬁne,
1- phenyl ut adi enyl ene, 1-phenyl-1, 3-
pentadienylene,E&m@ﬂ@ﬁyqﬁzﬂpempgnoglmem@néwhich nay

1- phenyl 2- hexenyl ene, hen

4- pRenkAss. OHes‘(%whaﬁ@ E Lﬂ%ﬁﬁ%ﬁ%‘ﬂs selected
5- pheny hexeny eRfsist £fal 1kyl hich
1- pheny X']lothg ?ncg%ﬂhYl ilsbrlonger?ylgneowelﬁ a15y grEOUP WhE
pheny Indr @iz la Inqucapaendtene,s G- phieswyitubnt3aid a halogen
hexatri enyl ene, 1-phenyl-1, 3-hexadi enYl ene, and 2-

pheny1250m- heghtai%rn?néﬂlél SRS, (FOIDagx Afpt e STofhe

t he Io ene 0 e

Wi th ap rgup W dts g‘ Fr om SUbsgﬁg@%%néS?g?&é& Lt#gg the
| owsr Qldt@X ol MR rANdr aa pﬁ%)é'r GEOthﬂdh@HUQBkyll [y roup
addition to the above descri bed | ower al kyl ene groups,

| i nearharingr anthed calckyh enteongy eagswivenhi mgylhave 6 tO 3

carbon atons which may be substltut$ %ﬁ wth 1 or h
groupsh%%ﬂgéet@%PWﬁ'6ﬁ1FH%SEﬁQHﬁg EoRlF & i"7gCaEn aﬁqmneﬁPC

or qﬁagfoxsy 4959 Pu&%\ﬂemo;lt Ozﬁﬂ%&eganﬁﬁm-

and a en rou suc as met hoxynet hyl ene,

2- phenyﬂdebyhemya I-io8Sba@tidmgnyt nimetHylbeneoyl, 2-
1- propoxy-2-nethyltrinmethyl ene, 1-
phéﬁy]!ﬂezihzlbliamml érﬁyt@rﬁévengoyhen%etzwléenzoyl 3~

di met e u [.tri Es%ny gne
3._
phenyl%ﬁﬁl%? gnstg%ﬁ% I bxye%?l ﬁn@y Qy 47 5
pheny]b&ﬁ%éb{!z&%}yt %LbaHE)trtb\én% 1, 34-hexylbenzoyl, 3,4-
phenylpentanethylene 5-phenyl exanethylene
et hox yietelirly &l zclvlph@ ngt ditdnplydhenz@yl, 2,4~
phenyltrlnethglene and 2- phenyl- 1- nethoxy%thYIene
group Ldimethyl enzoyl, 2,5-dimethylbenzoyl, 2,6~
20 dimethylbenzoyl, 3,4,5~trimethylbenzoyl, 2=
trifluoromethylbenzoyl, 3-trifluoromethylbenzoyl, 4-
* trifluoromethylbenzoyl, 2-{bromomethyl)benzoyl, 34(2—
chloroethyl)benzoyl, 4- (2, 3-dichloropropyl)benzoyl, 4-
{4-fluorobutyl)benzoyl, 3-(5-chloropentyl)benzoyl, 4-
25 ({5-bromohexyl)benzoyl, 4—(5,6-dibrom0hexyl)benzoyl,
3,4—di(trifluoromefhyl)benzoyl, 3,4-di{4,4,4-
trichlorobutyl)benzoyl, 2,4~di(3—chloro—2~

methylpropyl)benzoyl, 2,5-di(3-chloropropyl)benzoyl,



10 [01711 Exanpl es of the 5-to 15-nenbered
nmonocyclic, bicyclic or tricyclic saturated or

unsat urated heterocyclic group which has 1 to 4
"nitrogen atons, oxygen atons or sul fur atons include
pyrrolidinyl, 15 piperidinyl,qgiperazinyl, norpholino,
pyridyl, 1,2,5,6- tetrahydropyridyl, 1,2,4-triazolyl,
1, 2, 3-2ré-arabyd, 242 fhudrocdaliybentdywlaz el Edbnyl
1,2,3,4-tetrazolyl, thienyl, uinolgl

1, 4- di FfditEa G noteRethBE W Aovaz oty (2 pyfrazy!

pyrim dyl [ L - yryQl pyrrolyl, 20
1,3,47%%%HP%%S%%%@MFEngﬁguﬁ%g?¥§%§|% t et rahydrofuryl,
f ur azamyd 51e2bROSt YIbkhzo Pl A-Hickydr ocar bostyryl ,
1,2,3,4-tetrahydroquinolyl, 1,2, 3,4-

t et bahydiradhiloggue Hut Ypenzpwdoldrichlpseidol yl, i ndol i nyl ,
benzoi.m dazol yl , benzooxazolyl ,.im olidinyl, 25,
soaul Mo R A Ryt S-S Kot S LR 51
pht hal 2zl g -CAI BAZ0%khet B, BYL, £HRARIYE

i soi ndol 1 nyl, 1sochromanyl’, pyrazo'yl, i m dazol yl

pyr azot i if lmple proptierictihic azf nydrombehy bfanaplyl, 233- 86

di hydr obenzo[ b] furyl, benzothienxr, phenoxathiifyl,
phenoxBanpPenaavh. dnforerghenzem! i ntrdZgippenzoyls,” 4=
pheRazi n ant henyl. ' reny - m.dazoj iqnyl ,
D B oo 2Py 2 b BRI, PR oadaiby e 2 91

| SooxagidticB¥hzowt I i, azel Mddobesabil azn sy £ pysarbenzoyl,
2-thiazolinyl, 2- pyrazolinyl, quinuclidinyl,.

1, 4- bedzoiadlaydher@osl, d? ydrEI2Fb 1o TRbeBELBOX a8 4TV |
3, 4-di hydro-2H 1, 4- benzot hi.azi nyl ' i

1, 4=be ”I?irgga’ﬁfﬁ’Xl'1?’2?’?‘,5321{1%"&?%3%/%%1@&?r%xal inyl |
1, 3-di &3 g di By dy phaahalenyi-chlorobenzoyl, 4-
phenan%iﬁ#ﬁi ﬁé??gé%%i-ad??hianaphtkaienyl, ?

di henz¢imejodbzapbye, 2anddbcHlorobenzoyl, 2,4-
dihydro;SPLdibenz[b,e%aiepjne gr oups. 40172] Exanpl es
of t hed¥rdHoFeRBESH i BePudecd OFSPERERY e 4T om

chl orT QEA' 2 TheBES NS, BLAIMANT AL S 128
dichlorobenzoyl, 2,4,6-trifluorobenzoyl, and 2,4-
difluorobenzoyl groups.

20 Examples of the halogen substituted lower
alkyl group include linear or branched alkyl groups
having 1. to 6 carbon atoms which have 1 to 3 halogen
atoms as substituents such as’ trifluoromethyl, -
trichloromethyl, chloromethyl, bromomethyl,

25 fluoromethyl, iodomethyl, difluoromethyl,
dibromomethyl, 2~cﬁloroethyl, 2,2,2-trifluoroethyl,
2,2,2-trichloroethyl, 3-chloropropyl, 2,3~
dichloropropyl, 4,4,4-trichlorobutyl, 4-fluorobutyl, 5-



[0173] Exanpl es of the | ower al koxy group
whi ch may have a hal ogen 'atom as a substituent

i nclude linear or 20 branched al koxy groups having 1
'to 6 carbon atons which may have 1 to 3 hal ogen atons
as substituents such as methaoygy, ethoxy, propoxy,

i sopropoxy, butoxy, tertbutoxy, pentyloxy, hexyl oxy,
“trifl usnierebhokyl, t3-icahbor-Grethbxipraphller brietdesbtgxyl,
br omonet hoxy, 25 fl uoronet hoxy, iodonethoxy,

di f | uckBimEt RosibronabesrbrEiERy, 2- chl or oet hoxy,
2,2,2- ¢ |quoroethoxy 2,2,2-trichl oroet hoxy,

3-chlo opr&poxy, 2, 3- dichl or opr opoxy,

4,4, 4-tri Ch|0rdﬁﬁgﬂﬁiﬁs 4r fdneon ehelt axykyleBédioxy group
5- chloropentyloxy, 3-chl oro- 2- met hyl propoxy, 6-
br ofrohimalludry lingwt Brebuirdies: ahkxlansx grarpafsvingl ¥ 40

Exanpl.es of the | ower 0 h ma

o o e Re b s ety LRy Pa ey "R DR g
to th d Loyl tahkyin @ilddRS oxy | SYRAIHSOT
brancﬁggmgﬁg§g§§%gﬁ%§ th|n§t1 éﬂ%arboﬁx%tons ihlch
may haMeskito 3 hal ogen-atons as substltuents such as

trifluoronmethyl, trichloronethyl, 10 chl of pnet
br omonet hyl , f | EEEBHEENYT | theoaﬁ}h’é‘e rﬁﬁoupdi"?%%rfﬁia?ﬁ"? a

onn I
S SOSTRIR o FIBLRITH N 18- £GP i of o
3 Ch|QEdNé&OEkalzhf%uﬁlCQ'IHNHQFEDyénoyl group, a benzoyl
4,4,4-trichlorobutyl, 4-fluorobutyl, 5-chlorapentyl,
15 chlqm@pZan@tmydxﬂl@p\ykyl Ryrigupnbhekide a@hEe 57EuIps which
di br onohex

f
| over %%y §ﬁ| ‘?1'5I2 5&‘8%’”4 é‘ltﬁd%elr'?‘:rltéeéiirE%rg;8 ra%érﬁég'
al kyl sy f.00ykngrouRs 1ha¥i NGy branched alkyl group having 1

15 to 6 carbon atoms, aAlinear or branched alkanoyl group
having 1 to 6 carbon atoms, a benzoyl group, and a
cycloalkyl group having 3 to 16 carbon atoms such as
amino, methylamino, ethylamino, propylamino,
isopropylamino, butylamino, tert-butylamino,

20 pentylamino, hexylamino, dimethylamiﬁo, diethylamino,
dipropylamino, dibﬁtylamino, dipentylamino,
dihexylamino, N—methyl—N—ethylamino, N-ethyl-N-
propylamino, N;methyl—N-butylémino, N-methyl-N-
hexylamino, N-methyl-N-acetylamino, N-acetylamino, N-

25 formylamino, N—propionflamino, N-butyrylamino, N-
isobutyrvlamino, N;pentanoylamino, N-tert-
butylcarbonylamino, N-hexanoylamino, N-ethyl-N-

acetylamino, N-benzoylamino, N-ethyl-N-benzoylamino, N-



20 1 to 6 carbon atons such as nethyl sul fonyl,

et hyl sul fonyl, propyl sul fonyl, isopropyl sulfonyl,

but yl sul fonyl, tert-butylsul fonyl, pentylsulfonyl, and
“hexyl sul fonyl groups. [0176] 25Exanpl es of the phenyl
group which may be substituteg, on the phenyl ring,
with a | ower al kyl group which may have a hal ogen at om
i ncl udetpleAy+bagraeypsmiv c N -aayt Pe-tshlestoylamado, on t he
phenyl "ring, 88 with 1 to 3 linear or branched al kyl
gr oup<CHFAPPREPILATG NG, cEY D&Y bR i EHCheRPHAVE™ ™ ? o

3 hal o h - Imet ami N-
3- mot RO SR aeey = e P TRty 2 el oherg o !
3- et hylgpiReonyli-c 1 cbeel Ty ple n)kne thyilsOpE pEYd ey knino,
3- butyl phenyl, 4- pentyl phenyl, 4-hexyl phenyl,

3, 45 ditherehiy ptitrapicloBerty Hirdphy | irsipjohexyl-N-

2, 4- di.net hyl phenyl , 2, 5-di hyl phenyl., . '

2. 6. JATEERY PRty P-4 BoR T Ry NG RDi -

trifl %RE@BEBﬁQdéMI%BY'cyé&éd@d@h%QﬁQﬂEEQ%hQEEHBHylaﬁin&D

trifluoronethyl phenyl,” 2- (brononet hyl ) phenyl , 3-(2-

chl or astchypt ¥ phmrpwilamide { 26 Ridicehtrataplepyhy phenyl ,

4- (4- fluorobutyl)phenyl, 3-(5-chloropeniyl)phenyi

4- (5- %ﬁeﬁ%&ﬁ%%éﬁw?r ﬂ—wFBYhT%—FaﬁgﬂaéﬁCfeﬁﬁgﬁW?o'
3,4~ di(trifluor |3 (e i né
Cr B bh s aas SRR L Parg - frfrodkeytanino,
met hy pregpyblmhenyl-n-2c6t Hidmdne h| ardp-epyl Jipheriglcyl-N-
2,6- di(2,2,2-trifluoroethyl)phenyl, 3,4,5- .

tri (thehlzapt ometungl-) phenyl , 4-(2, 2, 2-
trichlorgﬁihyl)phenyl, 2-met hyl -4- 20

triflJddt t hyl phenyl, and 3-ethyl-4-trichl oronet hyl

groups. (0177] gxamples -of R6AABLES fkahBO1! @¥RIp which -
al kylthio group include |inear or branched alkylthio

gr beipsnayatia g é.Haio@easabaub@naaﬁubﬂtixuchtaSncludé, in
met hyl thi'o, ethylthio, propylthio, isopropylthi.o,
but yl (RS ELEBIT 5y FPRTD CAFEREGFE HhBe TR RE BRPEPS:

grouDﬁinear or branched alkanoyl'groups having 2 to 6 carbon

atoms which may have 1 to 3 halogen atoms as
substituents such'as 2,2,2-trifluorcacetyl, 2,2,2-

20 trichlorocacetyl, "Z—clrlloroacetyl,'2—bJ.:omoac&zatyl,r 2=
fluoroacetyl, 2-iodoacetyl, 2,2—difluoroacétyl, 2,2-

 dibromoacetyl, 3,3,3-trifluorcpropionyl, 3,3,3-

trichloropropiényl, 3-chloropropionyl, 2,3-
dichloropropionyl, 4,4,4-trichlorobutyryl, 4-

25 fluorobutyryl, 5—chlorobentanoyl, 3-chloro-2-
methylpIOpionyl, 6;bromohexanoyl, and 5,6~
dibromohexanoyl groups.

[0188]



[0178] 89 Exanpl es of the am no group
whi-ch may have a group selected fromthe group

consi sting of a | ower alkyl group and a | ower al kanoyl
- group as a substituent include am no groups which may
have 1 or 2 groups S sel ecteddf romthe group
consisting of linear or branched al kyl groups having 1
-to 6 carbon at gerabds ldheae bdowdr alghegcatdcaydyyroup
groups having 1 to 6 carbon atons as substituents such

as anmiimelugetdhoxnrasRorathPraHPhd'hosropyiunt Agiety 15 a
| Lam 0oy, But ¥l an 1 b | AW NG, carbon
| Sopr Olp%ﬁe%g], gﬁgfaﬁgxeg@l&%ﬁ%gﬁé\% ha@%é’ ?l’gd’]% rb

pentyla ylam no, m no, - di et hyl am no,

di pr opyleR8 Sighh GlsOHEVARIAGboHY PEMtYbRE Aoy,

di hexyl am no, N nethyl - Net hyl am no,

N- e% hydroble py cgpydoayit noi sdpnepoly tanponyBut hreanyegroonyl,
N- et hyl - N- hexyl am no, . N-acetyl am no, 15 .

f or my |58t ABY E NSRS BPBYYA é’rﬁnﬁﬁoﬂcﬁf?}ﬁ?% arfiib,

Ni sobyt | pet.aoyl am no,

N-ter#ﬁ%%%%%gé on??%ﬁ?n&?%N-hexanoylanino,

di acetpoligei no, Nacetyl - N-net hyl am no, and

N-acetyl - N-et hyl ami no groups. [0179] 20Exanpl es of the
napht hyl gr oup Baerehkesest Bdesdpeer dt@8rovtethgroup

napht hal ene ring with 1 to.3.s ' s Ct,¢
frgQ1ﬁﬁﬁsﬁg%u%”%%ﬁs?gt?ﬁﬁfﬁg gagr%%g%Hgﬁ&y?ﬁg#%hgggg?g ?
hal ogan, at eMbANGtaRs a8hdP a8 Qupt Yi-eh FRypi@ua oy,
group selected fromthe group 25 consisting of a | ower
al kyl ptguplemd dsbbweyrsaldeanopengproyd okt brid -

napht hyl. groups whi ch nay have, on the naphthal ene
ring, ?Ptﬂgcgrgﬁﬂ%¥9ﬁﬁue?ﬂ heXpBRY ?F*IQEHFPEE gr oup

consishh@g]of a linear or branched al kyl group

15 ' Examples qf the 5-or‘6—membered saturated or
unsaturated heterocyclic group having 1 to 4 nitrogen
atoms, oxygen atoms or sulfur atoms include
pyrrolidinyl, piperidinyl, piperazinyl, morpholine,
thiomorpholino, pyridyl, 1,2,5,6-tetrahydropyridyl,

20 thienyl, pyrazyl, pyrimidyl} pyridazyl, pyrrolyl, Z2H-
pyrrolyl, imidazolidinyl, pyrazolyl, imidazolyl,
pyrazglidinyl, furazanyl, 2-imidazeolinyl,
imidazolidinyl, 2-pyrrolinyl, furyl, oxazolyl,
isooxazolidinyl, isooxazolyl, thiazolyl, isothiazolyl,

25 pyranyl, 2—pyrazolidinyi, 1,2,4-triazolyl, 1,2,3-
triazolyl, 1,2,5—tfiazolyl, thiazolidinyl, 2-
thiazolinyl, 1,2,3,4~tetrazolyl, 1,3,4-oxadiazolyl,

tetrahydropyranyl, and tetrahydrofuryl groups.



.90 having 1 to 6 carbon atons, a hal ogen atom and an
am no group which may have 1 or 2 substituents
selected fromthe group consisting of a linear or
“branched al kyl group having 1 to 6 carbon.atons and a
l'inear or 5 branched al kanoylgpgroup having 1 to 6
carbon atons such as (1l-or 2-)naphthyl, 1-nethyl-(2-,
- 3-, 4[,01513 6-, 7-or 8- )naphthyl 2-ethyl-(1-, 3- 4-,
5-, 6-, 7-or 8-)naphthyl - ,
6-, 7-or 8- )nap#i@ﬁ?llesf% tﬁ‘ﬁt Tt‘ipyme%%efef‘? s’aguréiéed
7-or thyls g4 JAY by (dindids 1R3 @-r**6sach
7-or él%)tﬁg%)ﬁ)?#gléménﬂ %ﬁy {17n21 J ai 6-, 7-or
8-) napjtrayl , t&yartlaexyiti Jn-LtngenBatomé boﬁnd t?} Gthem,
8-)naphthyl, 1,7-dinethyl-(2-, 3-

8- )ﬁap:mmygh Q15 TPL) KRBeREY 12 DBtlf?ﬁﬂihlaﬁﬂ“' kD %“H&Bﬁt At
8-) napht h 8- ) napht hy| 1
12,3007 et RgIe Eony. igtle ol ARG pipertatpsl,
3-, 1p%raz§rq\[]l 7m%'i:pgoﬂid35‘t IBME&ﬁ@ﬂiﬂ’ro(llnoy Z&nd 4-, 5+,
6-, 7-or 3-net yIamno-(l- 2-, 4-, 5-, 6-, 7-or

5- am rtmrr(ojupeﬁazm&l gdeypsH-, 7-o0r 5=di met hyI am no- (I,
2- 6-, 7-or 4-(N-nethyl-N-ethylamno)-(1-,

2. 3"-’01@23 6-, 7-or 8-)naphthyl,

1- E@thyl 2- dlrﬁ%Q!ﬂpﬁgkngT(é%e’1m1dazolyl lower alkyl group

include imidazolylalkyl groups whose alkyl moiety is a

linear or branched alkyl group having 1 to 6 carbon
atoms such as (1, 2, 4 or 5-}imidazolylmethyl, 2-[(1,
2, 4 or 5-)imidazolyl]ethyl, 1-[(1, 2, 4 or

15 5-)imidazolyllethyl, 3-[(1, 2, 4 or
5-)imidazolyllpropyl, 4-[{1, 2, 4 or
5-)imidazolyllbutyl, S5-[(1, 2, 4 or
5-)imidazolyllpentyl, 6-[(1, 2, 4 or
5-)imidazolyl lhexyl, 1,l-dimethyl-2-[(1, 2, 4 or

20 5-)imidazolyl]ethyl, and 2-methyl-3-[(1, 2, 4 or
5-)imidazolyl]propyl groups.
[0193]

Exambles of the 1,2,4~triazolyl lower alkyl

group include 1,2,4-triazolylalkyl groups whose alkyl

25 moiety is a linear or bfanched alkyl group having 1 to
6 carbon atoms sucﬁ as {1, 3 or 5-)1,2,4-
triazolylmethyl, 2-[(1, 3 or 5-31,2,4-txriazolyl]ethyl,

1-[(1, 3 or 5-)1,2,4-triazolyl]ethyl, 3-[(l, 3 or



4-, 5-, 6-, 7-or 8-)naphthyl, 1-chloro-(2-, 3-, 4-,
'5-, 6-, 7-or 8-)naphthyl, and'l-acetyl am no-(2-, 3-,
4-, 5-, 6-, 7-or 8-)naphthyl groups. 25 [0180]
- Exanpl es of the al kyl group which may have a | ower

al koxy group as a substltuen&oinclude in addition to
t he above descri bed | ower -al groups 91 which may
- have a&-hoyeri-addiaxyl gl hyoras, a4suhBttherﬁ1)H.Eméar or

branched al kyl groups having 1 to 8 carbon at mhicg
may hdvéagolyeatydr Hrhhleheddosl koXy g?oﬁﬁ“ﬁ%@nﬁbpﬁﬁﬁy
6 t bst he -
1-2?L3$3é§t§ gct SE7E&%%_§BiﬁfH&QF§S P, 1%ﬂk&khyl 2

et hoxyhept ¥l or %—Qﬂoﬁp%yﬂ-rlb'z@lby @ﬁf}ll)ﬂ and-2-methyl-3-[(1,
i sopropoxyoctyl, 7-butoxyheptyl, 8-pentyloxyoctyl, and
5- hexyd oxy 51} bt?h-peie 301 grleupsyl [PBRF- 10Exanpl es of
the ami no substituted | ower al kyl group which may have
a | ownel® gﬁkyl group include |inear or branched al kyl

groups having JE,Jan @egaép%eatloﬂ%ﬁd&%%biﬂ adwéict Bl eyl
am no group which nay have 1 or 2 linear or branched

al kyl qoappsndiardeng, 1, 3-otfazalpdal ks growss sUeiseaslkyl
anm noret hyl, 2-aninoethyl, 1- anlnoethé 1t
3- am MEEPyIS A-1ARPABLAX \ATAnShad HdgdnPypup daving 1 to

10 6 carbon atoms such as (1, 4 or 5-)1,2,3~ _
triazolylmethyl, 2-{(1, 4—Qr 5-31,2,3-triazolyl]ethyl,
1-i¢1, 4 or‘5—)1,2,3—triazolyl]ethyl, 3-{{1, 4 or
5-)1,2,3-triazolyllpropyl, 4-[(l, 4 or 5-)1,2,3-
triazolyl]butyl, 5-[{1l, 4 or 5-)1f2,3—triazolyl]pentyl,

15 6-[(1, 4 or_5—)1,2,34triazoly1jhexyl, 1, 1-dimethyl-2-
[(1; 4 or 5—)1,2,3~triazolyl]¢thyl, and 2-methyl-3-[ (1,
4 or 5-)1,2,3~triazolyl]propyl groups.‘

[0195]
Examples of the 1,2,5-triazolyl lower alkyl

20 group include 1,2,5-triazolylalkyl groups whose alkyl
moiety is a linear or branched alkyl group'having 1 to
6 carbon atoms such as (1, 3 or 4-)1,2,5~
triazolylmethyl, 2-[(1, 3 or 4-)1,2,5-triazolyljethyl,
1~[(i, 3 or 4-)1,2,5-triazolyllethyl, 3-((1, 3 or

25 4-)1,2,5-triazolyllpropyl, 4-[(1, 3 or 4-)1,2,5-
triazolyllbutyl, 5;[(1, 3 or 4-)1,2,5-triazolyllpentyl,
6-[(1, 3 or 4-)1,2,5-triazolyllhexyl, 1,1-dimethyl-2~

[(1, 3 or 4-)1,2,5-triazolyllethyl, and 2-methyl-3-{(31,



am nohexyl, 1, 1-di nethyl-2-am noethyl, 2-nethyl-3-

am nopropyl, nethyl ani nonethyl, 1-ethylani noethyl, 2-
propyl am noet hyl, 3-i sopropyl am nopropyl, 4- 20

but yl am nobutyl, 5-pentylam nopentyl, 6-
hexyl am nohexyl, di met hyl am pogret hyl, 2-

di et hyl am noet hyl, 2-diisopropyl am noet hyl

- (N et IyylorNpr ppyd, 36t AOJ 2ty brogyid groups.

2- (N- Met hyl - N-hexyl am no) et hyl groups. 25 [0182]
Exanpl@3961 the cycl oal kyl group include cycl oal kyl

gr oups havi ng to 16 c n at C _
cycl opropyl, 03¥F8B%?%r5g3§8|%%§¥§§§; 2?%%6ﬁ%%¥ﬂ,9r%ﬁ?
cycl ohgptivhe SHez0061¥1 kylCYebapoHosecLkperykry is a
cycl oundecyl, cycl ododecyl, cyclotridecyl, -

cych otlémadecyt brepcheperitiadegydyp dredrisgcl oieragdecyen

groups. 5[0183] . anpl es_of the . ;

cycl odHepP @?%ﬁ‘%?c@m‘&/%e%{ﬁg‘gﬁﬁ’&yiﬂe%%lh & bt up”
sel ect fro nskstyNg f 4ag,-am no -
substffg¥e ﬂ%&%%°gFﬁvﬁj§@6u% &%?bﬁgnéyaﬁave a | ower

al kyl s3neypassidsigekpyes =kl 10 grooup-whycteoiey ] heseyl,

a hal ogen atom as a substituent on the c%cloalky1 ring
i ncl-ude,l ({Ln addi ©roh- iy tarelabbecHescribed Ty él Bal kyl

gr oups, .cycl oal kyl oups. haying 3, t 6 '

ot b S et prfirba = Tt nd & et AN R R
1 to 3 gravpscsal-ecied, f1,0m bheslpwaedpyCpagiyat i agd af-
.a linear or branched al kyl group having 1 to 6 carbon
at ons rewbgt+3-uk@d B th @n Sanproagrlodp Pehbh greprRave 1
or 2 linear or branched al kyl groups-having 1 to 6
carbort®Pdks and a Iinear or branched al kyl ' group

having 1 to 6 cﬁqgaplggegt@mh%wpi@h&aisrm have: L1491 3group

hal ogen atons as substituents Suc

4- gs meirhvhaid panRehyh cy€d grexpl as 22 substituent on the
(am nonet hyl ) cycl opropyl, 3-(2-am nonet hyl)cycl obut yl
2- (1- avirabédng ydpgl e@@h{%ﬁ pygll(lgdlnylalkyl groups which

am nopro %%cycloh xyl, 3-(4-am nohut.yl )¢ ohertyl

4- 25 “Fépﬁ fopeit §| ?’é?/c?%’ EfyFe St LENE]

4- ( 6- gy RRheXYd havg! 2h@WMose alk?/l moiety is a linear or

2- (1, I-di met hyl- 2- am noet hYl ) cycl oheptyl, 3-(2-nethyl-

3- anmi nopnopyd )ahkyllopeotry lhavdng 1 to 6 carbon atoms such as

nmet hyl ami nonet hyl ) cycl ohexyl, 2-(1- -

( 20 y(2, 4, 5 or %-—))p¥rimidin%:lmeth§l,- 2-[{(2, 4, 5 or
6-)pyrimidinyl]ethyl, 1-[{(2, 4, 5 or
6-)pyrimidinyl]lethyl, 3-[(2, 4, 5 or
6—)pyrimidinyljpropyl, 4-f{(2,4, 5 or
6-)pyrimidinylibutyl, 5-[(2, 4, 5 or

25 6-)pyrimidinyl]pentyl, 6—[(2, 4, 5 or
6~)pyrimidinyl]hexyl, 1,1-dimethyl-2-{{(2, 4, 5 or
6-)pyrimidinyl]ethyl, 2-methyl-3-{(2, 4, 5 or

6-)pyrimidinyllpropyl, [(1, 3, 4 or 5-)2,6-



93 et hyl am noet hyl ) cycl ooctyl, 2-(2-

propyl am noet hyl )cycl ohexyl, 3-(3-

|sopropylan1nopropyl)cYcIopentyI 4-(4-

. butyl am nobutyl ) cycl oheptyl, 2- (5 5
pentylaninopentyl)cyclohexyll%g-(G-

hexyl am nohexyl ) cycl opentyl ,

(di ”emﬁl‘x@?}f‘ﬂﬁ%tlh%f”rﬁ‘e\@‘!y@be)wi 4, 5 or 6-)2-

3- [ (N-et hyl - Npr opy an1no)nethy|]cyc|ohept 1,

4-1 2- (oNoﬂErhyilehéhydsietmlno)[éﬂhy?]dy@lroédg;l 4- 10

di met hyl am nonet hyl cYcl oth 3

(ani nSHEPKGITGQY %%W 5 or 6-)4-

3-(2-amy é@rw&de h S or 6-)2,4-

2- (1- anfﬁggghﬂ%f% ododec§¥ ' Ys-or 2

am nNopreRybyEMaldhK] Theaeyty1, 32HH4 or 6-)2,5-

am nobutyl ) cycl ot etradecyl, 4-§ 154 e s )2:6
oxr - -

awnnoﬁéﬁﬁ?P?t&NﬁQBB§hi%Hé@yl1 A1Y6-
am no
am noéﬁ(? Pg}% (thﬁg])ﬁ( Fetc%l %ni%hgl/ jjff}eghyzl 26~

a”‘noﬁﬁ@@%bi§%@ﬂﬂ@iﬁ§y1prébyl 4-[(1, 3, 4 or 5-)2,6-
(et hyl am nonet hyl ) cycl oundecyl, 2-(1- 20

ethylahpnopytgmgdypgkﬁuguégyﬁ {ga(qp 6~)2,5~

R o et LA S H L8 2 s op 02,0

but yl adqcyl
Tt b e NV

hexy| a¥yrobexydiopyeian@imylleBhyl, and 2-methyl-3-[(1, 3,
(di net hyl am nonet hyl ) cyc| ododecyl, = -
3- [ ( Ncat ly) 21\@@@%%#@%%%%@@1&&889?
4-1 2- %@-ﬁs hyI Nhexyl am no) et hyl ] cycl ohexadecyl, 2, 2--
94 di ket cycl opropyl, and
2- 1g|fl uoronetrggdaﬁgggpgfuaﬂe grgew&bxdﬂa$ﬁéiofidﬂmm4es
of "the | ower al kenyl group include

ylidene lower alkyl group include 3,5~

19

. dioxoisoxazolidin-4-ylidenealkyl groups whose alkyl
moiety is a linear or branched alkyl group having 1 to
6 carbon atoms such as 3,5-dioxoisoxazolidin-4-

20 ylidenemethyl, 3,5~dioxoisoxazolidin44—ylideneethyl,
3,5~dioxoisoxazolidin-4-ylidenepropyl, 3,5;

. dioxoisoxazolidin-4~-ylideneisopropyl, 3,5-
dioxoisoxazolidin-4-ylidenebutyl, 3,5-
dioxoisoxazolidin-4-ylidenepentyl, and 3, 5-

25 dioxoisoxézolidinné—ylidenehexyl groups.
[0199]
Examples of the_1,2,4—oxadiazclyl lower aikyl

group which may have a lower alkyl group as a



5 linear or branched al kenyl groups having 2 to 6
carbon atons and 1 to 3 doubl e bonds such as vinyl, 1-
propenyl, 1-methyl-1-propenyl, 2-nethyl-I|-propenyl, 2-
.propenyl, 2-butenyl, 1-butenyl, 3-butenyl, 2-pentenyl,
1- pentenyl, 3-pentenyl, 4-pe ﬁ gnyl, 1,3-butadienyl, 10
1, 3-pent adi enyl, 2-penten-4- 3 yl, 2 hexenyl ,

1 hexe%stl@u@ﬁﬁe&wlbhee’lhﬁWadléz@EXﬁ.ﬁbél include 1,2,4-
3, 3-di net hyl - 1propenyl, 2-ethyl-1-propenyl,

1, 3, 5- brexditarziod pyd 1 kyll, axome&adwle:hymaymelmlh’é@@édloényl
groups. Exanples of the | ower al keny r

15 hav%r%PQQSPo@%¥W¥HQﬁ?PBsh%F%ﬂﬂb§tg? ré% ﬁcl agag
additig cdessr i Quet BYH &deépalk 1
i near g?squggﬁquwﬁke%y %%%%ﬁ%gﬁgvfﬁgﬁg to 6 carbony
at ons Wbi&dy neyahBMeal bo Brdmaihegealkyomsogs having 1 to
substituents and which have 1 to 3 doubl e bonds such

as 20 8, &dopr pipmprasch- ﬁ?ob%rﬂﬂ ~dlptdirovi nyl ,

3-chl oro- pro enyl -1 9do; h 1,
3o oL Prae L) S0Pl PSRRIy ey
4;4, 3- Utgﬂ“' o 8= put, eznbkadﬂaélclqaﬁleﬁnw Mueenylﬁ V1,2, 4-
fluoro pentenyl, 5,5, 3-tri brono-1-pentenyl,
chl oom&mﬂyewtqpyaﬁii‘s{ (231 5 [lu%'r‘b' 4- pent enyl ,
chl oro-1, 3- butadlenyl flugggl 3; pent adi enyl ,
22h

5-

5-

4-

5- Blonpsadivendgnl autpry| 5= é53fqﬁl Exenyl |
6, 6,5-1 . [,
5. r%&h%%réﬁl?p%%r Lfs SfH acogbegeny! .
di

3-

thM}lacZIa‘zJazllglLphelxﬁr,opemy&umethyl ~2- [(3 ‘or 5-)1,2,4-
fl uoro-2-ethyl -1 propeny

6- chIopsaq;aioayhéﬁ%hxﬁ:eﬁymetkﬁ4ﬂaoﬁd31°% SHéxadfenyl ,

and 6-fl uoro-1, 4-hexadi enyl grou ypl es of the .

benzoyP* i CuhP Py 5 ?£EQPQ§(1FEe phenyl ring, 1

to 1% SUQé&iJé&Q%?mé@lﬁCt @deémmzma gLozpi-consi sting

of | ower al kyl “group which nmay have a hal ogen at om

as a suhsdidAednt) detchyd  hakogeprandmp-ithcd dfde benzoyl

groups (which have, aqn the y wth 1to

3 subsPK%@Rﬁﬁﬂéyégﬂ%%RX%j Prénk {¥Lﬂ§ é}b%b consi sti ng

of a |ipear or al,kys_qr.0un.Baying 4 to 6

car bon® oﬁ%“gﬁg 3Eﬁ%ﬁghay %ad%él to 3 halogen at ons

as subgké&igyym§1amsuﬁyﬂ1abegenhéﬁymﬁﬁ—sWCh &s benzoyl,

3 4-di fl uorobenzoyl, 2-fluorobenzoyl, 3- bronnbenzoyl
|2@dobemzogaoly44 ﬂrpewlbeﬁz@rmetzwlré ﬁjetw%“benzoyl

3- et hyl bepzo ethy nzo et hy Qﬁﬁ%
4 et hyPH@ 14?? ?béﬁ%%?qfi 3 t[Eu:% %%

4- pent yh be adlﬁzg }Q%H?QY'an&g2¢medhﬁfﬁjﬁm3beﬁéﬁqﬁyl—
3, 4- di et hyi benzoyl 4 di met hyl benzoyl |

2, 5- d|Bethyakua&zeyhazdiyi)]propyl groups.

[0200]
25 Examples of the thiazolydinyl lower alkyl

6,
bro
I me

group which may haﬁe an oxo group as a substituent on
the thiazolydine ring include thiazolydinylalkyl groups

which may have 1 to 3 oxo groups as substituents on the



20 di net hyl benzoyl, 3,4,5-trinmethyl benzoyl, 2-

trifluoronethyl benzoyl, 3-trifluoronethyl benzoyl, 4-

trifluoromethyl benzoyl, 2-(brononethyl)benzoyl, 3-(2-

- chl oroet hyl ) benzoyl, 4-(2,3-dichl oropropyl)benzoyl, 4-
(4-fluorobutyl)benzoyl, 3-(5; ggloropentyl)benzoyl 4-

25 (5- bronohexyl ) benzoyl % 6- di br onohexyl ) benzoyl ,

. 3, 4- di&ﬁﬁé&ﬁhﬁ@&ﬁﬁﬂﬁih@laﬁuﬂﬁhaﬁb aBkvl- diciétr¢, ¥ a linear or

trichl orobutyl)benzoyl, 2,4-di(3-chloro-2-

met hy [hpeosyed bekedy Broge Sadiipg- Ehiorfosrepyt ) H@rsogrch as

96 2, 6-di 2-trif|uoraethyl L o
tri(tri% Or% Pf%éﬁ%gfﬁlx i €E%5y£ (%2437 4 or
' tr'Ch'é”}%ﬁ&ﬁ¥$i£ﬁ%ﬁ§@¥éth§é WQLWYi 43 4 or
trifluoromethyl benzoyl, 3-eth 5

tr|EhI3H?mhﬁhhgliﬂmmyayéthﬁ&,cﬁkmna,43, 4 or
trifluoromethyl benzo 3-.et hyl 4 quorobenzoyI 3-

f1 uor 0¥ Atflll?éﬂ]r%jrléwégﬂ’;?‘i’?ﬁ@nz&?i( 2-tret’h§i-
FTEy donQUBL BN i) DUUOT OBEY Y] PENZOK. )

fluoro gnzoy nzoyl ronobenzoyl, 4- 10

br ormhﬁr)myhzofxdl@@cnh)ﬁ@ﬂ@ﬂh, 63{ipdabenzoyl, 2, 3-
di br orrobenzoyl, 2, 4-dii odobenzoy
2 5 d.&ﬂ)@@nebeh:zcbwylmemdu éhio@b‘b%fﬁ‘zydyi’ ((z, 3, 4 or

hi 4-, d I,
. 80T ubtneRge L st a2 Mo BB enaagr o
2-chl Q’f—g*%%@é%ﬂ1d1??1y‘§.h1b9(5ﬂﬁen§0¥1-dléxc 515
chl orobenzoyl, 2,3 |chlorobenzoyl 2, 4-

di chl oﬂﬂkaebzmyinylfmeﬁhglpm-dﬁebenz0§/,I 4 3>r4-
di chl or obenzoyl, 2, 6-di chl orobenzoyl

di chi oﬁ-dﬁé*ﬁéaylrldlw&}sﬂw%rf|1uéﬁoﬁ%?1z(?y| 5° Shd 2, 4-
di fl | t |
R o At e e Heghal oger

br apched tallllﬁyblgdle@ps}pb@gyymg 41 [Iz DS@dJQﬁJObQB atons whi ch
have 1 to 3 hal ogen atoms as substituents such
as-tri4ﬂhp©ﬂ@n9116ﬂnylﬂbb@hhoﬁoﬁ@tﬁy$ trdiprerénet hyl

br ononet hy 5 fluor th oneth

di fl ugtﬁli‘l‘?éf’ﬁﬂzf?{ %]QFB?rﬁnﬁ’et%}l %‘h’f or()gePﬁyl

2,2,2-41y tfh|1'al959f‘c§1 l’]hgx%l 2L, ﬁLgﬁln@g}QgtJQw[z 4-dioxo- (3 or
3- chloropropy , 2, | 'or opr opy! ,

4, 4, 4-3-1)itthibeo bbditnydl) edh §1 u@-obtbyl ;3-9-2, 49@ioxo-(3 or

chl or opent vyl 3-chl or o- 2- net hyl pr opyl br onphexyl ,
205 BodtbrsRbHAL BFoRs. Sed 3o 1, 4-dloRo (3 62

5-)thiazolidinyl]propyl groups.
[0201r) _
Examﬁles of the phenyl lower.alkyl group
which may have a lower alkylenedioxy group as a
25 substituent on the phenyl ring include, in addition to
the above described phenyl lower alkyl groups,
phenylalkyl groups which may have a linear or branched

alkylenedioxy group having 1 to 4 carbon atoms as a



[0185] Exanples of the |ower alkylenedi oxy group 5

i nclude linear or branched al kyl ene groups having 1 to
4 carbon atons such as nethyl enedi oxy, ethyl enedi oxy,
tri met hyl enedi oxy, and tetranethyl enedi oxy groups.
[0186] Examples of the am no group which may have a 10
substituent sel ected fromthé&0group consisting of a

| ower al kyl. group, a lower al kanoyl grou a, .henz

" group %ﬂﬁxéta§%7651ﬁ§ﬁ éﬁ%ﬁ% Fﬁ??dﬂggéﬁ$§8 %%%ﬁb§8X£ty
whi ch yy haye,d O p2aabhsd ihuent srgl eskedq fr ap khe
group consisting of a |inear or branched al kyl group
havi ngzarboh5aton$ wt@hbes Htiometrhplénardaxybentilanshéd
al kanoyl group .having 1 to 6 carbon atoms, a benzoyl
group,t%ﬂ%ﬁtﬁyg?%#Qkﬂﬂﬁan§$bu6“H5v?ﬁg 3 to 16 carbon

at OFE SHCA <ASa AL IienF ] LULAT O3 e 1v! ami no.

propyl amrno,.- 1sopropyfam nol "butylam no,

t ert - bitiyle@Riy DO e 2D <ALy BBEEAQL, hexyd, 8/ no,

di met hyl am no, - di et hyl am no, di propyl am no,

di but ytetmiamethfl greastipkanherny 1) giriexid driifeol-

N- et hyl -'N- et hy| ami no et hyl - Npt | am no,

N ot (AN ELES T SIREEhy Ny | ORKESET amt no.

N-met i NeB681 ¥4 A9 fﬁbrﬁﬁﬂt,y_lsa@,m N- 25
fornyl am no, N-propionylamno, N-butyrylam no,

Ni g0butyimeh api awed Nxyeheayyexyi nol , 1-dimethyl-2-(2, 3-
N-tertbutyl carbonyl am no, N hexanoyl| am no

N- et hyretkdengs sonmbenkl befmidy| affl o methyl-3-(3.4-
N-et hyl.-N-b |.am 8 | -N-b vl ani no,
N‘Zce¥§vgﬂf§§é§%§%§%§§%?B%ﬁgﬁb8?§%€%hnino?nzoy amno

cycl obpanlzam no, cycl opentyl am no, cycl ohexyl am no,
cycl oheptyl am no, cycl ooctyl am no,

Nnet hyl - N- cycl ofsmHlgi ad, the lower alkoxycarbonyl lower -
ﬁ ﬁg: Mk:yﬁ %%&lig%%g%ﬂgdxy%arbonylalkyl groups whose
N'CyC|é¥ﬂé§¥lm3?§€§3@§agiT@mear or branched alkoxy group
N-cycl opentyl - N- benzoyl am no, cycl ononyl am no,

cycl odessilnaminoe € ycirbdodeoylsammdoyhose alkyl moiety is
cyclotridecyl am no, cycl otetradecyl an no,

cycl opkifeageey| aranrgedne ket hyAroRp cyRY it Xabec§ | NG,
10 N-net hyl -N-¢y ' hvl

A e

N- eycl SuHEgey Fhdh PGtk am Aanet@dBdycarbonylethyl, 2-

N- cycl ohexadecyl - Noenzoyl groups. [0187] Exanpl es of
t he | ovgroxakk ahoyylaphodp Whgtdpxycarbonylethyl, 3-

- methoxycarbonylpropyl, 3~eth0xyca‘rbonylpropyl, 4—
ethoxycarbonylﬁutyl, 5-isopropoxycarbonylpentyl, 6-
propoxycarbonylhexyl, 1,1-dimethyl-2-

25 butoxycarbor}ylethyl, 2~fnetﬁhyl—-3—tert—
butoxycarbonylpropjl, 2-pentyloxycarbonylethyl, and
h_exyloxycarbonylmethyl groups. 7

[0203]



15 may have a hal ogen atom as a substituent include,
in addition to the above described | ower al kanoyl
groups, linear or branched al kanoyl groups having 2 to
6 carbon atons which may have 1 to 3 hal ogen atons as
- substituents such as 2,2,2-trifluoroacetyl, 2,2,2- 20
trichloroacetyl, 2-chloroacetyt, 2-bronpacetyl, 2-
fluoroacetyl, 2-iodoacetyl, 2,2-difluoroacetyl, 2,2-

- di bronpacet yl , ExaBp3es ré¢ff lther opriopivodyker Fv3- group
trichloropropionyl, 3-chloropropionyl, 2. 3- . )

di chl oré Sﬁi‘&ﬁﬂof‘yﬂ}}ﬂh-gtrf’iugﬁl Ooﬁn%ta%%m%e'tﬁsls a
f1 uor ogytyryl, b@-a%hea 0pantageyhy mrghkoL 026 carbon
met hyl propi onyl, 6-bronohéxanoyl, and 5, 6-

di br ormivexaneyit agr edpsoxyn@t88}, BDrarboxyethyl, Exanpl es
of the | ower al koxycarbonyl group include

d
al koxyeappsyi§thgr odpea W@ raPkbx A orRPYYREEYd < | Phear

or branched al koxy group having,1tq_6: n.at ons
Slch e R HORoAr b B eR T a g R gy
Pr opoXAGRERPEM y1,i 08T PRAXKGAFBAHhoxRUtexyL aidoapy |,

tert-butoxycarbonyl, pentyl oxycarbonyl, and
hexyl obog@4i bonyl groups. 10189] Exanpl es of the | ower

al kanoyl oxy group 10 include |inear .or branche

al kanoyl oxy gr&ﬁ%@p ﬁ%ﬁﬁbt%etﬂqﬁﬁggﬂﬁans ?%hé}égﬁghl%gfr

aced yl )§c| no?l Q{llo%?yhgé?/udeblﬂ%ﬁﬁ&% suSebUtWad @XXanoyl
oxy, tektb

pent anoy ut yl car bonyl oxy, and hexanoyl oxy

gr oupSsyrohiPi 9 oskb BEX aamb s mofi et hei -0 iGearmyerbednched
saturated or unsaturated heterocyclic group having 1
to 4 riltkeogeh wnosishaviygen tat Bned RS GFPRY SHBNES 2~

e B 0L LAY g 5211

1, 2, 5, Ay hetprdiidicaBysh vl , 20-t 2 ey lor pyrazyl,
pyrimdyl, pyridazyl, pyrrolyl, 21lpyrrolyl, .
i mM.Ylazel)indipydl inpypageiayl.i Ardé&Zolylor pyrazoli di nyl,

furazanyl, 2-imdazolinyl, |n19azglidinyl,
fs

2- pyr ﬁm)WﬁﬁPl}OJfWPFt%&Q;olsﬂ{f &Xazol i di nyl ,
i s00X8Z Q¥ l-ond 17 Bkt andy30t BLEES! W or

4-)morpholinolhexanoyl, 2,2-dimethyl-2-[(2, 3 or

4-)morpholino]preopionyl, and 2-methyl-3-[(2, 3 or
20 4-)morpholino]propionyl groups. '

[0205]

Examples of the piperazinylcarbonyl lower
alkyl group which may be substituted on the piperazine
ring with a phenyl lower alkyl group which may have a

25 lower alkylenedioxy group as a substituent on the
phenyl ring include piperazinylcarbonylalkyl groups
whose alkyl moiety is a linear or branched alkyl group

having 1 to 6 carbon atoms and which may be substituted



25 pyranyl, 2-pyrazolidinyl, 1,2,4-triazolyl, 1,2, 3-
triazolyl, 1,2,5-triazolyl, thiazolidinyl, 2-
thiazolinyl, 1,2,3,4-tetrazolyl, 1,3, 4-oxadiazolyl,

t et rahydropyranyl, and tetrahydrofuryl groups. 100

- [0191] - - Exanpl es of the 5-to 7-nenbered
saturated heterocyclic ring fggmed by binding R11 and
Rl 2 each other, together with nitrogen atons bound to
them dn theopighererzinet rirhy edgh B v t3r pheny &t ldml aroups
sul fur- atom or an oxygen atom_ i ncl ude rrolidinyl
pi perl“@‘llﬁi?lmaﬁblhﬁérea% ﬁ’y‘?earnﬁFpW’}% ?ﬁ{ SHRBHY ngrouP
and h e Yl 0 appl f e

i i dazﬂo%ey%gl L) &S%ZCS%L. 491 SH8sL dazﬁfﬁa#ﬁgl
group%ﬂMﬁQSegfﬂdgﬂanﬂowﬁﬂge|a$kgllmdn§1@ o0& dHranehedor

al kyl group having 1 to 6 carbon atons such as (1, 2,

4 oY gp;ppﬁh@@ZQﬂﬁﬂlngF@N@ haglpgll t» 64cgfbon atoms such as

0
L [g@; o%z?l}‘a‘.:ttﬁélpega%(nfl] Eargpn&rlméhyz 2-[(1, 2 or
im Qé@#é@gﬂﬂﬂ%ﬁykarﬁbd: %thgl 4&QH1 2 or :
i mdazol yl ] butyl, 5:[ 2,
|rn3}3p®b§t§4mﬂﬁ19barﬁbdﬂ@bthg;,AB1jﬂ1, 2 or
i m_dazol yl ] hex I, 1, 1- dlneth 2, 4 or 20
i mi3TAPBPSFI R C2 B YAPREP -3“ (|2 S 4 or
1
L0 R TR b A L], ?%Jmféﬂ af 5T group
i ncl ude ) piBeAadilriyaz ebyba Wypengy DU (Whose &t ky!

3-)piperazinyl]carbonylhexyl, 1,1-dimethyl-2-{{1, 2 or

5-)i
5-)i
5-)
5-)
5-)
5-)
5-)
5-

>4

3-)piperazinyl] carbonylethyl, 2-methyl-3-[(1, 2 or
3~)piperazinyl]carbonylpropyl, (4-benzyl-1-

15 piperaZinylgarbonyl)methyl, 2—f4—(2—phenylethyl)—l—
pipérazinylcarbonyl]ethyl, 1—£4—(3~phenylpropyl)—1~
piperazinylcarbonyllethyl, 3~[4—(4—pheﬁylbutyl)—1—
piperazinylcarbonylipropyl, 4-[4-(5-phenylpentyl)-1-
piperazinylcarbonyllbutyl, 5-[4~(6-phenylpropyl}-1-

20 piperazinylcarbonyl]pentyl, 6-(4-benzyl-1-
piperazinylcarbonyl}hexyl, 1,lwdimethyl—2h(4*benzyl*1—

- piperazinylcarbonyl)ethyl, 2-methyl-3~(4—benzy}—1—
piperazinylcarbonyl)propyl, [4~{3,4~
methylenedioxybenzyl)~1-piperazinylcarbonyllmethyl, 2-

25 {4—[2—(2,3-ethy1enedioxyphenyl)ethylj—1—
piperazinylcarbonyi}ethyl, 1-{4-[3-(3,4-
trimethylenedioxyphenyl)p;opyl]—1—

piperazinylcarbonyl}ethyl, 3-{4-[4-(2,3-



25 noiety is a linear or branched al kyl group haV|ng 1
to 6 carbon atons such as (1, 3 or 5-)1, 2, 4-

triazolylmethyl, 2-[(1, 3 or 5-)1,2,4-triazolyl]ethyl,
1-[(1, 3 or 5- )1 2,4- triazolyl]ethyl 3-[(1, 3 or 101

-)1, 2, 4- trlazolyllpropyl 15&1 or 5-)1, 2, 4-
riazolyl]butyl, 5-[(1, 3 or

-) 1, %&ﬁa&é@zﬂéﬂeh@sm enyd) bldy113-10r
-)1,2,4-triazolyl]hexyl, 1,1-dinmethyl- [(1, 3 or
)1, @mazmﬂqdrpenhy}prwa 24nb4t'1{9r‘1%a41\|1 5 3 or
-) 1,

U'IU'IU'IO'I""U'I

2, 4- trlazolyl] S, - [ 0194]
Exanpl%ﬁ$q¥FeF?ﬁ%9F¥? ?i’%é% ;?_¥bmer al kyl group
inclu - gEO ose- al kyl noi et
is a ﬂgﬁ%h%zg?§%%§%%hg%ggﬁéel grgﬂﬁjﬁgv?ng 1to 10 6 d
car borbﬁtygﬁﬁeamtypalsnylxpaﬁnp@rl]&-)l 2, 3-
triazolylmethyl, 2-[(1, or 5- é % t.ri azolyl]ethyl,
L[ (1, pwe@ﬁzgnyhcazbsnm%ﬁzmywr] THVI( 47[(1, 4 or

Z2 3- trh¥§ eng]o %Ql}{%yl&_1[_E)}peléazqﬁy§cagbo?ny§']hexylr

) liinEhéi D”ﬂ-ﬂ@nkyJB th rBmé{Hlylefedtoxybenzyl) -1~
,2,'3-triazol yl ] hexyl, 1,1-di nethyl-2- [El 4 or

,2pibdmazazzﬂqdﬂb9nhylethmﬂd 2-meltgi-3-84= {12 4 or
,2,3-triazolyl]propyl graqups f
o1 ey RhaRir- Sed R st s o Tyeby e
§ '43%1%&[1%;1‘(31' EQ%n";‘ﬁ@ﬁ?b&theHﬂj{Et y(3,8,8-
branc y group having 1 to 6 car bon
@M@%n@?l{:ﬂ.— ipe@tzilaylgadpbayl mehylly | ftdmAi (3,4~

3 or 4-)1,2,5-triazolyl]ethyl
Q;hwﬁeag@ﬁgﬁﬂh@pﬁyp) g;%%?%raglqﬂlcgngnyl]mé%hyl,

%sfl“f [?'u?z%’ gﬂ-%g%%geneﬁal[o&}beﬁzﬁr) 4:)1,2,5-

Zn
of
%p%?éféh@5§&6ﬁﬂﬂ%§9§¥hetﬂ@i[(&nd3[1ﬂbenzyl ~4-(3,4-
, 2, 5-triazolyl]hexyl, 1,1-dinethyl-2-

[(1, 3 or
| MGty bagal gdybenhyl ) - hmp@rﬁétm%WBOPrhfmeti’G’é 3
-)1,2,5-triazol yl]propyl groups.
groups. .

"N

ri

1
Ny TN O 3 Ng'_,\/\./vv
g OHI—‘I—‘I—‘QJ
I—‘ QJU'II—‘

N"

ri

OBBATABNY TRTOOOOT A

e el

-

[0206]

Examples of the piperazinyl lower alkanoyl
20 group which may be substituted on the piperazine ring
with a phenyl lower alkyl group which may have a lower. -
- alkylenedioxy group as a substituent on the phenyl ring
include piperaiinylalkanoyl groups whose alkanoyl
moiety is a linear or branched alkanoyl group having 2
25 to 6 carbon atoms and which may be substituted on the
piperazine £ing with 1 to 3 phenylalkyl groups which
may have a linear or branched alkylenedioxy group |

having 1 to 4 carbon atoms as a substituent on the



[ 0196] Exanpl es of the pyrazolyl |ower

al kyl group include pyrazol yl al kyl groups whose al kyl

noiety is a 5 linear or branched al kyl group having 1

.to 6 carbon atons such as (1, 3 4 or

)pyrazolyl methyl, 2-[(1, 3 or 5-)pyrazolyl]ethyl,
(1, 3, 4 or 5- )pyrazolyllé%% 3-[(1, 3, 4 or

5-
1-
- 5- )pyrﬁH@ﬂkyl}fHdHEﬁﬁ wHodd B1x31 ﬂoi&ty is a linear or
5-)pyrazolyl]butyl, 5-[(1, 3, 4 or 10 -

5-) pyrazakied pmlnmll grﬁusﬁ (MaviBgal oko B FE%]‘P%VZ @WFhe%Wh
1, 1- dlneth 1 4(1 3 or 5- gggra ol.yl and '
2met hyas 3 $r 4~ B‘i’l%er)afr;‘/P TS Tpr o y gr Sups.

[0197L3Eénggkﬁébghéﬁpgbfaﬂyfﬂ dipyl, Iower alkyl group

15 whic 0X0 group - as a substituent on the

Py b i Hi)Re pé g riylg bueei qayydi, medi oyl & kyl groups which
may have 1 to 3 oxo groups as substltuents on-the
pyr|rn3h)@epﬁ¥¢%}naﬁdbuhiﬁﬂ§waﬁk§Kl &Yy is a linear or

b | k t h
o 00 TarttYer GLABREM Y 6P 1By 2D T O o
6- )pyr:-;mqueml%tmhexalmh(lz 242-8if¥thyl-3-[(1, 2 or
6-)pyrimdinyl]ethyl, 3-[(2, 4, 5 or

6- )pyr3ﬁhpdpﬂy&j#nyjﬂytppﬂoﬁygz 24me§hxﬁ—3 [(1, 2 or
6- rimdinyl but

6- gl %'\"hpdf’ﬁ%z]] FOP%;‘L'M%Q 34‘%*)%}235 -

6- 1,4- tByds 4 _5
o ggﬂ' %% 3}1'} ¥3Ityl 31 fqh'@ BM% y’hre{tﬁxil) 1-5 or
6- )pyrplrpe%lymmrmyshonﬂ,l 2—34 439phéi‘x—y)l§;:6pyl)ﬁkﬂ3

~di oxopyrimdinyllTmethyl, [(1, 3, "5 or 6-)2-
oxopyrplmedﬁmyilnm@trﬁyrton{ﬂ(,l 4—24 44ol?henylbuty y-1-

di th 2, _
oxopyr e YR A FY L (T 15 o2pBin gty 2
di PO ﬂe%giﬂ‘yl}lﬂé%ttgﬁbyl 2- d—([41 QG Fhord1propyl) -1~

di oxopyri.m di nyl'l'ethyl,>1-[(1, 3, 4 or 5-)2,6-
di oxomdrpelrladmy/]l]]teklaybyls §-((B-b8npylsl) 2, 4, 6-

trioxopyrimdinyl] propy 1, 3, 4 or 5-)2 6 .,
d|oxcuﬂﬂﬂeﬁﬁaiﬁv¥ﬁqﬁ§F9PYl5 %(é?ddpegh¥%f%§(4lbgni§i .
di oxopy;rim di ] {fk b8 ) 21 4r-
O R e e e o
5-) 2, gp_a_qﬂeq&epwl)m@pwh}exmum ~qna¢4 narpiyhyghed Bofybbnzg]) -
4 or ) 2, 6-di oxopyrimdin Igpropyl groups [ 0198]
20 1l-piperazinyllacetyl, d-[2~
ethylenedioxyphenyl)ethyl]~1Fpiperazinyl}propionyl, 2~
 {4-[3-(3, 4-trimethylenedioxyphenyl)progyl]—1—
plpera21nyl}proplonyl -{4-14-(2,3~
tetramethylenedioxyphenyl)butyl]-1- plpera21nyl}butyry1
25 5—{4—[5—(3,4—methylenedioxyphenyl)pentyl}-1—
piperazinyl}pentandyl, 5-{4-{3-(2,3-
ethylenedioxyphenyl)propyl]—1~piperazinyl}pentanoyl, 6~

[4-(3,4-trimethylenedioxybenzyl)-1-



15Exanpl es of the 3,5-di oxoi soxazolidin-4- ylidene

| ower al kyl group include 3, 5-

di oxoi soxazol i di n-4-ylideneal kYl groups whose al kyl

.noiety is a linear or branched al kyl group having 1 to

6 carbon atonms such as 3,5-dg§€oisoxazolidin-4- 20

yl i denenet hyl , 3, 5-di oxoi sox l'idin-4-ylideneethyl,

- 3, 5- diA¥Qi-§9XAZA hiedh Ao fir Y 12, densreml-3-84-5¢2, 3-

dlox0|soxazol|d|n-4-ylldene|sopropyl, 3, 5-

di oxoitstxaneth dienediykyoergBit ytpi@rszinyllpropionyl, 2-

dioxoisoxazolidin-4-y|idenepent¥I, and ?, - 25

di oxoimeER20dT 344 FiStdUHERER TP B THS "?"0199]

Exanpl 4- oxadi,azel | a] kyl group

whi ch pﬁ%ﬁ%%%@ﬁ?é%? Alkyl 48&%%"%?? o4

subst idigert 2oy iheety?, £-q8ad| bziotikeinrgl+hel ude 1, 2, 4-

oxadi azol yl al kyl groups whi ch an have .a | i near or

br anc dgeak kinyigeeapy had1lg - $-2b{%H 4carbon atoms as a

- substituent on,the 1,2 4-qxadiazol. ri (o] -
BRI e i T A i A

havi ng. 1 (504 6, &38R Qs Gl a6-ipehz nyila2edyl, and

oxadi azol y[ met hyl", 2-[(3 or |

5-) 1, 2-43ekanl yizdk-yB] étimthyléngd Boxybenzyl) ~1-

5-)1, 2, 4-oxadi azol yl Jethyl, 3-[(3.or

oxbdli AGPYRFPROCEt YL [{99RS 5-)1, 2, 4- 10

oxadia§Qh¥b]butyl, 5-[(3 or 5-)1,2,4-

oxadi azol'yf] pentyl, 6-[(3 or 5-)1, 2, 4-

oxadi azol yl | hexjdampled -sli redfehpdrzhdi(ioonrbenyl, 2, 4-

oxadi azol yl Jethyl, 2-nmethyl-3-[(3 or .5-)1, 2, 4-

oxadi azdisyilpteobyiowes. adty praup 1igclade) 5

oxadi azol yl Ypet hyl, 3-efhyl-2-[5-(1,2, 4- . c

oxadi drgFpP] PitaRpron L ELAA 557485 i gyt motety s a

oxpsli azolyl) b £tdPdnenda 1orlut ¥iodp (Having- 1 to 6 carbon

oxadi azol.yrnpropyl, 4-[3-pentyl-5-(1, 2, 4-

oxadi azeinglytdutad [ (5, [ B-drexylngrgiiglding] cagbonylmethyl,

O NS A, i, o
1, 2, 4 qxadi azol , 241 -3;[3-i sobuty1-
g-(l,i%'é%%%@%%?%ﬁ%%?%%%%%ﬁﬁﬂgfoiggﬁh{%Zgog ZEESaﬁpYes

of theytyhbagrd ytHdhrbovEpiphy| @F by Bhbeh may have
an oxo group as a substituent on the thiazolydine ring
i N2d ude ) mbirakel indilegFadkyAbugvdupsd-WHcH fBy have 1 to

3 oxo groups, as, substituents o ther(2, 3 or
4-)morpholino]lcarbonylhexyl, 1,1l1-dimethyl-2~-[(2, 3 or
4—)morpholino]éarbonylethyl, and 2-methyl-3-[{2, 3 or
4-)morpholino]carbonylpropyl groups.

25 [0208] '
Examples of the imidazolyl lower alkanoyl
group include imidazolylalkanoyl groups whose alkanoyl

moiety is a linear or branched alkanoyl group having 2



105 thi azol ydine ring and whose al kyl noiety is a

i near or branched al kyl group having 1. to 6 carbon
atons such as (2, 3, 4 or 5-)thiazolidinyl nethyl,
2-[(2, 3, 4 or 5-)thiazolidinyl]ethyl, 1-[(2, 3,4 or 5
5-)thiazolidinyl]ethyl, 3-[( 3, 4 or '
5-)t hi azol i di nyl ] propyl , 4-[%5% 3, 4 or

5-) thirazel bgiynd Levhy!sudr B622-B(1,420r4 or
5-)thiazolidinyl]pentyl, 6-[(2, 3, 4 or

5-) t hisaz ohidhapplyLhesstyl 1 3t{dl nethy¥102-[ (2, 3, 4 or 10
5-)thiazolidinyl]lethyl, 2-methyl-3-[(2, 3, 4 or

5. thi5aia>1nf%ﬁ$§y}1v}1§P6%WnYz‘: 220! o 5. 8o

t hi azql_i, dj - 0X@={ G, 4,08 or
5- th?’a%g{n%%gr@'ﬁgkﬁaﬁ&%?ffog(gf(2, 3 or
5-)3 hisaz ohidhd 2plyleblyyry13- B5{ 0k0-4,24 8ror 15
4-)thiazolidinyl]propyl, 4-(2,5-dioxo-(3 or
4-)t hi%zémi@ﬁqﬂm}lﬁ)aw{%n%tl[r2,621,[ 6Lt 4 0R09B-
thia
1,
5-
5-
5-

hi azql i di nyl | .. 6-[.4, 5- gi OX0-621 0k or
SRR il 3 G Bttty 2,

g hisaz ol &b 2uilvh e bbb iordrinethy | 2-GudtRyd-8H DXQ- @3 ©ro20
)

)
)
)
)
)
)
)
)
)
)
)

~t —+

hi-azol i di nyl'] propyl, and 3-[2, 4-di oxo-(3 or

t hiSaz oki dd apdlyf propyd orgrlogpsurs 0201]

Exanpl es of the phenyl |ower al kyl group which may
hat® dO9P8kkr al kyl enedi oxy group as a 25 substituent

on the phenyl qu'ag 1961 d@nei Byadditidy9Batvodyie gabaye
descri bed pheny Bwer al kyl groups, phenyl al kyl

gr oups nshi€d dptohak el @adbiongar gosuds ahobhedcycloalkyl

al kyl enedi oxy group having 1 to 4 carbgn atons as a

106" smsdety uenta ccloel pHedyPUPi My id9d Swhose &PRyPD
R L A e
triﬁnﬂayﬁhgﬁ@ﬂﬂfyﬁﬁgﬁﬁﬁyip'd%tﬁ%h@xylcarbonyl, '
cycloheptylcarbonyl, cyclooctylcarbonyl,
cyclononylcarbonyl, cyclodééylcarbonyl;
cycloundecylcarbonyl, cyclododecylcarbonyl,
cyclotridecylecarbonyl, cyclotetradecylcarbonyl,
.20 cyclopentadecylcarbonyl, and cyclohexadecylcarbonyl
groups. -
[0210]
Examéles of the amino substituted lower
alkanoyl gfoup which may have a lower alkyl group as a
25 substituent include linear or branched alkanoyl groups
having 2 to.6 carbon atoms substituted with an amino
group which may have 1 or_2 linear or branched alkyi

groups having 1 to 6 carbon atoms as substituents such



5 et hyl enedi oxyphenyl ) ethyl, 1-(3, 4-

tri met hyl enedi oxyphenyl)ethyl, 3-(2, 3-

t et ramet hyl enedi oxyphenyl ) propyl, 4-(3, 4-

-met hyl enedi-oxyphenyl ) butyl, 5-(2, 3-

et hyl enedi oxyphenyl ) pentyl, 6-63,4- 10
tr|nethylenedloxyphenyl)hexyl 1,1-di methyl-2-(2, 3-

WEthy|QQQQMQ%M@Q@ﬁMJkQEHYﬁopﬁﬂyioﬂyDBtﬁ¥kﬂ30ﬁfbpybnyl, 4-
et hyl enedi oxyphenyl ) propyl groups. %0202] Exanpl es of
the | ommcwdwxybari‘o@nlynopmt@ml@e abtafingpsEd el dde”

1 hear AP AR e RS g RBVE T PP el
at oms  god, yih Qéﬁoéééﬁim n@’-@ﬂﬂyl‘a&uﬁobk&ﬁ@fny@r pranched

al kyl group havin to 6 carbon atons such as
netBoxynawjmmmﬁhuprdgMopyZD tiropyory bonyiopethjdnyl, 4-

2- met hoxycar bonyl et hyl , 2- ethoxycarbonyle
1- et hoR?%ié]raHB BEHL,  BPSRIHGRS BAPBHUA ﬁOp%/T

3- et h%g ?n%x Q}EQ'P%J é}meeéﬁaéma@ phbusyl,

5-iso0 ycar propoxycarbonylhexyl

1,1- dlafiébﬁkogyléﬁhda@&apy@ﬁyﬂqonwkethnﬂ N-

2-met hyl- 3-t ert but oxycar bonyl propyl

2- pentyt@x@@m&behvkﬁtﬂylan@ﬁh*ﬁé%?F%Xy@hﬁﬁéﬁ&@ﬁ%%ﬁ9FetYl
ar ps $0203] 107 Exanpl es of the

ca BWer al kyl "group include carboxyal kyl groups
mhose phkyly noiety is a | i near or branched al kyl group
having 1 to 6 carbon atonms such as carboxynethyl,

2- car boxyet hyl , EdamiB ecap botbyetloyer 8lmdmm@xypmupymich
4- car boxybutyl, 5- Carboxypentyl, 6-carbox ﬁX

1,1- dl?ﬁﬁfﬂﬁFGZ@ Q%ﬁqﬂﬁiﬁe?FﬁHp qfna substitue t incfude, in

2- et hgd%ghm%rgg ?,)glve %{ﬂsibe% % éﬁ‘é Houps;,

t he nor i no s ut éd Tower anoy group

i nqlsudﬁlﬁmarﬂolael bmlcﬁiébstauyum akkapeytavghgupst o serbon
al Kanoyl nmoiety is a linear or branched al kanoyl group
havi ngatonso wbichrivon havens such hydrosyX (IXouBs ors

g R IO BPE 002 o e, 2-
hydroxyethylene, l-hydroxyethylene, 2-
hydroxytrimethylene, 3~hydroxytrimethylene, 1-

20 hydroxytrimethylene, 3-hydroxy-2-methyltrimethylene, 1-
hydroxy-2-methyltrimethylene, 3-hydroxy-2,2-

- dimethyltrimethylene, l-hydroxy-2,2-
dimethyltrimetﬁylene, 3uhydrOXy—1~methyltrimethylené,
2-hydroxy-l-methyltrimethylene, 1-

25 hydroxymethylmethylene,'hydroxymethylmethylene, 2-
hydroxymethyltrimethylene, 2-hydroxymethyl-2-
methyltrimethylene, (2-hydroxyethyl)methylene, (1- .

hydroxyethyl)methylene, 4-hydroxytetramethylene, 2-



15 4-)nor phol i no] propionyl, 4-[(2, 3 or

4-) nor phol i no] butyryl, 5-[(2, 3 or

4-) nor phol i no] pent anoyl, 6-1(2, 3 or

-4-) nor phol i no] hexanoyl , 2,2-dinmethyl-2-[(2, 3 or

4-) mor phol i no] propi onyl, and,2amethyl-3--1(2, 3 or 20
4-) nmor phol i no] propi onyl groups. (0205]

- Exanpliggirekyt ber pigpeiyazhay | Taybooyy t doaeesthy kerde, gloup
whi ch nmay be substituted on the piperazine ring with a

pheny | hYGREY tal k3fethvdape wi-EndragyRrFemgtonl Gf”(?wefl’

al kyl yh..
I e e i et
al kyl HRirekypéStanddhy@ahe Ori-vanshgskralalogthgrang 6-
having 1 to 6 carbon atonms and which may be

subbt ihwstreetyhao8nadthyil hee pi pewdzprehedangtiwierer tio 3
phenyl al rou ve a |imn ar, or branched
A S B 8 R O
subst iy gt A8 Iha rRheny! 19111%90%%@%% abkyl wnpiety

is a linear or 5 branched al kyl group haV|ng 1tos
car bordiatyarsx gtcineatiyléde, 2,@r 4- trlhydroxytetramethylene,

3-) pi perazinyl ] car bonyl et hyl (1, .2 or
3-) pi ﬂerzafrﬁijlr Wﬁwwmyleme((qndz" 8r 5~

3-)pi zi.n car 1, 2 or

3- %glpeﬁg'ﬁﬁ %%%ﬂ ¥#g{gﬁé Prgﬂéﬁll, 2 or 10

3- )p|pﬁm@aqnyl]carbonylbutyl 5-[(1, 2 or

3- )p|pera2|nyl]carbonylpentyl 6-[(1, 2 or

3- )p|pera2|nyI]Engminylhé%ymfalkﬂicﬂﬁﬁﬂphyth@[Wav havera
3-)
3-)p

pi perazi nyl ] car bonyl et t hyl.- [(

B’é’l‘j&?i‘ﬁ S Bimgyr oy e el By glltion <o
pi per az| FB% b@é@ér)lg@&hyéwe@aﬁﬂ { 25 pheRy I eiidy) ok -
plpera2|ny car bonyl ] et hyl %3 phenylpropyl) 1-
pi per azianghearony hebhys hafhihé { 4eHeénygkbboy Btois which
pi per azi nyl car bonyl | propyl , 4-14-(5-phenyl pentyl)-1-
pi per a!E‘iYn F‘B‘arbdiﬁll% BM@?‘PXY%QIQUP% %W?BFBWBS guchps

pi per A1) carbo yII en yI
6- (4- g“ﬁ%%h 1p|§£¥a2|n #caf%@hyl???e%yl dodecyl,

1, 1- digmulyd 2-{AheRzyl; benthpesar, NyHmeanhonyiviet hyl
2-nmet hyl - 3- (4- henzyl1- 1- pi perazi nyl carbonyl ) propyl,
(4- (:3h$xadecyl hydroxymethyl, 2- hydroxyethyl 1-

e} hylh%rrc]i?:ggigé }?;lnzylzxy&rgxyp%%gfdnyi Cf)a rdb % J)xygrhoyy’l
hydroxybutyl, 1,l-dimethyl-2-hydroxyethyl, 5,5,4-

- trihydroxypentyl, 5-hydroxypentyl, 6-hydroxyhexyl, 1-
hydroxyisopropyl, and 2-methyl-3-hydroxypropyl groups.
[0213]

25 . Examples of the hydroxyl group substituted
alkyl groupvinclude'linear or branched alkyl groups
having 1 to 16 carbon atoms and 1 to 3 hydroxyl groﬁps

as substituents such as hydroxymethyl, 2-hydroxyethyl,



25 14-[2- (2, 3- et hyl enedi oxyphenyfl et hyl ]-1-

pi per azi nyl carbonyl | ethyl, 1-14-[3-(3, 4-

tri met hyl enedi oxyphenyl ) propy1] - 1-

pi perazi nyl carbonyl | ethyl, 3-{4-14-(2,3- 109
tetranethylenedioxyphenyl)buz yd] - 1- '

pi per azi nyl car bonyl | propyl., 4-15-(3, 4-

: nethylxyugdkaxyqﬁnyxyl)pﬁyﬂgﬁkbpiepyl 2,3~ dlhydroxypropyl
pi perazi nyl car bonyl I butyl ,” 5-{4-[ 3-

2,3- 5
et hyl e%r@dﬂé%ﬁ%ﬁ%)brbﬁif-ﬂetfyl Sdrotyethyl, 5,5,4-
b t
: Itmrr)?nret ;/F%ne%lg%:’g%é’ (\e(?)ﬁlylfrﬁl 5% zﬁriyl6c%¥%%or§{)y]k]]eﬁ¥xyl

1,1- diH@EBBﬁ}igdp[x%p?rz Baﬁ@tz@eeﬁﬁyiﬁm@dk@xwlmdups
pi perazi nyl carbonyl]ethyl, 2-methyl-3-[4-(3,4- 10
?gtﬂygéﬁédﬂqﬁybenzyl) 1- pLFeraLinylcar?onyl]progyg,

(3, 4-di benzyl - raz car 3. -

tri benzyl -1 -pi @&ﬁiﬁ?l?ﬂr@&n%"i%ﬁ %/‘?194(‘%"1?5 ey
met hyl,gredy ogamrwégf IsdIRELAZE I %@bepaﬂﬂ RhBYbting
[2,4,6-tri (3, 4-methyl enedi oxybenzyl) - 1-

pi per a#i ayhg@rdaqﬂylg]mmb hay-ld, aamdwézs-die;mzyq;w;( 3pglude, in
met -hyl’enedi oxybenzy1l) - era2| | car bon met hyl
gr oupsadd[—te%'zs]t%%aﬁpﬁ%%% ﬁélm%érygipﬁly l} pps,

al i(@no | lggl%]lm’%o?ﬁs Clba% ? Fé%tcla%ggﬁ?da%stn Ch may

pi pera RecT ower a roup
my haweeallewey s@blsviﬁiheﬁlsoéu&f@w fasrnatﬁeﬂaﬁbupuent
on the phenyl ring include piperazinyl al kanoyl groups
whose cainkanbifig mfi et yydsoxyll gnear aod Br hiedad oal kagrshed

L ber ARy ST RevErDet dn Aok dLPHe Torg 35 4-"°
Phenyldhkyky &y aups iﬁgicmmra AoblkBgs; Ar branched

al kyl e I OXy gr aving 1 to carbon atons as a

substm@ueﬁkycytndbentﬂﬂi)zﬂm&ﬂybxy¢yq1qhedymho%e al kyl
noiety is a linear or branched al kyl group haV|ng lto
6 car @dﬁrﬁifb‘ﬁ@loélﬁéhlas3'21Y[dES?XY‘2Y‘61r°hePtYl

3- )p| ra2|n 1368 1,.2 a

3 b BEREG R RS S byt T pre G ogongt 3

3-) pi @L@B@SkW)}dl@H@@&PnYJﬂhﬂrBQ%y@.@hdecyl 5~

3-) pi perazinyl ] butyryl, 5-[(1, 2 or

3- plmedazxygudhménﬁamMAM 6-Byffaxyygdotridecyl, 7-

3-
3-

B e ah ot R b Sh, o

hydroxycyclohexadecyl, 2,4-dihydroxycyclohexyl, 2,4,6-

)
)
)
)
il

- trihydroxycyclochexyl, l-methylcyclopentyl, 2-
ethylcyclopropyl, 3-n-propylcyclobutyl, 2Z-n-
butylcyclohexyl, 4-n-pentylcycloheptyl, 4-n-

25 hexylcyclooctyl, 2,3—dimethylcyclohexyl, 2,3,4-
trimethylcyclohexyi, and 2-methyl-4-hydroxycyclohexyl
groups. .

[0215]



3-) pi perazi nyl ] propi onyl,
- (4- benzyl - 1pi per azi nyl ) acetyl,
-[ 4- (2- phenyl et hyl ) -1- pi perazi nyl ] propi onyl
- (4- (3-phenyl propyl)-1- piperazinyl]propionyl,
-[4- (4- phenyl butyl)-1- pipe ? i nyl ] butyryl,
-[ 4- (5- phenyl pentyl)-1- 15 E éera2|nyl]pentanoyl
- (4- (6- phenyl ptoppls lor phREpR&IdRY LBe¥aNoMyl group
(4-benzy| 1pi per azi nyl ) hexanoyl ,
2- diimetligid - ﬁhqanNehzm@:qroupspth§§ ﬁ}kybrmﬂﬂaiﬁyks a

nmet hyl - 3- (4- henzy1l- 1- erazi nyl ) propi onyl
2. [ 4- (e ke eREar G Bl 1920 Soans s o6 carbon

1-pip n t (2% 3men -
ethylgﬁggko%%%ﬁgﬁy¥k %%ﬁéﬁ% %lﬁ%&gglﬁ§r?iﬁ%%lényl 2-

14- § 3ph3néxy& g, hﬁkﬁm@ﬂbmypbﬁnylfl)—@hewis}mﬂwl 1,1-
pi perazi nyl ¥propi onyl , 3;3 % (2,3- .
t et rarﬁbfnﬁyhie HRSRPBHEFI] YaljerexyPEBERY i ) but yry!|

blsgrg) %§E§$&anoy§E&%%§§%Fg§;ghg”%hhpfﬂ&%%élla--

ethyI%m@ﬁbQ%Mﬂﬁgny%}gﬁngl] 1- plpera2|ny1|pentan0y
[4-(3, 4-trinethyl enedi oxybenzyl)-1- 111
plperdﬂﬁmﬁﬂ]hexanoyl 2, 2- dlnethyl 3-[4-(2, 3-

tetranethylenedloxybenz ). = |nYI Oplaon 2-
methy1- 3- 4- (3, BEHBLAT &&Fog‘&ﬁ%gf LP’EO R 28

pi per %’1@){' %\ﬂ Cﬁ%’v‘%nxl lou?e:.( %iﬁyﬁ'W%sl Substituent

pi perazi nyl ) acet

2- (3, 4n2il:sé bJelni-:-)aIr- bpi m&rrazueﬂyahJ)laﬁ@t yirpu@s [r?awincjl @31;04-6

met hyl enedi oxybenzyl) - 1- pi perazi nyl] acetyl , 6-
tri(3, mrhev Wﬂ@ﬁeépbﬁ’yﬁéﬁﬂﬂl)"l@ rbéfnaEPn%?‘ﬁbéWFh may
and 2 nzyl- h e

pi per yi] a%é[ él Jéuorstb [yaagl'(xﬁ:f acl)@fg}i BEX&QS é)?vlg? 1l to
of 14 he @E@&olaﬂw@agb@myas SRbsshd iR, | Q“&Elrﬁdéﬁ}ﬁbxy, 1-
group include norpholinocarbonyl al kyl groups whose

al kyl ambhe¢tyhaxy,- 8-abinimearxpr Qnammyhédt@#YQM5-group
having 1 to 6 carbon_atons_ suc

4- ) moPBABPPHI A BonfTHE nygafif(zl 397 Simethyl 2

4- I
1) morREBPHARIAT BOR B P endod o
4 )noh@hnylimMnaMéhﬁByyprxﬂa¢hylﬁmidd§thaxgr 29

gnnrphol|£8%carbonylbutyl 5-1(2, 3 or
GropphpY }arsirestbeny| prrisppropy jaminoprgpoxy, 4-

4 b I 1.1-d 2, 3

4 ) morBhe RO Aany | e R ST 2 3 or
4- )moFnekag?karmﬁidi@rxmsyi,pr&ﬁ%khgimmegabgap%—
Exanpl es” of the im dazolyl |ower al kanoyl group

i ncl u@ﬂéeth‘ylhamaioy&ltabkﬁn@Hdlgﬁgmwwseoatkmy|(N ethyl-

n0|et% is a linear or branched alkano%j gfoup havi ng 2
-propylamino)methoxy, and 2-{N-met

I\)l\)OﬁCDO'I-bNOOI\)I—\

25 hexylamino)ethoxy groups.
[0217] B
Examples of the hydroxyl group substituted

lower alkyl group include linear or branched alkyl



112 to 6 carbon atonms such as 2-[(1, 2, 4 or
5-)im dazolyl Jacetyl, 3-[(1, 2, 4 or

-)i m dazol yl ] propionyl, 2-[(1, 2, 4 or
-)imdazolyl]propionyl, 4-[(1, 2, 4 or 5

-)imdazolyl Jbutyryl, 5-[(1,;2, 4 or

-)im dazol yl ] pent anoyl , 6-[%1, 2, 4-or

-) i mgdages Mahexanoyd 6 2a2bdh netdmplwBifi{ have, 14ter3
-)imdazol yl | propi onyl, and 2-nethy1-g§%(l,d2k 4 ar .
5-) i mihgrdzexyd [950pE o | SUPEshpeentRy SPER Y] Nydroxymetiy,

- Exanpl f th | pal | Laslude, 2,3-
eyl ol BYFCEPBOL of Atk does vy b ky et ety < s
cycl ogf;kyli- S phRYI DhyRirbayBée wiar hon-eirrmhysueh as

cycl opropyl carbonyl, cycl obutyl carbonyl-, 15

cych opemtykgariydny b, 5 cdrdl mhydivenansiyt | S-hydroxypentyl,
cycl oheptyl carbonyl , cyc|ooctyl carbaonyl . _3_
el ofonyRERPBBaL, | LR das) Fes gty b 2-methy)
cycl oyn | n ycl ododecyl car bonyl , :
cyclo#lggé%b%%%8%0§5f?§cyclotetradecylcarbonyl, . 20
cycl opantagecyl carbonyl, and cycl oheXadecyl car bonyl
groups. [0210] ~ Exanpl es of the, am no have a
substituted | oviarglrRanSY |Ithgr 80 WHCHP VEYa
lower al kyl graup.as a, 25 subsiifuent.inglide lGnagsr
ort r&ﬁ%ﬁ%dagki%éég%ﬁn %6&5%’%2%%%9 570 6 carbon at ons
substid,ued ¥iidh aRyaAhRO WU Wil bRybhawshedl or 2
i near” or branched al kyl groups having 1 to 6 carbon
at om Slaglsubstiylugmbsps Urvingld e GarPRBARARATS 38

2- am nopropi onyl , 3-am nopr.opi ony] . .4- ' tyryl,

5 A TORERLERONAS BeRnPhHnopF Ly 1 2B PR,

di met hyl- 3-anknopr.oni,gny, 1381 Bydyi3magbpopr opi onyl , -
nethyl%g%yﬁggggégﬂﬁanggfh T%ﬁ%‘noproﬁfcnyl, 3- 5

pr 98Y | A¥pRepy 0Pk Dy alins0prapybahfaopropRoONyer ts-
butyl am nobutyryl, 5-pentyl am nopentnoyl, 6-

hexy! aritydieXberylamiaprep iyt Ef A GAEFHOs-
(N ot FAPRSF GE B RG Y ac S vhgyLEonytamino:
2- (N- et vl M Dexw)1amiAG) asaiddoylou praiypanihO211]

dibutylsulfonylamino, dipentylsulfonylamino,

01 0101010101
—

20 dihexylsulfonylamino, N-methylsulfonyl-N-
ethylsulfonylamino, N-ethylsulfonyl-N-
- propylsulfonylamino, N-methylsulfonyl-N-
butylsulfonylaﬁino, and N-methylsulfonyl-N-
hexylsulfonylamino groups-

25 [0219]

Examples'of the lower alkynyl group include
linear or branched alkynyl groups having 2 to 6 carbon

atoms such as ethynyl, 2-propynyl, 2-butynyl, 3-



Exanpl es of the | ower al kyl ene group which nmay have a

hydr oxyl group as a substituent include, in addition

to the above described | ower al kyl ene groups', 15

“l'inear or branched al kyl ene groups having 1 to 6

carbon atons which may have 1;80 3 hydroxyl groups as

substituents such as 1-hydroxynethyl ene, 2-

 hydr oxopétvhyl eneret hiyd? oapetyny L end;peptynyl, and 2- hexynyl
hydr o ri met hyl-ene, 3-hydroxytrinethylene, 1- 20 -

' hydro%%PPPﬁEthylene 3- hydr oxy- 2- net hyl tri met hyl ene,

1- hydf@xy; 2- met hyl trinethyl ene, 3-hydroxy-2, 2-

dlnethyltrlnethylene 1- hydr oxy- 2, 2-

d| met hyl tri net IBdaspees ?ﬁf])tﬁhboxylﬂlmtghyhp remethhphensve

gdroxy 1-nmethyl tri nmet hyl ene, 1-
hyd )8y RBLAGFretRi efe? %{F&Feiyﬁ%ﬁ RA ﬁﬁ? heidyd, r309

hydro&%ﬁghg |t11QEEh%%§ﬂ? whi Y §{¥£%Eh¥%x?3 hajogen

met hyl'trinme ene dr oxyet ) et hyl en

hydr oxtekByis %@ih@@&atédﬁyﬁﬁéxyﬂ@iﬁaﬂfﬁ@ydmeas2--
114 hydroxytetranet hyl ene, 3-hydroxytetranethyl ene, 1-
hydroxyﬁé@n@unﬁﬂﬁﬁueﬁ@aniiﬂﬁvdréx?béﬂrﬁﬁéih®¢eﬁ%‘ 4-

e o BE Ry Ao PR SN B
hyﬂé Owlaﬁzs@ﬁrﬁtl%' ene; oqsMdiaxy hexaneityl ene, 44-

hydr oxyhexanet hyl ene, 3- hydroxyhexanethylene 2- -
hydr oxykexaiteiruy| epea;dibiydaexyirexarethgi toinani 1 2ao,
di_hydroxytri net hyl ene, 2,2, 4- trlhydroxxtetranethylene
1, 2, 62 PrAyEFISEPREL AR h\A- EneichkrFognilEno, @

R A T R A L T S

npl €S o
grOLW)di$lQoﬁﬂgﬁﬂlhhH$ni é-nGlruderoant 136di t 2-odh i cbR€lino,
above described | owner aIkyI groups, linear or 15

br BhcBeghbadkydnigiogpsd tehdiomgani t 016 2¢ arporh lareppilino,
whi ch y  hav t 0.3 hydraox ou S_Ssu tltuents
such frsn%ﬁ%b‘g%“o&eﬂr’rno g’-n?frg‘ ‘a& d%nﬂlﬁb%%'yl “dodecyl ,
tr|de%MEP1${?éH¥1§ﬁ¥| 1%g§8¥$an£h1%%thylﬁﬁxyl

hexadec ydroxymet hyl , 2- hydroxyet hyl ;" 1- 20
hydroxyehhgfqaﬁilhydrOqunaﬂmyhflﬁbfbamlhydooxyp%opyl 4-
hydrodgbutyl 1, 1-di met hy ¥drox yet hyl ,

trihy 6ky®@ﬁry|lln9;wowpéh wor%nﬂgra%mm 1-

ﬁ%gggﬁropyl and 2- et hyl - 3- hydr oxypr opyl groups.
anpl es of the hydroxyl group substituted

Examples of the piperazinyl group which may
- have a lower alkyl group as a substituent on the
piperazine riné include piperazinyl groups which may
have 1 to 3 linear or branched alkyl groups having 1 to
25 6 carbon atoms as substituents on the piperazine ring
such as (1-, 2-orx 3~)piperaziny1,»4—methyl—(1—, 2-or
3-)piperazinyl, 2,3-dimethyl~{l-or 5-)piperazinyl, and

2,3,4-trimethyl-(1-, 5-or 6-}piperazinyl groups.



al kyl group include |inear or branched al kyl groups
having 1 to 16 carbon atons and 1 to 3 hydroxyl groups
as substituents such as hydroxynet hyl, 2-hydroxyethyl,
115 1- hydroxyet hyl, - 3- hydr oxypr opyl ,

2, 3-di hydroxypropyl, . 4-hydrgxygbutyl,

1, 1-di net hy1- 2- hydr oxyet hyl, 5,5, 4- tri hydroxypentyl,
5- hydr o3amnt yl , 6- hydr oxyhexyl, 1- hydroxyisopropyl
and 2-net hyl - 3- hydroxypropyl gr oups,

Exanpl es of t heE€3RAEEI R Py é’dﬁr%’r%‘ﬁlyﬁwrﬁ%é”%c}] may
subst i LS C f t S

nydr ot s S el B8ch ARel CE o B i

addi t i 81hd anthedaelhomecdestijibedoays| aaldayhagriciesl 40 2
cycl oal kyl groups having 3 to 16 carbon atons which
may Shaweo ]grPGPS arulsaiost Lerens ss ehethe POk € ire grHagpsuch

consi stin a_hydr ox a I| ear.,or
br anchd ”ky? y H§5?ﬂﬁ%fg? ~ WK’ at o Sach

as 2- @é’q{ﬁf}sw&irﬂﬂf 0BYbxo 31y dBOXY £V @blﬂﬁyi‘roﬁ.dﬂi?l
hydroxycyclopentyl . 2- hydroxycyclohexyl -

hydrox@xaﬂdlohexyi,, afbydﬁfmgmpwoumhemugﬂ an4 2,5-dioxo~
hydroxzcyclooct dr oxycycl ononyl, 3-

hydrox{ ycﬁﬁ@éc%ﬂiwﬁrﬁgﬂ?ﬁ&ﬁkﬁ%PBﬂﬁdecyI
h | od | _
yg[)oxycyc 0 O?gé%rlg ? g%dt{]h%x)i%%gl_,og ﬁaql%%txa%nélcnci %Q_oup

hydroxycycl ot e droxycyc ope

hydr OXM@d@h@WWr bZar{Jc}ﬂéd"lh‘ldk@%dﬂy@thhexqioup% ﬁaﬁmg
tri hydroxycycl ohexyl, 1-nethylcyclopentyl, 2-

et hyl oiyd:lcoyﬁr opyivon Si-tnmpr@pwfcy@lvebbt‘ﬁﬂ 3 halogén atoms as

2- nbut ¢l ohexyl, 4-n-pent clohe t
hexyl &65{.’1?1[1tg %hd?ﬁgﬁ?ﬁﬁ/ pblﬁ%x%%pﬁogyg amlno ;

tri ”Etmldyc‘rxzogl Q:Fﬂﬁi@" peﬁfagn@yﬁ%}naﬁb 42%@@194593 iahaxy! -
gr oups 15] 171 | es of the phenoxy

- | oner &mﬂﬁpl gﬁdnnkxanoymdmmphegmmyp$kyI gr oups whose
al kyl. noiety is a linear or branched al kyl group
havi ngl%233" 6 carbon atons such as phenoxynet hyl ,

2 phenoxyel V! o ding2oBEPOKEL ) S AEIBYEN 90Y b

4- phenoxybut yl , i Mkt _
5- phengxypeRtiyba dr taaeﬂweﬂhg W hanexys sepagey| |

and 2-net hyl-3- phenoxypropyl groups.

selected from the group consisting of a lower alkyl

20 group; a lower alkoxy group which may have a halogen
atom as a substituent; a halogen atom; an émino lower

- alkoxy group which may have a lower alkyl group as a

substituent; a hydroxyl group‘substituted lower alkyl
group; a phen&l lower alkyl group; a lowef alkynyl

25 group; ah amino group which may have a lower
alkylsulfonQI group as a substituent; a lower alkylthio
group; a cycloalkyl group; a phenylthio group; an l

adamantyl group; an anilino group which may have a



[0216] 10Exanples of the am no | ower al koxy group

whi ch may have a | ower al kyl group as a substituent

i nclude linear or branched al koxy groups having 1 to 6

carbon atons substituted with an am no group whi ch may

have 1 or 2 linear or branchgdgal kyl groups having 1

to 15 6 carbon atons such as am nonet hoxy,

- 27- animdekkoxytord -asani soletthioeent 3emnihropheppXying: a

4- am nobut OXX 5- am nogentyl oxy, 6-am nohexyl oxy, .

1, 1- di YRueRy 31 boxuGATRERY b o3EPUPE - FreR TRATAELGHT piRych
nmet hyl am t 1- | am . no el

pr opylﬂgam ﬁgggh%%%ei Fggﬁo‘%ﬁgm%%%ﬁg%?g%t on the

but yl anipaelut 8X yr i rlr; PeNLyeTaN @RS VX, gboup; a cyano
hexyl am nohexyl oxy, di met hyl am nonet hoxy, 2-
di ebhydzavienoet poseplididy} soprepyhbeh meet hexg ,an ©0X0 group

(N-et hyl N-propy) .am no) nmet hoxy, and.2-(N-nmethyl-N '
hexyl 1 o FEOREK Sotpet 6Y 7P e dien PlE bt pRsnosy
hydr oxytou@r @HPL S Phkhyi er?rdu%\é’eﬁhﬁél’k){r{ayg bOUPuH Gk uded on
| i near” or "branched al kyl ~ 117 groups having 1 to 6

car bortat phenwhicimghayeh 11 tw 3 byowmx\HelgebepLrag the
substituents such as hydroxynet hyl, 1- h¥1drox et hyl ,

2" - hy G RPeEAYEL NGy F oy HirGey1 o oignched alkyl Group

di hydr r opy. - vl , 1.1:.di pet = 2~ D
hygp’oxr%é%éﬁgl ? \130 éﬁ%gg’ﬁ)}%}/ﬁgﬂ%p%nﬁﬁe q:|5- yg%{%nx%lggnﬁyl/ll(?xy
6- hy drgpeypexytingl-thydr okyd Sepr apyhs wandhZmagtiyk 3- to 3

hydr oxypropyl groups. [0218] Exanples of the am no
gr oup hetlioghnnatentrive halegdrowtenal Xy lanipPahkexagraup
Substi}ﬁgggtaiggﬁéuﬁ%igg;nfg a linear or branched alkoxy
group having 1 to 6 carbon atoms and which may have b
15 or 2 linear or branched alkyl Qroups having 1 to 6
carbon atom as subsfituents;_a linear or branched alkyl
group having 1 to 6 carbon atoms and‘llto 3 hydroxyl
groups as substituents; a phenylalkyl éroup whose alkyl
moiety is a linear or branched alkyl group having 1 to
20 6 carbon atoms; a linear or branched alkynyl group
having 2 to 6 carbon atoms; an amino group'which may
have 1 or 2 linear or branched alkylsulfonyl groups
having 1 to 6 carbon atoms as"substituents: a linear or
branched alkylthio group having 1 to 6 carbon atoms; a
25 cycloalkyl group having 3 te 16 carbon atoms; a
phenylthio group; an adamantyl group; an anilinoc group
which may have 1 to 3 halogen atoms as substituents on

the phenyl ring; an alkoxycarbonyl group whose akloxy



groups which may have 1 or 2 linear or branched

al kyl sul fonyl groups having 1 to 6 carbon atons as
substituents such as am no, nethyl sul fonyl am no,

~et hyl sul fonyl am no, propyl sul fonyl am no, 15

I sopropyl sul f onyl am no, butyl? yl fonyl am no,
tertbutyl sul fonyl am no, pentylsul fonyl am no,

hexy!l spb{ kand moinedir et Mdasithkanyl leyngroup having 1 to
di et hyl sul fonyl am no, di propyl sul fonYl am no,

di but y6 sedrfoony bersio andapEif HXeUPf Wi ARtohavey 1 o 2

-di hexy] sul f onyl am i .
N ot WP ShyFHEORS) LU SFeHRs having 2 o 6 caxd

N—ethyggggg=ognggﬂy'ggghﬁLng(yxbbagh[ﬁyl group which may

N- met hyl sul'f onyl - Nout yI sul f onyt ami no, and
N- met hyd-eulif onys - Nmexy| sulfemphardi abkgr gupsps IgvEog1dite

Exanpl es of the | ower al kynyl rougn QEJude Ilnearrgg
br anchedcaPRENGFORT TSPl TigPE St O 6-CaPBbBRT 3t dits © 797
such as et Byt yowd 1 3 2148

but ynyf, pyfr%ag%%irfﬁz%%?g% JlChzm gentyny ran groups
2- hexyayl sws@up&ent[sozaOih@wmio&Sdoxﬁe t:hexganadmi 0 PeOORY
whi ch may have 5 a hal ogen atom as a substituent on

the phersp sial dnahedsl amnatEydPBEpEl Wi BRTRENPIERYL
1t 3 hal { tit |
Fi chor SRR 2SR IR | R bREapLe
3-11luog 'p‘hleﬂﬁ?l 4r_] sbg%m@ﬂén@@, 2- yprepRipidiml, 3-

3- bronoanlllno - romoani | i no, 2-iodoanili no,
3-i odomgnpmenyn 4—@énanlr_bhenwl 243helx3bhmﬂ|maht I?rrn@cr
2, 4-dii odoani li no, di f1 uor oani |

o .
2, 6- di SHIGhIARREIHo, 3z4ad%etft>i5'1p€ﬁms1}loa%1i4|‘riﬁ8‘?thyiphenylr

2,6 di fluo Q [-RO, -

2,6-d %'Iéjuéi: oagfllﬂgr%loe,nyg c%ﬂ or oanl Wﬁ%éd 5’ 3403

3 @Bloiﬁﬁﬂ@thymﬁheﬁ&ighbgﬁéﬁﬁbﬂprQnyl 3-methoxyphenyl, 4-
2, 3-di chl oroani l'i no, 2, 4- dlchloroanlllno

2, 5- di odHiForyRheh ¥ o 2-8Eoxyihslvas odne Higryphenyl, 4~

2, 6-di chl or oani | i chl or oani

2.4, 6- ?FW?W&BB?B%.|I%"ﬁ8°p§PQPX¥?hFP¥gfoanl%ngphe?ﬁ}

3, 4-di £1,40n0apihiNA ,0n0HESy1 AQph@221] 3, 4-dimethoxyphenyl,

3, 4-diethoxyphenyl, 2,4-dimethoxyphenyl, 2,5-
20 dimethoxyphenyl, 2,6-dimethoxyphenyl, 3,4,5-
trimethoxyphenyl, 2—trif1uoromethoxyphenyl; 3~
. trifluoromethoxyphenyl, 4-trifluoromethoxyphenyl, 2-
(bromomethoxy)bhenyl, 3-(2-chloroethoxy}phenyl, 4-(2,3-
dichloropropoxy)phenyl, 4-(4-fluorobutoxy)phenyl, 3-(5-
25 chloropentyloxy)phenyl,'4—(5—bromohexyloxy)phenyl, 4-
(5,6—dibromohexyloﬁy)phenyl, 3,4-
di (trifluoromethoxy)phenyl, 3,4-di{4,4,4-

trichlorobutoxy)phenyl, 2,4-di(3-chloro-2-



Exanpl es of the piperazinyl group which may have a

| ower al kyl group as a substituent on the piperazine

ring include piperazinyl groups which may have 1 to 3

-I'inear or branched al kyl groups having 1 to 25 6

carbon atons as substituents;gn the piperazine ring

such as (1-, 2-or 3-)piperazinyl, 4-nmethyl-(1-, 2-or

- 3-) pi pertADxgpkop 2l ) dhenpkt héyals—@i{afcﬂqrpppepm}WIepyand

" 2,3,4-trimethyl-(1-, 5-or ) pi era2|nyl roups. 119
[ 0222]2,6-91(2;2, qE%éﬁﬁP%ﬁ?RﬂPxﬂﬁ%h%W$¥olrgr%yl group

whi ch a, s i-tuent on the
pyrroﬂﬂgin2§¥$ﬁgﬂwﬁﬁ ug% pyrsgrldlﬁgﬁggroups whi ch nmay

have llchd o2o®Xb:g))pHRSYBS 2shbshyiwents on the
pyrrolidine ring such as (1-, 2-or 3-)pyrro|idiny|,
2- oXo-Yxi-flugromeloxyghpyk.r gt-etihniti- 3 oxo-(l-, 2-,

4-or 5-)pyrrolidinyl dioxo- (| -
) oo bR ot gh il SR,
4- )pyr{ﬁﬁlqbpaﬁe&{%ﬁenfﬁ%a@‘ehs $y-0f- the | over
al kanoyl am no group inc ude-li near or branched
al kanoydicarbnongriewyphbeyi NG ~Betoy - Tdrbdhuat e hphy ch-

have I to 3 hal ogen atons as substituents s ch as
acet y|tr&|%lﬁer01}5<?‘3&xaﬁpﬁn>a% HoPhBRPX¥RACIY by

I A TGS, 35 Mo,

- the phgnyldighenekpdheah ey, 6281 pHESS 1 ipkieag pns (4)6-
phenyl ring with 1 to 3 groups selected fromthe grou
con3|§ﬂu@geobxrphaﬁmév &kmaﬂhY264gphﬁﬂpxmﬁhﬁémkf aiek

group av n atom a ubst uent ;

e R A e TR

have arcaMeloRbi, QLALRAS sApRuRskytaient; a hydroxyl -

gr oup substl?uted | ower al kyl "group; a phenyl | ower

al ky| tgruguporemd watyphbkyny 2-chlorophenyl, 3-chlorophenyl,
4-cﬁlorophenyl, 2,3~dichlorophenyl, 2,4~dichlorophenyl,
2,5-dichlorophenyl, 3,4-dichlorophenyl, 2,6-
dichlorophenyl, 3,5-dichlorophenyl, 2,4, 6—
trichlorophenyl, 2-fluorophenyl, 3-fluorophenyl, 4-

20 fluorophenyl, 2,5-difluocrophenyl, 2,4-difiuorophenyl,
3,4-difluorophenyl, 3,5-difluorophenyl, 2,6—
difluorophenyl, 2,4,6~trifluorophenyl, Z2-bromophenyl,
3—bromophenyl,'4—bromophenyl,”2—iodobhenyl, 3~ '
iodophenyl, d4-iodophenyl, 2,3~dibromophenyl, 2,4-

25 diiodophenyl, 4—methylthiophenyl,'4-cyclohexylphenyl,
4—chloro—z—anilinobhenyl, 2—(4—chloro aniitino)-5-ethoxy
carbonylphenyl, 4*{2~(N,Nfdiethylamino)ethoxy]phenyi,

4~ (4-methyl-1l-piperazinyl)phenyl, 4-{2-oxo-1l-



25 group; an am no group which may have a | ower

al kyl sul fonyl group as a substituent; a | ower

al kylthio group; a cycl oal kyl group; a phenylthio

- group; an adamantyl group; an anilino group which may
have a- 120 hal ogen atom as gzsubstituent on the
phenyl ring; a | ower al koxycarbonyl group;

a .
- pi per @zknglidimoipribieh reyehbyvkesy fopxdaningapenygt oup (2-
as a substituent on the pjperazine ring,_a.l Fhenvl
aIkan%ﬁPﬁﬂ?ﬂﬁsﬁaéﬁg?n% tiﬁ%Snéyiggﬂ]}’agﬁgg?%ﬁﬁaPnn Lo

gr oup 4uhh Ch. 1Y JBRYRY BN £XQ-HAEh AR ) BhEMPST is-uent on
the pyrrolidine ring; and a phenoxy group include

phenylacgr plypsi nahize bh hayoheng i bs tgncpedophanitepphanyl 3-
ring wwth 1 to 3 groups sel ected fromthe rgya

consi SYPRGPHIN (| FnedenRD oY Anchedy 28rR ?“ﬁgb B 10
having,;1 to bop_ at -8t LNSALRQR Pranghed
aIkox%lﬁygﬁﬁgﬁgsﬁhgngf%m%5c§¥%%% afg%symhlch may have
1 to 3Fohakpgen atons; a hal ogen atom an am noal koky
group whose al koxy noiety is a |inear or branched

al koxy group hdixangles tof heaphbory atleHsT stk Xihi9%€ Ry
have 1- .15 or .2 lipear. or branched.al kyl _gr

havi ngEeR g E5r R ot Bthess CR BT I TaNE sF 8 TR} &7 3
br ggc L1 RUPr GV it &rb@p &siRliBemn@ta e aBdoden
tdﬂg %@gpgit%:brgups as subs%ftﬁ%nts;la pﬁgnyralkyl

gr oup anbasea aldadr abkety droupawhicrearayohate andhddgen

al kyl group having 1 to 20 6 carbon atgns' a_linear or
br anc RéemaR & yhyAubstotpeHayvitRg 2 1Y AAFBbrIERBEnChfe.
am no .gr oyp. whi ¢ hgve 1 -yl r.anched,
al kyl §%l fag%/ il Eﬁggxﬁa%"ﬁ’& fgggéeééccg‘?)g%%}?gtlows as

subst ig-4@pL $; predyi1AGRY1 (i rdubanehesk allkyh thbLetgr dspa
having 1 to 6 carbon atons; a 25 cycloal kyl group
hald ngiBetn d% oamnbbad aaldis; gaophdmiingi & ¥ duFarkan

d tyl " i1 whj ch 1
3 hal G54m= e ERE e TRk 1 GeRe et DR The o haR S AgF

al koxygapbonyl Oroup,Whose RkkoXYom k3L GRLES Yodnsidting
| i near or granéﬁ&% aFégxy group Hg%ing %Pto 6 carbon
at ons;ofad BHlGWergheun, Wi cinemmyohaveanthed 21Xdnegroop
branched al kanoyl groups having 2 to 6 carbon atqns; a

cyano hgwéng; 1 atpiperakPhyatgrotipiahity Rayes Heve 1 to

3 %'n ar., or_branched al.kyl..qgr S ing; 110 & ¢3LROMea

2t e T o§tmst PPl ars Cas ek R 2B W ixieg? F SARRCR:

pyrroldigiviyhr SEPWRVMRECH ¢RY BayBod Lfomd SACh GIOUPS as .

substituents on the pyrrolidine ring; and a phenoxy

gr oup fSuolrobenphieny-chPoratdnzlyphedrythlozoherfyd pHenyl
chlorobenzyl, 2-(2-fluorophenyl}ethyl, 2-(4-
fluorophenyl}ethyl, 2-(4-chlorophenyl)ethyl, 3,4-

- 25 dibromcbenzyl, 3,4—diiodobenzyl, 2,4-difluorobenzyl,
2, 5-dichlorobenzyl, 2,6-dichlorobenzyl, 3,4,5-
trifluorobenzyl, 3-(4-chlqrophenyl)propyl, 1-{2-

bromophenyl)ethyl, 4-{3-fluorophenyl)butyl, 5-{4-



10 4- et hyl phenyl, 2-ethyl phenyl, 3-ethyl phenyl, 4-

et hyl phenyl, 2-isopropyl phenyl, 4-isopropyl phenyl, 3-
but yl phenyl , 4-pentyl phenyl, 4-hexyl phenyl,' 3, 4-

-di met hyl phenyl , 3, 4-di et hyl phenyl, 2, 4-di net hyl phenyl ,
2,5- dlnethylphenyl 2, 6- dlneggylphenyl 3,4,5- 15
trlnethylphenyl 2- nethoxyphenyl 3- nethoxyphenyl 4-

-nethoxyph@hghylﬂxﬁﬁbmxy@hehymlosepm@nxyphenyJJq4r
et hoxyphen 4-i sopropoxyphenyl , 3-but ox phenyl 4-
entylfgwﬁ%é%y? Bzﬁﬁé?p%&i%éﬁy yl, 2-methyl-3

3, 4-di Iyt 4-

34 SISy &SRR BIRE o (o7

2, 6- dim@heypehendihys, 43-5('4—§nétHF1[b't€é§Mﬂh§Byﬂ:-yl, 1-(2-
2-trifluoromethoxyphenyl, 3- trifluoronethoxyphenyl,
4- t5|fd@M@Qhenthyﬁh@nyﬂ G?ﬁtbhlBWﬁnéﬂﬁ@%y}pﬁgﬁvr
3-(2-chl 't ho h

i ohi GRSy R 6 (PP RETRARSRY) R, 11
3-(5- d?:_%e@.mr@ﬁ?-pﬁnbﬂlt9¥é/ﬂé¥ﬂﬁ@¥khyl 2-methyl-3-(4- :
4- ( 5- br onohexyl oxy) phenyl

(5, 6- deﬂxthﬂfph@X)le)@)fxb)DphBMheXSlﬁenzyl 3 4~dimethylbenzyl,
di (trifluoronethoxy)phenyl, 3,4-di(4
tri cmwcaa%&mﬁs@ Ktk @l@ptsymw&lzz 5122

nmet hox yl N [ propoxy) phenyl ,
LB HBRRMEIEN o & Tt T E0L R £ g0S

tri(t rﬁzflku@eﬁpn@ém»w) @h@éﬁﬂoxyﬂeﬁzyiz, 2 (2~

trichl oroet hoxy) phenyl, 2-nethyl-4- 5

trifl u@ﬁbnEYFMngqﬂi@myyl 2-e3hpetHoxyphenyl) ethyl, 2-(4-
trichlor netho

2-
trifl &5F REYRISS §V1 WEtgg§¥Q§nzyl 1-(2-

trichl 2 | t 4_
D, £ b s o

phwowbewhenﬁ)mepmxmanybopﬂoﬁewmmmwww 6—(3-
3, 4- dlphenox%phenyl dlphenoxbﬁ , 3,4, 5-
tri phéw@fawn 1Yhexybt hid L-4lipRER ny113 et hy1- 4-

PhenotRRERy TP ROV RARERYYE e@“ Tethoyd
trifluyRsg iﬂﬁg}i@fﬁjl Y‘bpylz @7'406%@@Mybenzyl 3,4-
3- chloropheny , Iorophenyl 2, 3- dlchlorophenyl

2, 4- diddleltboopberaitl,, - 2, £%¢hmﬂthoxmp¢mamm 2,5-

3,4-di chlorophenyl, 2,6- dichlorophen I

3, 80 4idiAeLRD V1, 2 46 ElimetPRRY B pHenr 47 5"

2-flu e fAuo I

2, 5- dlq'r gg?@p%en 1yh2 %QQHTIégfgﬁegﬁg%QﬂeH9§9phﬁny

3, 4- ditfdigonophesttoxyBebz i f ldvar0phemdnetBpBybenzyl, 2-[2-
di f | uor ophenyl, 2, 4, 6- trlfluoroghenyl 2- br omophenyl ,
3-br on@gn@ﬂwthaﬁwﬁmﬁﬁm@ﬂhﬂ 2 rb%mtﬁfenyl 3-

i odoph 4-i 0 0 enyl, 2,4- 25

diiodé%ﬁéﬁ??thQFY V¥Lﬁ%ﬂ§Hén PaS Egﬁglohexylphenyl

4- gl %@hioe&% dg&@h@ﬂaﬁyu%u(aﬁy@hl oI 0y (4-

ani | i no) - 5- et hoxy car bonyl phenyl

4- [ 2- (MNphirdbetdwy piienp) Bty | phedy|5-

4- (4-met hyl- 1- plpera2|nylfphenyl 4-{2-%50-1-
chloropentyloxy)pheny ]pentyl -4~ (5~

bromohexyloxy)phenyllhexyl, 1,l-dimethyl-2-[4-(5,6-



123 pyrrolidinyl)phenyl, 4-nmethyl sul fonyl am nophenyl,
4- (2- hydroxyet hyl) phenyl, 4-benzyl phenyl,

4- et hynyl phenyl , 4-phenylt hi ophenyi,

- 4-(1-adamant yl ) phenyl , 5- acetylanino-z-chlorophenyl,
2- propanoyl am nophenyl, 3- %anophenyl,'

2- cyanophenyl, 4- cyanophenyl 4- di cyanophenyl, and

- 3, 4, SThbkﬁmamaghamybp@émmn&thpozznk—
Exanpl es of the phenyl |ower alkyl group which may be
subst ididtedt brpnane threvienayhg w4111 % 8- 8710 groups

I t.ed t t t
o) oat g kP BRI 2, B a0 G B B0 8 OTL
a subsidchy@PbroANd vankenera, @L&ymmﬁopﬁ@ﬂ:m&e behByl,

addition to the above descri bed phenyl Tower alkyl
gr obp<,. spHengl 2l darrigi e thhasoatdnll Aoflety is a 15

| i near or branched alkz roup h v' § to 6 carbon
at oms TFid thkF HPSREF B %’Lf%‘é”tziyiut C Zg% Re phenyl ring
W th Jt:'ﬁ_%h?_o%%%{ﬁg%ﬁﬂfd 21‘_599M1hq_gr oup consi sting

of a hal ogen atom I-near or branched al koxy group

havi n@rlftlﬁoﬁorﬂéiﬂ'*ﬂﬂ@bahwm BhiethyIady- have 1 to 3 20
hal ogen atons as substituents, and a |inear or
br anc Hed chl RyomeiheXyPRRGY g 2IMeBh%4rbon at oms such

- 1l b hi b hl b |, 4-
entdr GBIy PR e TN 2 e
fluorQﬁH%HYE}SﬁéBHox Beh 4y Chlzonepheinyd-ket By o rdhethord-4-

di br onobenzyl , i i odobenzyl, 2, 4-difl uorobenzyl,
2,5- d|ﬁﬁﬂf@nobamagﬂquﬁeﬁzzﬂazﬁkghbmmnnéﬂmetsyhb%szl 4-
trlfluorobenzyl 3- (4-chl.or ophen

br onogHERYPY TWﬁHfluEr?%e?W Gph p op¥ FhE?é?¢f_meiﬁﬁ;_

d I h I h I, 1,1-
ai ot 1y P PSRBT et byl - 2 ?m?%l 3" (4
chher opiresyl ) propyl, 2- nethylbenzyl 2-(3-

met hyl phenyl ) et hyl, 3-(4- nethylphenyl)prop 1-(2- 5
et hyl phenyl ) et IBAampdes30&tihe phemyt )WI aXSﬂ( froup

t hyl | t [ h
G et RS, P8t A\sioghehy Py RRIE BN, R POSHYqupstitient
pentyl&ﬁﬁ%ﬁgl% ﬁ¥$”run6 tﬁ%@dd@eFK§$ylalkyl groups which
3, 4-di net hyl benzyl , 3;4-di et hyl benzyl ,

2, 4- dittstehy| bimzas or2b58ndﬁhddBN@YI@HQﬁ%@zyIgroup having 1

2, 6-di met hyl benzyl , 3,4,5- trinmethyl benz L henvl
ARt Hox FhEASHIN aioms. afe] mﬁhgﬁﬁ%‘r %, & phenyl ring

2-

2-(3- ”‘?H‘%XBQ%%%)?&M& 2rd 4 15‘??% XPReKEAES iyt

4- et RoxybBenzyl -( %oxypheny et hyl,

3-(3- Eﬁﬂb@bYﬁQﬁfh@)HJE@pB|gafbdh4atoms ‘such as 3,4-
methylenedioxybenzyl, 3,4-trimethylenedioxybenzyl, 2-
(2, 3~ethylenedioxyphenyl)ethyl, 1-(3,4-

25 trimethylenedioxyphenyl)ethyl, 3-(2,3-

tetramethylenedioxyphenyl)propyl, 4-(3,4-
methylenedioxyphenyl)butyl, 5-(2,3-

ethylenedioxyphenyl)pentyl, 6-~(3,4-



15 et hoxyphenyl ) butyl, 5-(4-isopropoxyphenyl)pentyl,

6- (3- butoxyphenyl)hexyl, 1,1-dinethyl-2-(4-

pent yl oxyphenyl)et hyl, 2-nethyl-3-(4-

-~ hexyl oxyphenyl ) propyl , 3, 4-di met hoxybenzyl, 3, 4-

di et hoxybenzylr 2, 4-di net hoxybgnzyl, 2,5- 20

di nmet hoxybenzyl, 2, 6-di net-hoxybenzyl, 3,4, 5-

-t ri nettrorygbenlanedidxyphdn wioherel hoxybémpgthyi3-2- (2, 3~
trifluoromethoxybenzyl 4-triflugronmethoxybenzyl,

A e AT s I S S S L A

chl or aghex) PheYhLEL TMleocta | 42623 25

di chl or opr opoxy) phenyt ] propyl, “4-[4-(4-

f | uor almaeexy) phenyl ] butyl, 5-[3-(5- -

chl oropentyl oxy) phenyl ] pentyl, 6-[4-(5- )

br ofohexy| oxy) el Phesdythelaning sEPRp 1Wiplqy may Bave a
125 dibr onohexyl oxy)phenyl I ethyl .. .3, 4= . ‘ .

it Gt v TPHERTALERe Y AR 8 Mber shyae inciude amino
tri Ch|gQBQB§ttﬂ'?§iX‘)hb§1€FW1ave2,a4fl.§!hé§r Y 8k@nehed alkanoyl
nmet hoxypr opyl ) benzy!l, 2,5-di (3-chl oropropoxy)benzyl, 5
2, 6- digr2pp, Patimiaf Lube oetdeaophbetomd as3a4s@stituent such
tri(trifluoronethoxy)benzyl, 4-(2,2,2-

tri chiesr 6@%%&1@@%%@ OyplR§dLylamino, N-

t ri(ﬂ %958%3&1%“%9ZNJ-buﬁ%'r%tlQMlﬁé",; N—iitabutyrylamino, N-

trichloromet’hoxybenzyl, 2-net hoxy- 4-

trifl penoawsFiexyihenzytted—eubokyarbonylamino, and N-
trichl oromet hoxybenzyl, 2-nethyl-3-trifluoronethoxY-4-
trifl Heronet ¥rpéyseAE9EPRS 2- chl or o- 3- net hyl behzyl , 4-
fluor bazzfifluoronethoxybenzyl, and-

3-chl or6=2-nmet hyl- 4-net hoxybenzyl groups. 15 [0225]
Exanpl es of thexphgiyt dowee 8 Kyd, 49EetPahydMiigeindag a
| oner al kyl enedi oxy group as a substituent on the

~ phEnyloreupgehiindl ndg pdrenylcal k¢ ateapgdwdwinciave aing,
i near. or branched al kyl enedi oxy groEEehaving 120 to

4 car Bofi®at oS4 PUCRUDSIS'EHERT o™t i8S pHEMA CPPAYS &Yy
whose gl kyl o npi %Bﬁg', Sa a.idw’e'}eﬁillg]&[gs %@giﬁ!‘%cﬁ'akibwgf oup

having 1 to 6 carbon atons suc

met hy la@ ReTkmeaiarnz gkours, idcll nbaet f7y13eneth trathersyhindtyl
(2, 3-et hyl enedi oxyphenyl )ethyl, 1-(3,4- 25 , _
t ri meghgrenediichyphEMAYeet RP| tha tegrghydroquinoline ring,

tn:% 3:12%:22;% ngu%%:%gFﬁég?%sB?sgl%Egg% lzfx??'n_ (Be 4cjroup consisting
et hyl eregh QPREBYD) PENtWearbot brimched alk_o;{y group

- having 1 to 6 carbon atoms, and a linear or branched
al_kylenedioxy group having 1 to 4 carbon atoms such as
{t, 2, 3, 4, 5, 6, 7 or 8-)1,2,3,4-tetrahydroquinolyl,
25 2-oxo-(1, 3, 4, 5, 6, 7 or 8-)1,2,3,4-
| tetrahydroqt.xinolyl,' 2-0%0-6, T-methylenedioxy- (1, 3, 4,
5 or 8—)1,2,3,4-tetrahydr9quinolyl, 4-oxo-(1, 2, 3, 5,

6, 7 or 8-)1,2,3,4-tetrahydroquinolyl, 2,4-dioxo-(1, 3,



126 tri nmet hyl enedi oxyphenyl ) hexyl ,
1, 1-di met hyl-2- (2, 3- netyl enedi oxyphenyfl et hyl, and
2-met hyl -3- (3, 4- ethyl enedi oxyphenyl ) propyl groups.
[0226] 5Exanples of the am no group which may have a
| oner al kanoyl group as a su2§§|tuent i ncl ude am no
groups which may have a li.near or branched al kanoyl
~group haw ng drte)q, 2¢a bantabBi@-amiaosiybstd, tyuanbxo-
such as ani no, N—acetylanlno N-fornyl am no, N 10
pr opi o&yi-amnmled\édbmtyr ylfarﬁfné oN-§-93hdt ?r%ﬂ‘ am no, '
Npent anoyl am no, N—te t-buty onyl am n n
Nhexaﬁ&VFéﬁVﬂEP 5 [ tgﬁ%ﬁﬁﬁ¥§% offtﬁg S 4 70
12,3, r@*]ﬂ{&%ﬁp&icy&ul%%lgioup gahir Ghe PRV dh@UEox PN
the te ra ydroqui nol'i ne ring, to 3 substituents
sel gct ed, 21, 08) the sgpeUE~ CIOIES i3S t ek mhydrogximagydups, &
| ower al koxy group, and a | ower alkylenedlo Y, ar
i ncl udteetra@eghmlet@sﬂriaﬁydﬂoq@unary"i gt 8Gp&- ?? %ay
have e.tetr.ah [ [ 04t
subst |Ye[]:erﬁF’§d§%cfuéI& gt r%m&}%ﬁ'gggr%u%{%go%& %t |4r)19%o T
OXO0 grewup, 2az) i-NRakraayabsanchedl al dsoxp-groud, havi ng 1
to 6 carbon atoms, and a linear or branched
aIkylaﬁﬁduenydgmquﬂlhaQJWQ b va & Xardhdndatons such as
(1, 2, or 8-)1, 2,3, 4-tetrahydroqui nol yl,
2519 ‘a&}'r@iydéoq%n%ylﬁgr BSr 8-)1,2, 3, 4-
tetrahMg%%§U|nolyl 2- 0x0- 6, 7- met hyl enedi oxy- (1, 3, 4,
5 or 8-)1,2,3,4-tetrahydroqui nolyl, 4-oxo-(1, 2, 3, 5,
6, 7 or 87)1,2,éka%puebrahymheaqybh@égMyl Zpﬂedi&b&yl(mroup

.3, 1275, 6, 7 or i , 4-t et r ahydro UI éyl,
2. 4- di Bedz. mmlé;fsr alrl@s(ly ‘gepups hayigg gagbon
tetrah droq hn0|y H%”%diEB%ér(%r graé%hé% aZkyl
or 8-) ¥t ydrogU|noIY

7, §5tréf8a§hﬁh§iﬁﬁﬂlo%¥ 6 carbon atoms such as
yclopropylmethyl, cyclohexylmethyl, 2-
cyclopropylethyl, l-cyclobutylethyl, 3;
cyclopentylpropyl, 4-cyclohexylbutyl, 5—
cycloheptylpentyl, 6-cyclooctylhexyl, 1,1-dimethyl-2-
20 cyclonenylethyl, 2—methyl—3—cyclodecylpropyl,
cycloundecylmethyl, 2-cyclododecylethyl, 1-
cyclotridecylethyl, 3-cyclotetradecylpropyl, 4-
cyciopentadecyibutyl, and 5-cyclohexadecylpentyl
groups.
25 [0229]
E#amples'of the pyridyl lower alkyl group
include pyridylalkyl groups whose alkyl moiety is a

linear or branched alkyl group having 1 to 6 carbon



5 (1, 2, 3, 4, 5 o0r 6-)1, 2,3, 4-tetrahydroqui nol yl,
'~ 6,7- tetranethyl enedi oxy-(1, 2, 3, 4, 5 or 8-)1,2,3,4-

t et rahydr oqui nol yl , 5-nethoxy-2-oxo-(1, 3, 4, 6, 7 or
8-)1, 2, 3,4-tetrahydroqui nolyl, and 2-oxo-6, 7-
et hyl enedi oxy-(1, 3, 4, 5 or g-)1,2,3,4- 10
t et rahydr oqui nol yl groups._[é 58] . Exanpl es
of the,yel gabkyds loves & ki) pgkospmdaraluges-( (2, 3 or
cycl oal kyl al kyl groups having 3 to 16 carbon atons
whose &hlpyicidpl itghyils &~ [ (4hedr cor 4-bmaméApd] et 350 (2,
group having 1 to 6 _carbon at such as .
cycl opt c%yl‘lﬁéi’wc%yld?tf?%ﬂexfl"gén‘?hy#l,orz-%")pyrldyl]bUtyl’
cycl opy apyl; GEEYy- 2Ly qycl YLeb ¥ ayidetnyr, s5-1(2, 3 or
cyclog%%féﬁggg%?%fgi?cyc?gﬁéxyﬁggtyﬁfqg- Y
cyckoheptpyirpapt pent@icyet pont Bl hexsd) pytidytiretly 1124 (2,
20 cycl ononyl et hyl, 2-hethy|-3-cyc|odecy|propyl,
cycl ouhdecyheyridyll2seperidodasy| empphyl13-1 (2, 3 or
cyclotyidecyl.e |, 3-cycl otetradecyl propyl, 4-
cycloﬁ%ﬂ§35é8§iE%F§F§ 3%%F%ﬁbyclohexadecylpentyl
gr oupsoadp [ 0229] Exanpl es of the pyridyl
| ower al kyl' group include pyridylal kyl groups whose
al kyl noi ety i sExarpleeart drheheanoherralrk phbgfrigipyed lower.
having 1 to 6 carbon 128 atons such as , ar,
A Y By PAgHnEERGE Bep B2V S A ST B Rs e F50m
3 or 4 Ldy! ind &€ % 13w8F 4y ke |O0BY lover
4-[(2ﬁk¥§rog¥)%ﬁs‘{1§§ﬁfguty|, 11- di msﬁgl- “[(2, 3 or
4-) pyra tdnlogt hytoub-iht2ud8 Wmearde) Mirandykbd pelitytl groups
.6-[(2, 3 or 4-)Pyridyl]hexyl, 1-[(2, 3 or ,
4-) pyrhaiingi $ope dpylarbandatnferRy| @3-aip groyR which may

4-)pyr,i dyl ].propyl groups. [023 S am na
gr oup tééb‘%;estli Pﬁt%&‘%&&é?“‘i‘b‘gsaﬁf%?‘g%%‘ﬁ‘”\?%F@% (%]%Q/lphave

a gybstityent ngeleat 8dnbs OBt e aBERSP A0S Edutd rafviag 1
| ower al kyl group and a-l ower al kanoyl group include

| i neart®ré kmahehedt calsk yhd gr dupsalaey fyranched 62 ld@nieya
atons and an ami no group which ma

[ % hq¥§ll or 2 h
subst | FXRUR §2¥LIRCk &8 PrBATIHe 3GPBEPSUE E8neTHITIRS et/
a |l nefl 0l oREAPENAd AL ¥LeNGUR DAY oby L0 £ carbon
atoms and a I néar or branc ed al kanoyl group having 1
to 6 CakihPbudl0NEs-Sitahopsneyli nGrahbybheZLani noetimethyl-
1-am noet hyl, 3-am nopropyl, 4- am nobutyl,

5- 8/ n&p@ritnplephﬁl:arﬁwéﬁéxii’r%-amlfﬂarwlhyl -
methylaminomethyl, l-ethylaminoethyl, 2-

. propylaminocethyl, 3-isopropylaminopropyl, 4-
butylaminobutyi, 5-pentylaminopentyl, 6-
hexylaminohexyl, dimethylaminomethyl, 2-

25 diisopropylaminoethyl, (N-ethyl-N-propylamino)methyl,
2—(N,N~dimethylamiﬁo)ethyl, 2-(N-methyl-N-hexylamino)
ethyl, formylaminomethyl,_acetylaminomethyl, 1-

propionylaminoethyl, 2-acetylaminoethyl, 3-



20 2-am noet hyl, 2-nethyl-3-am nopropyl,

nmet hyl am nonet hyl , 1-ethyl am noet hyl, 2-

propyl am noet hyl, 3-isopropyl am nopropyl, 4-

but yl am nobutyl, 5-pentylam nopentyl, 6-

hexyl am nohexyl, di methyl am E PEt hyl, 2- 25

di i sopropyl am noet hyl, (N--ethyl-Npr opyl anm no) et hyl,
2- (N, Nrtiyret i raspirepy et hwpenzaﬁbblminhmbuhbh,eﬁw am no)
et hyl, - fornyl anmi nonet hyl, acetyl ani nomet hyl ,

pr opi drwqaaﬁw@@wwlentz ac%ta;ﬂeﬁﬁﬁwétqﬁwyle N—Hfzgyl N-

-butyryl a ro pen

hexand{fi Hgﬁlg dﬁr{e{ﬂmy 6- %C@?ﬁgﬁﬁgno exX ylaﬁnmo)ethyl'
N- et hyg— eléﬁﬁflwi@%wmﬁﬂwmemyl 2- (N—methyl N-

2- (N-et hyl pr opanoyl am no) et h

(N Bt MdzaNeplanyimel) arhpb) reetch gt (Nzﬂ-(d\im%hhwmmm sropyl
hexanoyl am no) et hyl , and 3- (N, N-di et hyl am no) pr opyl
gr oupsrIHB231] . Exanpl es of the | ower al koxy
| ower 2133{? group include |inear or branched al kyl
groups having 1 10 to 6 carbon atons which have a
‘1inear or bramfedlabkeoxythgr aupehasivogylldveerd adaybon
atons,” as a substituent.such as nethoxynet hyl

1 ethdxy@phymclqﬂe ﬁéﬂﬁ@&yé%HVPHCQeiwﬁﬁﬁdiy%¥9ﬂH5 having 1

4- but b t t tyl,
o B OBy SEond Bl RV Ry A LRt Ry
2- et fbwkz?zye&swaﬁepyé 1 aRd 3 BB QO RRMOPYAs @ Oups.
[ 0232] Exanpl es of -the 1, 2, 3, 4-

t et r alyuihsoi sweui sakyl aanmmly)bcymam)t]l,t (t-ethéxpedhyal kit
20 | ude

. 2 et aRY e o7 SEERR OIS A LACRERYPRGHSERL 4

wh t

e SRR ke e 01 RS E s 1000

7 05 GtimbiRy B AmetBbk pdRNQ aometm@l—;&l—@ahbﬂmﬁd@@uhyhm
2-[(1, 2, 3, 4, 5, 25 6, 7 or

8-)1, ﬁ-gieim’e*ﬂrr@iwélr DF S&FU nol yI car bonyl lethyl,
E0232]

Examples of the 1,2,3,4-

tetrahydroisoquinolylcarbonyl substituted lower alkyl

20 group include 1,2,3,4-tetrahydroisoquinolylcarbonyl-
alkyl groups whose alkyl moiety is a linear or branched

- alkyl group having 1 to & carbon atoms such as (1, 2,

3, 4, 5, 6, 7 or 8-)1,2,3,4-
tetrahydroisoquinolylcarbonylmethyl, 2-{(1, 2, 3, 4, 5,

25 6, 7 or 8—)1,2,3,é—tetréhydroisoquinolylcarbonyl]ethyl,
i-(((1, 2, 3, 4, 5, 6,.7 or 8-)1,2,3,4~-
tetrahydroisoquinolylcarbqnyl)ethyl, 3-[(1, 2, 3, 4; 5,
6, 7 or 8-)1,2,3,4~-



1-1((1, 2, 3, 4, 5 6, 7 or 8)1,2,3,4-

t et rahydr oi soqui nol yl carbonyl )ethyl, 3-1(1, 2, 3, 4,
5 6, 7 or 8-)1,2,3,4- 130

-t et rahydr oi soqui nol yl car bonyl ] propyl, 4-[(1, 2, 3, 4,
5 6, 7 or 8-)1,2,3,4- 130 ‘
etrahydroisoquinonIcarbonyIfbutyI, 1, 1-di met hyl- 2-
(1, 2tetXaddrbisduifcdylEabbn®lBpdep, 4-1(1, 2, 3, 4,
etrahgdr0|squ|nonIcarbonyIIethyI 6, 7 or

)1, 293,% 7té¥r%ﬂﬁdﬁ®?s%QU|nolylcarbonyl]pentyl 5,
6, 7 of 8-

et 1 ahyair A YA R PRV BTy Yo T gy L2
8-)1, 2[ B, 4~z t et rahyylr g spags meh y| gazjopnyl ] i sopropyl ,
and 2- nethyl- 3-[(1 2, 3, 4, 5, .6, 7 o0or 8-)1,2,3,4-

t et 6ahy@mhydqumegéymmo}lwﬂbp’ylpy]gr Gupsl. (b2§3)4 3,
15Exanpl es of the i_peridi nyl carbonyl group which nay
have, tre P :férﬁe ring, a substituent selected
fron1t | k@x r ponyl

ar oup, | f"-’%%m B L 2P e ™
al kyl gxaup7|lﬁlwde.pupet+d|nylcarbonyl 20 groups

whi ch may have, on the piperidine.ring

subst|&deam%owb@ﬁrtwyéﬂ%%vlcoﬂsﬂéhr?g Gf &n O
aI% xx%’.ponyk g{qy% whose al koxy -noiety is a |linear
c

Hed a koxy ‘gfoup having 1 to 6 carbon atons, a
phenyl addothyBroLE- a8 ey Bt dtoniRi ebdpicpyd, | hME-methZb-
branched alg group having 1-to 6 carbon atons, and a
furyl a?p-k[y(Il,ngu?J. whose 6l KiylomBiréty2id 4a |inear or
branched al kyl group havi carbon atons such
as (1, tefm%r%s;%ﬁlas}Ybff&}gfﬁoaa{?%ﬁ?ﬁyl BPBERSYI - (2, 3

or. [0233]

t
[
t
8

15 ' Examples of the pipeﬁidinylcarbonyl group
whiéh may have, on the piperi@ine ring, a substituent
selected from the group consisting of é lower
alkoxycarbonyl group, a phenyl lower alkyl group, and a
furyl lower alkyl group include piperidinylcarbonyl

20 groups which may have, on the piperidine ring, 1 to 3
substituents selected from the group consisting of an

- alkoxycarbonyl group whose alkoxy moiety is a linear or
branched alkoxy group having 1 to 6 carbon atoms, a
phenylalkyl group whose alkyl moiety is a linear or

25 branched alkyl group hé#ing 1 to 6 carbon atoms, and a
furylalkyl group whose alkyl meoiety is a linear or
branched alkyl group having 1 to 6 carbon atoms such as

(1, 2, 3 or 4-)piperidinylcarbonyl, l-benzyl-(2, 3 or



131 4-)pi peridinyl carbonyl, 1-(2 or 3-)furyl nethyl-(2,

- 3 or 4-)piperidinylcarbonyl, 1-(2-phenylethyl)-(2,

or 4-)piperidinylcarbonyl, 1-12-[(1 or

~2-)furyl]ethyl)-(2, 3 or 4- ) pi peri di nyl car bonyl ,

.1-(1-phenylethyl)-(2, 3 or 51§I)p|per|d|nylcarbonyl

3-[(1 or 2-)furyl]propylll- (2, 3 or

p|Menpdpayidxﬂymaaybonyu (3-phery | prdpytIngthyi3 (dr 3 or
peri di nyl carbonyl, 1-{1-

u r4y1>pé9ﬁ9}%w(lfar%%¥l 4 1ﬂ5§f?@ﬂ¥&ﬁﬁ9%’ar fony1°*
|
|

[(?g?%L%#L%&hf% %% ?pt€pQﬁdbnY£&ﬁ%@%@Mb1pwz'

meblrdunyplﬁﬁxﬂamwlca]rbo&k}a.pthMJ—@a@hyllétr(sa) -32pr3 or
peri di nyl carbonyl, 1-{5[(1 or
urdyh) ppeetidinylearbensy, 4-) pr ber i Ayl EarEdmyPPy1] -

P | he% ) r% h(gwﬁr%g%ﬁ?f 12 ANLRAAby1) - 2,

[ irdh 0 " pondh benzyl-((3, of, 5 or
|g§r|d?n¥%%§3%£§EyPlCéﬁ ng 1 J¥'£()f3rylnethyl(2

Y

P

5 dP)ﬁu}plxmnhyﬁlmyk@aﬁb@nyh ) Qi 5 dtny beaibpnyl 2| 14(4-
‘6-) pi peri di nyl car bony 2,6-tri
f
&
p

-1
-)
-)p
)f
- (4-
-{4-
-) pi
-) pi
)%
- (6-
- 16
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urRPERELRY L3, (24 arO% 4)’;5Pﬁ58?¥’o41ﬁ\&|163i"5%‘i% 1ri47pi
[ -.(2 -
! Pl Vel AL e PR Ry

RPABARARWTOTNORORRRENARMRERENARREE

, 3 @r-pﬂeh@lpﬂcﬁfﬂydl) nybceas bﬁnyl-)p:ﬂpelfﬁ_ﬁhﬁg(y@&ﬂﬂﬁBmW| -12{5-
or 4-)piperidinylcarbonyl, 1-ethoxycarbonyl-(2, 3 or
)p|ddﬂlGFn&Tb%ﬁn@ﬁyentﬂuﬁrdﬁox%dﬁrbonyl (2, 3 or 25
-) pi peridin byt oxy arb

) bl B PP Eah s Por sty dr LR BRBOR T 2. %8 or
-) Pi peY) b%@yim{ﬁ%xbm}r pqnwL Prmyq&r bowur)(ﬁ,he%y@! b
-) pi peridi nyl carbonyl hexyloxycarbonyl-(
325 (2, 3 or 4- )plperldlnylcarbonyl 1,2-dibenzyl- (3 4, 5

or én)piperidinylcarbonyl, 1,3—di(1 or 2-~)furylmethyl-
(2, 4, 5 or 6-)piperidinyldarbonyl,‘1,5,5-tribenzyl—(2,
4 or 6-)piperidinylcarbonyl, 1,2,6-tri(l or
2-) furylmethyl-(3, 4 or 5-)piperidinylcarbonyl, 1-

20 benzyl-3-(1 or 2-)furylmethyl-(2, 4, 5 or
6~-)piperidinylcarbonyl, 1-{1-{{1 or 2-)furyl]ethyl]}- .
(2, 3 ér,4—)piperidinylcarbonyl,'l—methoxycarbonyl—{Z,
3 or 4—)piperidinylcarbonyl, l-ethoxycarbonyl- (2, 3 or
4-)piperidinylcarbonyl, l-propoxycarbonyl-(2, 3 or

25 4-)piperidinylcarbonyl,'l-butoxycarbonyln(Z, 3 or
4—)piperidinylcarbdnyl, 1-tert-butoxycarbonyl-{2, 3 or
éu)piperidinylcarbonyl, 1-pentyloxycarbonyl-(2, 3 oi

4~-)piperidinylcarbonyl, l-hexyloxycarbonyl-(2, 3 or



4-) pi peridi nyl carbonyl, 1,2-di nmethoxycarbonyl-(3, 4, 5
or 6-)pi peridinyl carbonyl, 1,2,6-triethoxycarbonyl - (3,
4 or 5-)piperidinylcarbonyl, 1-(1 or 2-)furyl nethyl-3-
tert-butoxycarbonyl-(3, 4, 5 or

6-) pi peridi nyl carbonyl, 5 132

1- benzyl- 2- met hoxycar bonyl-(2, 4, 5 or :

- 6-) pi penigdipeylébdienybenand 11 2¢-dimethoxycarbonyl-(3, 4, 5
2-)furyl nethyl-2, 4- di met hoxycarbonyl -(3, 5 or 3
6-) pi pR¥ &) Ry PeRrbaEaEP s, 1 628717 EHERANHRRSE~ (3
the thjazol.idinyl . ]hgs yl - g [ e3.
an oxoéde&p?gﬁxgugﬁﬁg?F?%en génlt&gq?%?g%gﬁf%ﬁﬁgh?¥ng
i ncl udesAthivaz 8kycihgh kamoyl, gr oups- whiipelhiatyylravbodyl,
to 3 oxo groups as substituents on the thiazolidine
ring ahdanzgsde2atdkdeyranmiretly (Bs 4 15 9% near or

olen ne bt nathy FagpBaly 8 Bt o L eRPy AT 5, 4
3, 4 Otﬁm'é{t g?k%ﬁan%nxb] P QR %?;#i%?rﬂcﬁgﬁfléarkﬂor@ll -

5-)thiazoli ropionyl, 4-[

5-)t hi gzalpsdi nyl | butyryl.,, 5-[(2, 3, 4 or 5-)1,2,4- 20

t hi azol i di nyl ] pentanoyl, 6-[(2, 3, 4 or

5-) thi B¥41di nyl ] hexanoyl, 2, 2-dimethy1-3-[(2, 3, 4 or
5-)thiazolidiny ionyl - r Sty ( 1
5- }Phi azol i di ny#’}%{ g%fso%l?h%,tﬁg?%i%%nglogowgn Aidhoy
5-) t hi @zQld dhRyhaest Yhve3ald 2:@XQrbdp #b @r sdbstituent on
5-)thiazolidinyl]propionyl, 2-[4-oxo-(2, 3 or,

5-) t hi elzoltihdiaryligimepirény| induds- ghba gl iddngialkanoyl

4-

)t hiazolidi nyl ] but |, 5-[2,5-dioxo-(3 ar .
4-)thi %%CB%HSd.WH&F'} S BRSb | P 5 B2 0053715, 45 goubsfffuents
t hi azol | di 1 ) s (4, Bedi0%8s (2 10 i is
3-)thi Jé’li 3‘1*’{%%5??‘2%%‘? , glz’?‘g-agﬁddng? hﬁ‘?- S i oxo (3
or 15-) 1 hie@zobirdbryddheropl bamydyl amdul-metimgl 23t¢ % 4arbon
di oxo- (3 or 5-)thiazolidinyl]propionyl grqups..5
[ 0235] a@mwég »F 41d2pi %er‘} Htnyr) 5%&&?%9?8%1%&?“’1'

3-{{2, 3, 4 or 5-)thiazolidinyl]propionyl, 2-[(2, 3, 4
or 5-)thiazolidinyl]propionyl, 4-{(2, 3, 4 or
5-)thiazolidinyl]lbutyryl, 5-{(2, 3, 4 or 5-)1,2,4-

20 thiazolidinyl]pentanoyl, 6-[(2, 3, 4 or
‘5—)thiazolidinyl]hexanoyl, 2,2—dimethyl—3—f(2,-3, 4 or
5-)thiazolidinyl]propionyl, 2-methyl-3-[(2, 3, 4 ox
5-) thiazolidinyl]lpropionyl, 2;4-~dioxo-(3 or '
5—)fhiazolidinylacetyl, 3-[2-ox0-({3, 4 or

25 5-)thiazolidinyl]propionyl, 2-[4-oxo-{2, 3 or
5—)thiazolidinyl]pfopionyl, 4-~[5~0x0-(2, 3 or
4—}thiazolidinyl]butyryl,_5—[2,5—dioxo~(3 or

4~)thiazolidinyl]pentanoyl, 6-[2,4,5-trioxo-3-



be substituted on the piperidine ring with a group

sel ected fromthe group consisting of a'lower

al koxycar bonyl group, a phenyl |ower alkyl group, a 10
| ower al kyl group, a benzoyl group and a furyl |ower

al kyl group include piperidingg groups which may be
substituted on the piperidine ring with 1 to 3 groups
sel ect‘é’dafZPéW¥¢ﬁéU@|eééboﬁébn§| $ti profligPeoan 2 or

al koxycg on 0u ose al,kgx 14;near
or brah 3ﬁg& %%1§§ﬂ&£3]ace%ﬁh ﬁéglgéﬁg%%i 3% %%ci%ﬁé 3
at ons, ;@ 5F1h€Hy$£>Allssdmg£PMb@&Bﬁ§§ ey 2 -nRetRy y-3-g2a4-

| i near or branched al group having 1 to 6 carbon

at ons dumxbrmEamr(ﬁ=)bhaac¢&mﬁlavkyprqpxﬂﬂylhav¢mnf -1 to 6
carbon atons, a benzoyl group, and a furylal kyl group
whoge %P@?ﬂhnoiety is a 20 linear or branched al kyl
group .having 1 ¢ r t S 0
2-)pi peri di nyl PAETBAES ‘meﬁf% ggﬁe&l%hu% pg%‘?%lg"r?f%,h hay
1- (2 e %ubgﬂiﬁﬁﬁﬁﬂibﬁ|tﬁa pjﬁeeﬁdﬂﬁé;rqmgrwdtnya,group
1-(2-phenylethyl)-(2, 3 or 4-)piperidinyl, 1-42-[(1 or
) f ursglpethg| frqmp thg groys C&n‘fbﬁ’bjé’rq ¢ n?l lower

| et 42, 3 4- 1
) fur%‘%é’gﬁlf}{&%ﬂ( GrodoOfe SR SI M iy dibik Lo
(8- |91 :@rog.lg 3 15an4> lp@p&m %ayla £drytil 1bbdr
yln
(
)
(

r )furyl]e 34 4-) pi peridi nyl,

2-

4- phamylbnbwﬁjln@Zpde pmpatxﬁpnpbrgxhupplwth%4Mﬂ(EEor
furyl]butyl [1-(2, 3 or 4-)piperjdi
5-
6-
f

M&pﬁgﬁ%c}y Pn (the Ingﬁrlﬁilyf” pHg d¥lﬁ§}| 1 %0 (35 9pyPs
2-) %}t% P}%%ﬁil](t ’ (§r%1$p %:o glét:)rﬂﬁ R 'af“ Ql’lkoxyc(a:][”bon‘yl

pheny

r
peridinyl, 1-(6-
urgtoliBe¥iddd -d1%ox=3 8 icky) ﬂlsperl:[hena)ﬂ or branched

di benzyl -(3, 4, 5 or 6-)piperidinyl, 1,3-di(1 or
urqﬂl]q@gyhgtmgg ha&lng brtCG-G) gap}é@q (ﬂqms, a phenylalkyl

5-trib 4 10 di
5 qrpﬁl'els f Sk yrilenion® 4PN B branshes gl
n %.21 )tt)ufiyclzé%ﬁyht&gs 4 13n@kr or branched

b
1, 3,
e
plper|d|nyl 11-] )furyl]ethyl]) (2, 3 or
Y
b

)
) pi pArkiydi @ybup ]haba&ngoyltt( %, c3rben 4edquispeni qumwdyl

-di benzoyl1-(3, 4, 5 or 6-)piperidinyl, 1,3, 15
erfEOYR- (204 8 drgla bkl Gr@IPRyYROSE ANy | m?lzet‘% lsr

20 linear or branched alkyl group having 1 to 6 carbon

2-
1-
2-
1-
0
1-
2-
1-
0
1-(
2-)
1, 2-
2-}
1,2
1-b
6-
4-
1,2
tri

atoms such as (i, 2, 3 or 4-)piperidinyl, i-benzyl—(Z,
- 3 or 4-)piperidinyl, 1-(2 or 3~)furylmethyl-(2, 3 or
4-)piperidinyl, 1-(2-phenylethyl}-(2, 3 or '
4-ypiperidinyl, 1-{2-[{1 or 2-)furyllethyl}-(2, 3 or
25 4-)piperidinyl, 1-{l-phenylethyl)-{(2, 3 or
4-)piperidinyl, 1-{3-[(1 or 2-)furyllpropyl]}-{(2, 3 or
4—}piperidinyl, 1-(3-phenylpropyl)-{(2, 3 or |

4-ypiperidinyl, 1-{1-[(1 or 2-)furyljethyll}-(2, 3 or



4-)piperidinyl, 1-ethyl-(2, 3 or 4-)piperidinyl, 1-
propyl-(2, 3 or 4-)piperidinyl, 1-isopropyl-(2, 3 or
4-)piperidinyl, 1-butyl-(2, 3 or 4-)piperidinyl, 1-

i sobutyl-(2, 3 or 4-)piperidinyl, 1-tert-butyl-(2, 3
or 20 4-)piperidinyl, 1-pentyhs(2, 3 or

4-) pi peridinyl, 1- hexyl-(2, 3 or 4-)piperidiny|,

'1 2 di4n§$ﬁy$r€@in¥ﬂ: 3-@# Eh%qﬁlbetYhXTma

rimeth p|p r _
et i SEPEatg A 1-05- B BB L e 13- (2, 3 o
benzpyly; %egﬁaﬂwl (2- éé+pr5er@r1p8§t§x))4oazpem ginyl, 1-(1
)fury nethyl ,
p@f}lgipayidldylrretlhwybalr mny{-}tl&ylap@ntyl}} (2, 3 or
peridinyl, 1- ethox¥carbon
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o Bt sy DU NCRLOON (B8 B2, 3 o

r 2-
b
[
B
) pi
) pi peri oxycar bony
) pi
) pi
) pi
) pi
)pip

pﬂ)lpdpayhdldylpeat, yoxyaanhony) -4,2,5 3ror
peridinyl, 1-hexyl oxycarbonyl-(2, 3 or 5

p@TthPﬁyldlflylz d ﬁe@htﬂx;}i’@a?bbﬁ%ﬂ@@thﬁ Forr 2

per.i din r eth ca yl-(3, 4 or
deﬁ%f‘a“lY]lmﬁh%}é ’ilg’re%(‘zﬁlgt x’yca%ﬁonyl (3, 4,

5 9p 66—) ] 1b§l@ﬂyl8ﬁ@tm& Y& ALDAM (3( 24

4, 5 or )Ei?gl%gfﬁ§inl 2 1-(1 (or 5 )fhrylnethyl é 2 1%f

dinetrﬁxwyuaebmmyﬂyKAB;~5emzyk}3ypnper|2ﬁ)¢yxylmwmhyﬂ (2 4,

benzyl- 2, 4- di net hoxycar bon or eridi
or oups? Fos 36?1perldymyl R Hkxaﬁpa adusP Pad e,

';?gggng,{ c?zgi%’?{’? ‘M’l Z%nzﬁé% fgzssl & ?%:?e%éa GpyL,

cal | edt, %d@b@ﬂ@og}l-i(l}(ﬂ udes AQeeYpiperidinyl, 1,3,5-

1
1-
0
6-
4-
4-
4-
4-
4-
4-
4:
6-
5-

15 tribenzoyl-(2, 4 or 6—)piperidiny1, 1-methyl-{2, 3 or
4-)§iperidinyl, l-ethyl-(2, 3~or 4-)ypiperidinyl, 1-
propyl—-(2, 3 or 4-)piperidinyl, 1jiSopfopyl—(2, 3 or
4-)piperidinyl, 1l-butyl-(2, 3 oxr 4-)piperidinyl, 1-
isobutyl-(2, 3 or 4-)piperidinyl, l-tert-butyl-{2, 3 or

20 4-)piperidinyl, l-pentyl-({2, 3 or 4-)piperidinyl, 1-
hexyl-(2, 3 or 4-)piperidinyl, 1,2-dimethyl-(3, 4, 5 or

- 6-)piperidinyl, 1,2,6-trimethyl-(3, 4 or
5-)piperidinyl, 1l-methyl-3-benzyl-(3, 4, 5 or
6-)piperidinyl, l-benzoyl-Z-methyl-{(2, 4, 5 or

25 6-)piperidinyl, 1-{(1 or 2-)furylmethyl-2,4-dimethyl-(3,
5 or 6—)piperidinyl} l-methoxycarbonyl-(2, 3 or
4-)piperidinyl, l-ethoxycarbonyl-(2, 3 or

4-}piperidinyl, l-propoxycarbonyl-{2, 3 or



20 substituted carbonyl al kyl groups whose al kyl noiety
is a linear or branched al kyl group having 1 to 6
carbon atons such as A group substituted
carbonyl met hyl, 2-A group substituted carbonyl ethyl,
1- A group substituted canhgnyl et hyl, 3-A group
substi tuted carbonyl propyl, 4- 25 A group substituted
car bonyhlpu eyl i dinyil-, dit retbysdyc2rBon 1 B36(2gr Buprsubsti t ut ed
car bonyl et hyl, 5-A group substituted carbonyl pentyl, -

6- A grbupisabstitited EaFHENFORERSTROMYI-A2gr HUY

substifuted carbanylis \VAR ~methyk-3- A group
substi{ﬂ€%8965?%“ny|6r§%§$ﬁé%885§&”éﬂfggég? o
Exanpl g3 fabet i GAar,banyéx$ ngaabiydl-group substituted

with a group: [0240] [Formula 55] NH --N NN
5 4-)piperidinyl, 1,2-dimethoxycarbonyl~(3, 4, 5 or
6~)pipéridiny1, 1,2, 6-triethoxycarbonyl-(3, 4 or
5-)piperidinyl, l1-methyl-3-tert-butoxycarbonyl- (3, 4,
or 6~)piperidinfl, 1-benzoyl-2-methoxycarbonyl- (2, 4,
or 6-)piperidinyl, 1-(1 or 2—)furylmethyl~2,4"

10 dimethoxycarbonyl-(3, 5 or 6-)piperidinyl, and 1-
benzyl—Z,4*dimethoXycarboﬁyl—(3, 5 or 6-)piperidinyl
groups.

[0236]
Examples .of the carbonyl lower alkyl group °

15 substituted with a group: '

[0237]

[Formula 541

(hereinafter called "A group") include A group

[0238]

5
5

20 substituted cafbonylalkyl groups whose alkyl moiety is

a linear or branched alkyl group having 1 to 6 carbon

atoms such as A group substituted carbonylmethyl, 2-A

group substituted darbonylethyl, 1-A group substituted

carbonylethyl, 3-A group substituted carbonylpropyl, 4-

25 A group substituted carbonylbutyl, 1,1-dimethyl-2-A



10 [0241] wherein R34 is an oxo group or a phenyl
group, and d is an integer of O to 3 (hereinafter
called "B group”), include B group substituted

_car bonyl al kyl groups whose al kyl noiety is a |linear or
branched al kyl group having ig 1 to 6 carbon atons
such as B group substituted ?bonylnethyl,, 2-B group

- subst i 44,00 GaEbAREEt B¥tponleBa@l OUPASYBSHG tdiibed i cuted
carbonyl ethyl, 3-B group substituted carbonyl propyl,

4- B graausposybsdnttyit, e d-B aytromy kbostyl tutédlcgibmanipex2l B 1-
‘group substituted 20 carbonylethyl, 5-B grq¥p
subst i FEEHP carTrypedt SEPRY L BSYHORE L s UBRT i OEEGY L3R

car Do Eopr st RGP E Grotbe < st tut ec

car ponydzpeepyl groups. [0242] 25Exanpl es of the
pyrrolidinyl- I ower al kyl 137 group include -
pyrrolidi nyl al l{angleapet Vithes eaglhbRpl Apret yikylaggroup

i near or branched al kyl group having 1 to 6 carbon
at ons %ﬁé?ﬁlggt?413¥fg,6rgréhp' :
[0240]

[Formula 55]

ND<\1§H :

INI’\(RM)d '

10 {0241}
wherein R¥ is an oxo group or a phenyl group, and d is
an integer of 0 to 3 (hereinafﬁer_called "B group"),
inciude B group substituted carbonylalkfl groups whose
alkyl moiety is a linear or branched aikyl group having

15 1 to 6 carbon atoms such as B group substituted
carbonylmethyl,  2-B group substituted carbonylethyl, 1-
B group substituted carbonylethyl, 3-B group
substituted carbonylpropyl, 4-B group subsﬁituted
carbonylputyl, 1,1-dimethyl-2-B group substituted

20 ca;bonylethyl,-S—B group substituted carbonylpentyl, 6-
B group substituted carbonylhexyl, i~B group
substituted carbonylisopropyl, and 2-methyl-3-B group
substituted carbonjlpropyl groups.
(02421

25 Examples of the pyrrolidinyl lower alkyl



-)pyrrolidinylmethyl, 2-((1-,
-)pyrrolidinyl]ethyl, 1-[(1-,2-,o0r
-)pyrrolidinyllethyl, 3-[(1-,
=)

, Or 5

, Or

pyrrolldlnyl]propyl

10

15

20

25

137
group include pyrrolidinylalkyl groups whose alkyl
éoiet& is a linear or branched alkyl group having 1 to
6 carbon atoms such as (1-, 2-, or
3-)pyrrolidinylmethyl, 2-[(1-, 2-; or

3-)pyrrolidinyllethyl, 1-[(1-, 2~-, or

3-)pyrrelidinyllethyl, 3—[(i~, 2—, or

3~)pyrrolidinyl]propyl, 4-[{1~, 2-, or
3-)pyrrolidinylibutyl, 5-[(1-, 2-, oT
3-)pyrrolidinyllpentyl, 6-[(1-, 2~, or
3—)§Yrrolidinyl]hexyl, 1,l*dihéthyl—2-[(1—, 2-, or
3-)pyrrolidinyllethyl, éna 2-methyl-3-[(l1-, 2-, or
3-)pyrrolidinylipropyl groups.
[0243]

Examples .of the morpholino lower alkyl. group
include morpholinoalkyl groups whose alkyl moiety is a
1inéar or branched alkyl group having 1 to 6 carbon
atoms such as (2-, 3-or 4—)morpholinométhyl, 2~[(2-, 3~
or 4-)morpholino]ethyl, 1-{(2-, 3-or
4-ymorpholinolethyl, 3-[{(2-, 3-or
4-ymorpholino}propyl, 4-1(2-, 3-or
4-ymorpholinolbutyl, 5-{(2-, 3-or
4-)morpholinoc]pentyl, 6-{(2-, 3-or
4-)morpholinolhexyl, 1,1-dimethyl-2-{(2-, 3-or
4~)ﬁorpholin0]ethyl, and 2-methyl-3~[{2-, 3-or
4-}ymorpholinc]propyl grbups.
[0244] '

Examples of the phenyl lower alkenyl grou§

include phenylalkenyl groups whose alkenyl moliety is a



4-[(1-
3-)p
3-)p

10
15
20

25

y
y

, or 3-)pyrrolidinyl]butyl, 5-[(1-,2-,o0r

rrolldlnyl]pentyl 6-[(1-,2-,o0r 10
rrolldlnyl]hexyl 1,1-dimethyl-2-[(1-,

138

linear or branched alkenyl group having 2 to 6 carbon
étoms-and which have 1 to 3 double bonds such as
styryl, 3-phenyl-2-propenyl group (trivial name:
cinnamyl group), 4-phenyl-2-butenyl, 4-phenyl-3-
butenyl, 5—phenyl—é—pentenyl,-5~pheny1~3—pentenyl, 6-
phenyl-5~hexenyl, 6~phenyl—4—hexenyl; 6~phen§l—3—
hexenyl, 4—phenyl—l,3~butadienyl, and 6-phenyl-1,3,5~
hexatrienyl groﬁps.
[0245]

Examples of the aniiihocarbonyl lower alkyl
group which may have a loﬁer alkyl group as a
substituent on the phenyl ring include
anilinocarbonylalkyl groups whose élkyl moiety is a
linear or branched -alkyl group having 1 to & carbon
atoms énd which may have 1 to 3 linear or branched
alkyl groups having 1 to 6 ca;bon atoms as substituents
on the phenyl ring such as anilinocarbénylmethyl, 2~
anilinocarbonylethyl, l-anilinocarbonylethyl, 3-
anilinocarbonylpropyl, 4-anilinocarbonylbutyl, 5-
anilinocarbonylpentyl, 6-anilinocarbonylhexyl, 1,1~
dimethyl-2-anilinocarbonylethyl, 2—methylfj—
anilinocarbonylpropyl, (4-methylanilinocarbonyl)methyl,
2—ﬁ3—methylaniiinocarbonyl)ethyl, 3-(4-
methylanilinocarbonyl)propyl, 1-(2-
ethylanilinocarbonyl)ethyl, 4~ (3-
ethylanilinocarbonyl)butyl, 5-(4-
ethylanilinocarbonyl)pentyl, 6-(4-

isopropylanilinocarbonyl)hexyl, 1,1-dimethyl-2-(3-



-, or
3-)pyrrolidinyl]propyl groups. [0243] Exanpl es of

or

3-)pyrrolidinyllethyl, and 2-nmethyl-3-[(1-, 2-,

t he norpholino | ower al kyl group 15 incl ude
- nmor phol i noal kyl groups whose al-kyl noiety is a |linear
or branched al kyl group havigggl to 6 carbon atons

such as (2-, 3-or 4-)norpholi

met hyl, 2-[(2-, 3- or

- 4-) nor 16A01 Bld¥drboty ] (adhy13- @rmétwﬁoepm@ll no] et hyl ,

3-1

(2-; 3-or 20 4-)norpholino]propyl, 4-[(2-, 3-or

4- )nnrgﬂnﬂyﬂnm}lnnqﬂarbénf¥EDrOPSlor4—
4- )nnrphollno%pent

4- ) nor FRYLARYS

yl, 6-[(2-, 3:
Hé‘%&ﬂfboﬁylf[‘%%ﬁ%r h%g‘{’z [(2-, 3-or

4')"0%%%' g?%ﬂﬂﬂoca%&ﬁn@%k}y' -$-4(2-, 3-or 25

4-)norp

5

10

15

20

25

ol I propyl groups
dlethylanll1nocarbonylmethyl 2,4~

dlmethylanlllnocarbonylmethyl, 2,5-
dimethylanilinocarbonylmethyl, 2,6-

dimethylanilinocarbonylmethyl, and 3,4, 5-

trimethylanilinocarbonylmethyl groups.

f0246]

Examples of the'piperazinyl lower a1kyl group
which may have, on the piperazing ring, a substituent
selected from the group consisting.of a lower alkyl
group and a phenyl .lower alkyl group which may have &
lower alkylenedioxy group as a.substituent on the
phenyl ring include piperazinylalkyl gréups whose alkyl
moiety is a linear or branched alkyl gfoup having 1 to
6 carbon atoms and which may have, on the piperazine
ring, 1 to 3 substituents selected from the group
consisting of a linear or branched alkyl group having 1
to 6 carbon atoms and a pheqylalkylAgroup'which may
have a linear or branched alkylenedioxy group having 1
to 4 carbon atoms as a substituent on the phenyl ring
and whose alkyl moiety is a linear or branched alkyl
group having 1 to 6 carbon atoms such as [{i1-, 2-or
3—)piperazinyl]meth§l, 2-[(1-, 2-or
3—)piperazinyl]ethyl, 1-{(1-, 2-or

3-)piperazinyllethyl, 3-[{(1-, Z2-or



[ 0244] Exanpl es of the phenyl |ower al kenyl
group include phenyl al kenyl groups whose al kenyl
noiety is a 138 linear or branched al kenyl group
having 2 to 6 carbon atonms and which have 1 to 3
doubl e bonds such as styryl, 3-Tsenyl - 2-propenyl group

(trivialzn LGLE |_group),. 4-phegnyl -2-butenyl,
4-pheny|ésﬁagm%%%gﬁﬁpﬁnggﬁgén%lL(-pe t8hyl ,

5- phenyl 3-3ympigriranyhyl Bucphenyler &-hexegyl ,

6- phenyl - 4- hexenyl , 6-phenyl-3- hexenyl,

4- phenyl 31 Bosgeatiehpentahd &-lphenyk-dr 3, 5-

hexatri enyl .groups. [.0245] 10Exanpl es of the

ani | i nogglar)ﬁ’&%ﬁfa?%%lgﬁwlﬂ briotpmRRPeh drdy Lhavd o
'°Wer5a'M!piﬁé%@irﬂﬁ}%tﬁ#??té-%%%ﬂ 199—531‘2,9?69 I ring

i ncl ude ani | 1 nocar bonyl af Kyl™ groups whose ‘afkyt noi ety

is a |ireapiperdranahedopykyl(1gmetRyhayingslot o 6
~carbon 15 atonms and which may have 1 to 3 linear or
br anched "dPEPFLR7F W4 mabiy Ing 2t [RoehylariBon atems as

substitye ; ring such as
anilynpca? %ﬁgﬁﬁ%t &F?gg%La%iF?n%%ﬁpﬁﬁﬁ§ret?ﬁﬂf .
1-ani i BegpLborydiatNyéchyd, 30ibLlnacarpoaykpropyl. o s o,
4-ani | i nocar bonyl butyl, 5- 20 anilinocarbonyl pentyl,
S'_ an]itqhi ﬁoéamgﬁgnine&y%qom},u; r4]“1[2-bzut'ylt— rﬁ 11, oA 5-or

i me - 2-ani | inoc onyl e ,, 2-me - 3-
aniIingéafgkﬁﬁﬁﬁgﬁ8§$[PUt§&' 5~¥1jlsobutylz(2—, 3-or

.- (4-met hyl g ddnoe thy},_ (1. 2-0]
2- (3-net hy é%iIingggﬁﬁ%ﬁ%ﬁ?eghgﬂ,mggPEi-(l » 2-or

met hy| adf1pirecazbonypRpepy| 6- lt-(2rc2butyl- (2-, 3-or
et hyl ani | i nocar bonyl ) et hyl, 4-(3- '
et hyl anf TARGCEPRORY] Msawyl | 1 Sl{dimethyl-2-[4-pentyl-(1-, 2-

et hykani | inqg | ntyl, 6-.(4- .. ‘

isoprogé ég??§h§%%¥ﬁ%ﬁjﬁ§%%%y“?’%Tf}ﬂ??ﬂﬁﬁfﬁffz-f?% S-or

139 butghaipkiraocaiiaayhy el i, o, 8~ FBLIM A~ (4=, 4-or

pentyl ani | i nocar bonyl ) propyl, 4- - .

hexyl ant1)iripeas borwll Imethyl, @hdd2-[4-(3,4~

dineth%lanilinqgarbon | met hyl, 3, 4- :
ethylenedioxybe zyl)—?&—, 2-or 3-)piperazinyljethyl

groups.

20 [0247]
Examples of the amidino lower alkyl group
- which may have a lower alkyl group as a substituent
include amidinéalkyl groups whose alkyl moiety'is a
linear or branched alkyl group having 1 to 6 carbon
25 atoms and which may have 1 or 2 linear or branched
alkyl groups having'l to 6 carbon atoms such as
amidinomethyl, 2-amidinoethyl, l-amidinoethyl, 3-

amidinopropyl, 4-amidinobutyl, 5-amidinopentyl, 6-



5 di et hyl ani | i nocar bonyl net hyl, 2, 4-

di net hyl ani |i nocar bonyl net hyl, 2, 5-

di met hyl ani | i nocar bonyl net hyl , 2, 6-

di met hyl ani | i nocar bonyl net hyl , and 3, 4, 5-
trimethyl ani | i nocar bonyl met hyilgzgr oups. 10 [ 0246]

Exanpl es of the piperazinyl |ower alkyl group which
" may ha@midﬁn¢h?hﬁlpikx%*éimﬁﬁﬁxﬁ12gamad%ﬂﬂﬁﬁﬂyﬂue%tmethyl 3-

selected fromthe g tin

gr oup ‘gﬁ’o"Lé’ BR8RYT INg&efll‘g?‘ijwslam i %hé’ﬁ ta&fave a
15 | ovgn Al LRDeM PR oupR- (@Sm@tﬁ*ﬂih%ﬂdl%%@tm [t e (n-
phenyl ring include p|pera2|nylalky groups whose

al kyl etigtapidsna) propedr of(bbmapchgﬂlmﬁqimogpml 5 (N-
having 1 to 6 carbon atons and whic

p|péra&|Rﬁ?qﬁlﬁ@1dHP9h?egt§{WHﬁ|(Fu8n?§x%ﬁﬂW§€ﬂBHF?Tﬁﬁﬁ tﬁgd
group c f gﬁgped al kyl

group aV|%§§i $dg%“§§P %%ﬁgﬁ%%€92n§fa phenyl al kyl
group wsiagh may have a |inear or branched

al kyl enedi oxy group-having 1 to" 4 carbon atons as a
substituent on Emmhﬁényﬁ ?h%@aéihazﬁ?\h@séﬂé’lui?y‘ﬂhw ey

is aljnear or bra al kyl rou vi.n 1 to 6

o BorBitors LelEh BT Frouh ot 2t SHbL RNl B
2-hol- cax_%a(yblé }ﬂﬁé)%rn%éhaéflda%tﬂaﬁblyﬂ- &ﬁoh‘p-s ahﬂéh may have
3-) pi perazinyl]ethyl, 3-[(1-, 2-or

3- )plpEHaanyhbﬁmruqﬂ brén¢ied alZybrgroups having 1 to 6

3-) pi perazinyl ] butyl, 5-[(1-, 2-or

3- )p|p@qgggnn?p?@%rﬁ%”sub5 f¥qgnt5208rthe carbazole ring such
3- )plper i_nylL] hexy thyl-¢ or

3-)pip B a |hyk%et 4r ) a&a€%#2%l§¥ (inéégyﬂ A0 2, 3 T
3-) pi pﬂ)&ﬁrﬁﬁﬂapfp,p)d-etb}l-mﬂt—hy|2-,(?‘-or FIQrarbazolyl, 1-
4-) pi perazinyl ] methyl, 2-(1-ethyl-(2-, 3-or

4- 1pi peradi- ﬁ?kle$hwl4-.15f4-@n'oﬁyh-ﬁﬂpr 3?’@ﬁrbaZOlyl 2-n-
3-) pi perazinyl]ethyl 3-i opro or
10" 6- )Piptazt nyl:jprélpylg - %I )farbgzmﬁl %n

6-) pi P&I 'QXL]QﬂLyM— ,o5L1- $SOQUtyb &2 9)%%95azolyl 4-n-
4-)pi perazi nyl ] pentyl,” 3-(4-rmethyl-(1-,” 2-ok

3-) pi pesraziiry L} propyl3-, 65¢1-a-er U-bugyd= (2-, 3-or

4-) pi perazi nyl ] hexyl, 1,1-dinethyl-2-]4- pent%l (1-,

15 or %>)C@r§éaalzyhy|ﬁ"§rh9w11@ 2 Ty 46357 417 8%or
5- pi_peraz 6-t4i hy 3 o A
295, S RREGRE LN I el Ty L8 YA 5.,

" 8-)carbazolyl, and 1,7,8-trityl- (2—_ 3-, 4—, 5-, 6-,
7-, B-or 9-)carbazolyl groups.
(0249] '
Examples of the amidino group which may have
25 a lower alkyl group as a substituent include amidino
groups which may héve 1 or 2 linear or branched alkyl
groups having 1 to 6 carbon atoms as substituents sﬁch

as amidino, N,N-dimethylamidino, N-methylamidino, N-



nmet hyl enedi oxybenzyl)-(1-, 2-or 3-)piperazinyl]ethyl
groups. 20 [0247] Exanpl es of the am di no

| ower al kyl group which nmay have a | ower al kyl group

‘as a substituent include am dinoal kyl groups whose

al kyl nDiety is a linear or hmanched al kyl group

having 1 to 6 carbon 25 atoms and which nmay have 1 or

2 i ne@rhsdrambdamh@ﬁ-napkypylgwm@pgohaNnrrr@uH%@mesh@ép b¥T -

at ons such _as nldlnone an1d| t.h

o iR TomSh AR g eI anidino,
5-am dé&?@:eﬁuhylﬁr et%§1aﬁmlqionebsayé

1, 1-di met hyl- 2-am di noéet hyl, 2-nethyl- 3-

am di nopropyl, Bkahpdiesethytleniptienphetdwer, alkyl group
2- (N, Ndi rrethyl am di no) et h I 1- (N-net hyl_am dj no) et hyl ,

3- ( Ret HHish E}Fﬁd}%pﬁp £ (Hﬁ-eﬁybrﬁ’p%'a% &P nd) pr opyi

5- (N
6- EI\I— nﬁﬁ%tel%g%nx qﬁgggﬁeﬂt% the group consisting of a

(N'nEtfﬁ“@ﬂ“a@kﬁyéﬁﬁﬂﬁ%&@oéfﬁﬂﬂnﬂndgﬁOLWMbr bQR4B} group),
Exanpl es of the carbazolyl group which may have a
| ower Eiddyidegr @lﬂlpa%taogubsttiﬂeuéhw%rﬂeﬁl%ﬂi@d d%h%‘é(iol e

ring i clude bazo ups c aye 3

li near Qﬂeerégg y|gEﬁQ£}§¥Q%£V rou O%ed%ﬁ

atQﬂB ﬁgié%§b§5|£LE%Hé%rOBrtﬁ?%ﬁ%@@Qaéﬁﬂﬁi f&BGpsﬂgﬂid%Sl to
(1-, 2-, 3-“or 4-)carbazolyl, -9-nethy 2-, 3-or

4- )cara)a:imibph aBengd h)ahd(ﬁh;ckﬂmayshmver))cahbaafmrwl ring,
15 ethyl-(2-, 3-, 4-, 5- -, 7-, 8-or 9-)carbazolyl,

2- npr o%)ﬁlo élsub%tlt“&“tSSSel%:tEdSfB‘Pm Q‘Zk)ecﬁFB‘éQ gfqpsisting
3- nbut

- npen (g[ihegﬁ or ?raggheé()alk@.}tang%]%’xrﬁg TR azlg?élyl to
- 5-n- hﬁxﬂﬂrb6ﬁ atéhs add,-adtindr, of-bré&hdied2@lkoxy group -
9-)carbazolyl, 6,9-dinethyl-(1-, 2-, 3-, 4-, 5-, 7-or

8- Jeartzazobyl, tand qarboa afdmsy| spgh a3, 44 5-, 6-,

- S_égfhy%ekggrggygg gﬂ?%P%rlmethylenedloxybenzyl 2-
{2, 3-ethylenedioxyphenyl)ethyl, 17(3,4—
trimethylenedioxyphenyl)ethyl, 3-(2,3-
tetramethylenedioxyphenyl)propyl, 4-(3,4-

20 methylenedioxyphenyl)butyl, 5-(2,3-
ethylenedioxyphenyl)pentyl, 6-(3,4-.
trimethylenedioxyphenyl)hexyl, 1,l-~dimethyl-2-{(2,3-
methylenedioxybhenyl)ethyl, 2+methyl-3~(3, 4~ '
ethylenedioxyphenyl)propyl, 2-methoxybenzyl, 2-(2-

25 methoxyphenyl)ethyl, 2—]3—methoxyphenyl)ethyl, 2—{(4-
methoxyphenyl)ethyi, 4-methoxybenzyl, 1-(2-
ethoxyphenyl)ethyl, 3-(3-ethoxyphenyl)propyl, 4-(4-

ethoxyphenyl)butyl, 5-(4-isopropoxyphenyl)pentyl, 6-(3-



[ 0249] Exanples of the am dino group which may have 25
a |lower al kyl group as a substituent include am dino
groups which may have 1 or 2 linear or branched al kyl
~groups having 1 to 6 carbon atonms as substituents such
as am di no, N, N-di net hyl am din®, N-nethylam di no, N
142 et hyl am di no, N-n-propylam di no, N n-butylam dino,
" N-n- peneyyRimrdilnbez N n-héxgiaeiiyte, (4-

N, N-di et hy] am di no,  and .N-net hyl - N-et hyl am di no
groyp§@nE¥£. é&?ngg)?%h?ﬂphggvfgﬁ%ﬁﬁgr(glkyl group 5
(Mh|cjﬁe§9¥o£§ﬁﬁﬁmy9?p£$5§ﬂ?h@UXLdfﬂéﬂﬁox}béﬂzﬁih 3,4-
substituents sel écted fromthe group consisting of a

| ower dakkipbenesizely 2rpufimanbosydemesi , al koxy group),
include, in addition to the above describggéphegyl

| ower GPRYPOHLEHEEL . phePHEPKYPRBES WSS 4F Ry 10
noi ety . i r ched al kyl group having 1 to
6 car%5ﬁ%g©gﬁgﬁ%§%39W%$%ﬁ%ﬁay have, on the phenyl

ring, (bz2t@; 3 substituents selected fromthe group
consisting of a |inear or branched al kyl enedi ox roup
having 1 to 4 &ebppheatdmihandiredszies %ﬂbQﬁ@éﬁgﬁ%d

a1 Koxy QL oHn 10 oKL 10 L1 a6 S P 0B SN e PRy, 1

3, fig t et AWl ANQALAXY RENZYk ed2from the group consisting of
(2, 3- et hyl enedi oxyphenyl)ethyl., 1-(3,4-

t ri metshphemedilexygpheiiyl) etrbyp, (Brilch, Bay have, on the

t et ranet hyl enedi oxyphenyl prQEyI, 4-(3,4- 20,

net hwp@ﬁ@ﬂ} o@éﬂﬂheﬁy 9b?tjts)).||2cv,st5_leez}t§_'selected from the

et hyl enedi oxyphenyl ) pent_yl = (3045 s

e e eRa e O sy RATS Pt (rdiignedipey spopp gpd o
met hyhiepedi oxepiegyblet hla, a2gyrriyhy lodef 3a¥eyl group -
et hyl enedi oxyphenyl ) propyl, 2-nethoxybenzyl, 2-(2- 25
mel hoxyphedsy IDigehgk ingl (Bbsbi hotahivsayl ) eggups ghggh may

met hoxyphenyl ) et hyl, 4- et hoxybenzyl, _1-(2-. .
ethoxﬁﬁﬁ%ny%)éﬁﬁyg}p%ﬁ??%ﬂgtﬁb%?pﬁe%?ﬂfp?éﬁﬁﬁftgfpfi-
gf?g?%@@ggﬂgak¥yaﬁlthé'éf%ﬂpsegﬁ§4%¥§$@h%@y£)ﬁﬁﬂﬂyihlkyl
group whose alkyl moiety is a linear or branched alkyl
group having 1 to 6 carbon atoms (and which may have,
20 on the phenyl ring, 1 to 3 substituents selected from
the group consisting of a linear or,branchéd
alkylenedioxy group having 1 to 4 carbon atoms and a
linear or branched alkoxy group having 1 to 6 carbon
atoms) and a pyridylalkyl group whose alkyl moiety is a
25 linear or bganched alkyl group having 1 to 6 carbon
atoms such as 4—(3;4—methylenedioxybenzyl)—(ln, 2~or
3—)piperazinyloxalyl, 4-(2-, 3-or éwpyridylmethyl)—.

(1-, 2-or 3-)piperazinyloxalyl, 4-(3,4-



143 but oxyphenyl ) hexyl, 1, 1-di nmethyl-2-(4-

pent yl oxyphenyl ) et hyl, 2-nethyl-3- 4-

hexyl oxyphenyl ) propyl, 3, 4-di net hoxybenzyl, 3, 4-

di et hoxybenzyl, 2, 4-di met hoxybenzyl, 2,5- 5

di met hoxybenzyl, 2, 6-di net hoxypenzyl, and 3, 4, 5-

~ trimethoxybenzyl groups. [0250] Exanpl es of
“the pigieranbrybersiistitut tooxat yiingreapnwhbe viay 4 -
have, .on theh$ ﬁﬁl zlne rin % 10 to 3 substituents

sel ect &d 3rPEHY ?5¢+rg 0P%a phenyl | ower

al kyl gnoy e£¥%&ﬂ¥10§§¥yﬁawﬁ43°@ 4 1RheRYbx fdtdy 1l EEL

3 substi uents sel'ected from fhe group conslisting of

| oner &ldeyBenethararigybomland &-[Dwer-, aBkoxyd-gr oup)

and a pyr|d¥ | ower al kyl group 15 include plpera2|nyl

sub8t imvrieyl byl -4 oupd khPc P HRAF AF&PEL O Hihe 4 3

pi per azj ne ring, i tuent el ected fromthe

group th|s?|ngF3F18Y§H§h?§%I&§I jfgép whose al kyl

noi et y3d)pigetd DRI 0RE1PT anGhedi alkyl 3geeup-having 1-to
6 carbon atons (and.which may have, 20 on the phenyl
ring, p]yrtldme@LItxslt)|-t(ment%“ogeﬁetpmﬁﬁarzeﬁﬂ%%ahﬂoué (3,4~

consisting.of a linear or br nch d al kyl enedj ox ou
Roa St R P N ALl SR SR Ll o
al K@XycllgrOé'poPaé’J)%QpérA&r@l%%??P Al QMB) 3800 & (2-, 3-or
pyridylal’kyl group whose al kyl moiety 1's a 25 I'i near

or bran@heddﬁdﬂeﬂhygnGupbluﬁHOEQBJJﬁipdia@&hbtmxaﬂyingroups
such as 53 4- et hyl enedi oxybenzy1)-(1-, 2-or
3-) pi p&2azi nyl oxal yl, 4-(2-, 3-or 4- pyr|dylnethyl)

(1-, 2-or 3- )D}?e%%&'ny|94§§y ano(éﬂﬁgtlF% Howei alkyl

di met hoxybenzy |pera2|ny

(2,3- byl enedifxy Qﬂgéﬂﬁ 1( §roups Qhose alkyl moiety is a
3-)pig§%a§inyloxalyp §r4 et hyl enedi oxybenzyl)-(1-,

2-b% 31)1phpe¢1az;inayllcbgal aﬂlhquE:ng( haviggoil e &% carbon
era2|n

gyfls%ftlogéhﬁ:wm %Fwsﬁrgﬁ?{g&w (qyancs? EhyE 7 Yicyancetny,
o PSSR ol Rl s Siltptiegy o,
met hy|d§raﬁdh@ﬂ(});ljherlz)ll)i;r4et(l‘@rl 23cpa[ndb—tmyﬂl,dyﬂ1direzt—hmlt)1yl 3~
cyanopropyl groups. '
20 [0252]
Examples of the 5-to 7—membered'éaturated
- heterocyclic ring formed by binding R*® and R¥ each
other, togethef with nitrogen'atoms bound to them, '
through or not through a nitrogen atom, an oxygen atom,
25 or a sulfur atom include pyrrolidinyl, piperidinyl,
piperazinyl, morphoiino, thicmorpholine, and
homopiperazinyl groups.

[0253]



10 (1-, 2-or 3-)piperazinyloxalyl: and 2,3,4-tri(2-,
3-or 4-pyridylnethyl)-(1-, 2-or 3-)piperazinyloxalyl
groups. [0251] Exanpl es of the cyano
~substituted | ower al kyl group include cyanoal kyl

groups whose al kyl noiety is4@as15 |linear or branched

al kyl group having 1 to 6 carbon atons such as

- cyanonet hyl , 2-Bxsapdet hyt ,the Syanmodtdmglnbered saturated or
3- cyanopropyl 4- cyanobutyl, 5-cyanopentyl, . 6-, 14
cyanoh@agtirated (ﬂﬁeﬁéfﬂ%lc%‘cc)?éﬁﬂef‘?ﬁﬂed B%gobjildrfé‘tgh% gnd
cyanopiopyl .0

t he 5- %%Ch éggggdté%?%?é?é%“ﬁ%?é?%@%ﬁ?|a56@?ﬂgﬁ§gf%gd
by Dbi l'tdielﬁlg Befouyhd oR3do eagircdbhes , nitaggehestom,t kn oxygen
nitrogen atoms bound to them through or not through a
ni t P ocpsiemat ema @rﬁllé)éyg@‘ﬁplatl@mlqu bre:d-4ubflr atom

i nclu rrolidi.n peri di |pera2|n

ror phalASeE s G ghel hov ettt BepeL

gr 0Up591p£93§§t1y1 14Brpholino, thibX&PHAINGf the 5-to
10- menber ed sat urated or unsat urat ed het erocyclic rlng

f or mechdmppbpenti igryR] 4hamap iR@rédthy bt rddazobydimydr with
nitrogen atons bound to them through or not tqﬁough a
N 1 1 ogler?- 3t Brite RNBAY GRR S'a o RY TET Y4 +< BY FRFOLH

I n?b Udﬁud}ﬂag?f’y]g, 5e?>|yapgi(?r®/1dr QQXﬁitﬂz@l@%l

pyrroll perazi nyl”, nof phol i no,

t hi owo.{nﬁlaekbnwldyqrmmpﬁf@zmaym, heympiopeaitynyIL, 2-
thiazolidinyl, 1,2,5, 6- tetrahydropyrldyl p¥rrolyl

yrazcﬂ%ﬂydrqgwnnﬂmiazéb?fdlhyq$?ﬂﬂb$¢#ﬂﬂ

Lz)ylr;nzg'ia}?zg:ahij&oqflgo dith %Tdﬁd% -‘aﬁﬁipggy%zr&lsgguinolyl 1,2-

1, 2- di dyy %98%5@1&' ’lyi; 1ﬁ)tlcﬁylt elé@ﬂbﬁﬂﬂ?ﬂw ndonliny1,
1, 2, 3, 4-tetrahydroi soqui nolyl, 1,2

dlmsdrxndmnqultnyhu 3, ﬂHdtﬁyd:o“Qﬁelﬂkkﬂqﬂzpoxﬂzhﬂyhnﬂ3 445
I soi ndol i'nyl, 4- di hydr o- 2H 1, 4- benzqQoxazi nyl ,

di hydré-hopre- wﬁeﬁzéﬁﬁzgtsz}qzmlﬁwnylr 416eﬁ‘%16’f‘?ﬁhaiflzﬁwl

3etrahﬁ&ﬁgggﬁﬁ%q£%§ﬁkg§,%%ggﬁgpg%fghydréphthaIazinyI,

1, 2, 3, decrah @@ @ui ARZ 01 1,113, 41t @era?@drophthatazinyl,
dihydroquinoxalinyl, 3, 4-di hydr oqui noxal i nyl, 1, 4-
dihydﬁbquBn@x%ﬁﬁn@ﬂyerqumﬁd?}dn&éirﬂuﬂﬁ nyl, 1, 2-

O B R o & B YRGB B 125
'ndaZO&lxﬂydrbw%@J 191, %@%ﬁh%f&&(@»oai@pcwlz 3-
- dihydrophthalazinyl, 3,4-dihydrophthalazinyl, 1,2-
dihydroquinazoiinyl, 3,4~dihydroguinazolinyl,
indazolyl, indazolinyl, 6-azabicyclof3,2,1l]octyl, 3-
25 aza—spiro[5{5]undecyl, and thiazolidinyl groups.
preferably, R! and R*®, together with the nitrogen atom
to which they bind, bind to each other, directly or.via

a nitrogen atom to form a 6-membered saturated



25 aza-spiro[5, 5] undecyl, and thiazolidinyl groups.
Preferably, R1-4 and Rm together with the nitrogen
atomto which they bind, bind to each other, directly
or via a nitrogen atomto forma 6-nenbered saturated
146 heterocyclic group. Most ;pgeferably, they include
pi peri di nyl ‘and pi perazi nyl groups. [0254] Exanpl es of
t he phiesgdrdcouiic ajdoopy gioip preifacikide phenyirallledgy
groups ‘whose al koxy moiety is a |linear or branched

al koxyPHrGupiAsY iy PiPer & il b8RO®DNs such as

benzyl q@@4 2- phenyl et hoxy, 1- phenyl et hoxy,

3-phen§ pr&poxy, 4- phenyl but oxy, 5- phenyl pentyl oxy,

6- phenyl hexyl oXgxambldsdbireidyy bhenyl Ot phenylsdhoxycuand
2- met hyl - 3- phenyl propoxy groups. .[ 0255] ) _
Exafpl| eclofdet heermptiadybxy ubstipsurbest cier=8| R3Aetyr a6p2
which has 1 or 2 phenyl groups which may be

Substi Lt 6 PPN eI g=iap vy §%o 6 caxbon
subst i fuent SulR Seheatefofy oM bhengrauRxGpnsi sting of
a | ower al kanoyl group, an am no group I ch may have
a’ | oweshalyianbyty grioupeasl @rapolbst | 4 tEwnylavtowsr 5-

al koxycarbonyl . group, a cyano group, a_nitro

e T T i Tl T e

whi ch ' hal 0 i, t -
R e T e R S o
substi topeysty, a phenyl | ower al koxy group, a hydroxyl

group, and a | ower al kyl enedi oxy groups; and which may
have a pyridyl Zpampdesncf Herd pheryh| sHstdEvigd ilverdde

in additiqn to the . i bed 25 phenyl |
Al Kyl S aEohARyns B8 § Cit SdPARY) PORps RHTCRY e
have llsmstatggﬁygfs £WBI SheTRY B8y SWPs! i1t Ubed Qbdihuents

phenyl ring wt to 3 substituents selected fromthe
gr a8p srRitsti ficproftha bragarcomsistiyg brfanc hedenladl&aogll
group having 1 to 6 carbon atons, an am no group which
may heAOUP: ofD 2NineegFOR BHgHcHed B ¥earoy PV el Gifenoy?

havi n-ggrloL}poag gasrutfa%@lgsglm.s, % 1ower alkoxycarbonyl group, a

cyano group, a nitro group, a phenyl group, a halogen

a

atom, a lower alkyl group which may have a halogen atom
20 as a substituent, a lower alkoxy-groﬁp which may have a

halogen atom as a substituent, a phenyl lo@er alkoxy

- group, a hydroxyl group, and a lower alkylenedioxy

groups; and which may have a pyridyl group on the lower

alkyl group include in addition to the above described
25 phenyl lowe; alkyl groubs, phenyl substituted alkyl

groups which have i or 2 phenyls which may be

substituted on the phenyl ring with 1 to 3 substituénts

selected from the group consisting of a linear or



substituents, an-al koxycarbonyl group whose akloxy 5
nmoiety is a linear or branched al koxy group having 1
to 6 carbon-atons, a cyano group, a nitro group, a

- phenyl group, a halogen atom a |linear or branched

al kyl group having 1 to 6 ca?ggn atons which may have
1 to 3 hal ogen atons as subsftituents, a |linear or

br anchgdintfedl KRaynogl Ogpodiaargnd 1 aob6caatiom atoms, an
whi ch may have 1 to 3 hal ogen atons as substituents,

pheny | aatikox yrepro s chpre teaweo%ymfm% diferE Fﬁrﬁaﬁ?e%r
bra”Che al K ng%cg,gwﬁ?@%‘{ ing. g Lo 8 s QQ@@ 2478,

hydr ox&! §red THEA 6P Brahats ernedloxy

group Jpdhaviags b élmm&bahprrsgmmu Ghosmykhaxe a
pyridyl group on ‘t he al kyl" group, and whose al kyl

MDi Bt yndi®tg L& nedrinerrbearvhedhat kydkogvoapomBiaygng  o-°

iy ey nopgnd S, s (Resd Sk /LA

lldl4f|u hy,lillgoob hed alkyl group
phenyl %%gb 98$3ﬁ£tﬁ For 3. ranene !

met hy!| m@@oxyb@rszydarbam Jaeintsy b:emadlrmyybe'mzyl o3 34-
tri met’hyl enedi oxybenzyl, 2,5-difluorobenzyl, 2, 4-
dlf|u0h&ﬂmgﬁ2yatOM§ @5d§ﬂp%ﬁﬁ§ﬂ9§ﬁ§y|a linear or branched

3, 5-di fl uor obenz i flyoraob vl

3- @Plf?%ﬁﬂ%¥ﬁgfﬂV¥ﬁﬁﬁi9P g‘magchrsgfﬁgfgﬁew (?beagyhave
4-trif{ yQr anpifwldientdhs 2 duvdireidig/bengydnylalkoxy
3, 5-di net hoxybenzyl , 2-chl orobenzyl, 3-chl orobenzyl,

4- chl ogmh@ezyhose?-armhylﬂa@xmwl is3a hmehiyrl bérizlgﬁmhed

4- et hyl benzyl, 3, 4-di net hyl ben zy

di met Iﬂﬂ%’é‘ﬁz?f—ou@ g RBx Y b A I°2 éomﬁ?BB%yb%ﬁPgﬂmX

CyanOberl%é %¥§H%£SEZ¥£ Sinthal £¥¥F§éhedﬂoxy group
nethox ZyF | or enzyl di chl or'obenzyl ,
2, 95dighligohens yd ,ca:ibér}daﬁhﬁscr @be'alzyn\ay BaGe a pyridyl
groﬁp on the alkyl group, and_whose alkyl moiety is a
linear or branched alkyl group having i to & carbon
atoms, such as l-phenyl-1-(2, 3 or 4-)pyridyl methyl,
1,1-diphenylmethyl, 1, 1-di {4-fluorophenyl)methyl, 1-
20 phenyl-1-{4-methoxyphenyl)methyl, 3,4~
methylenedioxybenzyl, 3,4~ethylenedioxybeniyl,.3,4—
trimethylenedioxybenzyl, 2,5-difluorobenzyl, 2,4-
difluorobenzyl; 3,4-difluorobenzyl, 3, 5-difluorobenzyl,
2,6~difluorcbenzyl, 3-trifluoromethylbenzyl, 2-
25 trifluoromethylbenzyl, 4-trifluoromethylbenzyl, 3,4-
dimethoxybenzyl, 3;5—dimethoxybenzyl, 2-chlorobenzyl,
3-chlorobenzyl, 4-chlorcobenzyl, 2-methylbenzyl, 3-

methylbenzyl, 4-methylbenzyl, 3,4-dimethylbenzyl, 2,3-



5 di chl orobenzyl, 4-fluorobenzyl, 3-fluorobenzyl, 2-
fluorobenzyl, 4-nitrobenzyl, 3-nitrohenzyl, 2-
nitrobenzyl, 3-trifluoronethoxybenzyl, 4-
trifluoromethoxYbenzyl, 2-trifluoromethoxybenzyl, 4-
met hoxycar bonyl benzyl, 3- netqgéycarbonylbenzyl
-text- 10 butyl benzyl, 4-ethylbenzyl,

- | sopgamtrieBaytyl 42—1?(8{}&@%&12%1 ob-aenpyybenzyl, 4-
- (4- met hoxyphenyl ) et hyl , 2-(4- quorophean)ethyI
(4 chyoragsheny| )Zertqyynobelzzi(la 38y jethyl,

(4- h |
Sl BRhyBBROYL . it APV A dsdistorobenayts
- (4- npthoxyphepladuny! 3, 4?—414:_1116%1%'&@16;@1 éet hyl

-tert-but oxycar bonyl benzyl
chIﬁrodfbhmaﬁbbxybﬁhzykflﬂezuhﬁnﬁwan1ﬁtﬁﬁyﬂzybenzyl 2~

4-nitro-3- methyl benzyI 4- hyg;’éygf&%enzyl 2-

3- hydr BXypeReprylo-4

4-tert r | hbenzyl

4-piva?agf gﬁz?? %tfﬁééggﬂﬁ%%ﬁéﬁgﬁ€ﬁ%]' 1-(3-
DVODIOfwdﬂﬂmamwhéfﬂdﬁﬁbenByIZ iﬂﬂn¢ﬁyhptmngﬁhppyn¢gdyl 4-

4- (4- pentanoyl phenyl ) buty

5 (3 mmmcpnbml)}qggﬁyw 3—6uethoxycarbonylbenzyl 4-tert-

t r it écg}f' @%ﬁgyigﬁﬁt%y%%%%l %I %gé{%)ﬁfégzﬁ o

di acetﬂéﬁnﬁwbl@ﬁp@adben%yi4 zarm;nﬁehsawﬁrﬁhwbetwl(,sz (4-
prop|onylan1nophenyl)ethy 3-(2-

but yr yf himmpbheny] 9iqhydpyL+ (M—c(lﬂ-orophenyl)ethyl 2-(3-

ent anoyl am no) phenyl butyl, 5-
?hexan%%#%ﬁyﬁa)ﬁglémyt)hﬁén%/% (methylphenyl)ethyl, 4-

6 N- N exyl -

( rwlf gE?g Z:J“é g?nﬁn : e%}&;}?ﬂ%metbyl -4
2 IIBt hﬂ:lté’ob@%zéﬁ 4—t(rezl—aéew;k@nerm@pmemwl),przemylr 2-(2-
5 et hoxycar bonyl phenyl )ethyl, 1-(3

propoxww%hﬁi@hyhphkﬂﬁhYﬁetﬁyﬂ?rﬁhhﬁ$9xycarbonylbenzyl 3-

EEQ;?”O; %}a{%% Bﬁ %F%Q{opﬂ}/—qfoce%ggzmlnobenzyl 4-nitro-3-

di met hoxueas hemyh)loemat 2v16- 63nfdfoxyb@nzyl, 2-
tr|etngycaF%g%¥%ghenyP%he§§ ng 1- dlﬂ%tﬁ?& 32%4

butoxyngﬂﬂnxybbphg&nﬁ4~ebhy+buﬁynnﬂbhyzy3, #-benzyloxybenzyl,

13- YNy Pyettly| B S Tar Ay Byt (4. (2-
Cvanophenﬁﬁ%ﬁwéx{my@ (fﬁgimo@%%xp&fﬁﬁéﬂmsr.&ﬁyz A2 (4~

cyanophe het hyl

di cya hbyy1) bat el hy—].{-ﬁ*l‘(e%aﬂoﬁlphenyl) pentyl, 6-
trlcyanophenylgprop 2-(2-nitrophenyl)ethyl, 1-(3-

n|troph%r%ﬂdp@phyylPHEHQAJh¢¥Y¥n3Hedyﬁ}E?ER§A 2‘42 $.6-

ni trophenyl ) but tyl, 6-(4- 20
11 1 OpWETAASEHORYPAY Y St P et FORE R (3o g5 & ‘

di tr t h; -1 n e r mleT
R i P i eis A
phenylpfﬁﬁ@dﬁ&&bhyhopﬁény4%phﬁﬁyJﬁhﬁﬂyl)propyl 4-(2-

phenyl phenyl ) butyl, 5- 53 phenyl henyl)pentyl 6-(4- 25
phenprlhfexfﬁMl)aﬁészwhewl PEPREt hy -3 2, 4-

di phen hen e 3(2,4,6-
triphe%3$ %Tprd fﬁ%yg$%g¥#1uorophenyl)ethyl, 1-(3-
bronnphenyl)ethyl 3- (4-i odophenyl) propyl, 4-(2-

bbwl\)l\)l\)bh



150 bronophenyl)butyl, 5-(3-chlorophenyl)pentyl, 6-(4-
br onophenyl ) hexyl, 1, 1-dinethyl-2-(2, 4-

di chl orophenyl )et hyl, 2-methyl-3-(2, 4, 6-
~trifluorophenyl)propyl, 2-(2-ethylphenyl)ethyl, 1-(3-
S propyl phenyl)ethyl, 3-(4-byyyl phenyl) propyl, 4-(2-
pent yl phenyl) butyl, 5-(3-hexyl phenyl)pentyl, 6-(4-
trifl ugraneblyhphemtenhexydntyl, 16d[Wﬁﬁd@¢leNf2

di met hyl phenyl )et hyl , 2-nmethyl-3-[2

tri (trpzfqm@mmhwahsﬁéhmwlop% %m(efhyioz (3,4~

et hoxyphen 3- phepyl,) ethyl, 3-(4-
butoxﬁ%ﬁ@ﬁéP}g % Vﬂ%li prengégogyg%é%sl)butyl 5- ( 3-
hexyl %ﬂ;@&%&ghé@ﬁ%@ﬂen @nﬁf’opyl 2-(2-
trifluoromethoxyphenyl)hexyl, 1,1-dinethyl-2-(2,4-
dinethﬂﬁymbeayb@&ﬂlgﬂepYZ)ﬂ@uﬁy113(§2 4,6- 15
tri(trifluoromethoxy phen rop I 2 (2-
bengylEﬁﬁﬁﬂ%§ﬁ§F A eni %ﬁl -

phenyletJL %L?Q% 49ﬁ?HXL¥%f%AS%Fi3 4- (3~

phenyl

pheny!l Mﬂb&k}zﬁheﬁf}‘rﬁﬂ@h&ybl) k’ﬁrt[y3 ( 5- (2.04—
phenyl pentyl oxy) phenyl ] pent yl

phenquheuquh@xyszpmwl éRer)pePtl’-ldl ﬁe&%y“ﬁz (2, 4-
dib ph
tllggﬁ ﬁﬁ en%ﬁ% %y?ylgFf%Mhygfoxyp enyﬂ)et

1- (3-hydhQu Eﬂsnﬁiar%tn xbetr%n(mzhmdfmmﬂfamyl)propyl
4- 25 (2-hydr oxyphenyl

5- (3dhy@l:rrﬁxgy|alaehyﬂlgm§hﬁllg pﬁ}py(lﬁ Ry @2 osaigptepheny ety -
1,1 t hyl- 2 4

2- met 'hgf L%*ycefznoah@nvlt)r%tﬁw giy‘%hgg P%’%ﬂ%{}’ﬁ’mﬁp}(% -
151 met hy I en -
o hy TSRS EIAN 5 8 YpehrAriroencis, et

triget B;Yérﬁ%@hsmww hpwwkath@lez 42, 4-
t et ramet hyl enedi oxyphenyl ) butyl, 5-(3, 4

nethyI@wmxhnmppphehy¢§qﬂ§nt?Tmewhn%334(2

S e e e, 1 T 10
met hylgp@ﬁaﬁfy&&@*ﬂ?@&/wlpr @méh S QuRhenPl phes@hl,y 4- they

i ncl ude substituted | ower al kyl groups which
may. 10iteomiehgt i butyed @H(Bheltm@thyhymp@wlt:hG (4-
group(sz as substituent(s), . sel ect g $n1the group
coR8i shitrprirenyl) Bowrl allk ARy tgr: % fh*ani no group
whi ch hav al qr Sg-a
SUbStI%ﬁ% Rro? eﬁgmggggyﬁ<ogégar gh;?qgrgu% a cyano

group, ¢ 2 i drcPhehPUPercbyld Phemphegivoppendl feahggent - (3-
atom a |ower alkyl.group which may have a halogen

at om ashenglyiienyl uethyl,a 3 dhepheREe Y HesP R oA~ iy
have a hal ogen atom as a eS stitu -
aIkoxypﬁ?%ﬂﬁ?hﬁgyﬁiﬁ?E&Vl ?gu%Pe%¥1 bnglaéégggl i

l'e ﬁi;%ﬁeg. RSxy120 1, 9288hethy1-2- (2, 4~ Exanpl es of
é%p EE%A mg?ya?iy g%oup ﬁ%lgk may have on the
pyrldlagpméﬁylphbnym)3Hﬁﬂb$2kt£ﬁhﬂk?3ﬁﬂzeét@d fromthe

O o setrontoraa o5 L2 o3 Y, 1- (o

bromophenyl)ethyl, 3-(4- -iodophenyl) propyl, 4-(2-



25 hydroxyl group as a substituent include, in
addition to the above descri bed pyridyl |ower alkyl
groups, pyridylalkyl groups which may have, on the
pyridine ring, 1 to 3 substituents selected fromthe
group 152 consisting of a hydpoxy group and a |inear
or branched al kyl group haV|ng 1 to 6 carbon atons
- Whi ch yreoba¥ey 1) By yv3, hyd(Dah1gEopipsnias psobgl i tardhts,
and whose al kyl noiety is a linear or branched al kyl
gr oup bnnmongeQY1khQ¥Y6rcér%ﬂﬁimﬁFbﬁ% %u%% é
[ 2- et ) p
[ 2- et rﬁ }a?’&ax) %h%ur"vo)?‘fq %Lhyl
yrﬂfh@ih%EBBﬂénng E§p§irnd @zetﬂylﬁﬁéa&l yethyl, 1-(3-
pyri dyl ] et hyl F propyl-(2, 3, 5 or
yrpxhﬁjﬂphhytl)étdyZTbafyq bu@BlpMBn!i)@FOREﬂr 4-(2-

ﬂé%y{l@%@%@% i el e tonchalpfhest. - W,
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pyrmégylbhypyényﬂJpbndyhet&yGPQ 14- hydroxy-(2, 3, 5
6- dyl]ethyl, 5-[2,3-di hyd 5

)y A beRes oL m%ylﬁyé?zﬁiﬁeﬁh po- 24
ridyl.] he 0 3i2 or 25
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)

)

)

)
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yri Aﬁl%&@?hfy)%ﬂe%ﬁ]gkéﬁmdrQWEHN') (4, 5 or

yrid t-ri (hydroxymet hyl)-(3 or

1,
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5-) pyrpishtibexyky) dadn2-1 1 bubylr doidet byl - (2, 3, 5 or

6- pyrldyl]|sogropyl 2-

me ﬁylplmsstpf-z sl@m;ra\eawwwj}) 6214365 or

p | 1,pro 2,4~
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pyrdifbléﬂdﬁbﬁi\fbhe@lq e[taymetmﬂetayl hydmxylrr&hyl (3,

4 or 6-)pyridyl]methyl groups. 10 [0257]
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dihydroxyphenyl)ethyl, 2-methyl-3-(2, 4,6~

trihydroxyphenyl)propyl, 2-(3,4-



15 groups having 1 to 6 carbon atons on the pyrrole
ring and whose al kyl noiety is a linear or branched
al kyl group having 1 to 6 carbon atons such as [(1, 2
or 3-)pyrrolyl]methyl, 2-[(1, 2 or 3-)pyrrolyl]ethyl,
1- [(1, 2 or 3-)pyrrolyl]ethylsg 3-[(1, 2 or 20
3-)pyrrolyl]propyl, 4-[(1, 2 or 3-)pyrrolyllbutyl,
[)(1 lzeTiryllgn)egWJFmT#In]Yﬁaéﬁﬂwl 6-[443~ 2 or
pyrrol yl 1 hexyl, 1, 1-di hy 1, 2 or
)pyr?Eﬂ@%%k@?ﬁé?ypﬁfn%é?ﬁgﬁ:% %(i3[
WW{Pir&Qt]hQFLQHé/chlox[ éhgﬁ%bﬁﬂro 10r4 {3 4-
-)pyrrolyl]fethyl, 5 2- et 1, 3, 4 or
)pyrtéﬂnthehhyénedhokSppemMgﬂb@iyl2 S4(30H-
-)pyrrolyl]lethyl, 3-[1-butyl-(2, 3 or
g5yr$?ﬂ§M1FB?6t®#YPh$nF%1Rﬁﬂﬁﬁ}h E1032- 4 or
-) Py
-)

pyrr 1 1 -
A A Gl 2194

pyrrﬁé’ﬂh\ﬁ!'l]eh@éiyéxy)btﬂayﬂl refchplmaehll -3-33t m met hyl - (4 -

5-)pyrrolyl]ethyl, and 2-nethyl - 3-
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having 1 to carbon atons such as

10 7- ).Jnmaeuaﬁols}ol .| Belbyted Z—;b(nZthﬂe Egr@upr consisting of a

lower alkanoyl group, an amino group which may have a
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lower alkanoyl group as a substituént, a lower:
alkoxycarbonyl group, a cyano gfoup, a nitre group, &
15 phenyl group, a halogen atom, é lower alkyl group which
may.have a halogen atom as a substituent, a lower
alkoxy group which may have a halogen étom as a
substituent, a phenyl lower alkoxy group, a hydroxyl
group, and a lower alkylenedioxy groups.
20 [0256]
Examples of the pyridyl lower alkyl group
- which may have, on the pyridine ring, 1 to 3
substituents selected from thé group consisting of a
hydroxyl group and-a lower alkyl group which may have a
25 hydroxyl group as a substituent include, in addition to
the above described pyridyl lower alkyl groups,
pyridylalkyl groups which may have, on the pyridine‘

ring, 1 to 3 substituents selected from the group



7-)benzooxazol yl Jethyl, 1-[(2
7-) benzooxazol yl Jethyl, 3-[(2, 4,5,
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consisting of a hydroxy grOup'and a linear or branched
élkyl.group having 1 to 6 carbon atoms which may have 1
to 3 hydroxy groups as substituents, and whose alkyl
moiety is a linear or branched alkyl group having 1 to

6 :carbon atoms such as [2—methyl—(3, 4, 5 or

6-)pyridylimethyl, E2—methyl—3~hydroéy~5~hydroxy

methyl—- ({4 or 6—}pyridyl}methy1,_2—[3—ethyl—(2, 4, 5 or
5—)pyridyl}ethyi, 1-[4-propyl-(2, 3, 5 or
6-)pyridyliethyl, 3-[2-butyl-(3, 4, 5 or
6-)pyridylipropyl, 4-[3-pentyl-(2, 4, 5 or
6—)pyridyllbutyl, 1,1—diméphyl-2—[4—hexyi—(2, 3, 5 or
6-)pyridyl]ethyl, 5-[2,3-dimethyl-(4, 5 or
6-)pyridyl]lpentyl, 6—[2,4,6—trimetﬁyl-(3 or
5-)pyridyllhexyl, 1-([2-hydroxy-(2, 3, 5 or
6—)pyridyl]isopropy;} 2-methyl-3-[3-hydroxy-(2, 4, 5 or
6—}§yridyl]propyl, [2—hydroxyf(3, 4, 5 or
6-)pyridylimethyl, 2—[3—hydroxy-(2,'4,‘5 or
6-)pyridyllethyl, 1-{4-hydroxy-(2, 3, 5 or
6-)pyridyllethyl, 3-[2-hydroxy-{(3, 4, 5 or
6-)pyridyllpropyl, 4-[3-hydroxy-(2, 4, 5 or
6-)pyridyllbutyl, 1,1—dimethyl—2~[4fhydroxy~(2, 3, 5 or
6~)pyridyllethyl, 5-[2,3-dihydroxy-(4, 5 or
6—)pyriayl]penfyl, 6-12,4,6-trihydroxy-{3 or
5-)pyridyllhexyl, [2-hydroxymethyl-(3, 4, 5lor

6-) pyridyljmethyl, 2-[3- (2-hydroxyethyl)-(2, 4, 5 or
6-)pyridyllethyl, 1-{4-(3-hydroxypropyl)=-(2, 3, 5.or
6-)pyridyliethyl, 3-[2- (4-hydroxybutyl)-(3, 4, 5 or‘

6-)pyridyllpropyl, 4-[3-{5-hydroxypentyl)-(2, 4, 5 or



benzooxazol yl ] propyl, 4-

2,4,5, 6or

7-)
;-gbenzooxazolyl]butyl,S [Eg 5,6 or 15
[(2

benzooxazol yl ] pentyl, 6-
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,4 5, 6or
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6-)pyridyllbutyl, 1,1-dimethyl-2-[4-(6-~hydroxyhexyl)-
(2, 3, 5 or 6-)pyridyllethyl, 5—[2,3—di(hydroxymethyl)—
(4, 5 or 6-)pyridyllpentyl, 6-12,4,6-
tri(hydroxymethyl)- {3 or 5-)pyridyllhexyl, 1-[2-

hydroxymethylu(Z, 3, 5 or 6-)pyridyl]isopropyl, 2-

iethyl-3—[3- (2, 3-dihydroxypropyl)-(2, 4, 5 or

6“)pyridyi]propyl,‘[2—methyl—3—(2,2,4—trihydroxybutyl)~
(4, 5 or 6—)pyridyllmethyl, and [2-methyl-5-
hydroxymethyl- (3, 4 or 6—)pyridyl]methyl groups.

[0257] ‘

Examples of the.pyrrolyl lower alkyl group
which may have 1 to 3 lower alkyl groups as
subétituents on the pyrrole ring iﬁclude pyrrolylalkyl
groups which may have 1 to 3 linear or branched alkyl
groups having 1 to §'carbon atoms on the pyrrole ring
and whose alkyl moiety is a linear or branched alkyl
group having 1 to 6 carbon atoms such és [(1, 2 or
3-)pyrrolyl]methyl, 2—[(1, 2 or 3—)pyrrolyl]ethyl, 1-
[(1, 2 or 3—-)pyrrolyllethyl, 3-f(l, 2 or
3-)pyrrolyllpropyl, 4-[(1, 2 or 3-)pyrrolyllbutyl, 5-
[(i1, 2 or 3-)pyrrolyllpentyl, 6-[(1, 2 or'.
3-}pyrrolyllhexyl, 1,1-dimethyl-2-[(1l, 2 or
3-)pyrrolyllethyl, 2-methyl-3*[{1, 2 or
3-)pyrrolyllpropyl, [l-methyl-(2 or 3-)pyrrolyllmethyl,
2—[2~ethyl—§1, 3, 4 or 5—)pyrrolyl]ethyl, 1-[3-propyl-
(1, 2, 4 or 5-)pyrrolyllethyl, 3-[i-butyl-(2, 3 or
4-}pyrrolyllpropyl, 4-{2~-pentyl-(1, 3, 4 or

5-)}pyrrolyllbutyl, 5-[3-hexyl-{(1, 2, 4 or



7-)benzooxazol yl ] hexyl, 1,1-dimethyl-2-[(2,
- 7-)benzooxazol yl Jethyl, and 2-nmethyl-3-[(2
7-)

4, 5, 6 or
, 4, 5 6

benzooxazol yl ] propyl groups. [0259]
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5-}pyrrolyl]lpentyl, 6-[1,2~-dimethyl-(3, 4 or
5—)py£rolyl}hexyl, 1,1-dimethyl-2-{1,2,3~trimethyl-(4
or 5-)}pyrrolyllethyl, and 2-methyl-3-[l-ethyl-Z2-methyl-
{3, 4 or 5-)pyrrolyl]propyl groups.
[0258] '

Examples of the benzoxazolfl lower‘alkyl
group inciude benzoxazolylalkyl groups whose alkyl
@oiety is a linéar or branched alkyl group having 1 to
& carbon atoms such as [(2,,4,'5, 6 or
T-)benzooxazolyl]lmethyl, 2—[(2}74, 5, 6 or
7-}benzooxazolyl]lethyl, 1;{(2, 4, 5, 6 or
7-)benzooxazolyllethyl, 3-[(2, 4, 5, 6 or
7-)benzooxazolyl]lpropyl, 4-[(2, 4,‘5, 6 or
7~)benzooxa201yl]butyl, 5-[(2, 4, 5, 6 or
7-)benzooxazolyllpentyl, 6-~{(2, 4, 5, 6 or
7—)5enzooxazolyl}hexyl, 1,1—dimethyl—2—[(2, 4, 5, 6 ox
7-)benzooxazolyllethyl, and 2-methyl-3-[(2, 4, 5, 6 or
7-)benzooxazolyl]lpropyl groups.

(0259]

Examples of the benzothiazolyl lower alkyl
group include benzothiazolylalkyl groups whose .alkyl
moiety is a linear or branched alkyl group having 1 to
& carbon atomslsuch as [(2, 4, 5, 6 or
7-)Ybenzothiazolyllmethyl, 2~[(2, 4, 5, 6 or
7-)benzothiazolyllethyl, 1-{(2, 4, 5, 6 or
7-)benzothiazolyllethyl, 3-[(2, 4, 5, 6 or
?w)benzothiazolyl]propyl,_4-[(2, 4, 5, 6 or

7~)benzothiazolyllbutyl, 5-{{2, 4, 5, 6 or



20Exanpl es of the benzothi azolyl | ower al kyl group

i ncl ude benzot hi azol yl al kyl groups whose al kyl noiety
is a linear or branched al kyl group haV|ng 1to256
“carbon atonms such as [(2, 4;5,6 or
7-)benzot hi azol yl ] met hyl , 2- [@354 5,
7-)benzot hi azol yl ] et hyl , 1-[ (2, 4,

7- )ben’tn}ttmna@éhmcétyﬁ;}pestﬂ-z 64I52 4, 5, 6 or

7- )ben thlaz

7-) bentornaory LRI Fs 4 a8 6% b % 6
6 or iﬁ%eﬁzbbﬁﬂgﬁlmlqéehyilwm Yhme@nf1(-3- 42, %4, 6,06 or
7-)benzot hi azol yl ] hexyl, 1, 1-dinmethyl-2-[(2, 4, 5 6

or 7-)berneotbhibzadtodlérhybyl avduspethyl -3[(2, 4, 5, 6
or g-)REﬂﬁﬁthiazolyl]propyl groups. 5 [0260]

Examples of the furyl lower alkyl group
include fﬁrylalkyl groups whose alkyl moiety is a -
linear or branched alkyl group having 1 to 6 carbon.
atoms such as [{2 or 3—)furyl]methyl, 2-[(2 or

10 3-)furyl]ethyl, 1-[(2 or 3—)fur§1]ethy‘1, 3-[(2 or
3-yfuryllpropyl, 4-{(2 or.3—)furyl]butyl, 5;[(2 or
3-)furyljpentyl, 6-[(2 or 3—)furyl}hexyl, 1, 1-dimethyl-
2-1(2 or 3-)furyl]ethyl, and 2-methyl-3-[(2 or-
3-)furyllpropyl groups. -

15 [0261)]

Examples of éhe thiazolidinyl lower alkyl

. group which may héve an oxo group as a‘substituent on
the thiazolidine ring include thiazolidinylalkyl groups
which may have 1 to 3 oxo groups as substituents on the

20 thiazolidine ring and whose alkyl moiety is a linear or
branched alkyl group having 1 to 6 carbon'étoms such as
(2, 3, 4 or 5-)thiazolidinylmethyl, 2~{(2, 3, 4 or
5-)thiazolidinyllethyl, 1-[(2; 3, 4 or
5-)thiazolidinyllethyl, 3-[(2, 3, 4 or

25 5-)thiazolidinyllpropyl, 4-[(2, 3, 4 or
5-)thiazolidinyllbutyl, 5-[(2, 3, 4 or
5-)thiazolidinyl]pentyl, 6-[(2, 3, 4 or

5-)thiazolidinyllhexyl, 1,l-dimethyl-2-[(2, 3, 4 or



Exanpl es of the furyl |ower alkyl group include
furyl al kyl groups whose al kyl noiety is a |linear or
branched al kyl group having 1 to 6 carbon atonms such
as [(2 or 3-)furyl]methyl, 2-[(2 or 10 3-)furyl]ethyl,
1-[(2 or 3 )furyl]ethyl 3 [@Z@Or 3 )furyl]propyl,
4-1(2 or )furyl]butyl, (2 or %furyl pentyl,
6-[(2 6r)1311)afzeiimwé>1wh¥31r 12-meﬁaéw=|y LG %2 brox

R

thlaZObLﬁHHBAzohgmﬁﬁdqh&yhngqun2WBk§hcnaM bave an oxo
group as a substituent on the thiazolidine ring

i ncl ude- hﬁuazgﬁldunyﬂatkyl grddpsxahizh 3may have -1 to

3 o0xo0 oups ubstituents on,_ t he ﬁ thlazolldlne
ring a d 8 L IREREty 1 %aorPnbir 0P branched

al kyl| 919&%9a%ﬂ<§‘ﬂ1y&]%>9c>ﬁ§yfarﬁg% e&err@,sgceras (2,34

or 5-)thiazolidinyl'methy

5- )thl@ZIﬂHﬂmzﬂyidfﬁﬂlybutﬂl[(5}E§"46d10x0~(3 or :
é—)thiazolidinyi]pentyl, 6-[2,4,5-trioxo-3-
’thiazolidinyl]hexyl, 1-({4,5~-dioxo—-{2 oz

10 3-)}thiazolidinyl]ethyl, 2—[4,5;&ioxo—(2~or
3-)}thiazolidinyl]ethyl, 1;;~dimethyl—2—[2,4—dioxo—(3 or
5-)thiazolidinyllethyl, and 2-methyl-3-[2,4-dioxo-(3 or
5-)thiazolidinyllpropyl groups.

[0262]

15 ' Examples of the thiaéolidinylidene lower
alkfl group which may have an oxo group.as a
substituent on the thiazolidine ring iﬁclude
thiazolidinylidenealkyl groups which may have 1 to 3
oxo groups as substituents on the thiazolidine ring and

20- whose alkyl moiety is a linear or branched alkyl group
having 1 to 6 carbon atoms such as (2, 4 of
5-)thiazolidinylidenemethyl, (2, 4 or
5-)thiazolidinylideneethyl, (2, 4 or
S5-)thiazolidinylidenepropyl, {2, 4 or

25 5~)thiazolidinylideneisopxopyl, {2, 4 or
5-)thiazolidinylidenebutyl, (2, 4 or
5—)thiazolidinylidenepentyl, {2, 4 or

5-)thiazolidinylidenehexyl, 4,5-dioxo-2-



5-)thiazolidinyl]ethyl, 3-[(2,3, 4or 25
5-)thiazolidinyl]propyl, 4-[(2,3, 4or
5-)thiazolidinyllbutyl, 5-[(2,3, 4or
| 157
thiazolidinylideneméthyl, 2,5-dioxo-4-
thiazolidinylidenemethyl, 2,47dioxo—5—
thiazolidinylidenemethyl, 4-oxo~(2 or
5—)thiazoiidinylideneethyl,_5~oxo~(2 or
5 74*)thiqzolidinylidenepropyl, and 2-oxo-(4 or
5-)thiazolidinylidenebutyl groups. |
[0263] |
_ Bxémpies of the benzoyl group which may be
substituted on the phenyl ring'with 1 to 3 groups
10 seleﬁted from the group consisting of a cyano group, an
amino group which may havé_a‘lower alkylsulfonyl group
as a substituent, a halogen atom, a lower alkoxy group,
a lower alkyl group which may have:a halogen atom as a
substituent; a thiazolidinyl lower alkyl grdup which °
15 may have an oxo grogb as a substituent on the
thiézolidine ring, a thiazolidinylidene lower alkyl
group which may have an oxo group as a.substituent on
the thiazolidine ring, and a lower alkylenedioxy group
include benzoyl groups which may be substituted on the
20 phenyl ring with 1 to 3 groups selected from the group
consisting of a cyano group; an amino grouﬁ which may
have 1 or 2 linear or branched alkylsulfonyl groups
having 1 to 6 éarbon atoms as’ substituents; a halogén
atom; a linear or branched alkoxy group having 1 to 6
25 carbon atoms; a linear or branched alkyl group having 1
to 6 carbon atoms ﬁhich may have 1 to 3 halogen atoms
as substituents; a thiazolidinylalkyl group which méy

have 1 to 3 oxo groups as substituents on the



-)thiazolidinyl]pentyl, 6-[(2, 3, 4or
-)thiazolidinyl]hexyl, 1,1-dinmethyl-2-[(2, 3, 4 or
56 5- )thlazoI|d|nyI]ethyI, 2-methyl-3--[(2, 3, 4 or

-)thiazolidinyl ] propyl, [2,4-dioxo-(3 or .

-)thiazolidinyl]nmethyl, 2-[258x0-(3, 4 or

)thléﬁgggogagyige¥ggg and wﬁ%sgxgléyl m01ety is a linear or
branched alkyl group having 1 to 6 carbon atoms; a
thiazolidinylidenealkyl group which may have 1 to 3 oxo
groups as substituents on the thiazolidine ring and

5 whose ;lkyl moiety is a linear or branched alkyl group
having 1 to 6 carbon atoms; and a liﬁear or branched
alkylenedioxy group having 1 to 4 carbon atoms such as
penzoyl, 4—cyan§benzoyl, 3,4-methylenediozxybenzoyl, 2-
‘aminobenzoyl, 3-aminobenzoyl, 4-aminobenzoyl, 3,4-

10 diaminobenzoyl, 2,4,6-triaminobenzoyl, 4-
methexybenzoyl, 4~trifluo£9methylbenzoyl, 4-
chlorobenzoyl, 3,4—difluorobenzoyl, 2-fluorocbenzoyl, 3-
bromobenzoyl, 4-iodobenzoyl, 3,4—dimethoxybenzoyl, 4-
fluorobenzojl, 3-cyanobenzoyl, 2-cyancobenzoyl, 2,3- -

15 dicyanobenzoyl, 3,4,5;tricyanobenzoyl, 4-methylbenzoyl,
4-(2,4~dioxothiazolidinylmethyl)benzoyl, 4-(2,4-
dioxothiazolidinylidenemethyl)behzoyl,‘2—methylbenzoyl,
3-methylbenzoyl, 2-ethylbenzoyl, 3-ethylbenzoyl, 4-
ethylbenzoyl, 4-isopropylbenzoyl, 3-butylbenzoyl, 4-

20 pentylbenzoyl, 4-hexylbenzoyl, 3,4-dimethylbenzoyl,
3,4-diethylbenzoyl, 2,4-dimethylbenzoyl, 2;5—
dimethylbenzoyl, 2,6~dimethylbenzoyl, 3,4,5-
trimethylbenzofl, 2-methoxybenzoyl, 3-methoxybenzoyl,
2-ethoxybenzoyl, 3-ethoxybenzoyl, 4-ethoxybenzoyl, 4-

25 isopropoxybgnzoyl, 3—bu£oxybenzoyl, 4-pentyloxybenzoyl,
4~hexyloxybenzoyl,‘3,4—diethoxybenzoyl, 2,4~
dimethoxybenzoyl, 2,5-dimethoxybenzoyl, 2,6-

dimethoxybenzoyl, 3,4,5-trimethoxybenzoyl, 2-



5 5-)thiazolidinyl]ethyl, 3-[2-o0ox0-(3, 4 or
5-)thiazolidinyl]propyl, 4-[5-o0x0-(2, 3 or
4-)thiazolidinyl]butyl, 5-[2,5-dioxo-(3 or
4-)th|azolidinyl]pentyl, 6-[2,4,5-trioxo- 3-

t hi azol i di nyl ] hexyl,  1-[4, 5-dEexo-(2 or 10
3-)thiazolidinyl]ethyl, 2-T4,5-di oxoOg?[I

3-) t hi 9Zdit uaFﬁ%}‘F%’étWPZO&lrl SatriEhyaz efﬁyhb%‘?wc} &3

or 5- )Eflégég%bﬁg{ﬁgihgh?gbl %nQ?romomethyl)benzoyl 3-(2-

2-nmet hyl- I"oxo- (3" or >-) thiazol i"di nyl | propyl
gr oupschld3262hy 15=maepl £s4-of2 , Bhaithl @axplrogy hybdrcend, 4-
| ower al kyl group which may have an oxo %rou as a

substi t ﬁpogﬁbw%el)tbﬁna%h Frié- ?ﬁwh@rqm@ Mabbenzoyl 4-
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5-) t hi azdlludiroyditdabebatyl, g%eupsl 4-026®fobenzoyl, 3-

Exanpl es of .the benzoyl group which may be_substituted

on1Phee eyt -F i IR pRe %%?e§Z@Y%Uh% hyglrdcted from
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whi ave a l"ower group as a

subst lﬁlliﬁ:libbeﬂzm ogema&ﬂrnenaowy\m alck@Xyn ge P 4-a
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Ui az GPREREET Y152 A DRIREEGRY trorte TBREH g0y

gr eyp WH—%@cHE&/er%‘ﬁ%o@ﬁ] 0XQy @L@ypcﬁﬁo@bwegylt ugnt- on

the thi‘azolidine ring; and a | over al kylenedloxy group

i ncl udd fiewroyéngrydups, mmmyb@ezG)Gbst3l,ﬁut ed on the-
difluorobenzoyl, 2,6-difluorobenzoyl, 2-chlorobenzoyl,
34phlorobenzoyi, 4-chlorobenzoyl, 2, 3-dichlorobenzoyl,
2,4-dichlorobenzoyl, 2,5-dichlorobenzoyl, 3,4-

25 dichlorobenzoyl, 2,6-dichlorobenzoyl, 3,5-

dichlorobenzoyl, 2,4,6—trifluorobenzoyl, 2,4-
difluorobenzoyl, 3,4-difl§orobenzoyl, 3,4~

methylenedioxybenzoyl, 3,4-trimethylenedioxybenzoyl,



20 phenyl ring with 1 to 3 groups selected fromthe
group consisting of a cyano group; an am no group

whi ch may have 1 or 2 linear or branched al kyl sul f onyl
~groups having 1 to 6 carbon atons as substituents; a
hal ogen atom a |inear or brasched al koxy group having
1 to 6 25 carbon atons; a linear or branched. al k

I

" group haveshyieresipxyRenety at onf - WS G HRRE YRRl
hal og t t zol i di nyl al kyl
groupq&ﬁ?%&g§a&éﬁ§Hgﬁ%a%é§¥§%§%8ehrEtgé as substituents
on t haneth98ehbiarolbedo¢1 J i 710 -2ty WdieeR oalkytzami, etya 2-
is a linear or branched al kyl group having 1 to 6
car bonﬂ%ﬁ?@nﬁSUhqulaméh@wanild@ﬁ@a?ﬂeyI group which

ar% % to 3 oxo groups as substituents on the
th| ol 44§t he ring and 5 whose alkyl noiety is a linear
or branched al kylag10U4PoAaHNGniat O R116§1 DOGweH QKkanoyl
and a linear or branched al kyl enedi oxy group having 1
to 4 o;udmpnwaichnmayubh asbdEnnoyd on1uﬁ¢anbbexqigﬂlne ring

hyl enedi oxybenzoyl , 2- am nobenzoyl,
3 an1 foyrouﬂl%g%PﬁBﬁ%nQQ%ﬂ thg groupyconsisting of an

di am n e ,
nethoi%EJ + é%trlfﬁﬁ%?%%gg F%enggy , 4-
chhoropgnzqyl 3, 4-di fl uorobenzoyl, 2-fluorobenzoyl,

3- bronnbenzoyl, 4-1i odobenzoyl , 3,4-dinethoxybenzoy|,
4- f| ubicobedaoy$] 3-cyanobenzoyl, 2-cyanobenzoyl, 2, 3-
15 di cyanobenzoyl, 3,4,5-tricyanobenzoyl, -

4- et hyl benzoyl , Re -
4-(2,4-dioxothg@ﬁghkgﬂ%ylnethyl)benzoyl, 4- (2, 4-

di oxot hi azol i di nyl i dengnet hyl ) benzoyl ,

2- met hyl benzoyl , " 3-nmet'hyl benzoyl, 2-ethyl benzoyl, -
3-ethyl benzoyl, 4- ethyl benzoyl, 4-isopropylbenzoyl,
3- but yi®&&®doyl , 4- 20 pentyl benzoyl, - 4- hexyl benzoyl ,

3, 4- d| thyl bgnzovl oo dig | benzo

2, 4- di ‘Tt I%Pbgnzg%l R % gh ér%‘%sﬁp‘?b‘éng‘%wﬁr alkyl group,
2, 6- dliﬁaﬂﬁﬁbb@ﬁ&%&ﬂle§n§1£&kdﬂbymegf60ﬂyennmyh may be

2- met hoxybenzoyl , 3-nmet hoxybenzoyl, 2- ethoxybenzoyl

3- ébhosysenzoyed ah-@hhok@iﬂﬁﬂi@?hne4Ilq95Wlth 1 to

Lsgggtgﬁﬁ%ﬁggégg%HSQE& E%gygbenég%z Eﬁ%p consisting of an

3,4-digt an;&yla, g%o S ekhexyhanzoy!
2, 5- dlnethoxy enzoyl , - di net hoxybenzoyl ,
3,4, 5- tozawethoxybenzoyl, 2- :

[Formula, 57]

Ra
=N—N"—‘<Rb

- 20 [0268]
wherein R® and R® each represent a linear or branched

alkyl group having 1 to 6 carbon atoms, and whose



159 trifluoronethyl benzoyl, 3-trifluoronethyl benzoyl,
4- trifluoronethyl benzoyl, 2-(brononet hyl ) benzoyl ,
3-(2- chl oroethyl)benzoyl,

4-(2, 3- dlchloropropyl)benzoyl 4-
(4-fluorobutyl)benzoyl, 3- (546hloropentyl)benzoyl 4-

5 (5-bromhexyl benzqyl 5, 6- di br onphex ben

3, 4- di ATV doFOtRthy ) Beﬁ’z"é%ﬁr o3 ryited 4¥i1’2a“°3’ rbu"
trichl probut ¥l  benzoybonZaéofl Az Or0-32. 3, 4 or
nethylpropyl)benzoyl, 2,5-di (3- chloropropyf ) benzoyl ,

2, 6- d|Qatﬁ;azblhihuanaeéhyl)bBﬂzeyI3,3—@:5 10

tri(trifluoronethyl)benzoyl, 42-(2,2, 2-
tr|chI%ﬁd@ﬂﬁ?P}ﬁ%ﬁﬁ@ﬁProaﬂﬁéﬂhyﬁ 127 3, 4 or
t I b 1-

tri Shi S URERT Banoay prodlabiboait 2, 3. 4 ox

trlflugn&m&bbwihﬁﬂﬁﬂﬂbutﬁrﬁtth142Ihuomobgnzoyl 3- 15
et hoxy-4-trichl oronet hyl benzoyl, 2-nethyl- 3-
trlflu@ﬂdﬂ@ahyﬂ;qumﬂlpbub@@m@khﬁkbéhzéyl4 gr

fluoro 4-f| obenzaoyl nzo

bt oo B e LG I BRE g 52, EBTR I o Bﬁl%% o
di bro T &arf oyl or
2|5 dﬁ?ﬁ%@?g%%%Q%y%qqgkggggﬁgfcﬁl%?%Egh§o§f2 S

2, 406-5-nitkhkes DhENAAY bro@idhyldi R pordibenz oyl or
3, 4-di fl uorobenzoyl, 3,5- difluorobenzoyl,

2, 6- di 11 (dieBehbYL 2ce by br é*'oéﬁz%m <33 &hPBr obenzoyl ,
4- Chlqg Q%nz%% 1d1qfi}§ éhiq{ beEZ —dxo {2, 3 or

2, 4- dIC 107 0 nzoy oro enzoyl, 25

di chl omkwma%iml%ymka@i&{ﬂbe@zwioxoa(5- 3 or -
di chl orobenzoyl, 2,4,6-trifluorobenzoyl, . 2, 4-

difl uo&TﬂyémamglldI§y44UHtYIxﬁuoﬁem2£@ﬁdeSO443 or

yl enedi oxybe 3, 4-trimethyl enedi oxybe zoyl,
16%9 ﬁh??%“@d%@ﬂ"ﬁ}ﬂyl mg“[y 5= txPodo-3-
3, 4- tr HI%EBYL&HHyi]%é¥9§9§fb”2—[4 5- %ﬁoxo {2 or

2, 3-tetranet hyl enedi oxybenzoyl, 2,
nethyliﬁaedn@xqimunnyanacéhynueahykermﬁhhy&ybeaz;AHdloand(3

o HEHE?ne?t%{;gggl%ghgfﬂggig%&ygrOq%%thyEOZGﬁJ4 dioxo-(3
or 5-)thiazolidinyl]propionyl, 2-[4-oxo-2-

20 lisopropylidenehydrazone—{(3 or 5-)thiazolidinyl]acetyl,
2-[2-oxo-5-isopropylidenehydrazono- (3 or
4-ythiazolidinyllacetyl, 2-{2,4-"
di(isopropylidénehydrazono)*(3 or
5-)thiazolidinyl]acetyl, 3-(2-methylidenehydrazono-(3,

25 4 or S-)thiazolidinyllpropionyl, 2-[4-
ethylidenehydrazond—(Z, 3 or
5—)thiazolidinyl]propionyl, 4-[5-propylidenehydrazono-
(2, 3 or 4-)thiazolidinyl]butyryl, 5-[2,5-



Exanpl es of the thiazolidinyl I|ower al kanoyl group

whi ch may be substituted on the thiazolidine ring with
a group selected fromthe group consisting of an oxo
group and a-group of the forrmula: 10 [0265] [Formula
56] Rb [0266] wherein Ra andiRb each represent a | ower

~al kyl C?Fdoup i ncl ude thiazolidi nﬁl al kanoyl groups
whi ch yseerqmﬂsl@%?bmﬁaéﬁnsh {He% hi azol i di ne ring

with 1 t)%h%? ;%nér&a%%l gctgd[gr4org1 the group

COﬂSISA{I rou group of the fornul a:

[0267]tﬂiﬁ@EB@&@bﬁiZheneﬁﬁHﬂ&%@ﬁb)Vﬁ“ﬁhﬂaﬁoﬁﬁdfﬁyi]be&ﬁmjﬂ,
represent a linear or branched al kyl group having 1 to
6 carﬁbﬁ4aﬁo@s(1m0mb§i?nellﬁ'@raa¢ﬂ€énd9‘l ChHoi ety is a

| 1Ea G LIRS, B SN, 99uR Y8240 © oo bor
g; [ (Z'bxﬁyléd%ek@d)rggbﬁgmﬂ di ¥| ai-pfigﬂ'aQBYLcdln?yl[]@%opﬁony‘h,
2~methyl—3—[5—pentylidene-(2, 3 or
ﬁ—)thiazolidinyi]prqpionyl, and 2-
(hexylidenehvdrazono) - (3, 4Aor'5—)thiazolidinylacetyl
10 groups.
{0269] _

Examples of the lower alkyl group which may
have a substituent selected from tﬁe group consisting
of a hydroxyl group and & halogen atom include,.in

15 addition to the aboyé describéd lower alkyl groups,
linéar or branched alkyl groups having 1 to 6 carbon
atoms which may have 1 to 3 substituenfs selected from
the group consisting of a hydroxy group and a halogen
atom such as hydroxymethyl, 2-hydroxyethyl, 1-

20 hydroxyethyl, 3—hydroxypropylh 2{3—dihydroxypropyl, 4~
hydroxybutyl, 1,1-dimethyl-2-hydroxyethyl, 5,5,4-
trihydroxypentyl, 5-hydroxypentyl, 6-hydroxyhexyl, 1-
hydroxyisopropfl, 2~methyl~3—hydroxypfopyl,
trifluoromethyl, trichloromethyl, chloromethyl,

25 bromomethylf fluoromethyl, iodomethyl, difluoromethyl,
dibromomethyl, 2—cﬁloroethyl, 2,2,2-trifluoroethyl,
2,2,2—trichloroethyl, 3-chleropropyl, 2,3-
dichloropropy;, 4,4,4-trichlorobutyl, 4-fluorobutyl, 5-



5- )thlazolldlnyl]proplonyl 4-1(2, 3, 4 or

-)thiazolidinyl]butyryl, [(2, 3, 4 or

)thlazolldlnyl]pentanoyl 6-1(2, 3, 4 or

-)thiazolidinyl | hexanoyl, 2,2-dinethyl-3-[(2, 3, 4 or

)thlazolldlnyl]proplonyl 2&pet hyl - 3- [(2 3 4 or 10

-)thi azol i di nyl] propi onyl, [2,4-di oxo-(

it mCA%@FPB%Wfaéetzwor%“ZrzleE%h(@M' o? “bromohexyl,

) t hi pi L4- -

DR AD: oty L oY ana 2.

)thlcathllbdbwﬂymtbxwhtyﬁg[rauﬁsdl oxo- (3 or 15

-)thlazolldlnyl]pentano% 4,5-trioxo- 3-

hi azol i di nyl | Heseawdgs, © th Saﬁb%ﬁﬂyl(gr@FP which may

-) hIaZO|IdIn di th - 3- di._ oxo-=(

r é fFWia?o?fdianﬁp%%%?ony kHE p cgnslStlng 8¢ (4
et hiye3- b 2kdbeydi10%@r (311901 group and a ‘lower alkyl group

) hi azol i di nyl’] propi onyl, g 4--0x-2- 20

i sopr aplyzlluden:smh@mmngr@ansowhsel) tidyakhele dl gt [Zagebyps
[ 2- 0xQ-5-i so rop I i denehydrazono- (3 ar
)thlsffﬁFFﬁ‘?r‘?% QﬁyPro f?ngflstlng of a linear or

I.S y d
{ ARG NS 4EBEeNBIGGT Bve 6 garbon proms and
d @hi2h) hidé azalindbbBydl} Prapchey|alkdxly4group having 1 to

i(
)
1
hyl i denehydrazono-(2, 3 or-

-) t hitazekbap Mgy 6pflodylinear or branched alkyl group
-(

-)

(

-)

ro ene dra ono

hHETBIB i T T dea PO Aignp)siln apssarbamoyl, N-(2
I Iswtaeyyég@lq%%aﬁ@pp) meahgicarbamoyl :

t hi azol i di nyl ] pent anoyl,
ri(i wﬁnyépgtbaiméhyﬂrapmrbamow .awlop@opqua‘téwalnwl
§ 5- ﬁISO ropﬁlldenehydrazoﬁ%% or

% hibr L FarkaAnaydc e Gt -ty igp wflspfatylcarbamoyl
ut yl iy o(

2)thi %%gﬁ@%%ﬁﬁ%{oéli%%tkﬁ;lcarbamoyl dlethylcarbamoyl
2- met Rilpr 3p{ Befidntislyi fledan(t2) c3ribdmoyl, dlpentylcarbamoyl
4-)t hiazol i di nyl]propionyl, and 2-
( hexyldidenghyaiarond) - I@ﬂne’meérNset)ft%C&zéﬁm@h’hyINa@éwi ~N-
10 grou

al kyl X PBMbL?A’ﬁ?aé'l?yﬂmyNHaw% - eRemetf e PR v

t hep grHRWR 1 EQAS M1 NINO frmndt HNIMOXYY 1 \H=QBRmaRH, a-hal-ogen
atominclude, in 15 addltlon to the above descri bed

| ower padokykygranyls cakbareayl,oN-b4 ancivegbat kY] carkempeyl, N-
having 1 to 6 carbon atons which nmay have 1 to 3
subst i Hoghbexetydd 8Pl hE-§?oup consisting of a

nyOr RSP A el pBgast e such
methoxypentyl}carbamoyl, N (6 hexyloxvhexyl)carbamoyl,
25 di (2-—methoxyethyl) carbainoyl, N- (2~meﬁhoxyethyl) ~N-
methylcarbamoyl, and N- (2-methoxyethyl)-N-
ethylcarbamoyl groups.

f0270]



- 20 hydroxyet hyl, 3-hydroxypropyl, 2,3-dihydroxypropyl,
4- hydroxybutyl, 1, 1-dinethyl-2-hydroxyethyl, 5,5, 4-
trihydroxypentyl, 5-hydroxypentyl, 6-hydroxyhexyl, 1-

hydr oxyi sopropyl, 2-nethyl - 3-hydroxypropyl,
trifluoromethyl, trichloronetisgl, chloronethyl, 25
br ononet hyl , fluoronethyl |odoneth I dlfluoronetggl

'dlbronnnethyl BRamILEF 0BT hifle PRepyb. QFQ“PIHBFﬁbfWNﬂ
2,2, 2-
grﬂscc tg Qg%}%tﬁe }':3 &II\‘IS{&O 8pM+th 21 %o 3 groups

dlchloro rop ro uty 4-fl uorobutyl,

5- 16§e]§8’8t@80@ﬁﬂﬂ Whe Jrélh fddrsstehdydpropythamoyl group
5- br onohexyl, 5, 6-di bronohexyl,
2- hydr@)@dﬂmﬁvm‘@pﬁopybw affﬁale;@tzd from the group

di chl oro- 3 dr ox bu r f

car adﬁ?F“@Fgﬁ hxﬁﬁg %H%BVE 8W%$o§%yge? %)5npro
the grfgu%rcgmﬁyftdﬂaa of 5 aléﬁéME%1@5&§B§&ﬂoﬁ€@rgﬁﬂdﬁy|
group and a | ower aIE group include carbanoyl groups

whi ch cempdraverdurgr a2cgam@p§rcs@l,eat{embrfyrlogrwm gr bapogen
consisting of a linear_ or branched aIkgI rogg haV|ng
.1 to FWar BohOHtokd k¥ hdI I RMITE AR HERY Raf alggen atom

branched agﬁgxy%équ%p haying 1, 8X$ SRR LB AR o

li near>or Branc al kyl “group 1°to 6 carbon

at Qus BdIIyeaS atdk ka&neybub&:(rzxenﬁet Qaﬂﬁbbyl Jearhammyh,
met hyl car banmoyl , et hyl car banoyl, propyl carbanoyl,
i sopr oM @awba@nhﬁlogEnlétanqﬁ @aﬁb%ﬁﬁﬁﬂuent on the phenyl

tert-butyl carbano ent r bamoyl xyl car hamyyl ,

b et A BaREIY apBERyA AL ARaDy unddE Hay HRATS

di pr 0%41%%%9395% asdhbUh YL CALRAROYA . the phenyl ring, and a
di pentyl car banoyl , di hexyl car banoyl ,

N- met hyldridxel hytdar hanbydie ﬂﬂemwﬁybr¢¢pa3pyhcarmﬁynbﬂ
N- et hyl - N- but yl car banmoyl, N-nethyl - N-
hex§| cabsaddyred jry ﬁé?hﬁ&w Iﬁ}ri)acﬁwk}hri'nw 3 \gxoswps
b I I
e

pent ylsﬂmeﬁh%:lﬂéw hagpy? , g¥Rigi0xupertad eak bamyiroup
N- ( 6- hexyl oxyhexyl ) car banoyl , 25
di (2- nsnhoﬁyen@yﬂ;@arbhh@W&alkyl group whose alkoxy moiety

N-(2- nethox th Nmet h r-ha
N (2. ek HokyBERY 197 REERVES riReay) S5 Blgering 1 to ©
20 carbon atoms and whose alkyl moiety is a linear or
branched alkyl group having 1 to 6 carbon étoms and a
© linear or branched alkyl group having 1 to & carbon
atoms; an alkokycarbonyl group whose akloxy moiety is a
linear or branched alkoxy group having 1 to & carbon
25 atoms; a carboxy group;ra cyano group; a phenyl group;
a halogen atom; a iinear or branched alkyl group having
1l to 6 carbon atoms which may have 1 to 3 halogen aﬁoms

as substituents; a linear or branched alkoxy group



[0270] 164 Exanpl es of the phenyl group
whi ch may be substituted on the phenyl ring with 1 to
3 groups selected fromthe group consisting of a

car banoyl group which may have a group selected from
the group 5 consisting of a Iléwer al koxy | ower al kyl

group and a lower al kyl group, a.lower alkoxycarhbonyl
“gr oup, PA@Er bok§ @rc&ﬁé?“aatc%?%né’%é?%dﬁy g’agﬁe%y © S'r oup,
a hal OZEMN, RO} orfs |- QWelip 84 #lent gt Oé”:bé’iﬁ'o?h] FBYaanech

hal ogen atom as a substituent, a | ower alkoxy group

whi ch m@y Hhavelacd B halogen zafcom as suksubstettenn the
benzoyl group which may have a hal ogen atomas a 3
subst | PRESWE &8RN hed PRERYE2 FiHg 9rqupEhyP PaRe?a™d Ryfto
group whi ch _may_have t st it lkentq
on helr\{\‘%h0 eflll ag?rﬁsg,asa%Lc)iQ%l‘Jﬁ%ge:ﬁg%y?ﬁng?%ughiéﬁgl udlenlée
phenyl i, QURS kWi k) ABY 1 B 15 neubshi tuiaedhea dhieyl group
phenyl ring with 1 to 3 groups selected fromthe grouE
consi stiavigigoft o cardsahoy| aprsup anhi & MYEP2HAVEroMPy FU9
groups selected fromthe graup._consisting. of an

al koxyat l&ﬂené}ou%)“WGé’Ep}&?'%g]Xy 3ﬁ5‘?§?5§/lplhse ggri hear or
branc 15850y O R RgYhichyh 1 8-6¢ hpop &t oms
and mhng%e@a?&y?{yrfoi ety ?sﬂ)a I%]lnear_ olfﬂtff%nghed al kyl

gr aup dewiipdeiyl 0 6 icapbopylgthemylandt-iatyilpbanybr 4-
branched al kyl group having 1 to_6 carbon atons; ag

al koxyRrydRPPngk oy haKBsRh R loxy - Aot EiSFhyePae Y ey 4~
or branched . al koxy group. hawvi A - henvyl,
' atons; djaqulgrl Bg%y%/{r %ﬂ%; Q%im%t\é{%ig}héflgg'p? '?Eﬁgﬁgﬁﬁgpr ou g :

a hal ogen Ak@ehy BoHdRear 2 06-dihreheshal Kyl 394 psHp
having 1 to 6 carbon atons which may have 1 to 3

hal ogenriatediny 1 pkersuibs Erneetayphgny i nedmmedhopyalirthdd 4~
al koxy group 165 having 1 to 6.carbon ato ich may
navs IMEgosRAFBgen SO ST PTURNTY B bbn sy
group which H@ny&“@ii%0&90§%§§ﬂﬂaﬂ9m,aéiﬂﬂio§2phenyl, 4-
substifuents on’ the phenyl” ri‘'ng; -a phenylal kyl group
whi ch payyhaxepieid ,3 45hbay ngephatehs Hol-substhombesyl,
on the phenyl ring and Wose al k){ll noiety is a linear

or br ahchedeshryyphanydp RedtHgethesysheiinod 3t ons,

o R AL A Sy 2 R pheny

3'§bhy£fﬂﬁﬂfﬁbxyﬂﬁenyl, Z-trifluoromethoxybhenyl, 3-
trifluoromethoxyphenyl, 4-trifluoromethoxyphenyl, 2-
(bromomethoxy) phenyl, 3-(2-chlordethoxy)phenyl, 4-(2,3-
dighloroprOpoxy)phenyl, 4~ (4-fluorobutoxy) phenyl, 3-(5-
chloropentyloxy)phenyl, 4~ {5-bromohexyloxy) phenyl, 4-

25 (5,6—dibromqhexyloxy)phényl, 3,4-

di(trifluoromethoxy)phenyl, 3,4~di(4,4,4-
trichlorobutoxy)phenyl, 2,4-di(3-chloro~-2-

methoxypropyl)phenyl, 2,5-di(3-chloropropoxy)phenyl,



10 et hyl phenyl, 4-isopropyl phenyl, 3-butyl phenyl, 4-
pentyl phenyl , 4-hexyl phenyl, 3, 4-dinmethyl phenyl, 3, 4-
di et hyl phenyl, 2, 4-di net hyl phenyl, 2, 3-di net hyl phenyl,
2, 5-di et hyl phenyl , 2, 6-di net hyl phenyl, 3,4, 5-

tri met hyl phenyl, 2-methoxyphemy , 3-net hoxyphenyl, 4-
15 net hoxyphenyl, 2-ethoxyphenyl, 3-ethoxyphenyl, 4-
et hoxypherdd (2,2, 2soprfdpoxgpieanyl) pheniplit ckyphenyl , 4-
pentyl oxyphenyl, 4-hexyl o henyl ,

5, 4- Ui HEL oy pRaRgTe Thaky B e o 1R 2"

2, 4- di pp{ hoRReRYLy) pheny1 di SEIROYYPRENYT

2, 6-di met hoxyphenyl”, "3, 475- 20 trinethoxyphenyl,

2- tri f tooflerebhexlyphehyhyl 3-34athflluor onet hoxyphenyl ,
4-trifluoromet hoxyphenyl, 2- (bronmonethoxy)phenyl,

3- ( 2- chr BHdErRBR GH@hGRY L 4 -4 Reghoxy-4-

01 il of PPEOROXKLBShendr { s [duaLpDit oxy) pheny!
3-(5- chl'oropentylo pH Nyl

4- (5- b SN OXNOPBENY1, 42-138 fluoromethylphenyl, 3-
(5, 6-di bronmohexyl oxy) phenyl, 3, 4-
di (trifrucrerertoxylopkenyl  4-34-fdupgomethylphenyl, 2-

i chl b h I -di (3-chl - 2-
et hox POy} BREHITERYS, 53414 ST Br O dgbegybhhiy: 3~
16.@? 2 fifleBp 2oy nEhYOr OR! HORYLBRANINy1) Brdnr, 3-(5-
tri(trifluoronethoxy)phenyl, -4-(2,2, 2-

tri chl eloatichexyypheryll, 24 nEd-rbmdhexyl) phenyl, 4-(5, 6-
~trifluoronethoxyphenyl 3-etQ¥§-4j 5 .

tri chi®FnnEehexybrhepy L« 23 rfschidiy i jluoromethyl) phenyl,
trifluprpnethoxyphen 3-ethaxys4- .- s el o
trichl %r‘g%‘t‘Eo§ygqulcerr%;%‘?ﬁ??‘lr’iy%)%’é‘g%ﬁ%& iy pREhy e g o2

trifl ugsaRRLRYE PRIy 1 4- 2 74 1diuerenes Dypherdrl, 2,%6-
(bronnnethy%)p gnyl, %-(2-£hlg}oethyl?%ﬁgﬁgl, ji(2,3-

1018i ok & @pRopyi jlusmenyhyl ohesylll Udrbifut yI ) phenyl ,
3-(5- chlorqpentyl)phepyl, 4-(5-br exyl ) phenyl ,
4 (5, 6 BB RO Ry, 0 BTEENY

3, 4o di (1 i f { eyl ol g, -
3 4- diﬁl,dz’f,l%tg%%’g‘?‘%tg?y{%’pﬁ“ﬁéﬁﬁ, %3, 4-di (3-chl oro- 2-
met hyl qpricayb)yphetmylLph2n bt di {-2thiyll ok opr apylloy phetrhs Lphébyl,

di (2,2,2-trifluoroethyl)phenyl, 3, 4,5-
tri(tri-merbpsnea RAnydRbAgYl, A-pethovycarbonylphenyl, 4-

trE§hléggﬁ%&p%é%%ﬁﬁi%ﬁhéﬁgiImgjg%%bﬁycarboﬁylphenyl, 3-

trifl uorone

3'etr“@tﬂ%x&&hﬁﬁ%ﬁ¥ﬂ§ﬁ%h?¥lp@ﬁgﬁﬂoxycarbonylphenyl, 4~
2- met hoxycar bonyl phenyl , 3-net hoxycar bonyl phenyl , 4-
© isopropoxycarbonylphenyl, 3-butoxycarbonylphenyl, 4-
tert—butoxycarbonylphenyl, 4-pentyloxycarbonylphenyl,
4-hexyloxycarbonylphenyl, 3,4~dimethoxycarbonylphenyl,
25 3,4~diethoxycarbonylphehyl, 2,4~

dimethoxycarbonylphenyl, 2,5-diethoxycarbonylphenyl,
2,6—dimethoxycarbonylphenyl, 3,4,5-

triethoxycarbonylphenyl, 2-cyanophenyl, 3-cyanophenyl,



20 met hoxycar bonyl phenyl, 2-ethoxycarbonyl phenyl, 3-

et hoxycar bonyl phenyl , 4-et hoxycarbonyl phenyl, 4-

i sopr opoxycar bonyl phenyl , 3-but oxycarbonyl phenyl , 4-
tert-butoxycarbonyl phenyl, 4-Pentyloxycarbonylphenyl,

4- hexyl oxycar bonyl phenyl, 3, 4+di met hoxycar bonyl phenyl ,
25 3, 4-di et hoxycar bonyl phenyl, 2, 4-

~di et hoxyreacpasyy phenyk-didydnogphetnbx y2,d-idry kpérewepl 1 ,

2, 6- di met hoxycar bonyl phenyl , 3, 4, 5-
trieth%«ﬂnﬂ&ﬁﬁéﬁ?P?ﬂﬂﬁ%yl?f%&%ﬁﬁ%ﬁ&ﬁﬁ%?&ﬁ%' 3-E&yanopheny! ,
167 4-c¢yanophenyl - di -~
3. 5- o RORRER T o742 SV ENGRRERY L, 2-phenyionenyl, 3
2, 5-di gyanophenyl, LpbendigsRaphepyidiphenylphenyl, 3,5-
3,4, 5-tricyanophenyl, 2-phenyl phenyl, 3- phenxlphenyl,
4- phenyiptemibhesyU- @i pheigtslydrhenyB, 2, 55diphenylphenyl,
di phenyl phenyl , 2, 4-di_ phenyl phen o -

2, 5-di %h oS ﬁ%ﬁiﬂ’*}ef‘z’}e-% “Ivﬂ?g‘ﬁléh%%?,henyl’ 2

3,4, 5- L] enylon14s ophedyiorophenyt, 2,3~
3-ch|o%%%ﬂ£§§¥%pgi2%f%%§5ﬁ%%¥§? 2, 3- i chl or%phenyl,

2, 4- di ehdrarcapbeayyl, 2, 8-didhlcaoppbhenyl ,2,5-dichlorophenyl,
3, 4-di chl or ophenyl , 2, 6-di chl orophenyl, 3,5- 10

di chi oi%o‘bwa@glﬂ?r@nﬁwlw?cwwaﬁéﬂ@ enylsf Pudi ophenyl ,
3-fl.uorophenyl, 4-fl uor,ophenyl, He dil £l uer

2, 40U FTONRERBRGTL 247 BT T spBagh Y 5 25 2RO heny,

di | uog.opheivbhery B di-Eh torameny) , 2 254 iGluorophenyl,
trifluorophenyl, 2-bronophenyl, 3-bronophenyl, 4- 15

br onopheiydifipoiroptoptydny B, 4-3lifddophersityl .43y 8dophenyl ,
2, 3-di bronophenyl , 2, 4- di.i odophenyl , . 2- hydroxyphenyl ,
3-hydr%k?%ﬁ%ﬁ?h¥nﬁbhfdP6Q§%Hﬁﬁ§Pg¥§?hi&gﬁygroxyphenyl
3, 5-di DEEYY:, 2-BrGhdBHingxy PResyd ayl, 4-
dihydrg%ggﬁéﬁgpsgyf%-diﬁ?gﬁoxygﬁé%yl, SffFé? 50

t r itby dsonyphhenyl, B-ibebpyepfien\d-iodefRenyl, 4-iodophenyl,

phenylet hyl ) phenyl, 4-(1-phenylethyl)phenyl, 2-(3-
phenyi pr DsiFaREPRAnY 13- 243 HERPIOBLEYYS pireryroRRsnyL,
h I tyl)ph l, 2-(6- I I 1€ rds el
el e SRHsH P R IRHERELY, LSy b,

phenyl proapyh)RbeRydhendi( 42 fd-Uongbenzypiahanyb, s2-
met hyl-5- chl or ophenyl, 2-nethoxy-5-chl orophenyl, 4-(4-
f | uor obhenzoylyphemyl, 246¢difydmoxgbbanyl) ghdaypl, 3-(2-

chl or obenzy] ) phenyl , 4-(3-chlorobenzyl)phenyl, 2-(4-
6800 o GHERE P Gy P Dery pheRgl V) eyl

3-[2- (4 t hyL ] phenyl,; L 2-1{3-
4-[2-(%%%%?%822%%%’h§|iphenyly,l Sghyy ppenyl, 2703

di br onphanayirppherptenyd; ( 37 d-dineagdbenyy)phehehy| §- G-
(2, 4-di fluorobenzyl)phenyl, 2-(2,5- 5 -

di chl oplrerpehy phipiany13- 22( G-ricanl B speehpryphetivitr 1-
4- (3,4,5-tri.fl uorobenzyl enyl,, 2-[3-(4- 1_=_

chl or o(gi’f% R}I%%aﬁ&ﬁ‘j@ﬁéﬁﬁf&%ﬁq % (F-rhétny1-3

br 9D pheawflebiyl 1, 24¢{-4103rob 1)phenyl, 2-
flgg?ophen;f3bg¥y1 phenyl? 5-[5-(2? SREvRIPReRY

' methyl-5-chlorophenyl, 2-methoxy-5-chlorophenyl, 4-(4-

fluorobenzoyl)phenyl, 4- (4-fluorobenzyl)phenyl, 3-(2-

chlorobenzyl)phenyl, 4-(3-chlorobenzyl)phenyl, 2-(4-



10 i odophenyl ) pentyl ] phenyl, 3-[6-(4-

chl or ophenyl ) hexyl ] phenyl, 2-[1, 1-di met hyl-2-( 3-

fl uorophenyfl et hyl | phenyl, 4-[2-nmethyl- 3-(4-

chl orophenyl ) propyl ] phenyl, 2, 4-di benzyl phenyl, 2,4, 6-

tri benzyl phenyl, 2-chl oro- 4- gggnophenyl 3- hydr oxy- 4-
15 phenyl phenyl, 3-ethoxycarbonyl- 2- benzoylphenyl 2-

- benzylcmlﬂmbayiyﬁmmhbmxyph[@nyl4 fhudfddhenyl) ethyllphenyl,
nmet hoxyet hyl ) car banoyl | Ehenl

3- (N- et iy~ (er§b3b¢li§mhleéa b%ﬁ?d;lll)’bﬁféhlyrl (3,4-

4-di met hyl ca hen car _
3-carb h nqéﬁ%eﬁycar%o£§ghe ﬁ%ﬂ%%ﬂ%&lb%pmuf02$l]
Exanpl @zs4afdltsh@op$t%ﬁéh%x@é%ﬁzlmzcmms a | ower
alkylenedloxy group as a substituent on the phenyl

ri ng idicihideopammyll) pheovbs ntii2e h-dashlpricbabay llahepgl, 4-

~branched al kyl enedi oxy group hayi t:g 4 carbon atom
~as a sﬁbﬁvlf%éhf‘ﬁﬁqpﬁﬁz Yi ﬁg éﬁ‘ﬁ as 3, 4-

”Et hy' %‘lioﬁ%%}?%f{}%{qogx%?&éﬂylﬁebht’iﬁ&e—d' oxyphenyl,
2 3 tesfoamhhwemﬂmwnﬁmyl A-[4603-

2, 3- nethylenedloxyphen% 4- ethglenedloxyphenyl and
2 3 trih%ﬁﬁ@héﬁbbﬂb%?ﬁ Eﬁyhdgréub (40272] Exanpl es of

al Iy | ude napht hyl al kyl
?déggg ﬁ? 1ﬁ%ﬁéb g&é a Ilngér or branched
a' ky' H1¥4HBp Héﬂ ekyll @e rbenaf prsinsehias- (3L or
2- )naphthyln'ethjflﬂg1 yt?% Jﬁgé )nap%thyl]et?yl 1-[(1

Zf 2- ) flaphobybhel etihy1 3phérylor 4243 gttty B st opy |
2-5 (naﬁﬁ]iﬂﬂo) ggﬁ%hhprlomﬁaahwlz §n‘ép‘£ﬁﬁﬂz]yﬁ8§§?yl 121406
g o el ol BN e Dl o, -+
15 phenylphenyl, 3- ethqucarbonyl -2 benzoylphenyl, 2-
benéyl~4—methyl—Gumethoxyphenyl, 4-[(2-
methoxyethyl) carbamoyl]phenyl, 3—(N4etﬁyl~N-
isopropylcarbamoyl)phenyl, 4-dimethylcarbamoylphenyl,
2-carboxyphenyl, 3-carboxyphenyl, and 4-carboxyphenyl
20 groups. | ' '
[0271]

Examples of the phenyl group which has a
lower alkylenedioxy group as a substituent on the
phenyl ring include phenyl groups which has a linear or

25 branched alkylenedioxy group having 1 to 4 carbon atom
as a substituent oﬁ the phenyl ring such as 3,4-
methylenedioxyphenyl, 3,4-trimethylenedioxyphenyl, 2,3-

ethylenedioxyphenyl, 2,3-tetramethylenedioxyphenyl,



Exanpl es of the phenoxy group which may be ' 15
substituted on the phenyl ring with 1 to 3 groups
selected fromthe group consisting of a cyano group, a
| ower al kyl group which may have a hal ogen atomas a
substituent, and a lower alkqxy group which may have a
hal ogen atom as a substituent include phenoxy groups
20 whi ,/B-aByh PEerstiskybhtegl 013, & Aet ipHenyh i gz yohengilt hadd
to 3 groups selected fromthe group consisting of a
cyano griotpinathylir@sdier yprmehese¥seyl group having 1
to 6 0@%9?? atons which may have 1 to 3 hal ogen atons
as substifuents, and a |linear or branched al koxy group
25 having 1 to f£@18ancatais nphedyimywbavel dy it grdup
hal ogen atons as substituents such as phenoxy, 2-

met Byl plendeypadiintlay kphegndups4vinetehpillliénpsidet2is a
et hyl phenoxy, 3-ethyl phepoxy, 4-ethyl phenoxy, 4- 170
 sopr OOYERReESE 20806t o1 BreTRYD DRy PhehdRFooA-
hexyl X A hy] di et hy] phienoxy,
2,4-dinetgy %ﬁgﬁ%&&}n§%5¥d?ﬁ%@%éygﬁgﬁégy,92?%-

di met aH)phenoxyl 1 e 415- L[ (etdry EphendrthylPetlyl, 3-((1 or
met hox phenoxz, 3-nethox%phenoxy 4-nethoxi$henox%, 2-
et hoxybHeasRyhy Blrsapeky phehdx pr 4= BtanpEpshenssgL, 4- (1
I SQRr opo heno 3- but oxypbhenoxy, ., _ _
o DS T BrEn e B RReR 1 B Ehzq naphchyl Ihexyd, 1,1
3, 4- di dRlRayYPAEeNaXor 8- fnaght@l/NoxmpRgnany, 2-nethyl-3-[(1
2, 4- di met hoxyphenoxy, 2,5- 10 di met hoxyphenoxy,

2, 6- di sretZhorypitandiproBy#l, Geoupsi. met hoxyphenoxy,

2-trifl uoromet hoxyphenoxy, 3- trifl uoronmethoxyphenoxy,
4-tri f44¥dPdmet hoxyPhenoxy, 2- (brononet hoxy) phenoxy,
3-(2-chloroeth OXY, +14s o] ; av be -
(2,3-dich|orop9%%o y%ghé%o§§% pg??%fy:ﬁfoup which may

f 1 wer ohids®x ¥ phe rax the 3phényahlrangpeittty Iloxy) phenoes, 4-
(5- br omohexyl oxy) phenoxy, 4-(5, 6-
dibroﬁﬁﬁ@ﬁypgxggqﬂugmgxgyogg‘ppnsistlng of a cyano group, a

di (trifl uoronethox henoxy, 3;4-di (4,4,.4-
trichI%?@6u?g§§?6H%#§xvglégiﬁﬁiF Y%ﬁ?é}&ég?nfﬁxmlas @
et hOXMYsQRYLIPNENREY & 2ows izl R0 Ry GROXY )riRliehaxy, a
2,6-di(2,2,2-trifluoroethoxy)phenoxy, 3,4,5-

t ri (t riflogen oaettheey pphebotdtuedt (2 @le phenoxy groups
trichl or.oet hoxy) phenox 2-neth¥1-4- : .

e PTG heRnb b gy o b Fia ohapyl group with 1 to

tri Chl?@‘}%{)ﬁogﬁéﬁ %‘ax¥r01§:ﬂgfe}1%95b(§ 4onsisting of a cyano

trifluoro oxyphenoxy, Xy-4-
tri chl reapet hoxyphanexybrandidd hukyDnaiduyl phehox ¥, t3- 6

trifluoronethyl phenoxy, 4-trifluoronethyl phenoxy, 2-
171 carbon atoms which may have 1 to 3 halogen atoms as
substituents, and a linear or branched alkoxy group
25 having 1 t076 carbon atoms which may have 1 to 3
halogen atoms as sﬁbstituents such as phenoxy, 2-

methylphenoxy, 3-methylphenyl, 4-methylphenoxy, 2-

ethylphenoxy, 3-ethylphenoxy, 4-ethylphenoxy, 4-



(
4
4
4
3
3
2
2
2
t

br omonet hyl ) phenoxy, 3-(2-chl oroethyl)phenoxy,

-(2, 3- dichl oropropyl) phenoxy,

-(4-fl uorobutyl)phenoxy, 3-(5- chloropentyl)phenoxy,

- (5- bronohexyl ) phenoxy, 4-(5, 6- di bronohexyl ) phenoxy,
,4-di (trifluoronethyl)phenoxy, 5 '

,4-di (4,4, 4-trichlorobutyl) phenoxy,
,4-diﬂé%pQBFgﬂéhéhoxqﬁtjgﬂdﬁylpybﬁ@hﬁnQXﬁentylphenoxy, 4-
, 5-di (3-chl oropropyl ) Phenoxy,

, 6- diffexy2phena:iy,| Gof odingthyphbaowsy,, 3,4 diethylphenoxy,
ri

(trifluyoronethyl). phenoxy,. 4-(2,2, 2- B
tri chiorfoethgt %ﬁﬁéﬁggg¥:g%§5€ﬁ9F£9ﬁ19ﬁ3n0XYr 2'6_
triflyorQeRt M PREROXY, 4 S ethkdedyiphenoxy, 2-
trichl oronet hyl phenoxy, 2-cyanophenoxy,
3- cy aneptihergplygnakyGy anoptiexypiiends vi- di-oybinopirdeoryy, 2-

3, 5-di cyanophenoxy, 2, 3-di cyanophenoxy,- '

2, 4- di KRR EBREHORY 32?‘5*10’61%%%%e%“&@?xyphemxyf 4-

2, 6-dicyan | , 4y 5- ' oph ,
2-cyaﬁ%¥ﬁ?§§?%6fp Eﬁgx\?qﬁﬁ%%ﬁéééﬁ¥%ﬁe?h Xy p éﬁ%ﬁ??“oxy'
3- cyanptxyibiysHenorp) hy) Lhanexdeoxwtdnoxy, 3,4-

4-cyano- 3-trifl uoronmet hoxYphenoxy groups. [0274]
Exanpldistbpxyprernskxany?, 4 olieethproserg®dup? 29 whi ch may
be_substituted on the phenyl ring. with 1t roups
seF@cti;Tng8ﬁ¥Qqﬁ§°§V0 _'§;§%5?§PP$Rﬁgﬁnogyha?tékﬁ% at om

a | ol sl Kby SRR YT S0 1TBY uBRYRe BhAFLASESK AL OM as a
substituent, and a | ower al koxy group ich may have a
hal ogetr it aarate thosypséndag Nt -t nLE Ldeome bh @Sy rdadiory o -
to the above descri bed phenyl Iomer'alkoxybggoups,
pheny| GIeBLPe ghouperanreh oy 2ol SARSEPOEY BT ¥het ™
phenyl  ying.wth 1 to 3 Q sejected fromthe group
consi s&zlr’r?gg%%faoﬁwoiﬂrggg%%hgﬁgﬁg'I.Jll n@tar or 172 '

br anchedicabkito8)@uRnbRY) g (5-tR1SrdnkoNoay rknekiychd-
may have 1 to 3 hal ogen-atons as substituents, and a

| i near { Sobrbmalmetiddxal Rosayoxyr-odp (ha®&ing 1 to 6 carbon

atons whi ch hav to 3 hal ogen atons as 5
subst iqlt?éﬁff‘ggg’%/\Wd”ﬁ?OEB %n%ff%og’4ﬁoi ety is a linear or
br anched b ko AURpAN AR, { 9 faaubensat oms such

as 2, 5-dif[uorobenzyloxy, 2,4-difluorobenzyl oxy, 3,4-
di f | uorahenzybimxyaxy3pbetkhty,uadr abehr3Hal pro22-6-

di fl uorobenzyl oxy, 3-trifluoronethyl benzyl oxy, 2- 10

t r £0 | USEREYRYPDENPPRBRYY r A Or PE %ﬁf&ﬁépﬁy%éh\?;ﬂhS%?f‘yf

3, 4-di oxyh l.o 3, 5-di enzyl,oxy, 2-
chIor&gzﬁgﬁﬁ%fgﬁﬁ%F&§¥%?%§§%§?pgég, -éh?b%t%enzyloxy,
2- met hydihe Rz vl exdbme3nsRy JPHLRRTY | X2, 242-

nmet hyl benzyl oxy, 314-di net hyl benzyl oxy, 2,3- 15

di met heatilpbhzybatdyoxyv2 phetwdrixy BemeyhokiA- 3-

nmet hoxybenzyl oxy, 4-nethoxyb nz%ho§y 2, 3-

di chl drdtdHFPBRSOXIPASRR 1 67 GBBRZ Y1 oxy, 2, 5-

di ghl - . ehl orgbenzyloxy, 2, 6-

di gEI 8‘{%%212% rg%ﬁo’%??}?ﬂ%’?%bgn%l oxy},L 3- 20

f-l uor oherm yboxye t htndybhenaben Brkoxyxy -3
trifluoromet hoxybenzyl oxy,

4-t ri FETiche RECPROAFIRRGNO5Ny, 2-trifluoromethylphenoxy, 3-
2-trif)ugronmet ho enzyl oxy,, 4-tert - , o4-
o1 hyl PSR ABBE S0 stry PSS PR ERE A 2

chl orobenzyl oxy, 2-(4-methoxyphenyl)ethoxy, 2-(4- 25
fl uor ophenyl ) et hoxy, 2-(4-chlorophenyl)ethoxy, 2-(3-
met hoxyphenyl ) et hoxy, 2-(4-nethyl phenyl) et hoxy, 3-
nmet hy1- 4- chl or obenzyl oxy, 4-(4-net hoxyphenyl) but oxy,
2-



(4- et hyl phenyl ) et hoxy, 4-tert-butoxybenzyl oxy, 3-

173 chl or o- 6- net hoxybenzyl oxy,

4- met hoxy- 3- net hyl benzyl oxY, 2-(2-fluorophenyl) et hoxy,
1- (3-bronmophenyl ) et hoxy, 3- (4-iodophenyl) propoxy,

4- ( 2- bronophenyl ) but oxy, 5-(§h"chlorophenyl)pentyloxy,
6- (4- br onophenyl ) hexyloxY, 1,1- 5

- di met hyleRsi i dbabharaphenyl gmidroxyhy O-grenbyl , 3-224 3~
-trifluorophenyl)propoxy, 2-(2- ethyl phenyl)ethoxy,

ylp
1- ( 3- priopyd pirewply} epirnory . 34 ¢ M- BEeyPRHERYIPPERERHX ¥~ (9~
4- (2- pentyl plenyl) put oxy, ,5-(3- hexyl phenyl nt yl -
6- (4- SIS AL ?Mpﬁéﬁé%wé‘@%}é%{ AR KL (%
1, 1-di -2 =ndliyrehyl lr) 86 hethyl ) phenoxy,
2. met ﬁgﬁ?%?‘fhz%&{lé?ﬁ??%ﬁﬁ{ Ixucg??rr%tfhyl S phenyl | br oposy,
2- (2- 3euhaxyphignyt ) bthimapbutyl GhEnopux ydiei (Bechbxse-2-
3-(4- butoxyphenyl) propoxy, ) :
4- ( 2- perbyl s RYEY Wi 0 Ry 5-8L (3pghloropropyl)phenoxy,

3- heyyl Nyl | (A _ o
o FLY%Pgﬁ%Fﬂ?géﬁ)ﬁg%ﬁ/%rg’%%%éﬁéﬁ"i‘? Hi oty 1- 2- (2, 4-
di et hoxyphenylorehbexyl ) phizdoRy med-hyel232t 2, 4, 6-

tri(trifluoromethoxy)phenyl]propoxy groups. [0275]

20Ex argplieslofosthel1pRed st dtretipdrdnapht hyl
substituted | ower al kyl groyp which may have 1 to 5
Io%%rtﬁP&%VoﬁFﬁﬁﬁgﬁﬁéégﬂg%t#fﬁ%@%%qon the 1, 2,3, 4-
tetra i@ﬂﬁr‘ AyEDR #£d bDE &Qﬁ:hl% 3x9, 43~cyanophenoxy,
tetraﬁ%g%gnap fﬁy? gu%sfﬁ?utedkalkylngrohps whi ch may
25 have cahpterdxzpeas, Hrdimyvanchiechadyky B, grdup@nealerRyy
1 to 6 carbon atoms as substituents on the %%5,3,4-

t et r al?y drobapHIRREBABY 1 | hrd, ~JARPRAREEERY kYl Foi ety is

a_li near, of i anghed, abkyle AhguRediag,ng, 4,40 6 carbon.
15 tricyanophenoxy, 2-cyano-4-methylphenoxy, 3-cyano—4-
methoxyphenoxy, 3~cyano—5—trifluoromethylphenoxy, and
4—cyano—3-trifluoromethoxyphenoxy_grouﬁs.
[0274]
Examples of the phenyl lower alkoxy group
20 which may be substituted on the phenyl ring with 1 to 3
groups selected from the group consisting of a-halogen
- atom, a lower alkyl group which may have a halogen atom
as a substitueht, and a lower alkoxy group which may
have a halogen atom as a substituent include, in
25 addition to the above described phenyl lower alkoxy
arcups, phenylalkoﬁy groups which may be substituted on
the phenyl ring with 1 to 3 groups selected from the

group consisting of a halogen atom, a linear or



atonms such as(1,2,5 or tetrahydronaphthyl net hyl,
t et rahydr onapht hyl J et hyl , tetrahydronapht hyl ] et h
t et rahydr onapht hyl ] pr opyl , t et rahydr onapht hyl ] but yI
-tetrahydronaphthyl]pentyl, 6-)1, 2,3, 4- (1 2, 5
1, 2, or

or6-)1,2,3,4- 1-[(1,2,5 or6- %}234 3[(
6-)1,2.3 4~ 4-[(1,2.5 or 6-)1'2,3, 4 51(125

- 0r6-) Lr2ndnda Lyl lgLed Havbnyll 23 64carbon atoms which
t et r ahydr onapht hyl]gexyl 1,1-dinmethyl-2-[(1, 2, 5 or

6-) 1, 2123, Yatetlr ahyarmmwmyt?@%mﬁl SUQSﬁ@t‘-thSS prd 2
2, 10 5 or 6-)1,2,3 t et rahydr onapht h r.opyl

1,1, 41&nee@t?%#§ﬁﬁ9t%% slgoy group Ppv3 X ﬁ ¢&’% carbon
tetra h : 134, 4 RrepeRt @ethyl (2, 3,

gxg%g?%%%%é%ggﬁg?%gﬁyg?oﬁaphfﬁylnethyl 1,4, 4-

trlmté‘m}bb(ﬁtuéﬁts5 afid whoate 81kdx? mdidtylbs a l::,near or
t et rahydr onapht hyl met hyl, 5, 6-di nethyl (2, 3, 7

8-) 1, Branghedialkioydr SrAphORYERSt hyio 62Cflib9fbtaﬁ§f“5 guch

3,
0 2333245t€ﬁlgﬁyra?%%%'p%%¥y| et IAT I PR AT Y (17 Y

oﬁ.flﬁoeré?{z%z&oH, 23,34 £l ebradundoagphthye-] et hyl
pr opyl 3, 4, 5, 20 6, 7 or

1,

4,

3-

1,2u$;49rananahydxmnabﬁnhyﬂppergnhylheP%yﬂO&but9r (1,
3,

A8 At SHeRAR PR BER IO 4~ petiyprpretyingnzylogy,
% h FZTQ%H%fEQEBQQMQéPn§p§15WHéﬂN%Q§Ménzyloxy, 2-
%ﬁoéob@iﬂy&b}tﬂr opaptiidrpbkhexydxy,28-chlorobenzyloxy,

1-di methyl-2-[ 1. 7-di met hyl - ﬁl 2,3, 4, 5, 6 or
)1 Z@enhr&ww}arbna%meﬁw E?Wloxé(nd42 met hy1- 3-
i

rla 5&?‘8 yﬁfﬁ’pr o,pyldlm%thglbenzq,flo§y) 1,23, 4-I

""'—OOI—‘OO@\I""I\)CDOO0,000I\)

grou
15 dlmethylbenzyloxy, 2-methoxybenzyloxy, 3-

methoxybenzyloxy, 4-methoxybenzyloxy, 2,3-
dichlorobenzyloxy, 2,4—dicﬁlorobenzylo£y, 2,5-
dichlorobenzyloxy, 3,4-dichlorobenzyloxy, 2,6-
dichlorobenzyloxy, 4-fluorobenzyloxy, 3-

20 fluorobenzvloxy, 2-fluorobenzyloxy, 3-
trifluocromethoxybenzyloxy, 4~trifluoromethéxybenzyloxy,
Z2-trifluoromethoxybenzyloxy, 4—tert-butylbenzyloxy, 4-
ethylbenzyloxy; 4-isopropylbenzyloxy, 4-methoxy-3-
chl&robenzyloxy, 2-(4~methoxypheny1)ethoxy,_2—(4—

25 fluoropheny;)ethoxy, 2—t4—chlorophenyl)ethoxy, 2-(3-
methoxyphenyl)ethoky, 2- (4-methylphenyl)ethoxry, 3-
methyl—4—Chlorobenzyloxy,.4—(4—methoxyphenyl)butoxy; 2-

(4-methylphenyl)ethoxy, 4-tert-butoxybenzyloxy, 3-



175 [0276] Exanpl es of the piperidinyl
group which may have 1 to 3 | ower al kyl groups as
substituents on the piperidine ring include

. piperidinyl group which may 5 have 1 to 3 linear or
branched al kyl groups having 1 to 6 carbon atons as
substituents on the piperidi 8&ring such as (1, 2, 3

st tuents on the plperl dTAEr ng sueh se (12 3
et Bsor & gy BTt on b SRk ony

or - 4- )i peri b Bphendt j SOWAPY L~ (Z:brBmophdfyl) ethoxy, 3-
4-)piperidinyl, 1-butyl-(2, 3 or 4-)piperidinyl,; 1-
i sobut §a-ip@epiBergrl ) drypeper idil Aybromprhenyl heitAxye 25~ 63~

O hexmBebhenty bati EguY: 4 (o topighIL ALY .2
A Gl

t he quiznal glttismicrapkytylgpaapoinclardE€-qui nol yl al kyl
groups whose al kyl noi et ig a linear or branch%g i

al kyl sghodpheryti)sghexyo b Capsory aienydrgtiony -

o iRt Eob iy QP PR lpnshob{ Basody Se0e30r
8-) quigl Y bhetiWlpedtl{8xy 3.6-445, 6,7

10 trifluoromethylphenyl)hexyloxy, 1,1-dimethyl-2-(2,4-
dimethylphenyl) ethoxy, 2—m¢thy1—3—[2,4,64
tri(trifluoromethyl)phenyl]propoxy, 2-{2-
ethoxyphenyl)ethoxy, 1—(3—propoxypﬁenyl)ethoxy; 3-{4-
butoxyphenyl)propoxy,<4-(Z—pentyloxyphenyl)butoxy, 5—

15 (3—hexy10xyphenyl)pghtyloxy; 6-(4-
trifluoromethoxyphenyl)hexylogy, 1,1~dimethyl~2—(2,4u
dimethoxyphenyl)ethoxy, and 2-methyl~3;[2,4,6~
tri{trifluoromethoxy)phenyl]propoxy groups.

[0275] '

20 Examples of the 1,2,3,4—te£rahydronaphthyl
substituted lower alkyl group which may ha%e 1 to b
lower alkyl groups as substituents on the 1,2,3,4-
tetrahydronaphfhalene ring include 1,2,3,4-
tetrahydronaphthyl substituted alkyl groups which may

25 have 1 to 5 linear or btanched alkyl groups having 1 to
6 carbon atoms as éubstituents on the 1,2,3,4-

tetrahydronaphthalene ring, and whose alkyl moiety is a

linear or branched alkyl group having 1 to 6 carbon



or
qguin

8
0
0

qui nol yl ] propyl ,4-[(2,3,4,5, 6, 7 or 8-)
[ ]butyl,5-1(2,3,4,5,6,7 or 8-) 25
I

)
y
y

qui nol yl ] pentyl,and 6-[(2,3,4,5, 6, 7 or 8-)

10

15

20

25

_ 174
atoms such as (1, 2, 5 or 6-)1,2,3,4-
ﬁetrahydronaphthylmethyl, 2-{{1, 2, 5 or ©-)1,2,3,4-
tetrahydronaphthyllethyl, 1-[{{(1, 2, 5 or 6-)1,2,3,4-
tetrahydronaphthyl]ethyl, 3-{{1, 2, 5 or 6-)1,2,3,4-
tetrahydronaphthyl]propyl, 4-1(1, 2, 5 or 6-)1,2,3,4-
tetrahydronaphthyljbutyl, 5-{{(1, 2, 5 or 6—)1,2,3,4~
tetrahydrénaphthyl]pentyl, 6-{{1, 2, 5 ox 6—)1,2,3;44'
;etrahydronaphtﬁyl]hexyl, 1,1-dimethyl-2-[(1, 2, 5 or
6~)1,2, 3, 4~tetrahydronaphthyl]ethyl, 2-methyl-3-{(i, 2,
5 or 6-)1,2,3,4-tetrahydronaphthyl)propyl, 1,1,4,4-
tetramethyl (2, 3, 5 or 6—51,2,3,4~
tétrahydronaphthylmethyl, 1,1,4,4,5—pentamethyl(2, 3,
6, 7 or 8-)1,2,3,4—tetrahydronaphtﬁylmethyl, 1,4,4-
trimethyl (2, 3, 5,.-6, 7 or 8-)1,2,3,4-
tetrahydronaphthylmethyl, s,s—aimethyl(z, 3, 7 or
8~)i,2,3,4—tetrahydronaphthylmethyl, 2-{1-methyl-{1, 2,
3, 4, 5, 6, 7 or 8—)1,2,3,4—tetrahydroﬁaphthy1]ethyl, '
1-[2~ethyl-(1, 2, 3, 4, 5, 6, 7 or 8-)1,2,3,4~
tetrahydronaphthyl]ethyl, 3~-[3-propyl-(1, 2, 3, 4, 5,
6, 7 or 8—)1,2,3,4—tetrahydronaphthyi]propyl, 4-[(4-
butyl-(1, 2, 3, 4, 5, 6, 7 or 8~)1,2,3,4-
tetrahydronaphthyl]butyl, 5-[5-pentyl-{i, 2, 3, 4, 6, 7
or_8~)1,2,3,4~£etrahydronaphthyllpentyl, 6—[6—hexyl¥(1,
2, 3, 4, 5, 7 or 8-)1,2,3,4-tetrahydronaphthyl}hexyl,
1,l—dimethy;—Z—[1,7—diméthyl—{1, 2, 3, 4, 5, 6 or
8—)1,2,3,4—tetrahydronaphthyl]ethyl, and 2-methyl-3-
(1,1, 4-trimethyl-(2, 3, 4, 5, 6, 7 or 8-)1,2,3,4~

tetrahydronaphthyl] propyl groups.



qui nol yl ] hexyl groups. [0278] Exanples of the
1,2,3,4-tetrazolyl lower 176 al kyl group which nay
have, on the tetrazole ring, a substituent sel ected
fromthe group consisting of a |ower alkyl group and a
phenyl | ower al kyl group include
1,2,3,4-tetrazol yl al kyl groupg5whose aIkyI 5 noiety is
a linear or branched al kyl group having 1 to 6 carbon
" at ons &Hfd%hhi ch may have, on the tetrazole ring, a

substituent sel glg ﬁgy tﬁqﬁeggﬁé’f‘fﬁﬁ%s??}?%h@&h3may

i near or branc grou avi ng car bon
atoms @ a phenylowak kylkydr adpupkose sabkyltishtrpbet yhe
|s a |inear or. branched al kyl group having 1 to 6

' car baripgrdasne sl arscl[qdf §ipsridinylzggoup which may

::: a?’(ﬁ‘%l }Lg?%ﬁ/lrlilef{»( %ranc?l a al‘?kyz![ groups having 1 to

5-)1, % 3adpbetdsel XE]&IH}'M:' tudnté loPrche plperldlne ring
5-)1,2,3,4-tetrazolyl ] propyl, 4-[(1 or 15

5-) 1, 2u@hdas etr,azol qunbul-ylp,lpsqu(iilnsdn 3-jhdtipyi3 (2, 3 or

tetrazolyl]pentyl 6-[(1 ar 5-)
tetra '1§P?ﬁE58HnY15 E19§ﬁﬁﬁq fzs%Cfff ép&perldlnyl 1-

LS L bt 3 o

t et 0 azelypl peridivlyl, 21 fxrstihy 2; 13 (ds 24,—3p4per1d1nyl 1-
tetrazolyl Jhexyl, 1,1-dinethyl-2-[(1 or 5-)1,2,3,4
t et r aZ@iophEybt W 3 or nﬂet)mpersd{resrl:or1-5e)f1-121t3'14-(2 3 or

tetrazol [ g (% ? i
1, 1-
tetrazéﬂéi&% 4%%% #1 Rt 1( o F-jpipgridinyl,
tetrazgl 1)1?‘3@%‘:, 42y1£11pe(1&@@}:i}15 J(Jz-%,lﬁééhyl {3, 4, 5 or
tetrazolyrnethy 1-[1-butyl-5-(1,2
t et raml)pipgamdlyiyrl 3a1§d_ lpénﬁyirﬂneéilﬂyaﬂBA 4 or
tetrazolyl)]propyl 3 [5 propyl 1- (1 2,3, 4-
5-)pipéeridinyl’ gro
[0277] |
Examples of the quinolyl lower alkyl group
include quinolylalkyl groups whose alkyl moiety is a
linear or branched alkyl group having 1 to 6 carbon
20 atoms such as (2, 3, 4, 5, 6, 7 or 8¥)quinolylmethyl,
2-0(2, 3, 4, 5, 6, 7 or 8-)quinolyllethyl, 1-[(2, 3, 4,
5, 6, 7 or 8-)quinolyllethyl, 3-[(2, 3, 4, 5, 6, 7 or
8-)quinolyl]lpropyl, 4-[(2, 3,74, 5, 6, 7 or 8-) |
gquinolylibutyl, 5-[{2, 3, 4, 5, 6, 7 or B-}
25 quinolyl]pentyl, and 6-[(2, 3, 4, 5, 6, 7 or 8-)
quinolyllhexyl groubs. '
[0278]

Examples of the 1,2,3,4-tetrazolyl lower



. 177 tetrazolyl)]propyl, 4-[5-butyl-1-(1, 2,3, 4-
tetrazolyl)] butyl, 5-[5-pentyl-1-(1, 2,3, 4-

tetrazol yrnpentyl, 6-[5-hexyl-1-(1, 2, 3, 4-
tetrazol yl)] hexyl, [1l-ethyl-5-(1,2,3,4- 5
~tetrazolyl)] nethyl, [1-benzyl-5-(1,2,3,4- .
tetrazolyl)] methyl, 1-[(2-phemylethyl)-5-(1,2,3, 4-
tetrazolyl)lmethyl, 2-[1-(3- phenylpropyl) 5-(1, 2, 4-
't et r aZoikyll) pety Whigh (MRY SapRers? By TREIRA0Z §l£9r -

tetrazo th he 1 10
ot azdpLh PR seteltad FHBROTHL BBk s
tetrazagkyl) Lbutylgroup and a phenyl lower alkyl group
5-(1-(1, 1-di et hy1- 2- phenyl et hyl ) - 5-

(1, 2, 3nditderhzbl3y P taptdppllyl 81 kvl (QZDnEﬁhvfl05$ alkyl
phenylpro etr Y. B
(1,2, @O&E%t%%\follﬁl?ﬁ’ét‘?ﬁ/l raaaﬁ%é aﬁhkaﬁ AR t}%lx%l 1%
(1 2 % %aﬁcﬁgﬂ Az Qb1 hnd SR, m§y (Revked- BHEOYS RrRRY 11 -

1, tetrazolyl) ] propyl, 4 [5-(4-phenyl butyl)-1-
'(:1 2 3aﬁgteérﬁﬁhﬁﬁiihkﬁnﬂgﬁlgcﬁe@5@ﬁdh-mhengt¢ﬂﬂﬂgpm¥lﬂtlﬂg
(1,2,3,4-tetrazolyl ]pentyl and 6-15- gG phenylhexyl)
1- (1, 33411 R830 28] gw agkphEroupohpHYD |
Exanples of he thigzol r may
have & pﬁeny gr oupgas %ﬁ sggmght(ﬁleﬁgouﬁ Qﬁ %A%lg (lJI e
ring indgkudei s hi azakyt adkWrageRePslWyilchromy Hiavagll afo
2 phenyl groups as substituents on the 25 thiazole

ring @ndawhosetairiey| sndi asy[l(é er |5ndak . drébranched
al kyl group having 1 to 6 carbon uch as [(2, 4
or b yEREATBI VI ERSERY 2 (9T g 2. 17 [¢
5-)th Lo 1- L0 .
A ['(%%9%51?@*%&%1&2%1[5('1] 80512, @'razeéwéz%tm 1,
5-) t hiazaliyds bastyyl, 2, 5; {{t&trézﬁlyﬁ]—gﬁdplyazoﬂ-y[qlp@m{

6- [(2, 4 or 5- )thlazolylkﬁ , ‘1, 1-dineth [
or1%. rhilaz ob ydjtetmprol P ibetiya - = [ (1o 0ra5ptl 2,3, 4

tetrazolyl]pentyl, 6-[(1 or 57)1,2,3,4—

2, 4

tetrazolyllhexyl, 5-[1-methyl-5-(1,2, 3,' 4~
tetrazolyl) ]pentyl, 6-[l-methyl-5-(1,2,3,4-
tetrazolyl) lhexyl, 5-methyl-1-{1,2,3,4-

20 tetrazolyl)methyl, 2-[5-ethyl-1-(1,2,3,4-
tetrazolyllhexyl, 1,1-dimethyl-2-[(1 ox 5-)1,2,3,4-

- tetrazolyl)lethyl, 2-methyl-3-[(1 or 5-)1,2,3,4-

tetrazolyl}proﬁyl, {1-methyl-5-(1,2,3,4-
tetrazolyl) Imethyl, [1-ethyl-5-(1,2,3,4~

25 tetrazolyl)jmethyl, 2—[i—propyl-5~(1,2,3,4-
tetrazolyl)]ethyl, 1-{l-butyl-5-(1,2,3,4~-
tetrazolyl)lethyl, 3-{1~-pentyl~5-(1,2,3,4~

tetrazolyl) ]Jpropyl, 3-[5-propyl-1-(1,2,3,4-



2thenyl-(4 or
4- phenyl - (2 or

-)thiazolyl]propyl, [

-)thiazol yl ] net hyl , 2 [

-)thiazol yl ] et hyl, -[5-pheny|-(2 or
-)thiazolyl]ethyl, 3-[2-phenyl-(2 or
thlazolyl)propyl

2, 4- di pheny1- 5- thlazolyl)bwtyl 10

2, 5-di phenyl- 4- thlazolyl)pentyl 6- é4 5- di phenyl- 2-
azdw¢tyhek$4)]pr0myétw%ﬂﬁy§u2¥¥?bﬂﬂe yP-44 or
t

t

t

i erde Penuey B Re ey SRRy s 42 o
hlt%zc%ybimt]laéhtyﬁ @T@,HME}';}(lzlo-r(ll@ 3,4~

thlazolyl]net

2 4- dieplienyly5- ]lhlelxazol ynaelvwhw (1,2,3,4-

2, 5-di phenyl-4-thiazolyl) ,_and (4, 5-di phenyl- 2-
th|%26@§F?ﬁ%¥%Vﬂ“§FBﬁbs “[@?BBYLé&dﬁp?eg & the
benzoyl I 0 p e Nt
pheny o FAAEL B Lo MR, GO ML AN TR Ve onat e
group teemrsksiyNgdmeknal ) g - ahk;menygp@upymmbamal m,gen
atom i ncl ude benzoyl al kyl groups whi ch nay have,

the phenyrzelyg,]ethyd, slsﬁ}béﬂr?laﬁé}?tl@u%%ﬁ'e‘d £r 6m‘1 he

25 b K
oo R ra b sty B b SR A P e A 8 -
angp V\’ft%%ﬁa%f;)/l)]@bsw £ @- |(E%nﬁ%eh§ﬁwleﬂ al Kyi-

group having 1 to 6 carbon atons such as
benzoybmehkgdgi)beenzowreﬂhyn 1ﬂdﬂm@mh®y+%ﬁﬁhﬂnylsthyhﬁ%ﬁ-
benzoyl pr opy 4- ben | but 5- benzoyl enty
benzoy(llhéx 44 tftfﬁaP }éy%en‘%o[)}l“é?ﬁ?)g st hyl 3-

chl or 458 i%%f?%ﬁﬁ”“f’%c’%ﬁﬂné% T i e

chl or qbegz@,yei Rithykol 2t Xr&thympr@bmzoybheﬁmthﬂ% €4
chl orobenzoyl ) et hyl, 3, 4-di bronobenzoyl nmet hyl, 3, 4-
di 1fodd5eaz3)y4-rt@ltbr§lzolﬁl Y-y i uo¥older{ Zophemy O,PYQ? 51‘

di chl or ope | meth 6 di chl pr qbenzoyl hyl

3, 4, 5-¢ tlrgf?‘lfg%/t@ﬂféﬁf%h %‘?ny %‘4[%@8‘ Ned i1
Ch|°rQQeQZ§bd)H@E§Q¥Bl ﬂy&%&?iOmﬁbﬁﬁ4@¥b%éﬁ§mﬂent§1(3I~

f | uor obénzoyl ) but yi, % (4- |odobenzoyl)pentyl 6- (
chIorqbeazzwdeﬂuztybplﬁlnﬁﬁmnglhyﬂmﬂée$5 (6—phenylhexyl)~
fl uorobenzoyl)eth 2-nmet hyl -3- 4-

chl or ébéhz%y? )%rteéyﬁzolzﬂrféﬂ“ﬁz%b%ww methyl, 2-(3-

20 [0279]

AA-PU'IO'IU'I""U'I#U‘I-PU‘IU‘IU‘I

Examples of the thiazolyl lower élkyl group
which may have a phenyl group as ‘a substituent on the
thiazole ring include thiazolylalkyl groups which may
have 1 or 2 phenyl groups as substituents on the

25 thiazole ring and whdse-alkyl moiety is a linear or
branched alkyl groﬁp having 1 to 6 carbon atoms such as
[(2, 4 or 5-)thiazolyllmethyl, 2-[(2, 4 or

5-)thiazolyllethyl, 1-{(2, 4 or 5-~)thiazolyl}jethyl, 3-



15 met hoxybenzoyl ) et hyl, 2-(4-nmethoxybenzoyl)ethyl, 4-
nmet hoxybenzoyl net hyl , 1-(2-ethoxybenzoyl)ethyl, 3-(3-
et hoxybenzoyl ) propyl, 4-(4-ethoxybenzoyl)butyl, 5-(4-
i sopr opoxybenzoyl ) pentyl, 6-(3-butoxybenzoyl) hexyl,

1, 1-di met hyl1- 2- - (4- pentyl oxYbenzoyfl et hyl, 2-nethyl - 3-
20 (4- hexyloxybenzoyl)propyl178

3, 4- di mret hoxybenzoyl net hyl , 3, 4- d|ethoxybenzoylnethyl
3 GiRRe b S Sp eI oy Ao 12

R e

3, 4, 5-[t(p|, thmeﬂzw&mt]hykyl,Z-l(;m—dﬁ.lﬂeﬂhyl-Z-{(2, 4 or
nmet hoxybenzoyl net hyl , and 3-fluoro-5- 25
ethoxﬁbéhht@@qﬁmiﬂykhg#oubgwtpzmﬁﬁﬂ[(2 4 or

Ex | e of t er|d| | group which
?gp %&¥QQRFR9¥1 BLe%ya suB%tltuent on 180

the D'Sp‘?Ehﬁéﬂﬁyﬁ']Rgtﬁ npl Lidqtlpﬂ)lpeﬁ{yld—'(ﬂ)’bﬂ' kyl groups

whi ch may have 3y I'i near or branched al kyl groups

havi ng- 1thtaibhy1nbonyzu(mﬂasash@nxkﬁiﬁtuents on the

pi peri di ne ring _and whose al k nnugt is. alinear or

5 braﬁchéﬂl%EQ%MllﬁFBﬁbfH%J?n@gﬁﬁ Arbon atons such
as LI( pe :Iu.%’z;/q]yljﬁ%&)ﬁr '[4‘(:“]{5)’%1({%} lyl~g-'-t[l'(i]azo%yl?’b@tryl,
lrser(lzdsltyﬂplh%hwl-z; tﬁn[a(zblyﬁ),pé’:&yl 6-(4,5~diphenyl-2-
peridinyl]propyl, 4-[(1, 2, 3 or 10
rsénaelqvhgﬂn]hl?ewﬂd 15‘—-[d(1met12¥1§-dr?*Phenyl (4 or

L Rl e L

e t tBMLA 1,2, 3 Or
%e?fjglignwydﬂygr]g%%ylz rﬁrrgiﬂﬁy _E((Zz 3 or 15

[
[
[
[
[
[
| ﬁeuttﬂiamdl]yrmmhyhyl,z {[Siphedmyll ((220r3 or
[
[
[
[
[
[

di nyl ] -[ 4-
325 L’él%l-‘?%ﬂ]iyét] W9th13 [<§Jrqs§1g€>/*zfﬁwl PlthlzaZ%Ylém‘thﬂ

1 _
B8 PRI s Rl o 48 Ron-2
mﬁ&h%m)m@ayylgrcﬁdsl tert-butyl-(2, 3 or

peri di nyl ] hexyl, 1, 1-dinethyl-2-14-pentyl-(1, 2
JpRperidi nyl Jethyl, 2-nmethyl - 3 a- hexyl - (2, 3 or

di nyl /|, thyl-(3, 4...5
)b bert df nyl IRBRRYFS dinaBp1b9TRoR LoleRy ALK Srow
JREPET LA} BRETeL AW JLRERS: ring, 1 to 3 substituents

selected from the group consisting of a lower alkoxy

-)
-3
-)
-)
-)
-)
-)
-)
3
-)
-)
-)
-)

-

NCD-PO bbmmwb#bbbhbbbh
N N

®
p
p
p
p
p
p
p
Pi R
p
p
p
3-
p
p
®-

5,

© dgroup and a halégen atom include benzoylalkyl groups
which may have; on the phenyl ring, 1 to 3 substituents
selected from the group consisting of a linear or
25 branched alkoxy group héving 1 to 6 carbon atoms and a
halogen atom and wﬁose alkyl moiety is a linear or
branched alkyl group having 1 to & carbon atoms sucﬁ as

benzoylmethyl, 2-benzoylethyl, 1l-benzoylethyl, 3-



[ 0282] Exanpl es of the im dazolyl group

whi ch may have 1 to 3 phenyl groups as substituents on
the 181 im dazole ring include imdazolyl groups
~which may have 1 to 3 phenyl groups as substituents on
the i mdazole ring such as (1, 2, 4 or 5-)imdazolyl,
1-phenyl - (2, 4. or 5-)imdazéf¥l, 2-phenyl-(1, 4 or
~5-)imdazol r yl

5- pheRFf Z?Xybﬁ?gﬁl 14° j??ﬁ%&%}éPng % Eea%Oﬁ%%sﬁ%&a &

5-) i mdazol ey fﬁ 91-@111%%&1(2-—1%1253;)@6&3%,2@l—y\bthyl 3-
4, 5- di phenyl - )|n1dazolyl 2, 5-di phenyl - (1 or
4- )|rnb$azoy3@:op@ﬂd 2; ﬂl&bnqﬂepheWAMBtbyﬂni@azoly1
groups. 10 [028 npl es . of

t
benzi rﬁhéaﬁ%vv}zogfrl&sﬁhwn v CH&?r?PaE\P@OIl’[“%t%Ymﬁoﬁér al kyl
gr oups, 33, SUbSt tl%%f!h?l or, | t('llef b\%h gPJ@cH:Jl”QZ (4-
& 5 20

i nclTu enZi mdazo group have 1 to

3 |ln%&llo%bé1{ﬁ@qh@dhﬁik>d 49Eiﬁ)hlﬂindbawzﬁglxﬂ.ett}ql6 datbon
atons as substituents on the benzi m dazole ring such
as( 1, Qiddshenamylmerhehzidviddiblyarobereorimettyly 2536

gr)geﬁ91Hi%é%égﬁ%gyimﬁéﬁé;Vh%lfiéi %yﬂ@bgﬁzoylmethyl,

7- )berbz'4n5-d-§fﬁl3do’r§bQH£<WIn(e¥h§l4 £ ar
7-)benZi m dazol'yl, 6-pentyl - (1, 2,4,5 or

10 chlorobenzoyl}propyl, 1 {2 bromobenzoyl)ethyl 4-(3-
fluorcbenzoyl)butyl, —(4~;odobenzoyl)pentyl, 6-(4-
chlorobenzoyl)hexyl, 1,1l-dimethyl-2-(3-
fluorchenzoyl)ethyl, 2—methyl~3—(4;
chlorobenzoyl)propyl, 2-methoxybenioylmethyl, 2-{3-

15 methobeenzoyl)ethy;; 2- (4-methoxybenzoyl)ethyl, 4-
metﬁoxybenzoylmethyl, 1—(2—ethoxybenzoyl)ethyl, 3-(3-
ethoxybenzoyl)propyl, 4-(4-ethoxybenzoyl)butyl, 5-(4-
isopropoxybenzoyl}pentyl, 6— (3-butoxybenzoyl)hexyl,
1,1-dimethyl-2-(4-pentyloxybenzoyl)ethyl, 2-methyl-3-

20 {4-hexyloxybenzoyl)propyl, 3,4—dimethoxybenzoylmethyl,
3,4~diethoxybenzoylmethyl, 2,4~dimethoxybeﬁzoylmethylr

-~ 2,5-dimethoxybenzoylmethyl, 2,6- dlmethOxybenzoylmethyl
3,4,5- trlmethoxybenzoylmethyl 2~chloro~4-
methoxybenzoylimethyl, and 3-fluoro-5-

25 ethoxybenzoylmethyi groﬁps.

[0281] |
Examples of the piperidinyl lower alkyl group

which may have a lower alkyl group as a substituent on



T NNNNNN~NO N

-) benzi m dazol yl , 7- hexyl - (1, 2, 4,5 or

-)benzi m dazol yl , 1-ethyl1-(2;4,5,6 or

-)benzi m dazol yI]hexyI 1-butyl-(2, 4, 5, 6 or 25

-) benzi m dazol yl, 1-i sopropyl -(1, 2, 4, 5, 6 or

-) benzi m dazol yl, 1, 2-di et hyh- (4, 5, 6 or
-)benzi m dazolyl, 1-nethyl-4-ethyl-(2, 5, 6 or
)benﬂmnpdpgxﬂanp Ilﬂm(ﬂnﬁﬂuﬁenptﬂﬁﬂldéaylaﬂkM§ @FOUH%Z
-)benzi m dazoly 5tr|mat2{y édﬂi E 8,98,
)berf%}lﬁhd'a%lfsﬁfegﬂoﬁ‘bé 1[16‘?821]0 PFRgY GHiRedroup
yri

avi® {a%(l%oégr&gr?%o%s' nel sde By Léoyd dJnkexy

groups Whode yl noiety I1s a linear or branched

al kyl ;girg@updhae/m@glaﬁ@ Whos@r bmhyhtmtgumh adifar Pr
or 4-)pyridyl methoxy, 2-[(2, 3 or gzpyrl dyl ] et hoxa/

1- [ b2, branghed-31gyili EyPPR{IRONPI 8-t ( cagbepp atoms ch as

4- )pyr@l %prgpox% )gl%é 4:11)%6'9 métgﬁ fj,yg] b?t 8?:‘3/'
r 4- )aﬂ ¥Hmﬁwb@w1 G- [[((12 23 33ror

)pyrl hexyl oxy; 1-[( , 3 .
-)pyr4—dy>llpesxmnwpdgyhyhncﬁ-z (r‘#et Pyl32I[ (2, 3 or

)

Py YLLBLERIN BESHRS AH2%) 5 o

DRSORION

10 4~ )plperldlnyl}butyl, 5-[(1, 2, 3 or
4-)piperidinyl]pentyl, 6-{(1, 2, 3 or
4-}piperidinyllhexyl, 1,1~dimethyl~2-;{1, 2, 3 or
4-}piperidinyllethyl, 2—methyl~3—[kl, 2, 3 or -
4-)piperidinyl]propyl, [l-methyl-(2, 3 or

15 4~)pipéridiny1]methyi, 2-{l-ethyl-(2, 3 or
4~)§iperidinyl]ethyl, 1-[4~-propyl-(l, 2 or
3-}piperidinyllethyl, 3-{3-isopropyl-{(1, 2, 4, 5 or
6-)piperidinyl]propyl, 4-[2-butyl-(i, 3, 4, 5 or
6-)piperidinyllbutyl, 5-[1l-isobutyl-(2, 3 or

20 4-)piperidinyll}pentyl, 6-[1-tert-butyl-{2, 3 or
4-)piperidinyllhexyl, 1,l-dimethyl-2-(4-pentyl—-(1, 2 or
3-)piperidinyllethyl, 2-methyl-3-[l-hexyl-(2, 3 ox |
4~)piperidinyljpropyl, [1,2-dimethyl-(3, 4, 5 or
6-)piperidinyllmethyl, and (1,2,6-trimethyl-(3, 4 or

25 5-)piperidinylimethyl groups. '
[0282] |

Examples of the imidazolyl group which maf

have 1 to 3 phenyl groups as substituents on the



Exanpl es of the 1,2, 3, 4-tetrahydroqui nolyl | ower alkyl
group which may have an oxo group as a substituent on
t he tetrahydroqui noline ring include
"1, 2,3, 4-tetrahydroqui nol Yl al kY1l groups which may have
120 or 2 oxo groups as substyigtuents on the
t et rahydr oqui noline ring and whose al kyl noiety is a _
i nearimﬂddzpaachtnb ahkyhd@rimipahabYlmpIPUP@ thgh'@@m have
atons such _as
tetr ahyofr%&uph‘am r?e”-PH?F a9 T*gftlﬁue%ts BR %he slml?‘aa?le
25 8- )%m?%%uéht%fﬁhy%f%%ﬁ%' Ly hhedidyal- [L(-ﬂherzyil -3z,

4 tetrahydrqu|non
( ,o02,5-3imddato1yd, Z-ghienyl-(1, 4 or 5 )1m1dazolyl 4-
1, 2,3, 4- tetrahydrqu|nolyI]prOp¥ 1 2, 3, 4,
8, mhenyls{yi, :2 03 @ Jnmazolyl Lonernti, % o
tr
1

"o e o s R A t%“Bélf"?faZ%ﬁ’l,zf‘“

diphenyl-(1 or 5- );mldazolyl, 4, 5-diphenyl-(1 or

4,
3-
8-
S5,
te
8-)

2-) imidazolyl, é,S—diphenyl—{l or 4-}imidazolyl, and
2,4,5-triphenyl-l1-imidazolyl groups.
10 {0283] '

Examples of the'benzimidazolyl'group which
may have 1 to 3 lower alkyl groups as substituents on
the benzimidazole ring include benzimidazolyl group
which may have 1 to 3 linear or branched alkyl groups

15 having 1 to 6 carbon atoms as substituents on the
benéimidazole ring such as (1, 2, 4, 5, 6 or
7-)benzimidazolyl, l-methyl-(2, 4, 5, 6 or
7-}benzimidazolyl, 2-ethyl-(1, 4, 5, 6 or
7~}benzimidazolyl, 4-propyl-(1, 2, 5, 6 or

20 7-)benzimidazolyl, S5-butyl-(1, 2, 4, 6 or
7-)benzimidazolyl, 6-pentyl-(1, 2, 4, 5 or
7-)}benzimidazolyl, 7-hexyl-(1, 2/ 4,_5 or
6—)benzimidazoiyl, l-ethyl-(2, 4, 5, 6 or
7-}benzimidazolyllhexyl, l-butyl-{(2, 4, 5, 6 or

25 7—)benzimid§zolyl, 1-isbpropyl—(1, 2, 4, 5, 6 or
7-)benzimidazolyl,I1,2—dimethyl—(4, 5, 6 or
7-)benzimidazolyl, 1-methyl-4-ethyl-(2, 5, 6 or

7-}benzimidazolyl, l-propyl-5-methyl-(2, 4, 6 or



4, 5 6, 7 or 8-)1,2,3,4- tetrahydrqu|nolyI]hexyI
1,1- dinethyl-2-[(1, 2, 3, 4, 5, 6, 7 or 8-)1,2,3,4- 5
t et rahydroqui nol yl l ethyl, 2-nethyl-3-[(l, 2, 3, 4 5,
-6, 7 or 8-)1,2,3,4- tetrahYUroquinolyl]prOpyI,
[2-oxo0(1, 3, 4, 5 6, 7 or 8: %} 2,3, 4-
tetrahydrqu|nonI]nethyI i oxo-(1, 2, 3, 5, 6, 7 or
- 8-)1, 2,341 Shiahyd thﬁzﬁphyilﬁmifhﬂe,thﬁ/? ¢2,didoxe; (4,01
3, 105, 6, 7 or 8-)1,2,3,4- tetrahydrqu|nonIInethyl
2- (2- Toxbefdimi3lazdlyh, glﬁmp*s or 8-)1, 2,3, 4-
tetraqydrqu|nonI]ethyI 3-(4-oxo0- (1, 2 3; 5, 6, 7
or 8-)f 4 tetrahydrogU|nolyl]prOpyI

4- (2, 4- d' oxo- (1 th idyl lower alkoxy group
8-)112, 3, 4- tetréﬁygroqulnolfl%%Etff, 5- 3r5 (2-oxo0-(1,

3, 4, 15lclﬁde7p3ﬂ_f1c@hl)alk&38 roups whose alkyl mo:.ety is a
t et rahydroqui nol yl ] pentyl, and 6-[4-oxo- -3, sﬁ
6, 7 Oringay1lop IFasched réaw'df §50VR A1 PAe yTO gsré’ﬁﬁgo

[ 0286] Exan‘g %ic’ of (%ave dr ’4 ) §§9&6€ﬁn l:llxéxggo [(@l kyl or

20 gr an ox as a substi f uent

on thej §rfd€% h@&?ieil 9 anfuﬂap@;3d§11ethoxy, 3-
oxadlazo gr oups mhlch may . have an oxo group as
a subsﬁmmuenbrohﬁmhe14yﬁﬂpram@adra%oﬂ@hrﬁn@rand whose

hat nga”%?r%@%f@%%%ﬁ{aﬂ? areEheh gty 8 %600 5 4

501, 3 4P LAY SRV L 7y 12, 3 5 45 pyianiipencytony, 6

5-)1, 3[ (é- oxadt atZ-8|p)y|r]L&§hM{exy3.oE(§’2 1)1’[ &) 8, 81 4-
oxadi azol yl ] propYl, 4-[(2 or 5-)1,3, 184
oxadi azdloyk] 8yt JAsopsopesy oramsl RTmet Wl -3-1{z, 3 or

oxadi a 6-[(2 ar 5-)1, 3, 4-

oxadi ‘i‘&%’r‘%ﬁ%ﬁﬁmpﬂ[ At Hy1- 2-[ (2 or 5-)1, 3, 4-
oxagi g@ggﬁ]ethyl 2-methyl-3-[(2 or 5-)1,3,4- 5°
oxadlazolyl]propyl 2-0x0-[(3 or 5- )1 3, 4-
oxad|azolyl]netmxdmplﬁsoab1@#2102 3r51F€¥r4hydr0qun°1yl
oxadi azol yl ] met hyl , 2-(2-0xo0-(3 el 5-

oxadi a]zcmeflﬂ.]éyhﬁrouf [v]gl%lg(dn > BVQ f%%’(@ group as a
Oxadlazg1 ngq?n %&E(geﬁgaﬁ§&k$q§1ﬁbl£H% rlng include

oxadi oxo(3 or 5-)1

oxadi ag,l )B' Mbﬁéﬂfahy&rbﬁnmkm(yﬂaﬂﬂcyii Jidgupsdwhich may have 1
oxadlazoly ] pentyl, 6-[2-o0xo(3 or 5-)1,3,4-.

oxafli azol2yiokhesndups] 23- aihet HpPenss[ %2 GBS 2 or

or)é §f$§€%y3dé3%§§ﬁ1§§ZF§¢35?%€yF grou%§ F%%% Ua
linear or branched alkyl group having 1 to 6 carbon
atoms such as kl, 2, 3, 4, 5,6, 7 or 8-)1,2,3,4-
tetrahydroguinolylmethyl, 2-((1, 2, 3, 4, 5, 6, 7 or

25 8—)1,2,3,4—tetrahydroquinolyl}ethyl, 1-[(1, 2, 3, 4, 5,

6, 7 oxr 8—)1,2,3,4;tetrahydroquinolyl]ethyl, 3I-[(1, 2,
3, 4, 5, 6, 7 or 8-)1,2,3,4~tetrahydroquinolyl]propyl,

4-((1, 2, 3, 4, 5, 6, 7 or 8-)1,2,3,4-



Exanpl es of the thienyl |ower alkyl group include

t hi enyl al kyl groups whose al kyl noiety is a |inear or
branched al kyl group having 1 to 6 carbon 20 at ons
such as (2-or 3-)thienylnethyl, 2-[(2 or
3-)thienyllethyl, 1-[(2 or 3-% hi enylJethyl, 3-[(2 or
3-)thienyl]propyl, 4-[(2 or é-%thienyl]butyl, 5-1(2 or

3-)thi imo®s ,35=1 1N 3], hexys, 6}, 1-ox
o et rE s PEE e B S gl - 3. 10

25 or $-)it, bj enyderrapydireromed yljoegspt. 6-0(1, 2, 3, 4,
Exanpl es of the pyrimdinylcarbonyl aro ' Yi_
have ah 6&079?%d£”é3233sﬁU§FFFB¥H¥6?#$qﬁﬁglvq%én”nﬁ’1
pyrim dine ring includespyying dighyy ey Bonyl 2 gy ,aups
whi ch fﬁﬁgéeglﬂ d g’oig‘%rg%ps_as substituents on

t hespyfdd¥agiyReodii®15Uehtias ,( 2-m8thWlor-[(1, 2, 3, 4, 5
6-) pyri m di nyl carbonyl, 2,6-dioxo-(1, 3, 4 ori5 yoxo-
5- ) pyrb.1i diomy B chk oy - totxpbydrequsnolyllprgpyl, [2-0%

6-) pyrim di nyl carbonyl, 6;o0xo-(1, ,2, 3, 4 or
5-)pyrF}ﬂ(ﬁ'n¢1c§Tﬁgnél9r4§§éd?(%f42, 3, 5 or

6-) pyr { 56 ,9in0%k-686 DY 1 nelyidi qMookd~ (B, 24 OF 5, 6, 7 or
6-)pyr$%ﬁ | %ylcgébOnyl}manﬁyz,4,6<trioxo- 1, or 1

3 0
5-) pyr 8- Gz, ¢ ar dorplydge guips 1 LORSORY Bx difpladigiotife 37 -

| oner al koxy | ower al kox roup include Ij [ 5o
br d48ched @l Koy &rbups 3h§ﬁ/\7€"‘n‘i‘;r ydrogynglyd gg‘%@)}ﬁ& ‘af ore

whi ch nay have a,line 9r oprangheds 15 al koxy group
havingofgt ’G%Ca?béa.gﬁonsoaégg substituent such as

met hoxy et ey oqhi €6 AN KEh DX Y3~ [2-oret hbx et Bexy, 6, 7 of
2- propoxyet hoxy, 3-i SopropoxYpropoxY, - 4- b%to§¥Q“t°&M1
5Lpent9+bkybéhﬂyt@quhu§rﬁggym@kyﬂéiypgky’4- 2, 1ox0~(1,

1, 1-di net hyl- 2- Met hOxy.et,10xy, : inolvllbutyl, 5-
2" et hyi- B dundxpr 0ROy, o+ | cecrahydzoginolyLIbucy

15 f{2-oxo-{(1, 3, 4, 5,_6, 7 or 8-)1,2,3,4~-
tetrahydroquinolyl]pentyl, and 6-[4-oxo-(1, 2, 3, 5, 6,
7 or 8—)1,2,3,4—tetrahydroduinolyl]hexyl groups.
[0286]
Examples of the 1,3,4-oxadiazolyl lower alkyl
20 group which may have an OXO group as a substituent on
the 1,3,4-oxadiazole ring include 1,3,4-
- oxadiazolylalkyl groups which may have an oxo group as
a substituent én the 1,3,4-oxadiazole ring and whose
alkyl moiety is a linear or branched alkyl group having
25 1 to 6 carbon atoms such as (2 or 5-)1,3,4-
oxadiazolylmethyl, 2-[(2 or 5-)1,3,4-oxadiazolyllethyl,
1-[(2 or 5—)1,3,4~oxadiazolyl]ethyl, 3-[(2 or 5=~)1,3,4~

oxadiazolyllpropyl, 4-[(2 or 5-)1,3,4-



20 and 3- nmet hoxypropoxy groups. [0290] .
Exanpl es of the | ower al koxycarbonYl | ower al koxy
group include al koxycar bonyl al koxy groups whose two
~al koxy noieties are linear or branched al koxy 25
groups having 1 to 6. carbon agpns such as

nmet hoxycar bonyl net hoxy, ethoxycarbonYl net hoxy, 2-

. met hoxycanhopyy Bthexy, 2-Ethoxytarhengtet hOxy, 1-
et hoxycar bonyl et hoxy, 3-nethoxycarbog¥IprOpOxy, 3-

186 etdrexijearboryieptopoxsr; [ (4- 8 hoxyear Bony 1but Oxy, 5-

I sopropoxycar ponyl pentyl| axy.,. 20— (2 5-)1,3,4-
6-pro¢B%§%8FB %ﬂ%ﬁ%%@ro£§§‘““Ethyl 2=tz ox

1, 1-di %gﬁgbg-fqgfgyxgagkﬁyfﬁbetbogyz or 5-11,3,4-
2-met hyl- -ter¥butoxycarbony|propoxy,

2- pentadaexheal poimprbeyhOx8~oxand (B or 5-)1,3,4~

hexyl oxycar bonYl met hoxy groups. ,10291], - _

Exanpl @dif zphel ety %ﬁ%ﬁ?wégk%§y;dﬁéab4include

car boxyal koxy. ¢ 05er Al KBXY3 D} 6f-y (1344 i near
or bra 3Z§FE%Q§Q§W@€p§h%ving 1 to 6 carbon 10 atons
such as:£ARBeXyIEldtoxy, 2-tardzoxy2tenoxd) 113, 4-

car boxyet hoxY, = 3- car boxypr opoxy, 4-car poxybut oxy, 5-
car boxyyzatiagbdx Y] etdydar Bokﬂﬁﬁé%éfy%?&t 3771 di met hy1- 2-
IR S R o e
oxadiazolyllbutyl, 5~[5—ox9(2 or 3-)1,3,4~
oxadiazolyl]lpentyl, 6-[2-oxo(3 or 5-)1,3,4~
oxadiazolyllhexyl, 1,1—dimethyl—2-t5—oxo(2 or 3-)1,3,4-
oxadiazolyllethyl, -and 2-methyl-3-[2-ox0(3 or 5-)1,3,4-
15 oxadiazolyl]propyl groups.
[0287]
Examples of the thienyl lower alkyl group
include thienylalkyl groups whose alkyl moiety is a
linear o? branched alkyl group having 1 to & carbon
20 atoms such as (2 or 3—)thienylmethy}; 2-[{2 or
3~-)thienyl]lethyl, 1-[{(2 ox 3~)thienyl]lethyl, 3-[(2 or
3-)thienyl]propyl, 4-[{2 or 3-)thienyljbutyl, 5-[{2 or
3-)thienyl]pentyl, 6-[(2 or 3%)thienyllhexyl, 1,1-
dimethyl-2-[(2 or 3-)thienyllethyl, and 2-methyl-3-{(2
25 or 3—)thienyl]propyl grbups.
[0288] |

Examples of the pyrimidinylcarbonyl group

which may have an oxo group as a substituent on the



i ncl ude phenoxyal kanoyl groups whose al kanoyl nviety
is a linear or branched al kanoyl ‘group having 2 to 6
carbon atons such as 2-phenoxyacetyl, 3-

- phenoxypr opi onyl, 2-phenoxypropi onyl,

4- phenoxybut yryl , 20‘5-phenoEy§entanoyl,

6- phenoxyhexanoyl , 2, 2-di met hyl-2- phenoxypr opi onyl,
and 2-gyetiAydi e phegoxyera opyirgtioupsarPORgaloroups
Exanpl és of the 1,2, 3, 4- tetrahydrogylnoé%lqgrb%ny$n the
gr oup whticbhmamyoaveve &R DRFOgP BRI as a8 5t Uent ~on
t he tetrahygrqu|noI|n rlnq in Iup

1, 2, 3, B FENYdrE§uih fT%arbOnyl groups whi ch may

have 21 RXS: (NQURBoRPL Shstdiskt (4,08, t heor 187
tetraﬁig%gqﬁ?noﬁﬁﬁe ring such as Eb% 3, 4. 5 6, 7 or

8-)8, Zaap«f}rmmﬁmwmqqnm y-pear 4525 o%0- (1, 3,

4, 5 6, 7o 8)123 tetahdrqnlv] r bonyl |
[ 4- o)(06—():pryr.;gmj.c;l_z,J.ny,B’Lcagbo:&}yyib‘T % ¥ ]9 lﬂ % !J&_a

tetra ro n | 4 , & d e-64, 3, 5,
6, 7 giq ?%ﬁﬁgg%akgg%pgﬂ%dﬁb%ﬁ?nggyl]cgﬁgonil gr oups.

[ 0294]6- )pyrlmldlnyﬂa@iﬁﬁhgs of, a-Héoxo-(1, 3, 4 or

1, 2,3,4-tetrahydroqui nol yl group which ma v . 0X0
group @cs)parrsmbgtwlu@ﬁboﬁhli(?ﬂldhg tefr &‘:60&31 ﬁ3ol%| ne

ring inclu tetra Qqui nol yl groups whi ch
%haﬁle’wréi"lﬁl CaﬁPgﬁﬁi @q‘@ubst ituents on the

tetrahg&£QQU|nollne ring such as (1, 2, 3, 4, 5, 6, 7
or 8-) - tetrahydroqui nolyl, 2-oxo-(1, . 3, 4,
6, 7 or 15 8-) lERaihlest ofr sy dioveli ALK 18¥6X o J(“fxﬁ’z

2 S e A8 o i
8-

4
)1’2t§’ carkrahgggﬁguﬂhggh\§a§ﬂH%QQSa 10285] or branched

15 alkoxy group hav1ngl1 to 6 carbon . atoms as a
substituent such as methoxymethoxy, 1-ethoxyethoxy, 2-
methoxyethoxy, 2—propoxyethbxy, 3-isS0opropoxXypropoxy, 4-
butoxyvbutoxy, 5-pentyloxypentyloxy, 6-hexyloxyhexyloxy,
1,l—dimethyl-vaethoxyethoxy, 2-methyl—-3-ethoxypropoxy,

20 and 3-methoXypropoxy Jgroups. ‘

[0290]

Examples of the lower dlkoxycarbonyl lower
alkoxy group iﬁclude alkoxycatrbonylalkoxy groups whose
two alkoxy moieties are linear or branched alkoxy

25 groups having 1 to © carbon atoms such as
methoxycarbonylmetﬂoxy, ethoxycarbonylmethoxy, 2-
methoxycarbonylethoxy, Z—ethoxycarbonylethoxy, 1-

ethoxycarbonylethoxy, 3-methoxycarbonylpropoxy, 3~



Exanpl es of the am no group which may have a 20 | ower
al koxycar bonyl group as a substituent include am no
groups whi ch may have an al koxycar bonyl group whose

. akloxy noiety is a linear or branched al koxy group
having 1 to 6 carbon atons s as am no,

nmet hoxycar bonyl am no, et hoxycarbonyl am no, 25

. Pr opoxy 3k heny &R BRepd£QPMOpENYOaTDOYY By, 5+
but oxycar bonyl am no, tert-butoxycarbonyl am no, 1
pent ylimopeapbormAranhnteerdnd ohEx i oXPRRF BETAAR ARG Y+ O* Y,

.. 188 [0296] i |
01 oup Wi RRRE AT ST PRI DA o 6 G ane

SUbSti%ﬁg?gﬁéafgbﬁﬁﬂgr&ﬂﬁax!2Lbegt?IBHydiebbﬁfmunﬂoxgrOMBS

whi ch ave 1°t0 5 3 1Tinear or branched al koxy
gr o8PV bRYcdrich ybneaitdon gabops. as substituents on
t he phenyl ring such as benzoyl, 2-nethoxybenzoyl,
3- et hiddpBénzoyl , 4- nethoxybenzoyl, 2-ethoxybenzoyl,

3- et hoxybenzoYl, 4- .eth nzoyl, N o Lroxy grotp
2+ sopr spoxy beriP 168 SR B boxy 1oyer 3

pent yl gyybeRzeytvodahesyy aotheazeidse 3lkoxy moiety is a
di met hoxybenzoyl, 3, 4-di et hoxybenzoyl, 2, 4- b

di met hovnehenzoybrarzhgdda HettyogypepAsying 1 to 6 carbon

di met hoxybenzoyl, and 3,4, 5-tri metfhoxyh rQups.

[Oé@?]atﬂiﬁéﬁﬁ\xe%s SPTPREVRGRSHYal kyT="gr g‘&%g%’f%h have
1 or 2 ' 'C@-ggyb&a;fﬁ ey} he-phesylbiiag, -

to 3 su s?%¥82%¥%y%elected rg§1tﬁe group consistin

of a | ewsoxabkaxytanhoaytagrowbexalexnand dratpethyl-<-

niro carboxyethoxy, and 2-methyl-3-carboXypropoxy groups.

[0292] '

15 ' Examples of the phenoxy lower alkanoyl group
inciude phenoxyalkanoyl groups whose alkanoyl moiety is
a linear or branched alkanoyl group having 2 to 6
carbon atoms such as 2-phenoxyacetyl, 3-
phenoxypropionyl, 2—phen$xypropionyl, 4-phenoxybutyryl,

20 5-phenoxypentanoyl, 6—phenoxyhexanoyi, 2,2-dimethyl-2- |
phenoxypropionyl, and 2—methyl—3—phenoxypropionyl
groups. .
[0293]

Examples of the 1,2,3,4-

25 tetrahydroqginolylcarbényl group which may have an OxoO
group as a substitﬁent on the tetrahydroquinoline r%ng
include 1,2,3,4—tetrahydroquinolylcarbonyl groups which

may have 1 or 2 oxo groups as substituents on the



group, a phenyl group, a halogen atom a |ower alkyl

20 group which may have a hal ogen atom as a
substituent, a |ower al koxy group which may have a

hal ogen atom as a substituent, and a | ower alkylthio
group include, in addition tqgthe above descri bed
phenyl | ower al kyl groups,- linear or branched al kyl

- gr oups: Wia6haheei nbitiae 2bify cachaoas dt@ns3and, Js,t@ 27 or
phenyl s whi ch may have, on the phenyl ring
subst|&1)ém€33s%ﬁ%ﬁﬁﬁ&BYﬂFQﬁH#q?éYg}QRRPQ&ﬁﬁs|%%l?ﬁf 4t adr

al koxycar bonyl _gro S | ox Aeak,
or bra‘%’fcl’?ed2 ko %PRghg nglﬁa%?igyé%hggbgycaft ol
at ons, (A G¥30P9, P ouP, sa §j t7 @rgsoup,.2,3,phenyl group, a
halogen aton] a I'i néar or branched aIkyI group havin

1te &m&bgﬂraﬁ_mlmnchrhmwlhaw ]IZtrd dipaeodens. .
atons as substituents, a linear 5 or nched "al kox
o oup i B -k 7 % Ar b AU arE TR U I R Py
halogegg%t?ns as substituents, and a |linear or

branch af kyl thi o group haV|ng 1 to 6 carbon atonB
such as 1, 1-di plemdieet byl chel 11203 (#4-tetrahydrogquinolyl
fl uorophenyl ) nethyl, 1-phenyl-1-(4- 10

met hoxgqml@nyh)tmetw hagegarﬁ,ngqeﬁyqn& Gy R, sgb.gtltuent on
di f Luor.obenz uor ohenzyY :

3, 001 eGP bR S el i FOBRohisbe 12024
2, 6'd'§éﬂi‘%99§5‘&1¥inol§a I_:;Ednfglémh@met,ﬁay beReyl,or 2 oxo

2-trifluoromnet hyl benzyl ;| 4- trlfluoronethylbenzyl
3, 4- di getupexybentydtitebts kn dhﬂet¢nmqhm§m@9p1nollne ring

2-chl orobenzyl , 3-chl orobenz orohenzyl ,
2- et hsbeasy KL, ?w@th;‘ﬂb%nz%ﬂ oy. St}ﬁtﬁy bénzyl
3, 4-di net hyl 3 Ib nzyl

t'[Tec ng{;%y?n&tﬁo %ﬁn ? y!'5, 6, 7 or

2- nethé&ybe z 4-cyanobenzyl, 2-

cyagobenayb, 334cwmcs}razydmuérlmt hwta:er(zyl 2,2335,26, 1
dlchlorobenzyl 2, 4-di chl or obenz
2, 5- d|cuhl&:rr)ébén%\‘!*,teSL,rahm‘iimlk}Fl@gEhrzﬁnd 2,4-dioxo-(1, 3,

2, 6-di chl orgbenzyl, 4-fl yorobenz 1Qr l,
2- qudFoﬁ%ngyPF %ﬂﬁréré h??i %§M ghz§?$&£¥
2-nitr zyl, 3=trif|uoronethoxybenzy|,

4-trifluoromet hoxybenzyl, 2-trifluoronethoxybenzyl, 4-
25 met hoxycar bomydnygirzybf Gharerhox yoerdromwVibemay | have a

4-tertbutyl benzyl, 4-ethyl benzyl, i sopropyl benzy
4- 2Ret IRHeF- 81 ERRYFRORYY] ITHR £5nRt %W%ﬁé‘ﬁé}i

2- (4 £)48" QRGN M hay Bk A G

whose akloxy moiety is a linear or branched alkoxy
group having l.to 6 carbon atoms such as amino,
methoxycarbonylamino, ethoxycarbonylamino,

25 propoxycarbpnylamino, iéopropoxycarbonylamino,
butoxycarbonylamind, tert-butoxycarbonylaminoe,
pentyloxycarbonylamino, and hexyloxycarbonylamino

groups.



190 net hoxyphenyfl et hyl, 2-(4-nethyl phenyl)ethyl, 4-
phenyl benzyl , 3, 3-di phenyl propyl, 3-nethyl-4-
nitrobenzyl, 4-(4-nmethoxyphenyl)butyl, 2-(4-

- . nmet hyl phenyl )ethyl, 4-tert- butoxycarbonylbenzyl 3- 5

chl or o- 6- net hoxybenzyl , 4- nliég 3- et hyl benzyl ,
4-tertbutyryl benzyl, 2-(2-et ycarbonylphenyl)ethyl,

- 1-(3- ﬂyg@pxycarbonylphenyl)ethyl 3-(4-
pentyloxycarbonylphenyl)propyl 4- ( 3-

hexyl oxycar bonylxphehys ) dtitope, b@nwmrwp which may have
d|nethoxycarbonylphenyl)pent

di et hoxyeap bbApRe 9¥¥rﬂ£aﬂps isl.é?s%eFﬁeQF ﬁﬂ4the

but OXy ar bo %]rg#; &)18 énzo%ln&@cmﬂs 3h1ch may have 1 to
(4netﬁ’xygar eny

2- (- cyanaphen yethyhed hxﬁx@y@rmmﬁehw)m h'lylto 6 carbon
3- (4- cyanophenyl ) propyl, 15 c¥anophenyl)but

5- ( 3- ayt@n@phemuweﬁwntsam(& ew%%f h&RY) i

#e?lnEth¥g2 %éﬁ?thPFV%?% eny % o %E"zoyl 4-

QﬁéﬂﬂaRgﬁéhQ&fﬂihYLetﬁoiébenabyxﬁuﬂm%mybggﬁénaoyl, 4-
4-mitrophenyl ypropyl, 4-(2- 20 nitrophenyl)but

(3 mﬂHo&phemdelperét-yBQpﬁ;P(CAf—ybﬁnWﬂphén?!—"}%}%ﬁnzoyl 4-
1-dinmethyl-2-(2,4- dinjtrqphe ethyl

ABt hgenty. EQYQPQ?Oyﬁrlﬂl??¥#;? 9% %

(2-p enyl ;hy { JRhenyl det hyl,

(4-p lé“ny pﬁgpﬁ%ﬁg} ) ?ldle%hoaggé% déﬂyl pllwenyl ybutyl,

( 3- p&]ﬁ[@thata%%z)c@ant ;zL 5- &m(eéhoahm}dqwﬁen%“ §hexyl,

, 1-di net hyl-2- (2, 4- di phenyl phenyl)

met hyime3hp2yderszomln Bhén% Weﬁwwﬁ?&?&wemwl groups.
2-fluorophenyl)ethyl, 1-(3- 191 bronophenyl)ethyl,:

4- Qﬁgﬁﬂenyl)prOpyl 4- (2- bronophenyl ) butyl,
3

-Chl or ophenygarﬁﬁ@sybf Bnd 4roveroaDpNeRYb)hextylch have
-di met hy1- 2- (21 di chl or ophenyl ) et hyl

met hy lor32( phdn@ts &mchfmmrlwl%nyn)tﬁ%wﬁnyl ring, 1 to
(2-ethylphenyl)ethyl, 1-(3- byl
(- BOUIERERYPY G et (o, SR PSR P b g o @
(3 h cyan . nitro
ST it e, B £ rame wroupr 5 T

di neth Lﬂﬁﬁnﬁ|bﬁéﬁ&d gﬁ%uﬁ?tﬂyﬁaibgéﬁ étdm, B0 lower alkyl
trl(trlfluoronethyl)phenyl] ropyl, 2-(

et mxymeg/Iw)mephymay pa(v:; Er gméﬁw)a& ﬁwsubgttwent, a

hexyl o

trifl ugwg@tﬁgmh&wa} n%m aﬂmihtﬁll‘ﬂecﬁfw Anf2ude, in

addition to thé above describéd phenyl lower alkyl

H/\,/\/\

1,
2-
2-
3-
5-
1,
2-
2-
3-
5-
1
2-
2-
3-
5-
1
2-
2-
3-
5-

groups, linear or branched alkyl groups which have 1 to

25 6 carbon atoms and 1 to'2 phenyls whiéh may have, on
the phenyl ring, 1'to 3 substituents selected from the
group consisting of an alkoxycarbonyl group whose

akloxy moiety is a linear or branched alkoxy group



15 di met hoxyphenyi)ethyi, 2-nmethyl-3-(2, 4, 6-
tri(trifluoromethoxy)phenyl !l propyl,
2-met hyl t hi obenzyl , 3-net hyl t hi obenzyl,
4- et hyl t hi obenzyl, 3, 4- di nethylthiobenzyl,
2, 3- dlnethylthlobenzyl 2- (2 et hyl t hi ophenyf| et hyl ,
2. (4- et hyl t hi ophenyl ) et hyl , 1§82 20
(3-pr I th| I oup, a nitro
3-(4- yIPhloﬁheny%?gg% aﬁoms' 3 cyano group
4-(2- dﬁltglﬁngh@nyb}baﬁgda h5316é@en atom, a linear or
hexylthi ophenyl ) pentyl, 6-(4-nmeth 1th|ophenyL9 exxhich
1, 1- dmmwedzal(@mqpn@twfwm opterfy FREPRY| 2tom
2- nethyl3 trj | t hi_ophenyl Yhents, linear
2 netrﬂﬂy V?SIGVhﬁbEE% % 4 UeBRUCHY ! JRR¥bencs, a Lin
4- eLROXYLaLR0NY} Zm\ékmng 1 to 6 carbon atoms
h %}ﬁ?tr&ﬁenzylg % ?ﬁﬂOro 4- met hoxYbenzy| , 4-
t ri f I Lkﬂflaﬂiemhym&a:‘tamobéﬂzqﬂlogeandt@q ist FUBT OrRMeRER Y-
3-fluorobenzyl ~groups. 192 [0298] Exanpl es
pheny| anft Gup 10AR & P 5By 2RERE ac} Yﬂ]‘él r?gﬁ’ ?ig‘%lg ? e e
3. grougs selgﬁéﬁg Jdegngﬁhﬁ ﬁuaygaeﬁ ﬁﬂylnglpi dﬂdqemer
al koxy-group a hal ogen atom as a
SubStIflﬁﬂﬂbpﬁ@ﬂyf@déﬁﬂ?& ahkpﬁeqyaeMp(Mhlch nay have a
hal ogen atom as a substituent incl.ude phenyl oups
whileh meghdxapbenyh netdyphehyd- qﬁph@nyﬁPﬁQPfé g?b ps

sel ected fromthe o i st | i 1,
br_anch%b‘“aﬂ%é???“@l’%u% ﬁa ﬁg ;bggé?car éneg?iégrrirofgnzy

whi ch M Godobh 1habogfdhﬁb©ﬂ5b@szﬂub3t—| tuents
and a ?q%ég} o? raﬁ%hed al kyl group haV|lg l1to6
§

car bont at fid randt yiiben zydy 2mﬂm;f1upéomﬁﬂhm 8aYht Vs

as substituents such as phenyl henyl
nethylphkﬁﬂﬂoromeﬁﬁﬂ}ﬁﬂ“ﬁﬁgnyPyaﬁf @FE@ %%/ gst 3% %5

| 4 th N -
M Sl B PO e o, «

dlnegh¥h£§5§3%$2y3|42{Héﬂ%glbéﬂf?%” ﬁ ﬁgﬁhyﬁbﬁﬂzhibpﬁenyl
2, 5-di nmet hyl pheny 2, 6-di nmet hyl pheny '
tri met hytiphdmeyplzyl2- 3&ﬁﬁﬁ}w95hé¥8ﬁnzyéln%t?uﬁ&ﬂﬂ%@ﬁ%?enafl'

20 net hoxyphenyl , 2-et eth -
ot hoxy BHEROIS R shr AR BREAT = b SRRy 2

pentyl &%}y 44 EYRPENY-methoxybenzyl, 2, 3-'
3, 4- dlng¥ﬁoxypﬁény 4- dle?hoxyphenyl

2, i HEI:HD(XL}(:}H&@BYL Zﬁdldhhetmﬁ(wﬁeng'ﬁ —-dichlorobenzyl,
2, 6-di met hoxyphen - 25 trimet hoxyphe
2-tri f|3uér@ic@tu%5@§9ﬁé¥ﬂyr| 2,§-d{ kg F8ﬁ%¥hoxyéﬁ‘bro‘i’e“zyl'

e
di chl orQpLoRMeIRhenY] & rébeldyil ummiilftlcmyc)uﬁdrténydybenzyl
(& 4-trifluoromethoxybenzyl, 2- trifluoromethoxybenzyl, 4-
25 methoxycarbonylbenzyl, 3-methc5xycarbonylbenzyl, 4-tert-
butylbenzyl, 4—ethy.lbenzyl, 4-isopropylbenzyl, 4- |
methoxy-3~chlorobenzyl, 27(4~methoxyphenyl)ethyl, 2-(4-

fluorophenyl}ethyl, 2- {4-chlorophenyl)ethyl, 2-(3-



193 chl or opent yl oxy) phenyl , 4-(5-bronohexyl oxy) phenyl,
4- (5, 6-di bronmohexyl oxy) phenyl, 3, 4-
di (trifluoronethoxy)phenyl, 3,4-di (4,4, 4-
-trichl orobut oxy) phenyl, 2,4-di(3-chloro-2- 5

met hoxypr opyl ) phenyl, 2,5-di (3xchl oropr opoxy) phenyl ,
2,6-di(2,2,2-trif1uoroethoxy§p%enyl, 3,4,5-
ctri(t rﬂefthluﬁf;@[@{ﬁqéyhﬁne%ﬁl(é—ﬁlefﬁyﬁbf&‘ﬂyl)ethylr 4-
trichl oroet hoxy) phenyl , 2-nethyl - 4-
trifl udreoytbémsyiphénYrdidheayhpropyl, Bomethyl-4-

L1 1 1 O GRBERIY pRoRI e SBeRBRy A oy, 2= (4-

trichl ROXMB N N i W TTaTs BYh Yhsa, 33-
trifl J%Etglﬁrﬂé%hw phgﬁgﬂ’ 44-Ztttreirr:‘tluoro%§t%ﬁylp enyl . 5.

( br Bnumabhyl §phemmiplkybaa £ 21, c B0k bed+BHmephehyanzyl, ( 278=rt-
15 di chl oropropyl ) phenyl, 4-(4-fl uorobutyl)Phenyl
3- (5- hamngla%r}ﬁ»wf) ahé%wﬁh°$yee¥mlbﬁ+@ﬁészy}gepﬁ?€ﬁy| 1-(3-

4- (5, 6-_dib e (4=
bR R TR AR e, 3- 4

uoro

3, 4- didehr41d=§ddBnOL Sy pRBEAY] ,4-4,34- di (3-chl or o- 2-
met hyl'propyl ) phenyl , 2,5-di (3-chl oropropYl) phenyl,

2, 6- 2@xgit 2y rhanyit pheirlodutyl) phetdyld- 3, 4, 5-
tri(trifluoronethyl enyl., 4-(2. 2,2- _

£ HR IR SRRy FPR PR F T & (34,5

trifluygpr 1 sheny mex§i Y- Adimethyl-2- (4~

tri chf%‘%ﬁg%ﬂ% pheRYlih%x?};}ﬂps.x‘?ZS [0299]
Exanpliag oafch feorpyphehy o ety ll, odere iy B-g#-oup whi ch
may have, on the pyrrolidine ring, 1to 3 IomerAgkgyl

gr oupSNSMIPEHCHERP AR RS RY WNRROBY Y 4T uisYaRORh e
bstituent includ i di nyl al ich, oy
have. o I RePRSET BYEEPL, RV By prdhobRer i e DRy

br ggchgdnabkyhy ONRERS, e NEyinbenényaabbaty Bt @¥ 4whi ch
may have 1 to 3 hydroxyl groups as substituents and 5
whose atdopbhenyBthexiys, al i 1wdaetbyl ti-d@eed al kyl group

s L
R
nitrophenyl)ethyl, 3-(4-nitrophenyl)propyl, 4-(2-
20 nitrophenyl)butyl, 5-(3-nitrophenyl)pentyl, 6-(4-
nitrophenyl)hexyl, 1,l-~dimethyl-2-(2,4- |
* dinitrophenyl)ethyl, 2-methyl-3-(2,4,6-
trinitrophenylipropyl, 2-{2-phenylphenyl)ethyl, 1- (3~
phenylphenyl)ethyl, 3-(4-phenylphenyl)propyl, 4-(2-
25 phenylpheny;)butyl, 5—(E—phenylphenyl)pentyl, 6— (4~
phenylphenyl)hexyl, 1,1-dimethyl-2-(2,4-
diphenylphenyl)ethyl, 2-methyl-3-(2,4,6-

triphenylphenyl)propyl, 2-(2~fluorophenyl)ethyl, 1-(3-



HU‘IU‘IU‘IOJU'IU'IOOOJOOOOOOOOI—‘

0 3- )pyrrolldlnyl]propyl 4-1(1, 2 or
-)pyrrolidinyl]butyl, [(1 2 or
)pyrrolldlnyl]pentyl, 6 [(1, 2 or
-)pyrrolidinyl]hexyl, 1,1-dinmethyl-2-[(1, 2 or
-)pyrrolidinyllethyl, nEt ¥I 3-[ (I, 2 or 15
)pyrrolldlnyl]propyl, hyl (2 or
) pyrrol idinyl |, Nen1b.or3pyd, 0;42_
)pyrréiPEh X %qgﬁgF g?ggylﬁ(lpr Py
- ) PY T Qrogh By 1 eiutyt, &{MWDybpt(@}dr)Pentyl: 6-(4-
-)pyrrolidinyL] propyl, 4-[2-pentyl-( 3, 4 or 20
-) pyroimioghayy 1 ey, B 3ligekh yX é§4 4 or
-)pyrrolidin t 6- thyls 63, 4 or
)pyr‘i“o‘m a)rrﬁéllq%rﬁygﬂ e¥|ny1 ijme%hgk”? by,

» 1di J:rg rbﬁyn”etzhwz-etﬁymhenyl)ethyl 1-(3-

5- t'h ? 2- met hy| 1- et hy1- 2-

) ﬁi{;,?@;ﬂ;?ény%eéwos$1%qtybp% enqrpp@ g2~
hyd thyl)-(2 3- Li di _
nyar oxpstpherat i) b8 B TR et o (4
15 e ox%‘fi/%ls&%nﬁ’h&ﬂ % ety ay (3,01
. 5- )byrag{‘éﬂiyny’hé@ﬁn\élthyii 2—]1&5:h[yl @ﬂm@xybutyl) (2

or 3-)pyrrolidinyl]propyll 4-]2- hy ypentyl)-(1,
3, 14 otrBH;q;)fﬁrlgr‘i’I@Ht@YE}(Bﬁ?%‘Nl]PS-"OPYl oS

3-(6-hydro en _

g )éyr? %ﬁgéﬁ %L%ﬁ%ﬁ?’ §:é¥5|°ﬁ§8?o£§ﬁ§?ﬁ§% 3(14(3
| 5 - loxyphen l)butyl -{3-

1 1- d??r%%igfh@h?yu ilrl ﬁyggr opxe;l;gt hy%,p(4yor

5- )pyrhékyxbxyphbeyhyﬂqntxlneﬁhyﬂ 3-[2-(1, 2-

hydr oxyet hyl 1, 3, 4 or rraql idi Q d -

ydr oxy J{> e AR LU e

[2 (2, Brift

rroll LOUPSpe ﬂq@3 9] 4 Jxanpl es’ of
thel X&Pl’tgﬁ{?mééﬁh%rv\er@a k)]f% gro(gp whi ch _may have
a SUbet!ri Pﬁlﬁfl&%keﬁéﬁd:xyﬁ pheny hipmppodp dumsingtthgorsmay L,
phenyl group and a | ower alkg group |ncL g3 i near or
branchédmeﬁhqﬂthgpba%éﬂhaﬁrﬁe hy §ehicheBz¥ht o "at ons

substituted w ¥nhavezl(pr 2
subst | PERRTRY 18 ?%%V gﬁyﬁyaégﬁs?%g% ng éf a-

phenyl ¢ gﬁgy&@meamé@ﬁn orz baammtahksfmergﬂoaphyl 1-
havi ng 0 6 carbon atons such as am noneth

2- gt nqnepbg‘;byltluaphemelt)mthle meﬂtﬁéﬁ%ﬁﬁhewhpmpﬁ
4-am nobutyl, 5- an1nopentx ﬁpexyl : ,
1, 1- di det AyReThydihh sereRyL bNtKI}UI &t hy1- 2- ami noet hyl ,

2- neth 1- 3-.am_ho t yl@ﬂmégupa&hyb hényl)hexyl
et hyl aM ﬁ?ﬁg% %ﬁpheg&gf%pﬁ%iﬁ] Eoét hyl | °

|soprogyhaglﬁgunyy;QL42444nﬂm¢hagitmﬁmgqgny15etug;, 2-methyl-
pentylan1nopenty| 6- hexyl am nohexyl thyl-4-
di met hy3-4ai moﬁlﬁtmweth@’dﬂ@@ﬁf‘éﬁﬂﬂ/ﬂ”&?ﬁ%e@ﬁﬂ?? y

(N—ethle—pr yl am_n th 4_ henyl—
>- (P mERYPL %xyP ﬁ%kh%’jye‘%/ JerhoRyEaERonyLbeneY | TPeY

1- pherng QQkQSf%JEgl 3=fluoro- 4—methoxybenzyl 4~

trifluoromethyl-3-cyanobenzyl, and 3-trifluoromethoxy-

3-fluorobenzyl groups.



196 phenyl am noet hyl, 3-phenylam nopropyl, 4-

phenyl am nobutyl, 5-phenyl am nopentyl, 6-

phenyl am nohexyl, N nethyl-N phenyl am nonet hyl ,

2-(Net hyl - N- phenyl ami no) et hyl, (N-ethyl-N 5

phenyl am no) net hyl , and '

2- (N et hyI N-phenyl ami no) et B9 groups. [0301]

Exanpl E@z the tetrahydrofuryl |ower alkyl group

whi ch Y Have a hydr oxyl group as a substituent 10 on

the |ower al kyl Ega@iRsi 8¢ ! titke phehyhhytrgf uhg’,ldﬂalw have,
groups which may have a hydroxyl group as
subst i ¢merite phethke tigger 1 dikyd IGPBRD Wcﬁﬁgsfem&ﬂ kPP

noi et a linear. or hed
6 Icar %%ﬁltpslg)( 8ﬁés§ﬁ1&wga§) [?gf ower g“@ﬂ{y YRR Qﬂi’él’pgﬁa% h8ve

3-) tet u t Ayk, @_-J[ (@ntS5a®@d a lower alkyl group
3- )?et%gﬂﬁg)r %%u%g(:xler%hy ,ubl-[(tz gr " "

3-) t et gbydakunyvd et hpleogdh [gt2mops a substituent include

g g:::;% g;g;%H“ﬁ{}?‘% ma154 a(Lf%ZO?)I[I the phenyl ring, 1 to

3-)tetrah i inear
573t ot P AR SPZprI L Bibh, ey eeul cdibiscing of & Tin
3-) t et pahydrehuayhleddyy brods medviyl- 13te [§ 2:a@‘bon atoms

3-)tetrahydrofuryl] propyl, 1-hydraxy-1-[(2
3- et Wa.hgfdm@fyuhyV? mgtthyyp h@lqw gk'ym% ugﬁtltuents and

T R, SR e e e

3-)tet rgfqu rRY hav X Yafoddr? alons as

3- gtet'El %drg{du%h]gun%? h Séhggt%xyMS [(%42 or "

3-) t et pabyeirafnty| bpemtagl phénYWerlethY{E(fﬂerrl 197

3-)tetrahydrofuryl]hexyl 2 h ro nmet.h 2-[(2.

or)3 )met—gxamkm%d{u]r T"}%thﬁ phe ?yﬁ%%%%e‘ﬁ’l% hyl[(3-
et d l4.Gls -

L3 0r BRI GR ShShub e ey y Scouper daa0aL, o

have Bt FhshdRany b -péigipheh el 3 shesyipuantls Sefect ed
fromthe group consisting of a |ower al k% ro% a}r11d
nitro gioephylmbiengd, 3.4-dderbyphanylvné ipheny

descrlgeg_gﬂgggﬁ p£8$§ %l%y 1£Eéﬂﬂ¥%henyl, 3,4,5-

trimethylphenyl, 2"methoxyphenyl, 3-methoxyphenyl, 4-

20 methoxyphenyl, 2—ethoxyphenyl, 3—eth6xyphenyl, 4-
ethoxyphenyl, 4-jsopropoxyphenyl, 3fbutoxy§henyl, 4-
pentyloxyphenyl, 4—hexyloxyphenyl,~3,4—dimethoxyphenyl,
3, 4-diethoxyphenyl, 2,4-dimethoxyphenyl, 2,5- '
dimefhoxyphenyl, 2, 6-dimethoxyphenyl, 3,4,5-

25 trimethoxyphenyl, 2-trifluoromethoxyphenyl, 3-
trifluoromethoxyphényl, 4~trifluoromethoxyphenyl, 2-
(bromomethoxy) phenyl, 3-(2—chloroethoxy)phenyl, 4- (2,3~

dichloropropoxy)phenyl, 4-{4-fluorobutoxy)phenyl, 3-(5-



10 phenoxyal kyl groups which may have, on the phenyl
ring, 1 to 3 substituents selected fromthe group
consisting of a linear or branched al kyl group having
1 to 6 carbon atons and a nitro group and whose al kyl
noiety is a linear or branched_al kyl group having 1 to
6 15 carbon atoms such as 2- #8fhyl phenoxynet hyl , 3-
~met hyl phenoxynet-hyl. ... 4- hyl_phenoxyietbyl <y didnyl, 4-
di et h%\qﬁﬁ,%ﬁo?(%%ﬁ’ﬁe'g‘?%’- gi ﬁgt yl phe%gzyn%%hyl y

3, 4, 5- {9, ievat by RRA YRRy 12- § 24-et hyl phenoxy) et hyl ,
2- (3- et hyl phenoxy) et hyl, 2-(4-net hyl phenoxy)ethyl, 1-
20 ( 3-dir(epyE phenmmerekyphery (r43b*btf§\| ¥mé&ndxy) pr opy! ,
4- (2- pentyl phenoxy) but yi - (,3- hexy. oxy) pentyl,
o (4 e PSRN RERITL 2 YAt gy Pe!

di met t 2- netshyil 3= ¢ ckobropoxy) phenyl,
tr?ﬁe?ﬁ%ﬁ%ﬁggé%% 5?%%??,'2-(4-n?tr0-3-é25 .

met hyl predaxy) 2t i fAuorsetopkehprgmwt, hpk £, 3=

ni trophenoxynet hyl, 2-nitrophenoxynethyl, 2-(2-

nitr op‘%@ﬁ%é‘f@ﬂ?ﬁﬂ“}etﬁpﬁﬂﬁ’ﬁﬁr’ryc}phéﬁgiygl;éfhyl , 1-(3-

ni trophen 133 (4= it o propyl, 4-(2-
198_nﬁ??ﬁ%éé%§%§¥%ﬁpgpgﬁ%?iéiﬁggﬁggﬁ%noxy)pentyl,

6- (4- niitF1opbenernfiexrhyl 1, dedhpbthyl- 2- (2, 4-
di ni trophenoxy) et hyl, and 2-neth

1-3-(2, 4, 6-
trﬂnittnﬂﬁﬂénoﬂw9¥hQﬂxﬂhengué%ﬁE5%9833%', .
Exanpl es, of the phen | ower, al.kanoy)_group include
phenyl%ﬂ%&iﬁ8§PmEﬁhﬁﬁg§ dse %ﬂﬁgéﬁg¥lénniety is a

| i near, ar Brapgbach:aldangy] BreuR1hernkgny1ppedytasbon
at oms Such as 2- phenyl acetyl, 3-phenyl propionyl, 10

2- phenyt imiepirenythy Whehehy | bitnifyhor Gugitherpipert arfoy| |
6- phenyl hexanoyl , 2, 2-di net hyl- 3- phenyl.nr opi onyl nd .
2- ﬁet hyyh’mal)éﬁlﬁ‘é%y’]& mltﬁs’i'!&:nyﬁ' bg_&%g?oe&}’yﬁ phenyl éx%n%’ gé
f_th | ' hay€or |3 (5-
I(‘)i ijé’ ecijp%q—gln ogg%é))fmtp#eyngm, Ry {4 %\igo 96\163’1@ pﬁgﬁpy 3-(5

nt.S" sel ected from™15 the group

consi st Ngopbndy NANRGRN , at OM5-andmahkoyErphainkyl 4t Cus-
whi ch may have a hal ogen atom incl ude phen%l 9ro%P%
whi ch dtyrdranexy brohdney Iphdndtdirjtad f1goxeueshylyphenyl,

substituents selected. fromth QUP, CONSI St i AGOF o3 -2 —
haIogeﬁ'%RQﬁﬁ4aﬁd4EFW%%H%QFg%?ti;) n@ﬁgé'gﬁﬁiﬁﬁé?oﬁﬁ?%§§ ?

havi n | PO AHONE | ¥ CfsRY o Reyioply1h phdnyl, 2,6~
haloggwégﬁgﬁgoggc aggghenyl,Jé,4-dif|uoropheny|, 2-

f | wor opheny, 2-8x bt Dapteenyl ) pietivddoghénst | 4-

met hyl phenyl , 2-nethy|pheny|,'3-ne%h Iﬁpenyl; 2-

et hyl pheh{tizif3vereRedhdn phendtethiyiPphenyl ,  4- 25°

i sopropy) phenyl .. 3:but vyl Rhepy pgot yl phenyl , 4-

hexyl p%ﬁg}qf’%fﬁﬁ%%ﬁ%ﬁ%}yﬁphgn@fh@& 4-di et hyl phenyl ,

2, 4- di ppf AyldaaeBYhy1phdandl, neadyd pheryh4-2, 6-

di net hyl phenyl, 3, 4,5-trinethyl phenyl, 2-
trichloromethylphenyl groups.

25 [0299] . |
Examples'of the pyrrolidinyl lower alkyl

group which may have, on the pyrrolidine ring, 1 to 3

lower alkyl groups which may have a hydroxyl group as a



199 trifluoronethyl phenyl, 3-trifluoronethyl phenyl, 4-

trifluoronethyl phenyl, 2-(brononethyl)phenyl, 3-(2-

chl or oet hyl ) phenyl , 4-(2, 3-di chl or opr opyl ) phenyl ,

4- (4- fluorobutyl)phenyl, 3-(5-chloropentyl)phenyl,

4-(5- 5 bronDhexyI)phenyI 45 Fg 6- dlbronDhexyI)phenyI

3, 4- dl(trlfluoronethyl)pheny 3,4-di (4,4, 4-

- trichl Qiebyt ybipherylde 2 Wrdi(3icil Arkg12groups which may
met hyl propyl ) phenyl , 2, 5-di ( 3- chIoropropX[)phenyI,

2, 6- digve, 208-thd fplymepbéilhsﬁl )rph@ny1 toe, 34lEneapy or

trl(tHquoro hen 4-t12 hich
t ri chl®8EPR I?%ﬁ%én?? Q¥H¥ﬁ 9 4. %87 carbon atoms whic

trlfl %ﬁb y HH@%YE d 1 groups as substituents and
3-et hy YZ tr?cjfwl or onme hlilo}i(oy er?yt P

2- chl ofrro4- BELk§1 wleﬂettwlqohanyh; S dtrapkhgd alkyl group

fluorophenyl’, 3-fluoro-4-trichloronethyl ph [, 2- 15
wethylh%¥ﬁﬁﬂ|iltﬁn@aﬁéfﬁ?ﬂ_QFQﬂslﬁPﬁBr%ﬁgl ﬁylgHﬁﬁyl -
fluoro A £y y quhenyl 4-
bronop gﬁ ro LIS ﬁgﬁﬁ enyl 2, 3-

d|brompg@g&ybll&mﬁﬂﬂbtﬂﬁDph@nyh 2 &Edlfluorophenyl
2, 6-dichl'orophenyl’, 2,4,6-trichlorophenyl, 2,4- 20

d| fl uo?—dpiyemyll;dﬁlﬁr éFhYlJor%p{Hémy? or

, 6-di fl uor opheny 2- chloro 3-chl or ophenyl
4 ¢Al o?dé’ﬁ’éﬁ?iﬂdlzws”%i’%?ﬁ]r'orogﬁg yF oF

2, 4-di ¢hl | KO I
3, 4- d.%plp &82?‘%/ ylléugygu ?ﬁ%ﬁoﬁﬁiﬂ% 3, 5-

d|chIO}qgﬂ&mynldﬁnﬂdﬁehtyIJu@ﬂd@heﬁy¢r and 2,4- 25.

di f I uor ophenyl groups. 4] anpl es of
the 5- wpwrﬁewgwé&l@&ﬁm%aﬂe&-ﬁéi“@ﬂa&& ﬂgx ng

formed, By, LYY HRAL P9 F4ReR0d-5200 22 22

‘ 15 3—)pyrrolld;nyl}propyl, [l-methyl- (2 or
3—)§yrrolidiny1]methyl, 2~{2—gthyl—(1, 3, 4 or
5-)pyrrolidinyllethyl, 1*[3Fpropyl~(1,'2, 4 or
5-)pyrrolidinyllethyl, 3-[i-butyl-{2 or
3-)pyrrolidinyllpropyl, 4—[2~pentyl—(lL 3, 4 or

20 S5-)pyrrolidinyllbutyl, 5-[3-hexyl-(1, 2, 4 or
5-)pyrrolidinyl]pentyi, 6—[1,2udimethyl~(3; 4 or

+ 5-)pyrrolidinyl]lhexyl, 1, l1-dimethyl-2-[1,2, 3-trimethyl-
{4 or 5—)pyrroiidinyl]ethyl, 2—methyl—3—[1*ethyi—2~
methyl-(3, 4 or 5—)pyrrplidinyl]propyl, {1-(2-

25 hydroxyethyl)-(2 or 3-)pyrrolidinyllmethyl, [2-
hydroxymethyl-(l, 3, 4 or 5-)pyrrolidinyl]methyl, 2-[2-
hydroxymethyl—-(1, 3, 4 or 5-)pyrrolidinyljethyl, 1-[3-
(3—hydroxy§ropyl)—(1, 2, 4 or 5-)pyrrolidinyllethyl, 3-



R, hand R', R6 and R27, R29 and R' or 1132 and R
together with the nitrogen atons bound to them
t hrough or not through a nitrogen atom an oxygen atom

. or a sulfur atom include pyrrolidinyl, piperidinyl, 5

pi perazi nyl, norpholino, thionorpholino, and
honopi per azi nyl groups. [03057° Exanpl es of.

t he phenoxy. | ower . al kyl P> W : rop9h, the -
' phenyq‘ifﬁﬁé{‘y‘%ﬂx&%lﬂg k%r ggr%mﬂ%oggugng%st |p?uent

| ncl ude,-hiAcaddicnicgm) £ oLt 3¢ abew es-deyerobidimtidhokyl, 5
| ower al kyl groups, phenoxyal kyl groups whjch ngx evl
have, [6r (bheydmmyexyig(l.12¢ of 37 iS1dR¥ 67! B ey

| kyl havj 1106 f. oy
it S Rl b L o

branched _gl I OUR1 NaVANG 1 & vl Fo:6mRATPOA (atans such
as g-ﬁé?h??ﬁ%%ﬁ%k?n@%hy1, 3 ﬁethylphenoxynethyl,

4- et ) phepoxSmetyhy bthid, 4-2-oetey Imad-dReddxgmet hyl ,

2, 3-di et hyl phenoxynet hyl , . s

3 4, 5-hvdeaBrayrpheridxydethyr, SoLrwEraliyiprEhasaRyat nite
20 2- (A-net hyl pheno) 1.{3-Pr opykphenoxy) et hyl,
3- (4- _ggrghéﬂa?3§é¥%gé§?gzi}(égbéﬁtyIpﬁenoxy)butyl,

5-(3- LPHENDINRBENYL diolds et hyl phenoxy) hexyl ,
1,1- J?ﬁé%hyl-Z-(2,4-dinethylphenoxy)ethyl, and
2- met hyd308(2, 4, -trimet hyl phenoxy) propyl groups. 25A

conmpound represented by jener al _ f.or, 1
*ﬁﬂéieﬁrg%gﬁFgé?lﬁ% substq§&@e& foﬁ@% Qlkyl

salt thereof isF erelrn represents

a_ni troger Ya P hEGOUP suldti tiint QR1€SEBE SEBongthEp
-Z-Rﬁfygggb?hgg%eﬁﬁgsents ésgroap -N(.Ra)-B-, a group

- B- N(R@Joup @ofis0sipingBo£0a mirerglggooyp and a lower alkyl

-N(R9a)-CO-N- (ROb) -, R8 represents a rogen atom. a .
| ower gkl igﬁé@@ﬁt%ﬁﬂ?aﬁa9rHﬁﬁﬁcﬁéﬁdﬁgégaﬁ%8§95éF%ﬁBg !

aslg Ség”%ic%gggﬁfaé%ﬁsoéggstituted with an amino group which
may have 1 or 2 substituents selected from the group
consisting of a phenyl group and a Iinéar or branched
alkyl group having 1 to 6 carbon atoms such as
aminomethyl, 2-aminomethyl, l-aminoethyl, 3-
20 aminopropyl, 4-aminobutyl, S—aminopehtyl, 6-aminohexyl,
1,1-dimethyl-2-aminoethyl, N,N-diethyl-2-aminoethyl, 2-
- methyl-3-aminopropyl, methylaminomethyl, 1-
ethylaminoethyi, 2-propylaminocethyl, 3-
isopropylaminopropyl, 4—butylaminobuty;, 5-
25 pentylaminopentyl, 6—hekylaminohexyl,
dimethylaminomethyi, 2-diisopropylaminoethyl, {N-ethyl-
N-propylamino)methyl, 2—(N-methyl—N—hexylamino)ethyl,

phenylaminomethyl, 1-phenylaminoethyl, 2-



5 al kanoyl. group, a | ower al kylsul fonyl group or a
phenyl | ower al kyl group, B represents a group TCO- or
a | ower al kyl ene group, Bo represents a | ower al kyl ene
~group, R9a represents a-hydrogen atom or a | ower
al kyl group, 10 R9b represents a hydrogen atom O a

| ower al kyl group, R6 represéﬁ?s a group [ Fornmul a 581
nr(lt7 £SRAL S 58 &fn r a-lower alkyl
gr oup %%?4§1a&§9 ave a ﬁa?%ggﬁg%toﬁéﬁgP%§ substituent,,
15 m r speLent Solut Yint 6gpherq,f1amloop@t(1wheﬁ m
represents 2, two R s nmay be identic qQr diff e@t
and mmwlegemewlhyar@@@w]a%mew L BgBRA- %Y lom

a lower alKkyl o ents reup -0-, or a
group %Hifié ng?%%%ﬁ's rggeﬁ@% om or a |ower
al ky QA ﬁnéﬁﬁgﬁﬁygnt§n@.gﬂﬂmuﬁeﬁE¥W4Nibae59]amlno)ethyl
(..).\ﬁlﬁ- (R3) p R 202

groups.

[0301]

Exampies of the tetrahydrofuryl lower_alkyl
group which may-have a hydrqui group as a substituent
10 on the‘lower alkyl group includé tetrahydrofurylalkyl
groups which may have a hfdroxyl group as a substituent
on the lower alkyl group and whose alkyl moiety is a
linear or branched alkyl group having 1 to 6 carbon
atoms such as [(2 or 3-)tetrahydrofuryllmethyl, 2-[(2
15 or 3—)tetrahydrofur¥1]gthyl, 1-[{2 or
- 3-)tetrahydrofuryl]ethyl, 3—[(2 or
3-)tetrahydrofuryl]propyl, 4-1(2 or
3-)tetrahydrofuryllbutyl, 5-[(2 or
3-)tetrahydrofuryl]pentyl, 6-[(2 or
20 3-)tetrahydrofuryllhexyl, 1,1l-dimethyl-2-{(2 ox
3-)tetrahydrofuryllethyl, 2-methyl-3-[(2 of
3-)tetrahydrofuryllpropyl, 1-hydroxy-1-[{(2 or
3—)tetrahydrofﬁryl}methyl, 2-hydroxy-2-{(2 or
3-}tetrahydrofuryllethyl, 2-hydroxy-1-{(2 or
25 3—)tetrahyd;ofuryl]ethyi, 3-hydroxy-3-{{2 or
3—)tetrahydrofuryl]bropyl, 4-hydroxy-4-[ (2 or
3-)tetrahydrofuryl]butyl,‘5-hydroxy-5—[(2 or

3-)tetrahydrofuryl}pentyl, 6-hydroxy-6-[(2 or



p represents 1 or 2, R3 represents a hydrogen atom a
| ower al koxy group, a halogen atom or a |ower alKkyl
group that nmay have a hal ogen atom as a substituent, 5
R4 represents a group -(T)I-N(R')RL5, T represents a
group -N(R')-83-00-, a group -84-00-, or a group -CO,
R' represents a hydrogen atod?’or a | ower alkyl group,

(B3, 1 eDEERRL 3 ) USL ARG 0r Ol 101 By kB £5901 2

a | ower ‘al'’kKenylene g ralo kyl ene group

that ngy hraversahydoexsyll Bieyn, asnd SUpskbkpevmethyl-3~
represents 0 or 1, R' represents a hydrogen atom or an
al kyl Gfowp BhatetiBhydyofianyd IRTAYHF GEPNPEr oup as a

substitue 5, R15 represents (36a) a.
pipera%qﬂ&l-substituted oxal yl group that may have 1

to 3 groups selggched bromitae saeQsp, aonsk-siing Qfodp
phenyl | ower- al kyl 'group (that nmay have 1 to 3 groups
sel ectiggh dhr may theregr oupt2d phengilstimy 4f ta P owdstituents
al kyl enedi oxy group and a | ower al koxy gro

subst | 3ekaFed) TR (he gﬁ%tﬁy|C°P?ﬁ§§i%&faép$$‘f%§P?Ikési‘mer‘
Pyl HSUPaRd £ GRS LINGILGRIAEE, |26 BUPEIAT e cne

ring, er wth the nitrogen atom
t o whi ghbwR5datbeyithidndhehOfyniawiet e1lody gkcbapgr oup whi ch

is piperidinyl or piperazinyl group, wherein the
hetér agyariokpatkyig areypbevisifys Mpy UBEEE bynathe phenyl ring,
1 to 3 substituents selected from the group consisting
of a linear or branched alkyl group having 1 to 6
carbon atoms and a nitro group and.whose alkyl moiety
is a linear or branched alkyligroup having 1 to 6
15 carbon atoms such ag'2~methylphenoxymethyl, 3~
metﬂylphenoxymethyl, 4-methylphenoxymethyl, 3,4~
dimethylphenoxymethyl, 2,3~dimethylpheﬁoxymethyl,
3,4,5-trimethylphenoxymethyl, 2—(2—ethy1phenoxy)ethyl,
2-(3-methylphenoxy)ethyl, 2—(4-methylphenoxy)ethyl, 1-
20 (3-propylphenoxy)ethyl, 3~(4—butylphénoxy)propyl, 4-(2~
pentylphenoxy)butyl, 5—(3—hexylphenoxy)pen£y1, 6-{4-

- methylphenoxy)hexyl, 1,l-dimethyl-2-(2, 4-
dimethylphenoxy)ethyl, 2-methyl-3-(2,4,6-~
trimethylphenoxy)propyl, 2-(4-nitro-3-

25 methylphenoxry)ethyl, 4-hitrophenoxymethyl, 3~
nitrophenoxymethyl,'2—nitrophenoxymethyl, 2-{2~
qitrophenoxy)ethyl, 2—(4—nitrophenoxy)ethyl,_1*(3—

nitrophenoxy)ethyl, 3-{4-nitrophenoxy)propyl, 4-(2-



group selected fromthe group consisting of (28) a

203 phenyl -substituted | ower al kyl group that nmay be
substituted by a group, on the phenyl ring, selected
.fromthe group consisting of a | ower al kanoyl group,
an am no group that may have_a | ower al kanoyl group as
a 5 substituent, a |ower al ké%§carbonyl group, a cyano

gr OUp’ni%rp%z%%&o)gr)%ldEyh? @—h@n}ﬁﬁt%&%ox ) P&l Qaen sat om

a lower a group at may have a halogen atom as a

subst iditedbhefodygnekya) KDXy-dgnetipy tH2at(2péy have a

hal ogen atom as a substituent, a pk}hen | | ower al koxy
de\é‘ r

10 gr olipitaoplaicewy PERY bupindaAomet (2t ¥y enedi oxy
group (49)..a group -(312C0)t-NR20)R21, or (84) a
gr oup tgrl(')ﬁizgci%eﬁog&élrc(@)gﬁf]?g%ﬂ represents a | ower
al kyl engogioup, t represents 0 or 1, 15 R2 and R21

toget her with the nitrogen atomto which they-bind,
form a sat ur at dtkawefies oef dihiec el MeWeghallgnoyl group

pi peridinyl or piperazinyl group that, th X .
het er deyrdiPAg RhSTY eikg be §%8§P TS Bgﬂﬁn?ﬁﬁeﬁ[ﬁléw e
| over %‘C}‘i}%agf&l%ﬁahéhe&%@%gl Ay iR hadl Ky | enedisoxy
group - as a substituent on the phenyl ring, B15

I epr es@itosnaat @velsuahkys enehgholpsets 1, epresemntlpropdenyl,

1, R26 and R27 may be identical or different and.each
r epP edewheny Iyririgail at brabea Y BWer - ik yregevUiPerg 258yl

B oup, S RRE RSB S YR 72 T SDBCAEY vt TR ERE F Ty e
atom tapaheh 3-Revnbh plop Y 1bLRSUEHN each ot her,
directly or via a nitrogen atom oxygen atom or
sul fur atomt o Examples of the phenyl group which may have,
on the phenyl ring, 1 to 3 substituenté selected. from
15 the group cgnsisting'of a haloéen_atom and a lower
alkfl group which may have a halogen atom include
phenyl groups which may have, on the pﬁenyl ring, 1 to
3 substituents selected from the group consisting of a
halogen atom and a linear or branched alkyl group
20 having 1 to & carbon atoms which-may'have 1 to 3
halogen atoms such as phenyl, 3,4—difluoro§henyl, 2~
fluorophenyl, 3-bromophenyl, 4-iodophenyl, 4-
methylphenyl, é—methylphenyl,“3—methylphenyl, 2-
ethylphenyl, 3-ethylphenyl, 4-ethylphenyl, 4-
25 isopropylphenyl, 3—butyiphenyl, 4-pentylphenyl, 4-
hexylphenyl, 3,4—diﬁethylphenyl, 3, 4-diethylphenvl,
2,4-dimethylphenyl, 2,5-dimethylphenyl, 2,6- -

dimethylphenyl, 3,4,5-trimethylphenyl, 2-



204 forma 5- to 7-nenbered saturated heterocyclic
ring, (wherein the heterocyclic ring may be.
substituted by 1 to 3 phenyl |ower alkyl groups that
may have a | ower al kyl enedi oxy group on the phenyl
ring). 5For exanple, a conpound represented by the
general fornula (1) or a salti4chereof is further nnre
preferred, wherein X1 regresents a nitrogen atom

r epr esBht SUOTGREHRY LoASRE ! iotrzfrléar%%%ﬁhyslpae@%u&-
- N( 126%r:5£]:uor8ﬁe£l?£f %%3&3 L tyr%&gﬁ?ﬁhoﬁ: or ogi aS—-' (%\l\-ler

al kyl group th | ower p as a
subSt i thisHoetByl pticasant s- az,g;nuahisibprdﬁﬁyluﬁpémqnmsm—
a group 15 [Fornula 60) dr-A 00m R7 represents a-

hal ogegl §Flbpfllf%5wér: at kytcrgrgaper gl pireyy have @-

i i S R L e S

Identl@@étﬁ&ldbiéﬁt@@tﬂpﬁ&%ﬁ F-ueps esaent s a

hydr ogen at ony .
trichlorobutyl)phenyl, 2,4-di(3-chloro-2-
methylpropyl)phénylb 2,5-di(3-chloropropyl}phenyl, 2,6~
di(2,2,2-trifluoroethyl)phenyl, 3,4,5-

10 tri(trifluoromethyl}phenyl, 4-(2,2,2-
trichloroethyl)phenyl, 2~ﬁethyl~4~
trifluoromethylphenyl, 3—ethyl—4ftrichlorométhylphenyl,
2-chloro-4~-trifluoromethylphenyl, 3—ethyl—4-
fluorophenyl, 3-f1uoro-4-trichlorpmethylphenyl, 2-

15 methyl—3—trifluoromgthyl—4~trifluoromethylphenyl, 3-
fluérophenyl, 4~fluorophenyl, 2-bromophenyl, 4-
bromophenyl, 2-iodophenyl, 3—iodophenyi, 2, 3-
dibromophenyl, 2,4-dijiocdophenyl, 2,5-difluorophenyl,
2,6-dichlorophenyl, 2,4,6-trichlorophenyl, 2,4-

20 difluorophenyl, 3,5-difluorophenyl, 2,6—difluorophenyl,
2~-chlorophenyl, 3-chlorophenyl, 4~chlorophénylr 2,3-
dichlorophenyl, 2,4-dichlorophenyl, 2,5-dichlorophenyl,
3,4-dichlorophenyl, 2,6-dichlorophenyl, 3,5-
dichlorophenyl, 2,4,6-triflucrophenyl, and 2,4-

25, difluorophepyl groups._

[0304] |

Examples of the 5-to 7-membered saturated

heterocyclic group formed by mutually binding R*® and



Y represents a group -0-, or a group R5 represents a
hydrogen atom or a |ower al kyl group, A represents a
group 205 [Formula 61] )\ / (R3) p R4 p represents
1 or 2, R3 representsa hydrogen atom a |ower al koxy
group, a hal ogen atom or a |ower al kyl group that
may have 'a 5 hal ogen atom a$0& substituent, R4

represents a -graup _6J)I1-NR14)R15 36 epr esent 3
gr oup }%q\l( IR‘?L?)@’%?SSR- 00F é‘“&’r\%up %84‘:“%%}, odr% g gra‘(%épIéta

-CO, togetBEL L EPE 83RNLS AodALRERE BhAM 6! tier,0WREOUgh
al kyl group, 10 83 represents a | ower al kyl ene group,

84 repsesent shachgwer natkydenetgmoumn tdragenpytdmwe a
hydroxyuﬁ%%ouE.as a substituent, 1 represents 0 or 1,
R14 antPi8s, ategetisdudet Py iaed LA RY by e PR oM 2% whi ch

5 piperazinyl, morpholino, thioﬁorpholino, and
homopiperazinyl groups. .
{03057
Exampies of the phenoxy lower alkyl group

which may have, -on the phenyl fing, a lowe; alkyl group

10 as a substituent include, in addition to the above
described phenoxy lower aikyl groups, phenoxyalkyl
groups which may have, on the phenyl ring, 1l to 3
linear .or branched alkyl groups haﬁing 1 to 6 carbon
atoms as substituents and whose alkyl moiety is a

15 linear or branched glkyl group having 1 to & carbon
atoﬁs such as 2-methylphenoxymethyl, 3-
methylphenoxymethyl, 4—methylphenqx9me£hyl, 3,4~
dimethylphenoxymethyl, 2,3~dimethylphenoxymethyl,
3,4,5~trimethylphenoxymethyl, 2-(2-ethylphenoxy)ethyl,

20 2-(4-methylphenoxy)ethyl, lw(3-propyiphenoxy)ethyl, 3-
{4-butylphenoxy)propyl, 4-({(2-pentylphenoxy)butyl, 5-(3-
hexylphenoxy)pentyl, 6—(4-methylphenpxy)hexyl, 1,1-
dimethyl-2- (2, 4-dimethylphenoky) ethyl, and 2-methyl-3-
(2,4, 6-trimethylphenoxy)propyl groups.

25 A compound rebresented by the general formula
(1) or a salt theréof is more preferred, wherein
xl represents a nitrogen atom or a group —-CH=,

R! represents a group -Z-R%,



15 they bind, forma heterocyclic group which is
pi peridinyl or piperazinyl group that, on the

het erocyclic ring, may be substututed by (28) a
~phenyl -substituted | ower al kyl group that may be
substituted by a | ower al kyl enedi oxy group on the
phenyl ring. 20Anot her nore pPéferked exanple is a

conpound represented by the general fornul g  )eor

sal b theBerssihbrbrRow :Lﬁ‘ﬁfé;bgm? 7RI 1 35 ke -
RL ey RReNLE R-9LPUP ¢:%uB0 -n P2 /-cE-QRENLS a group
206 R8 represents a hydrogen atom or a |ower alkyl

gr oup R°haépresertave aydmwen atdoxy dreep askyd group that
substituent, B represents a group -CO

,  R6,
a gr odiys hpESr Aoy e62f L EPDREFRIR AT éaprsélg’éﬁfg‘? rﬁizggg‘i Fr
at ogn oarlkaanloo s‘%ﬁa‘{?glﬁ LD atllﬂglsmorﬁqYSrauQadroge henyl

atomas a s m represents an | nteger of or

2 (wWhernpwa! 8pkesetosp?, two 7s may be identical or
different) and 10 R2 represents a hydrogen atom Y
repr eseneprasgrivu gooup grtly grodplawgiRe}kylene group,
' Bo represents a lower alkylene group, ’
R%® represents a- hydrogen atom or a lower alkyl group,
10 R represents a hydrogen atom or a lower alkyl group,

R® represents a group

[Formula 58]

R’ fepresents a halogen atom or a lower alkyl group that
may have a halogen atom as a substitueﬁt“

15 m represents an integer of 1 or 2 (when m represents 2,
two R's may be identical or different) and
R? represents a hydrogen atom, a haldgen atom, or a
lower alkyl group, |
Y represents a group -O-, or a group -N(R%)-,

20 Rsireprgsents é hydrogen atom;_or a lower alkyl groﬁp,
A represents a group

{Formula 59]

—~ R4



R5 represents a hydrogen atom or A | ower alkyl

*group, A represents a group [Forrmula 63] ,43) p R4
15 p represents 1 or 2, R3 represents a hydrogen atom
.a lower al koxy group, a halogen atom or a |ower alkyl
‘group that may have a hal ogen atom as a substituent,
R4 represents a group -(T)1-RPRVRLI5, 20 R17 represents
-a hydrog%n atom_qr a ﬁomer al kyl group, 53 represents
a | ower aPﬁyfene group,” B4 represents a | ower alkyl ene

gr oup gEhalp, EB¥nPAVE 13drdfdn ymOX ¥ | 1@fcauplasxa group, a
substituent, 1 represents 0, Rfl and R15, together
with thdopetragen atom iovashiaékyl HEpyubi RBat fisimbgve a

Bs;g:géﬁﬁgégggrougswglg££éé§thgnglper|d|nyI or

5 R* represents a group —(T}.~N (R') R,
T represénts a group -N({R'")-B3;~CO-, a group _B4~CO-, or
a group —-CO-,
R represents a hydrogen atom, or a lower alkyl group,
B; represents a lower alkylene group,

10 B4 represents a.lower alkenylene group or a lower
alkylene group that may have a hydroxyl group as a
substituent,

1 represents 0 or 1,
R* represents a hydrogen atom or an alkyl group that -

15 may have a hydroxyllgroup as a substituent,

R1® fepresents (36a) a piperazinyl-substituted oxalyl
group that may have 1 to 3 groups_seleEted from the
group consisting of a phenyl lower alkyl group {that
may have 1 to 3 groups selected from the group

20 consisting of a lower alkylenedioxy group and a lower
alkoxy group as a substituent(s) on .the phényl-ring)

“and a pyridyl lower alkyl group as a substituent(s) on
the piperazine.ring,
RY and RY, together wifh the nitrogen atom to which

25 they bind, ﬁorm a heterbcyclic group which is
piperidinyl or pipérazinyl group,
wherein the heterocyclic ring may be substituted by.a

group selected from the group consisting of (28) a



wherein, on the heterocyclic ring, one substituent may
be present which is selected fromthe group consisting
of (49) a group -(812C0)t-N(R20) R21, and (84) a group
- (0-B15) s-CO N (R26) R27, 10 B12 represents a | ower
al kyl ene group, t represents_Q_or 1, R2c) and R21,
together with the nitrogen af8m t o which t hey blnd

form g, salyr ated iRGEEH OFNed d G 18y OUP-oMp EHat Smay be

pi peraziné or piperidine 15 wherein, on the
het er coyglei tutddpy angrsuths tont ubﬂtpmwbenpg.esv@mected
which is a Ehenyl | ower  al kyl %r t hat _may have

| ower TRy FBRHEHGRY CHROUT 49 &7 stibAeruBhtatRY fgoup, an
Phenyl. iy, %gef@grﬁa% ﬁizgx\? ALUhEPL HPa5 20

S represent toget er w

ni t s 0gabsat omed) whiehet ftﬂ}ko@dyﬂgrb&hyld gkeugach wgther,
directly or "via an oxygen atomor nitrogen atomto
f or m @®ugenbariddos arovpt ed ohengk aEspaiPl car hfgPqerheFehn 2

the heterocyclic 25 r ma subs ut ed 1 to.3
ey Lt D g OP oUTR® st Faks  BrAOHSE g =502
al kyl engdic 9X¥erfll OWP 1852 SURSY HHSY 8Bt ASy nharyh
ring).” [ 0306] 208 The aromatic conmpound (1% or a salt
t her edfalogah aitvad aisnat fieb FSTATBND, actdheay il obhowerhiaBkbry
of the present invention includes.a stereoisomer

opt? cATMBonRhYSE@XY S| Y2 (R At kovedt ﬁéhb}%ﬂeéilow

etc.). group {49) a group n(BuCO)ﬁ—N(R”)RH, or (84) a group -

{0-Bys) s-CO-N (R**) R?,
Bi» represents a lower alkylene groﬁp,
t'represents ¢ or 1,

15 R* and R?', together with the ﬁitrogen atom to which
they bind, form a saturated heterocyclic group which is
piperidinyl or piperazinyl group that,-on the
heterocyclic ring, may be substituted by a phenyl lower
‘alkyl group that may have a lower alkylenedioxy group

20 as a substituent on the phenyl ring,

Bis represents a lower alkylene group,

s represents 0 or 1,

R?*® and R* maf-be identical or different and each
represent a hydrogen atom, a lower alkyl group, a

25 phenyl lowe; alkyl groub, or an imidazolyl lower alkyl
group, and R?® and R?’, together with the nitrogen atom
to which they bind, may bind to each other, directly or

via a nitrogen atom, oxygen atom, or sulfur atom to



5[0307) O the aromatic conmpounds (1), &conpound
having a basic group may be easily reacted wth a
conventi onal pharmacol ogically acceptable acid to form
~a salt. Exanples of such acid include mneral acids 10
such as hydrochloric acid, hydrobromc acid, nitric
acid, sulfuric acid, and pho %"hori c acid, and organic

aci ds syugh, as. net hapgsil oo afiha Batobsignasy tom c

acid, acetic acid, citric acid, tartaric acid,  maleic
aci d, (whepeic ARl Het&Bdoildcaeiny raydbéasibarigatdd EH 1
[0308) O the aromatic conpounds (1), a conpound

havi ngcas Blesnllc lgrenp gy Beowesitbptr Bay thayaniat hower

conventli o?al har macol ogi c%lhl y ﬁcc%ptrgzeg% basi c
con‘pom‘j“m]:Ty %n?cglroﬁﬁyagg%?q .%nExaﬁp?e%nYof su ﬁ a salt 20
incd ude a sodi YyrSakimp®:,Pat asmpNG 2kbresdittedl Bl ehaim
salt. [0309] The aromatic conpound (1) .or a salt
t her egkeneaal bimpuépal®d dm at helsditersafinks fay thgr more
W)2006/ 014012, - ,
preferred, wherein
X, represents a nitrogen atom,
‘R! represents a group -Z-R®, .
10 Z represents a group -N(R%)-B-,
r® represents a hydrogen atom, or a lower alkyl group
that- may have a lower alkoxy group as a subétituent,
B represents a group —CO-, -

R® represents a group

15 [Formula 60]

R’ represents a-halogen atom or a lower_alkyl group that
may have a halogen atom as a substituent,
m represents an integer ¢f 1 or 2 (when m fepresents 2,
two R’s may be identical or different) and

20 R? represents a hydrogen atom,
Y represents a group -0-, 0Or a group N (R®) ~,
R® represents a hydrogeh atom, or a lower alkyl group,

A represents a group



25 [0310) Next, a nedical formulation containing the
aromati c conpound (1) or a salt thereof as an active
ingredient will be described. 209 [0311]

.The nedical fornmulation is obtained by fornulating the
aromati c conpound (1) or a salt thereof in the form of
phar maceuti cal preparation, #id nore 5 specifically,

- prepar eg, 4zi1A068 di l uent or an excipient such as a
filler, expander, binder, noistener, disintegrator,
surfactant, or lubricant. [0312] The form of such a

medi ci nal for mul at/ @By 10 be chosen from various
foi ms dependin onQiQe t herapeuti c purpose, and
typi cal forns incl Rabl et s, pills, powders,

i qui ds, suspensions, enul sions, granules, capsules,

Supposh t:¥pr@senddId id] g¢tions (l'iquids, sUspensions).
[0313] ' The carrier to be used in formng
t abl et®’ neyrdsenthos drydsiogehyateomac daventdlenal| §r koW

ones. E%@gPIeS'of t he c?rrier inglude eﬁgi I ent §%§Q
as | actHEEensatarcss @, LeuT (Fhkeh oF Ptk GFU%%% AR
ur eg, palbgen atom as a substituent, :
ot represents a group —(T);-N(RY)R",
T represents a group -N (R'") -B3-CO-, a group -B4~CO-, or
a group -CO-, |
R'" represents a hydrogen atom, or a lower alkyl group,

10 Bj represents a lower alkylene groub,

B; represents a lower alkylene group that may have a
hydroxyl group as a éubstituenﬁ,

1 répresents 0 or 1,

R* and R, together with the nitrogEnlatdm to which

15 they bind, form a heterocyclic group which is
piperidinyl or piperazinyl group that, on the
heterocyclic ring, may be substututed by (28) a phenyl-
substituted lower alkyl group that may be éubstituted
by a lower alkylenedioxy group on the phenyl ring.

20 0 Another more preferred example is a compound
represented by the general formula (1) or a salt
thereof, whgrein
X, represents a nitfogen atom,

Rl represents a group —Z—Rﬂ

25 2 represents a group -N(R®)-B-,



20 starch, cal cium carbonate, kaolin, and crystalline
cel lul ose, binders such as water, ethanol, propanol,
sinmpl e syrup, a glucose solution, a starch solution, a
gel atin solution, carboxynethylcellul ose, shellac,

et hyl cel | ul ose, potassi um phosphate, and 25

pol yvi nyl pyrrol i done; disintegeators such as dried
starch,, sodi um argi nate, agar powder, |am naran
powderR" SEHF&FRTBISCar BUHRRIED @&PBI TR GarlBBRRrid kYl group
pol yoxy.et.hyl en or.bi.tan fat aci fer, P
Iauryly§ﬁ1%??eﬁaéifblé?ggr$%&%giékﬁgﬁgﬁﬁﬁcgﬁggggggnt'

starchg andeckagt oL granpi ~cal,si ntegrators such as
saccharose, stearine, cacao butter, and hydrogenated

oi |, absoebeésmitenasgsueh as guartenary ammoni um base
and so@%un1laur i sulfate, 5 wetting agents such as
gl yZer Oﬁﬁﬁias?% ch, adsorbents Such as starch,

| act ose, kaolin, bentonite, and colloidal silicate,

and |l ubricants. heas purified talc, stearate, boric
acid pomder,-anéjégfyéthylene gl ycol. 10 [0314] ‘
Further, tabl et y be coated in a conventiona

manner..as needed. Exanpl-es of coated tablets include

L | | AL ed
o Rl B WAL L L s o

doubl enff nawkt i -hAWRERdat@blLl 8. sliPSdfduent, "~ The
carriers to be used in formng pills may be chosen
wi del ym frepresthet € ey éntéagmaldly lknowh Oes. nERIMSISEstof 2,

the carll ghs'ms 13 SXRRLENES ML) and
10 R? represents a hydrogen atom, “
Y represents a group —0O-, or a group -N({R°)-,
R’ represents a hydrogen atom,.or a lower alkyl group,
A répresents a group

[Formula 63}

@(R?') p

iy

15 p represents 1 or 2,
R’ represents a hydrogen atom, a lower alkoxy group, a
halogen atom, 6r a lower alkyl group that may have a
halogen atom as a substituent,
R? represents a group —tT)l-N(R”)R}a

20 R'" represents a hﬁdrogen atom, or a lower alkyl group,
B; represents a lower alkylene group, |

By represents a lower alkylene group that may have a



20 gl ucose, |actose, starch, cacao butter,

hydr ogenat ed vegetable oil, kaolin, and talc, binders
such as gum arabi ¢ powder, tragacanth powder, gelatin,
and et hanol, and disintegrators such as |am naran and
-agar. [0316] 25The carriers to be used in formng
suppositories may be chosen wdely fromthe
conventional 1y known ones.  Exanples of the carrier

i ncl udry@edyat hybepeasglyeabst casaa, butter, hi gher 211
al cohol-S, esters of higher alcohols, gelatin, and

sem - silnf:fhéﬁtels@ngﬁy%erl des. [0317] V\hen l'i qui d,

ermul si gn an ¥spensi on ar red _as {

pr epargtl 8%9 F?lt‘heyogz?r eef)r”éecélr écg’ Q%tré%e i %Jggh Ztﬁodk,ﬂﬂch

cont rothed ﬂl%befbﬁptaomb@e%é;}b1t1i&egb&wdmlahl uents to
be used in formng these liquid, enulsion and

suspenpiperigtiepar at ippsrerynpe qmgsen wi dely from
t he- conventional | y known ones. ngl es- of

0.t he
di | uen¥Re¥siA-u Q8 é’re“‘eé?ﬁ‘é?ﬂo]ic rﬁ py‘l’r{aenéuéﬁ’f,tfolfent may
ethoxytgsﬁggﬁe ngﬁfgﬁ”l ak&f&%%ed EQB p consisting
a y

i sost ear coho yoxyet h ?{ene sor b| tan fatty
aci d ester49)l a yhoep c—am@;,cot)laeme?am?él drot mskat & oproupay
contaih sodium chl of i de, glucose or glycerol in a
suf fi cil@mis 1S GAmBURE )Bo:pr epar e i sot oni c sol uti ens.

onventional s Iub|I| buf anal gesi cs,
ané'%t hgml ﬁ?eresgrnlgs (iol’?'g(’fe a¥lséne I) ng agent s,
preseryatdy@Senshi §&% 1f 1 avors, svveets and the |ike,
or ot her pharnaceutical s may be contai ned. 20 [0318]

R*? and R¥, together with the nitrogen atom to which

they bind, form a saturated heterocycllc group which is
piperazine or piperidine l

15 wherein, on the heterocyclic ring, one substitueént may
be éresent which is a phenyl lower alkyl group that may
have a lower alkylenedioxy group as a éubstituent on
the phenyl ring,
Bis represents a lower alkylene group,

20 s represents 0 or 1,
R?*® and R?’, together with the nitrogen atom to which
they bind, bind to each other, directly or via an
oxygen atom or'nitrogen atom to form a 6-membered
saturated heterocyclic ring (wherein the heterocyclic

25 ring may be.substituted'by 1 to 3 phenyl lower alkyl
groups that may have a lower alkylenedioxy group as a
substituent on the phenyl ring). ‘

[0306]



Although the amount of the aromatic conpound (1) or a,
“salt thereof contained in a medical formulation is not.
“particularly limted and may be approprl ately sel ect ed

froma wi de range of conpounds. 25 It is preferable
that the aromatic conpound’ (1)309r a salt thereof
contained in an amunt of 1 to 70 wt% in a nedi caI
fornul ati on. [03A8] argd@tic compound (IPherret it fthpreot

d t t { t t
P asentonaoenta ot oo natrhYE R b P AApialbARe e
medi cal rtegwylﬂwe%eanuﬁﬁ@@@ ai §£@E&ﬁs@)ﬁe§ ra;th@gl

det er mi ned dependi ng upon the 5 form of nedi cal
formul atsbaer et iseivase ageidraer, Severdliayepfetdia .

- disease and other conditions. For. exan‘pl e, tablets,

_pi 113, IPRQdi ds, suspensions, emul sions; granul es ‘and

o capsul es are adrBfn %eg}gqna r%l é"“% 'ﬂ%ﬁ rfjl?CtAonm ouad- ) ,

~fornmul atlons are a A ni et ere

with aneonyeni impal freig nra@pbacaﬂ@my S:‘é@bt% v&th a
-.glucose solution or amino acid solution, intravenously . -
or, ascopressmal phﬁgmayccémnlﬁﬁémr@a:amﬁbémw &P §°m
i nt rader mal | y, subcyt aneouS| I f rcgperl t oneal.l

Suppos?t 8ftes drE™PECadM i e?'éﬁdljrﬂ YR ™A m foids
'[O ]sufh as h drozﬂfogﬂ§éﬁﬁdfoﬁ &BﬁmﬁﬂﬁﬁeagﬁfthQEQQc

ormul ation nay be chosen approprlately
' dependlaagdup@mﬂdmwsege, apat ppaspisoige acddx ant organic
severity of the 20 di sease and ot her conditijons.

Typi cakrists 050t apongbgrnfgupérnkg ity P\/\éPﬁ‘i‘ﬁ’)esﬁéifomc
G2 YELELOI, Q0oL 0.0, 0,085, K0, LU0 YEL G0Nk e
day. [ @324) m;ﬁ@ea&h@, aPave:deseld bedadosage: wanbes -
'_15 [0308] . ‘ o I |
Of the aromatic compounds'{l),-a com§OUnd i
having an acidic group may be easily réactedlwith a
conventicnal pharmacologically acceptable basic
compound to form a salt. Examples of such a salt
20 include a sodium salt, a potassium salt; and a calcium
salt. |
{0309]
The aromatic compouhd (1) or a salt thereof
can be prepared in the same maﬁner as in W02006/014012._
25 [0310] B
Next, a medical formulation containing the

aromatic compound (1) or a salt thereof as an active

ingredient will be described.



dependi ng upon various conditions, the dosage may be
smal l'er than the lower limt. of the range described
above or larger than the upper Iimt of the range 213
descri bed above. [0322] The aromatic

conpound (1) or a salt thereofgbn the present

i nvention has a STAT3/5 activation 5 inhibitory action-
and usdPdillas a STAT3/5 activation inhibitor. (03231

The .aromatic conpound (1). or a salf there

STAT3 activati o%enmw%%fom Sandd fBFariiety
usef Ul ssnfh BRIl Eug OEoRESHEN! (170007 o L4 83! khgreot
aut oi nrune di sease, dlabetes ection, central

di seasén eaecemmasﬁopna&mﬁtammSeasepx&pqxamnoas|and nore

[ 0324] anpl es of the autoi nmune

di seassreréfygelly, 15raﬁﬁ%ﬁqn#&h@9b¢cﬁﬁﬁ%ﬁ%§c?53?%xﬂﬁF&Plent )
exanple enpl yt aneni.a as e g

_ |d|opatHﬁgtﬁrd%ﬁééﬁfopéﬁﬁgyﬁgk é%#%#gpnﬁbgsg

- lupus %ﬁﬁ&ﬁﬁ@@%éﬁﬂi§,s@@féﬁﬂaﬂ@dfbilEhbﬁﬂaaatoderna |
Wegener' s granul omat osis, - dermatonyositis, chronic
active [2G1Repatitis, severe nyasthenlc

St evens- Johnson syndromne, i di ppat h .
i nfl ammat ory boﬁéﬁ dPEe e s PFE aé?% IQBEUFSEW%ﬁatlgn nay

colid i g.apd, oMM $8A8%) f%@ﬁQ%égﬂ@ndl%t pabaopat hy,

Graves’ disease, sarcoldosis, . nultiple sclerosis,
pri mar ¥hbirbb@iti L ipli-pose S, anBStypIi/cm’ll | fi>rouss éhcbkncabataesetse

(Type | diabetes), uveitis (front and rear uvejtis),
ker at o®dALBNCRIAHELSS %%%R%?vaéP?@ﬁn51°“5f emulsions,
keratoconjunctivitis soriatic R

glonergFSn% ?ﬁltﬁ%?sfﬁf h ﬁQOSl% aaﬁebﬁr%gﬁﬁfogfl4

{liguids, suspensions).
15 [0313] |
. The carrier to be used in'forﬁing tablets may
be chosen widely from conventionally kﬁown ones.
Examples of the carrier include excipients Sugh as
lactose, saccharose, sodium chloride, glucose, urea,
20 starch, calcium carbonate, kaolin, and crystalline
| cellulose, binders such as water, ethancl, propanol,
simple syrup, a glucose solution, a starch solution, a
gelatin solution, carboxymethylcellulose, shellac,
methylcellulose, potassium phosphate, and
.25__polyvinylpy;rolidone, disintegrators such as dried
starch, sodium arginate, agar powder, laminaran powder,
sodium bicarbonate, calcium carbonate, polyoxyethylene

sorbitan fatty acid ester, sodium lauryl sulfate,



syh‘ptom 'such as idiopathic nephrotic syndrone or

‘m ni-mal - change nephr opat hy). [0325] - As
the central disease, A zheimer's disease 5 may be
-m'anti.oned 10326] As the cancer-associ at ed

di sease, cachexia may be mentjigned. [0327] 10As the
infection, infection with hepatitis -C virus (HCV) and
-i nf ect oM niict hcKdposics ysarcdava-sassobi arred lhtér”-Bégr anti-

Vi rus }t/ be nenti oned. I
t he co‘%’p‘%ﬁﬂ‘?@%ﬁ PRE $H&s 8At STTRIERCPEN %‘éesara%“ém‘f%c ©
activatlon i ”%!ng {.g&%’og%%fa'ng@ d %ﬁsbﬁb&%ﬂé'ntéss&ﬂ&
aCtivation i'n speci Tl ca y as pr eventive or

treat i fighaGeRkyl stnaulel PaBaeardi sedses, laldyr ghdsate,
i nfl ammati ons, hyperprolactinem a and the |ike as
men6i otmlaa@oagenwﬁsqh 20| oL {IREOpr 8RN L4 S PenpfioprPents

" the aromatic co alt f__ma e
_used i WTobi ﬁﬁg?‘élﬁ %\at%%?\ﬁbt]h ST8TA { (%th\?ét %8%

i nhi bi & O, 3EAT3; AEdded,t ¥nk nmm_"ﬂcﬁhtsl m&m@%uppr:esswe

agent, anti phl ogi sti.c, “t her apeutic agent for diabetes,

25 t hetslpgutsiteaageat Hearici afat kiovdsrdi sehgelyethyiene

t herapeuti c agent for central disease, therapeutic

agent Foicol- :

10 {03147

Further, tabletélmay be coated in a
conventional manner as needed. Examples of coated
tablets include sugar-coated tableés, gelatin~-coated
tablets, enteric-coated tablets, filmrcoated tablets,’

15 or double or multi-~layered tablets.
[0315]

The carriers to be ﬁsed_iﬁ férming pills may
be chosen widely from the conventionally known ones.
fxamples of the carrier include exciplents such as

20 glucose, lactose, starch, cacac butter, hydrogenated
vegetable oil, kaolin, and talc, binders sﬁch as gum
arabic powder, tragacanth powdern, gelatin, and ethanol,
and disintegrafors such as laminaran and agar.

{0316}

25 The carriers to be used in forming
suppositories may be chosen widely from the
conventionally known ones. Examples of the carrier

include polyethylene glycol, cacao butter, higher



cancer -associ ated, therapeutic agent for psoriasis,.
antitunor agent, and fibrosis suppressive agent. 215
[ 0329] The patents, patent applications and
literatures cited in the present invention are
i ncorporated herein by referepge. 5 [Exanple 1] [0330]
Ef fect of test conpound on the anmount of STAT3:
act i vatzedohdl iUciseuss obf Heghe? srtdiwlaft gelstimulzati aemi-
with IL-6 10 1) Culture : After Hep & cells
are washethekich oPBSetiJetwi ce, they are washed once’
“with trﬁggkprDTA sol ution and detached using '
trypsiﬂ A sol ution. The cellsare centrifuged and
suspended in a mRdhum guRrpl emansash Endvstbpantidn etrkcs
(MEM nedi.um (10% FBS + antibiotic (100 WL penicillin
.+ 100 ggépirsst reptiofyci vy prApeertidns nihberass regfpsably
"is counted,. fhe cells are seeded ,on .12- -wel |l _plat at
2 densPESTHH2E% 31 e IER! Fe. Mo r SREPT 1 A5l %y s
“after h NG, g3t L Ly U i %, e Rhageek ntiBula,
m. of %%t&lg | ot%lg“- %ng %&ulbt%ugggﬁegil‘ u!%] ( MEN medi um Quds
(10%-BSkhis2n Addi sispendicdrestegonpoond Tap kaydhoakner

medi-umrepl acenent, a test = .
widely from the-conventionally known ones. Examples of

10 the diluents include water, ethénol,‘propylene glvycol,
ethoxylated isostearyl aléqﬁol, polyoxyléted isostearyl
alcohol, and polyoxyethylene sorpitan fatty acid ester.
Iﬁ this case, the medical fcrmulations may contain
sodium chioride, glucose or glycerol in a sufficient -

15 amount to prepare isotonic solutions. Also,
conventional solubilizers, buffers, analgesics, and the
like, and, as necessary, colofingvagenfs,
preservatives, spices, flavors, sweets and the like, ox
other pharmaceuticals may be contained.

20 {0318}

Although the amount of the aromatic compound
{1} or a salt thereof contained in a medical
fo;mulation is.not particularly limited and may be
appropriately selected from a wide range of-ccmpounds;

25_ It is preferable that the aromatic compound (1) or a
salt thereof is contained in an amount of 1 to 70 wt%
in a medical formulation.

[0319]



25 conmpound 1s added so as to obtain concentrations of
0,1, 10 and 100 nM ' Three hours after
addition of the test conpound, IL-6 (Code No. KTS1025

~“manufactured by 216 Kanmakura Techno Science Inc.) is

added at a final concentratiom® or 500 ng/mL. Five

- mnutes after addition of I'L-6, extractionis
performed by us&h6fethqscFear *EEECEPBANS KM EBHe

" No. 40?1&%&@&%&%0 gégg%Qé A8t£ §}ﬂQEEBLIP&%%n§%n is not

Extraction o nuc ear

super ngi g rhhel orldes. |STﬁ@ﬂﬂ@&ﬂia@Yf§tﬁﬂﬂdﬂlonTh@n be
cells Are washed with 1 nL of ice-cold phosphatase

i nhi bi e@rirgerreaiedi hy PBSthher ¢ raftiapd depending upon the

PBS/_ph hat ase i nhj bj tor and the, supe nat ant of . the
cel Ps ?%Ip L §di AePefdy E%:?I?’oﬁatle £l r TRé-

cells arg coll get eg i ééaéecsﬁé REE2PEsAAN O ML rof
ice-cold PBS/yphosphat ase inhibitors:and divided into’

I ce- codxthninl®, ntani ot wheds, 1GiAfitiers, t hesparcriotgbe | s
centrifuged at 4C and a rate of 400 x g for 5 mnutes,
t he supBHFdCRSt ﬁ%aWR%ﬁSVéad Capsules are annﬁyaféﬁrgdare

Lgsgﬁgoegaomg( I nTQe n ec &%%QHI\I;G&;@Y&I B?E&%Peg:l

severa IﬁES

m gt €S$ingly or by mixib@ t«*htﬁ asltﬁﬁﬁ@ﬁtﬂtbhaﬁ(flhﬁh of a-
detergent is added and vortexed for 10 seconds. After

cent r i fargacenant ssipdr faor redl atoACsahdt BOF atre 3pRn202400
x g for 30 .seconds,; the su ernatant is renoved. %9 To

the r e HUEARP: cm%aves]@% A GF BERPTRAE Lydig
Buf f er, 4§ ,3dd80eq T esaféfmyl §n9£g@g£aail vort exed

for 10 'seconds an s en onice for 30 m nut és.
subcutaneously or 1ntraper1toneally Suppositories are

15 administered into the rectum.
[0320]

The dosage for the above mentioned medical
formulation may be chosen appropriately depending upon
the usage, patient's age, sex and severity of the

20 disease and other conditions. Typically, 0.001 to 100
mg per kg (body welight) per day, preferablf 0.001 to 50
mg per kg (body weight) per day, is administered once
or in several_ﬁimes a day.

[03211

25 : Since the above described dosage varies
depending upon various conditions, the dosage may be
smaller than the lower limit of the range described

above or larger than the upper limit of the range



217 : After vortexed for. 30 seconds, the
suspension is centrifuged at 4C and a rate of 20,400 x
.g for 10 m nutes. The supernatant is

di vided into ice-cold 1.5 5 nL m crotubes and stored
at -80C. 4) DNA bipdjng is nmeasured by use
of TransAM STAT3 Kit (Code No. 45196 nmanufactured by
Acti veqMatiifhelingndve. To each of the wells
of an ELISA plate, 30 pL 10 of Conpl et e Bi ndi ng Buffer
and 20i{93’«f a sanple (extracted from a nucl eus) are

added. &posi ti.ve cont r ol 0.V f-.Re

nucl ear extractT?‘? ;tr]rf) ?I%podml (1} i tah% 8513 ﬁhgxfzec’f

Conpl et g 'é-ﬁésinl):%e%’lttf efnvieh® 1 GR M 20 aglszTﬂE' WdraRa L el €

prepared at 5, 1.25, 0.625 and 0.313 pg/20 RL

by sequenidiabrhaiétfwl dndi 1 10 asapdSTA Yl eftivation
~dilutions is added to each well. Blank well: 20 gL of

~ Conpl e’fféhlL’:yé% Buf fer 'is added. 20After ‘the plate is
seal ed, % j pl'ate is gently shaken at roomtenperature

for oné r, followed by washing Wi th 200 gL of

washi ng buf fer thu ef-dnizies. cdfifburd @) e SBAEalant héorhf

is added and the 25 plate is sealed. Thereafter, the

pl at e Eas GeSFRY3 sirildelrtapnr dumbidepsr aEL® apfle theERLOTe

B ot DL A OB RSl Deacing
HRP- copjugatede A dNRYY bSabedds, infection, central
disease, cancer—associated disease or psoriasis.
[0324] |
Bxamples of the autoimmune disease include °
15 autoimmune blood dyscrasia (foﬁ example, hemolytic
anemia, aplastic anemia and idiopathy
thrombocytopenia), rheumatism, systémié lupus
erythematosus, polychondritis, scleroderma, Wegenear's
granulomatosis, dermatomyositis, chronic active
20 hepatitis, severe myasthenic, Stevens-Johnson syndrome,
idiopathic sprue, inflammatory bowel disease {fo;
example, ulcerative colitis and Crohn disease),
~endocrine ophthalmopathy, Graves' disease, sarcoidosis,
multiple sclerosis, primary biliary cirrhosis,
25 juvenile-onset diabetes (Type I diabetes), uveitis
{front and rear uvéitis), keratoconjunctivitis sicca;
vernal keratoconjunctivitis, psoriatic arthritis, '

glomerulonephritis (with and without a nephrosis



added. The plate is seal ed, gently shaken at room
tenperature for one hour, foI | owed by washing with 200
pL of washi ng buffer four tinmes. After '
that, 100 pL of devel oping solution returned to room
tenperature is added, -and theyplate is incubated for 2
to 10 mnutes protected fromlight. After col or

devel opyeptom,s seehf &s netl,cpk@8iplnefhsitdp sptdrangnois
added and absor bance at 450 nm and 630 nmis

det er nfABH M tRI2RIS MRIAPELTIO5) The results of test
corrpougg? %gst ed in Table 1 bel ow are shown in Table

. 8 1] [ Table 1] Test conpounds Test conpound
No. ()* R Ls the central disease, Alzheimer's disease

5 may be mentioned.
103261 |
AAS the cancer-associated disease, cachexia
may be mentionea. |
03273
14 : As the infection, inféctiqn with hepatitis C
_virus (HCV} and infection-with Kaposi®s sarcomna-
aséociated herpes virus (KSHV} may be mentioned.
Further, the compound ofnthe.present'
invention has a STATS activation.inhibitoxy action and

15 is useful as STATS activation inhibitor, specificélly
as ?reventive or treating agent for autoimmune

.diseases, allergies, inflammations, hyﬁerprolactinemia
and the like as mentioned above. |
[0328]

20 In the present invention, the aromatic
compound (1} or a salt thereéf may be usedrin
combination with another STAT3 activation inhibitor,
STAT3 activity.inhibitor, immunosuppressive agent,
antiphlogistic, therapeutic agent for diabetes,

25 -therapeutic agent for infectious disease, therapeutic
agent for central disease, therapsutic agent for
cancer-associated, therapeutic agent for psoriasis,'

~antitumor agent, and fibrosis suppressive agent.
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{03291
| The patents, patent applications and
literatures cited in the present invention are
incorporated herein by reference.

[Example 1]

Effect of test compound on the amount of*
STAT3 activated in nucleus of Hep GZ cells aftexn
stimulation with IL-6

1) Culture
After Hep G2 cells are washed with PBS (-)

twice, they are washed once with trypsin/EDTA sclution
and detached using trypsin/EDTA solution. The cells
are centrifuged and suspended in a medium supplemented

with ahtibiptics (MEM mediom {10% FBS + antibiotic {160

. U/mL penicillin + 100 pg/mlL streptomycin}). After the

20

25

number of cells is counted, the cells ére seeded on 1Z-
well plates at a density of 1.2 x 10° cells/lmL per
well,

Two days after seeding, the culture medium is
replaced with 1 mL of antibioctic—free cultﬁre medium
{MEM medium (LOZFBS)}.

2) Addition of test compound

Two days after medium replacement, a test

conpound is added so as to obtain concentrations .of 0,

1, 10 and 100 nM.

Three hours after addition of the test

compound, IL-6 ({(Code No. KT810258 manufactured by
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Kamakura Techno Science Inc.} is added at a final
éoncentration g or 500 hg/mL;

Five minutes after addition of IL-6,
‘extraction is perfdrmed by use of a Muclear Extraction

5 Kit (Code No. 40410 manufactui:e-d by Active Motif Inc.)
' 3) Extraction of nuclear fraction - | |
. .The supernatant of the cells is removed by
suction. The célls,are washed with 1 mL of ice-cold
phosphatase inhibitor-containing PBS ({(hereinafter,

10 ~PBS/phosphatase inhibitor) and the supernatant of. the’
cells -is again removed by‘suction,

. The cells are collected with a cell scraper
in 0.6 mL of ice-cold PBS/phosphatase inhibitors and
divided into ice-cold 1.5 WL microtubes.

15 o After the microtube is centrifuged at 4°C and
a rate of 400 x g for 5 minutes,.the supernatant is
removed. |

The cells are resuspended in 0.2 mL of
hypotonic buffer by pipetting up and down several times

20 and kept on ice for 15 minutes.

To this suspension, 10 pL of a détergent is
added and vortexed for 10 seconds. After
ceptrifugationﬁis performed at 4°C and a rate of 20,400
x g for 30 seconds, the supernatant is removed.

© 25 To the resultant cells; 50 plL of Complete
LySis.Buffer is added. The suspension is pipetted,
vortexed for 10 seconds and shaken on ice for 30 |

minutes.
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After vortexed for 30 seconds, the suspension
is centrifuged at 4°C and a rate of 20,400 x g for 10
minutes. N

The supernatant is divided into ice-cold 1.5

-k mlcrotubes and stored at ~80°C

4} DNA binding is measured by use of TransAM

" STAT3 Klt (Code No. 45196 manufactured by-Actlve Motif

Inc.} .
To each of the wells of an ELISA plate, 30 pL
of Complete Binding Buffer and 20 pL of a sample
(extracted from a hucleus}‘are added.

A positive control: 10 pl of Hep G2 nuclear

-extract (2.5 mg/ml) is diluted witﬁ 40 pIL of Cbmplete

Lyéis Buffer (10 pg/20 pL). Dilutions were'prepared at
5, 2.5, 1.25, 0.625 and 0.313 ﬁg/éo pl. by seguertial
halfmfold dilution, and 20 pl of dilutions is added to
each wall. |

Blank well: 20 uL of Complete Lysis Buifer is
added.

After the plate is sealed, the plate is
gently shaken at room temperature for one 5our,
followed by washing with 200 pbL of washing buffer three
times. . |

100 pL of a STAT3 antibody is added and the
plate is sealéd. Thereéfter, the plate is gently ‘
shaken at room temberature. One hour later, the plate
is washed with 200 pL of washing buffer three times.

After washing, 100 pL of an HRP-conjugated antibody is
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added. The plate is sealed, gently shaken at room

temperaturé for one hour, followed by washing with 200
ii, of washing buffer four times.

" After that, 100 pL of developing solution
returned to room temperature is added, and the plate is
incﬁbated for 2 to 10-minute5 protecﬁed from;light.
After color development is boﬁfirmed, 100 L of stop
$olution is addéd and absorbance at 450 nm and 630 nm
is determined within 5 minutes.

5) The results of test compounds liéted in

Table 1 below are shown in Table 2.
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fTable 2]

*Results

Test compound No. ICsg (nM)
1 < 150
2 < 150
3 B < 150
4 - < 150
5 < 150
6 < 150
7 < 150
8 < 150

[Exampie 271
[0333]

Effect of test coﬁpound-oﬁ suppressing
phosphorylation of STAT3
(1) Cells '
- Seeding of cells

After Hep G2 cells are washed with PBS (-)
twice, they are washed and removed by trypsin/EDTA and
further removed by trypsin/ED@A. The cells are ‘
centrifuged and suspended in a medium supplemented with
antibiotics (MEM medium {(10% FBS + antibiotic (100 U/mL
penicillin + 100 pg/mL streptomycin))). After the
nunber of cells is counted, the cells are seeded in a

6-well plate in a rate of 2.4 x 10°/2mL per well.



Ef fect of test conpound on suppressing phosphoryl ation
of STAT3 5 (1) Cells . Seeding of cells

After Rep & cells are washed with PBS (-) twi ce, they
-are washed-and renoved by trypsin/ EDTA and further
renoved by trypsin/ EDTA. The ﬁl s are 10 centri fuged
and suspended in a nedi um suﬁ% enmented with

anti bi otics (MEN, gléﬁuéﬂ@% RBS fealin R@blLEnédH with
Ul penicillin + 100 itg/nL streptonmycin))). After

t he nuadeibioticelis repleoedtieid;h heeduin sugpbemenigsdwith
ina6-well plate in a rate of 2.4 X ])05/2ml per

wel |, Rpexpptibiotics (MEH, gediug |1gt%g§8) t-he medi um
suppl en%@éaetﬁnewtt BrA0li D QhikfiSmbd: JiGRhagRgy M L a

medi um suppl enent ed no antibiotics (HEM medi um
(10%BS)). Trenidrentysohreet Inedtivhhremiceineat , da ugest
5Two days after nmediumreplaceMent, a test conpound |s
added -copesntoi phadsdes seneerta Soitans GMagntyatignaaf O

100 n ree hours after addition of the
t est ('\:/JO'rrp]tS)uﬁ‘f]‘f1 190 é‘u(.l‘Code No. KTS102S manufactured by

10 Kamakura TechiQeSeoaRseat s hdust dsledt sheased®
obtain a concentration 100 ng/nL. Recovery of cells

Fi ve ncompomadaf 1leré addidei lsm ofT9110286, marhefa@@mrsddne
washed with cooled PBS (-) tw ce, and peeled 15 of

frafh tFngiugecTeghne SCigPEs . Iothd ¢8| F49%% 8CoPPek? eciPtlaan
al.b5 c@c%ﬁ?%é@’io bYLoBSS Prﬁ PBS (-). The cells
a1 nt

col |l ec crotube are centrifuged and
the supgesaiant olfscépm)ved The cells collected in the
1.5 mL mcrotube are cryopreserved in. a cryogenic
Five minutes after addition of IL-6, the
cells are washed with cooled PBS {-) twice, and peeled
15 off from the plate by a scraper. The cells are
coliected in a 1.5 mL microtube by use of PBS (-}. The
cells collected in the 1.5 mL microtubé are centrifuged
and the supernatant is removed. The cells collected in
the 1.5 mL microtube are cryopreserved in a cryogenic
20 refrigerator until use.
- Lysis treatment
To the frozen cells, RIPA buffer is added.
The frozen celis are suspended by use of 1 mlL syrinﬁe
with a 26G x 1/2 injection needle and the suspension
25 solution is allowed to stand still in ice water for 30
to 60 minutes. Thé cell suspension solution is
centrifuged and the supernatant (cell lysate} is

transferred to a new tube. The cell lysate collected



20 refrigerator until use. Lysis treatnent

To the frozen cells, R PA buffer is added. The frozen
cells are suspended by use of 1 m, syringe with a 26G
X 1/ 2 injection needle and the suspension 25 sol ution
i's allowed to stand still in.,ce water for 30 to 60

m nutes. The cell suspension”Sclution-is centrifuged

and t hg supetmsd ant crgebledatSeini & drydshesred to a
new tube. The cell lysate collected 222 in the tube

i s cryogfirdgeryeer iuvstalcuydgenic refrigerator until
use. Measurenent of protein concentration

The annﬂ?ﬁSQﬁemﬁPBtﬁﬁrP??FeéBC?PQﬁﬁqtqaﬁéﬁ?e is 5
measured in acce{daneen i & gﬁ%eﬁﬁosp@chaegﬁfmake as

RCA protein assay reagent s Western bl ott’ing
anab y siesa sulPAGE o Ecﬁ:@trﬂ@@dﬂ@ﬁ&&lhs):hé\fpﬁt-dcb& prioicdied to a
anmount of each cell lysate 10 is set at.-the sane

val ue, Bfe REPLR " tASSAY NEPRIGE §EFF or ned under reduced
condlt:ﬁn% S?fter @glgaqgnﬁ§ and a nol ecul ar marker

S13 . .
are ap yacry gel, el ectrophoresis is

per f or.nggse (@1@EEf5§hdgég&g¢r conpletlon of
electrophore5|s t he ge
After -the protein amount of each cell lysate
10 is set at the same value, denature treatment is
performed under reduced cénditions. After the samples
and a molecular marker are-applied to polyacrylamide
gel, electrophoresis is performed.
. Blgtting
15 ' After comgietion of eleétrophoresis, the gel
is équilibrated with the solution to be used in
transferring. |
The proteins developed on the polyacrylamide
gel are transferréd onto a PVDF (polyvinylidene
20 difluoride) film by a semidry type transferring
apparatus., '
- Blocking/washing
Aftef the PVDF film" is washed, it is soaked
in blocking buffer (5% BSA) to perform blocking.
25 . Primary antibody (Phoépho—STATB {Ser 727) Antibody or
Phospho-STAT3 (Tyr 705) Antibody)
Blocked PVDF film is reacted with the priﬁary

antibody.



is equilibrated with the solution to be used in
~transferring. : The proteins devel oped on the -
pol yacryl am de gel are transferred onto a PVDF

. (polyvinylidene 20 difluoride) filmby a semdry type
transferring apparatus. B ocl§ gg/vvashl ng

After the PVDF film is vvashg is soaked in

bl ocki.ngedsiidaer, &HLLHZIAY (hﬁtD€f5ﬁwiﬁkbb©C$§HH;1n25d
Primary anti body (Phospho-STAT3 (Ser 727) Antibody or
Phospﬁﬁﬁsvﬂms)(w@ﬁhIFGS) Ant i body) Bl ocked PVDF filmis

reacted wth t I ma nt| bo Second

anti body (Anti r}?fa%’rf 'HFEFBeI ?ﬁﬂ%dgim 6ot Rﬁé‘gﬁ’ﬁﬁﬁ
After mashgd. lgg@elavggt{g,({,dp Is reacted with the HRP

| abel ed anti body. 5Detection of Col or em ssion by ECL

Af ter -t bexddRDenf of malsrwashestiorcdlyoECLS al | owed to

emit by use of ECL Western Blotting Detecti on Reagent s
and fl uorescendEbes §ee fREd TRy LIS iFhgd- 1e0lor 1S

pccor dfg,ka toe, %f%g”@é &”%&%&{P%EES ghlgot of
the test conp nd ppressin 0S ory I'on of
STAT3 péte&&ﬂﬁwrﬁﬁagebExaﬂﬁﬁffﬂﬁbrescence is detected by LAS-
| 3000.
10 - According to the aforementioned method, the effect of
the test compound on surpbressing phosphorylation of
STAT3 is measured.
[Example 3]
[0334]
15 ' Effect of.test compoﬁnd_on prolactin-induced
STATS activation in 22Rvl cells
-1} Culture
After 22Rv]l cells cryopreserved are
subcultured at -least twice, they are subjected to a
20 test. Aftef culture until subconfluéncy, the cells are
washed with D-PBS (-). Thereafter, they afe detached -
using trypsin/EDTA solution and suspended in a medium
(RPMI-1640 medium (10% FBS + antibiotics (100 U/mL
penicillin + 100 pg/mL streptomycin)). The cell
25 suspension solution is centrifuged at 150 x g, for 5
minutes at 20 to 25°C. ‘The supernatant is removed and
the pellet is resuspended in the medium. An aliquof of

the cell suspension solution is taken and dead cells



[0334] 15Effect of test conmpound on prol actin-induced

STATS5 activation in 22Rvl cells 1) Culture After 22Rvi

cells cryopreserved are subcultured at |east tw ce,

‘they are. subjected to a 20 test. After culture until
subconfluency, the cells are jgshed with D-PBS (-).

Thereafter, they are det ache(f usi ng trypsi n/ EDTA

sol utiofe andisesperdedriyfa® BIRE, UNThé RRIMoe1640 WiRlem
(10% FBS + antibiotics (100 U nL penicillin + 100

pi g/ rrLC%JtLSeptsow@nt@)d) bymeh%@qyt%eé,%peﬁspehl soisperghon
IS centr.i fuged at m nut.es at celfs/c-r:nL,

The superiiaPRnisi p§e|p3ﬁ89e%° aarT:'d tfahgorb%?]l

resuspgpdedinp Lhe Jmedbymnp An 12l i,guot ﬁtet hs geldte of 2
suspensi on solution is taken and deadp cells 224 are

st abned: 17 t e tirsypanpét vl 1TheCaliberreotuliatside inek | §0;
is counted by a hem)cytorreter A cel |l suspensi-on
sol utljdf?‘%bétﬁFeb%‘ré:@Zs& 26Vt o contain 2 x 105

cells/ ﬁ%g ina 12 well-plate in a
rate &fdéggl%gé %qldvvel . Cells are
cultured in a G ldﬁgubafwr (R¥CRY, BHCst2omshdind as

of test conpound Two days after seeding, a
test casidsdund assdddeltabn apenagnsbehiens GdcBnndtlil9RsnM.

Ofeéé) and 1000 nMre]éO-kl;Q{u@se a tuerrsa I:l}hte{ona% I%Lgnteosft-t he .
compound, recombinant human prolactin (rhPRL, R&D
systems Inc.) is added so as to qbtain a cohcentration
of 0 or 250 ng/mL. '

3} Extraction of cytoplésmic fraction

15 ' Fifteen minutes after addition of prolactin,
extfaction is performed by a Nuclear Extract Kit (Code
No. 40410 manufactured by Active Motif‘Inc.)_ At 15
minutes after the addition of prolactiﬂ, the
supernatant is wremoved and prolactin-stimlation is

20 immediately stopped by adding 1 ml of ice-cold
PBS/phosphatase inhibitor. After asbiratiﬁg ImL of
ice-cold PBS/phosphatase inhibitor, 0.6 mlL of ice-cold
PBS/phosphatasé inhibitor is added and centrifuged at
200 x g, for 5 minutes at 4°C.

25 After the supérnatant is removed, 0.2 mL of
hypotonic buffer is added and suspended. After the
suspension is kept on ice for 15 minutes, 10 uL of é

detergent is added. After the scolution is further



conpound, reconbi nant human prolactin (rhPRL, R&D
systenms Inc.) is added so as to obtain a concentration
of 0 or 250 ng/nmL. 3) Extraction of cytoplasnic
fraction 15Fifteen m nutes after addition of

prol actin, extraction is perB %ned by a Nucl ear
Extract Kit (Code No. 40410 manufactured by Active

- Motif dtiGered, Att 15 meﬁtﬂtﬁﬁ,lg'iafd et thpo@rdi 4i, onovfone
prol actin, "t he supernatant is -renoved and
pr ol actinutet kil 41G-onThe EH?uﬂﬁﬁEﬁl%HRﬁ?Va§ﬁﬁbpkﬁftﬁyla5mlc

adding_1 nml. of |ce:-cqld, PBS/ hosphatas

After. %@kﬁtﬁﬁflg nt® 1K 889 k2 143‘6‘] PBY ?)Qgt %ha?%islg plates,
i nhi bi£00 ,¢8:6aMn of £-68:£014k PBg@hosphat ase

inhibitor is added and centrifuged at 200 x g, for 5

M nbit es) MeadCremdaAf todr attievaigoesmatant is renoved, 0.2
mL of hypotonic buffer is added and suspended Aft er
the suspensi on Yeagggienh it @erdprasd R uresCt 1tPagenbe

a det erig: heldsit:g ransﬁ@‘ ?ATt %nlt%.?) %&BOH 'f‘os delégzibﬁé more

225 stirie I's cée uge 00 X or one

m nut espilci4Ccale, resubtands Lhpewpat anis (aﬁyEDmlamaQe of
fraction) is divided to three ice-cold 96-well plates,

and sﬂdnearansaMW$ﬁ@&éhm@ﬂy Eiﬂ: 3 4y wéé@wwéﬁﬁﬁtBkﬁdlng
actlvated STAT orned by

use? of Wgﬁﬁeh?sa%ﬂe(dacﬁgﬁ t't[He"'" iurenl\/%fh E 'Ty kit.

To des cal | 0 e | s of
S El_l“cs’wog’?gtg}g{‘gf %Eﬂ’r?aﬁi/f’&%% ﬁﬁ% F{? gﬂg ﬂ%ﬂo gL

of CorﬁﬁlﬁﬂoeaBLmdldig:vlaO Bufifiercfi 8 adtediucdrdr Eraction
thereafter, 20 RL of the cytoplasmc fraction_ is
added. re@rangfan@arwlfeormé%unw%ﬁﬂfoﬁr%%?w @202;,%0%“ a

col | TMahERt bSO L SASSRRRE iR Hokee
t015r“%éﬂl@QSQQQfﬁgxﬁllutgd with 48 ulL of Complete Ly51s
Buffer (to 10 pg/20 pL}, and further serially diluted
in half to prepare diluted solutions of 5, 2.5, 1.25,
0.625, 0.313, and 0.156 pg/20 pL. 20 pl of each of the
dilution solution is added to well. As a blank, 20 pL
20 of Complete Lysis Buffer is added. After addition of a
sample, the plate is sealed and gently shaken at room
© temperature for one hour. After that, the plate is
washed with 206 pL of wash buffer three times. Next,
100 pL of éTATSB antibody is added, sealed and
25 incubated at room tempefature without agitation. One
hour later, the plafe is washed with 200 pL of wash
buffer three times. 100 uL of a Horseradish Peroxidase

(HRP) ~conjugated antibody is added, sealed and



15 famly kit is diluted with 48 RL of Conplete Lysis
Buffer (to 10 Rg/20 RL), and further serially diluted
in half to prepare diluted solutions of 5, 2.5, 1.25,
.0.625, 0.313, and 0.156 gg/20 RL. 20 gl of each of the
dilution solution is added to,pell. As a blank, 20 gL
20 of Conplete Lysis Buffer i'S added. After addition
-of a sgimiRtetihg: ptahne tepSeahed anthgenithytshiden ahe
roomtenperature for one hour. After that, the plate
i s washmr Wiathr20thd IPléf:ev\Ja%hfa@i}ﬁfieVl‘ﬂhr?@Q Bh riefs wash

Next, .10 L _of STAT5B a od seal ed

25§ noUtHEL TR roie ERBerel Hheohi § HOTELaRTRa S tion
One howr Jakgr. e pqla@tae 4 Sinpashedy Wd:h ZZQQ M hutes
wash buffer three tines. 100 RL of a Horseradi sh

Per pXxiglage ctEHRPF ranojiggat edhfaetri botlyr ideveddedenisdal ed
and 226 incubated at room tenperature w thout

' agltat¢Qﬂf1r@ﬁ€rh%Rﬁ HLaPEra T998 pPArEl9%s iRadfidewi th
200 ! b t
devel os%l éi osg¥| g%tE%r gkg%]fg An?%sagrg?%%sjtl %%%at ed

for 2 Jael@ngtRytas B3prok e@ie&@réﬁ@mwa@hbng@m ells
col or ‘devel opnent is confirned, 100 gL of a stop
sol ut idgteirsiadd edsinomredi aitelnpaderer, absorbance at

ﬁ%@??n‘g?ﬁf‘s|”£eﬂ'&”é%’%ﬁﬁhoﬂ%%ﬁapﬁggvﬁ%%i?%‘2%%5'5 Yoe
anount, g m@@@ﬁﬁgﬂéd ahed éTﬁﬁﬁt%Heéuév% esthpRlad a

based on a ca tion curve. -Further, a ratio (TIC %
of theraamount/ofs )plaxfsph@rwcairﬁdosmﬁéﬁmrmateuh ITAF 5B

presence of each medicinal drug relative to that in

t he abbawseinfthe msenﬁ%mfdﬁagh. gedicinglc GFad ottt arhEe

resul s Sh.Log) somaunds, Lste b Tohl arlears shown

15 calculated. The results of test compounds llstéd in

Table 1 are shown in Table 3,‘

[0335]
{Table 3]
Test compound No. T/C %
Object {DMSO) 0 100

1000 nM <30 ~
1000 nM <30
1000 nM <30
1000 nM <30
1000 nM <30
1000 nM <30
1000 nM <30
1000 nM <30

Oy |N]|s_ ] WIN]E




T/ C % Obj ect (OMSO) 0 100 1 1000 nM <30 2 1000 nM <30 3
1000 nM <30 4 1000 nM
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[0336]

[Example 4]

Effect of test compound on dextran sulfate
sodium (DSS) induced'colitis model
1. Induction of colitis by DSS

After female mice CSTBL/GJkJms Slc-are
preliminafily raised for a week, the mice are grouped
based on the body weight (BW) of the mice at the
grouping day and in accordance with stratified random
sampling.

DsSs (Lot No, 4556J, MP Biomedicals) is
dissolved. in Otsuka distilled water to prepare a 4% DSS
solution. Mice are allowed to drihk the 4% DSS
solution fréely for 7 days from the following day‘(Day
2) after initiation of administration to induce’
colitis.

2. Administration of test bompound‘and solvent

Based on the body weight before
administration of-the DSS solution (Day 1} and the most
recent body weight after administration of the DSS
solution, each administration solution is orally
administered in a dose of 10 mL/kg once a day.

The aose of the test compound is 300 mg/kg.

An administration seolution is prepared by
suspending a test compoﬁnd in a 5% gum arabic solution
so as to contain tﬁe test compound in a concentration
of 30 mg/mL. .

3. Autopsy
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Autopsy is performed at Day 8.

4. Collection of blood

After blood is collected from the abdominal
posterior vena cava under anaesthesia with diethyl

ether, it 1is immediately tranéferred to a BD

Microtainer® (Nippon Becton, Dickinson and Company),

mixed by overturning the Micro-Tina and allowed to-
stand still in ice._ The Micro-Tina is centrifuged by
use of a refrigerated centrifuge (HITACHI CF9RX, T3S51
rotor) at 4°C and 2,150 x g fof 20 minutes to obtain
heparin plasma. The plasﬁa dispensed is cryopreserved
in 'a freezer (-80°C) until use in measurement.
5. Collection of organ .
After the abdominal posterior vena cava is -

cut under anaesthesia with diefhyl ether to kill a
mouse by blood letting, the spleen is excised out. The
weight of the spleen is measured by'an‘electronic force
balance. And, the large intestine was immediately
removed for measdrement of intestinal length and
evaluation of intestinal shortening.
6. Measurement Items
- Body weight

_ Body-weight is measured at Day 1 (day of
grouping), 3, 5, 7 and 8 {day of autopsy) by an
electronic force balance.

Based on the body weight of Day 1 (day of

grouping) and Day B (day ¢f autopsy), a body weight‘

change is calculated.



[ Exanpl e 4] Ef fect of test conpound on
dextran sul fate sodium (DSS) induced colitis nodel 5
1. Induction of colitis by DSS After fenmal e
-mce C57BL/6J Jns Slc are prelimnarily raised for a
week, the mice are grouped based on the body wei ght
(BW of the mce at the grou&izﬁg day and in accordance
W th st i : dom 10 sanpl i ng. DSS
(Lot I\b?ﬁfdfés%b?gl%/%g& onedi cal s) is dissolved in Osuka
distill ed wat erThe wetepatghia ofl tDSSsslciant iienmeddwrdabe
allowed to drink the 4% DSS solution freely for 7 days
f r om t3e eL6FF BRIy feage (PRl -2) after initiation of

adm nistration-to induce coliti 2., i_nisirati 0
test conpound afnnd aé%llvéﬁrt]' éarsoé“d%g% 1?%%%@8%%6%%@'15 be
bef or escadahnisigiat,i anrefid her 8SE) sof uiHeORpflBaYy wigkd
the nost 20 recent body wei ght after adm nistration of
the DS$lsblu¢itonareaghragwisilsenarérntsolfusi epnpinpl group
orally admnistered  in a dose of 10 ni/ kgégng}e#a%)daa)éé

The dG¥¥ 8f SPHePt &€ 9BbnPotihd PP 3B A
adm nishratiofy sol ution is prepared by 25 -suspending a
test conmpound 1n a 5% gum arabic solution so as to
cont-ai-nrdthattiasl Tamound in a concentration of 30
mg/ mL. 3. Autopsy 228 . .
10 The length of the large intestine is measured
by a scale.

In addition, from the measurement results of
intestinal length, a ratio (T/C%) of the intestinal
length relative to -an averége intestinal length of a °

15 control group and an intestinal shortening inhibition
ratio (IR%) are calculated.

The results of test compounds are shown in
Table 4. '

[Table 4]

Spleen weight gain inhibition
Test compound No. : .
; ratic IR (%)

_ 9 . ’ >40
(Example 305 of W02006/014012)
10 . >40
{(Example 1105 of W02006/014012)
i1 ‘ >40

(Example 1503 of W02006/014012)




Autopsy is perforned at Day 8. 4. Collection of blood
After blood is collected fromthe abdom nal posterior
vena cava under anaesthesia with diethyl 5 ether, it
is immediately transferred to a BD M crotainere

(N ppon Becton, Dickinson ang,Conpany), m xed by
overturning the Mcro-Tina ang allowed to stand still
inice. . The Mcro-Tina i st.eaemtrifuged by use of a
refrigerated centrifuge (H TACH CF9RX, T3S51 10

r ot or%J at 4C afee 2150 s'ér@méftolrc SOTRPYRA SEPEESBBES] BY
.hepar e%% 1 %Jé)%uﬁ' a?s]Ema SREQRED LS a%%ﬁ%%?‘%! ved
in a -8 use 1 n neasur enen

Col | egﬁgml@ﬁtor gan After the abdom nal posterior vena
cava is ' 15 cut under anaesthesia with diethyl ether
to ki [Formudpusk by blood letting, the spleen is

exci sed out. The wei ght of the spI een i s neasured by

an el ectronic Iance the large intestine
was i medi at el yf nﬁ zr ement of intestinal
| ength and 20 ev t| on of intestinal shortening. 6.
Measur ement |tens “*Body wei ght Body wei ght

is neasbred at Day 1 (day of grouping), 3, 5 7 and 8
(day HrerRiPops PrEPESamt 25 BHLEEPFFIhi AL o PE e LiE e eCH=

r! represents a group ~-7-RS,
7 represents a group ~N(R¥!)-B-, a group ~B-N(R®)-, a
group —-Be-0-, a group

[Formula 2]

a group -CO-, a group-CH(OH)-, a group -N(R%)-CO-N-
(R®)-, a group -N=CH-, a group -N(R%2)-50,-(B.le-, a
lower alkenylene group, a group -NHCO-B;-, a group -
NHCO-B;— (W}u-, a group -Be—-0-Bjisa—, a group

{Formula 3]
(CHzL

—N N—(Bapa)ar

h

o

, @ group



Based on the body weight of Day 1 (day of grouping)
and Day 8 (day of autopsy), a body wei ght change is
cal cul ated. 229 Spleen weight The wet
wei ght of the spleen is neasured by an el ectronic
force balance. In addition, fr t he measur enment
results of 5 spleen weight, a io (T/C % of the
spl eenrdeh@ld 4l ative to an average spl een wei ght of
a control group and a spl een weight gain inhibition
ratio (IR % are calculated. Intestinal |length 10The
| ength of the lalge \ stine is neasured by a scale.
I n addition, frgﬁLLh Grement results of
intestinal length, a ratio (T/C¥% of the intestina
length relative to an average intestinal length of a
15 cont eograymwHsoanm(RiP)i-Nt gsdidial -Shor& et alkynylene
inhibition ratio (IR¥® are calculated. The results of
test GAPBUMRISoxEs shbwerien gTape a.group -N(R™)-or a

group —CO-NH-Big,—,

R® represents a hydrogen atom, a lower alkyl group that
may have a lower alkoxy group as a substituent, a lower
alkanoyl group, a lower alkylsulfonyl group or a phenyl
lower alkyl group,

B represents a group ~-CO-or a lower alkylene group,

By represents a lower alkylene group,

B; represents a lower alkenylene group that may have a
phenyl group as a substituent,

Bz represents a lower alkylene group that may be
substituted by a group selected from the group
consisting of a lower alkoxy group and a phenyl group,
R represents a hydrogen atom or a lower alkyl group,

R*™ represents a hydrogen atom or a lower alkyl group,

R'® represents a hydrogen atom or a lower alkyl group,
Bzea represents a lower alkylene group or a lower
alkenylene group,

e represents 0 or 1,

Biga represents a lower alkylene group,

Biea represents a lower alkylene group,

Bzpa represents a lower alkylene group,

Bz1a represents a lower alkylene group,



[ Tabl e 4] Test conpound No. Spleen weight gain
inhibition ratio IR (% 9 >40 (Exanple 305 of
W)2006/ 014012) 10 >40 (Exanple

232
k represents 2 oxr 3,
¢ represents 0 or 1,
d' represents 0 or 1,
R'"™® represents a hydrogen atom or a lower alkyl group,
R® represents a hydrogen atom or a lower alkyl group,
W represents an oxygen atom, a group -NH-, or a sulfur
atom,
u represents 0 or 1,
R® represents 5-to 15-membered monocyclic, dicyclic or
tricyclic saturated or unsaturated heterocyclic group
having 1 to 4 nitrogen atoms, oxygen atoms or sulfur
atoms (that may have 1 to 3 substituents, which are
selected from the group consisting of an oxo group; a
lower alkoxy group that may have a halogen atom as a
substituent; a lower alkyl group that may have a
halogen atom as a substituent; a halogen atom; a lower
alkylsulfonyl group; a phenyl group that may be
substituted by a lower alkyl group that may have a
halogen atom on the phenyl ring; a lower alkylthio
group, a pyrrolyl group, a benzoyl group; a lower
alkanoyl group; lower alkoxycarbonyl group; and an
aminc group that may have a group selected from the
group congisting of a lower alkyl group and a lower
alkanoyl group as a substituent, on the heterocyclic
ring), an adamantyl group, a naphthyl group (that may
have 1 to 3 groups selected from the group consisting
of a lower alkyl group, a halogen atom, and an amino

group that may have a group selected from the group



1105 of W)2006/014012) 11 >40 (Exanple 1503 of
W20061014012) 230 CLAIMS 1. Use of an aromatic
compound represented by the general fornmula or a salt
t hereof as an active ingredient:

233
consisting of a lower alkyl group and a lower alkanoyl
group as a substituent, on the naphthalene ring}, an
alkyl group that may have a lower alkoxy group as a
substituent, a cycloalkyl group that may be substituted
by a group selected from the group consisting of an
amino substituted lower alkyl group that may have a
lower alkyl group and a lower alkyl group that may have
a halogen atom as a substituent, on the cycloalkyl
ring, a lower alkenyl group that may have a halogen
atom as a substituent, a lower alkanoyl group, a
benzoyl group (that may have 1 to 3 groups selected
from the group consisting of a lower alkyl group that
may have a halogen atom and halogen atom, as a
substituents, on the phenyl ring), a halocgen atom
substituted lower alkyl group, cycloalkyl lower alkyl
group or a group

[Formula 5]

R’ represents a hydrogen atom, a phenyl group, a carboxy
group, a hydroxyl group, a halogen atom, a lower alkyl
group that may have a halogen atom as a substituent, a
phenoxy group, a lower alkoxy group that may have a
halogen atom as a substituent, a lower alkylenedioxy
group, an amino group that may have, as a substituent,
a group selected from the group consisting of a lower

alkyl group, a lower alkanoyl group, a benzoyl group,



[Formula 1] Y- A( 1 ) wherein X1 represents a nitrogen
atomor a group -CH=, Rl represents a group Z
represents a group -N(R8)-B-, a group -B-N(R8)-, a
group -80-0-, a group [Forrmula 2] a group -CO, a
group-CH(OH)-, a group -N(R88)-CO- N(01))-, a group
-NECH, a group - N(R188)-S02-£€B32,)e-, a | owner

RIS R B, SR MR B e BB e
3] (CHRYuk\tNeBREPBhave & GaOUFen 23bn] koraduwbsdltuent, a
lower alkylsulfonyl group, an aminosulfonyl group, a
lower alkoxycarbonyl group, a lower alkanoyloxy group,
a lower alkoxycarbonyl lower alkyl group or a 5-or 6—
membered saturated or unsaturated heterocyclic group
having 1 to 4 nitrogen atoms, oxygen atoms, oOr sulfur
atoms (that may have an oxo group on the heterocyclic
ring},
m represents an integer from 1 to 5(when m represents 2
to 5, two to five R's may be identical or different) and
R? represents a hydrogen atom, a halogen atom, Or a
lower alkyl group,
Y represents a group -0-, a group -N(R’}-, a group =-CO-,
a group —-CH(OH)-, a lower alkylene group, a group -
5(0)n-, or a group -C(=N-0QH)-,
R® represents a hydrogen atom, a lower alkyl group, &
lower alkanoyl group, a benzoyl group, a phenyl lower
alkyl group, or a cycloalkyl group,
n represents 0, 1, or 2,

A represents a group

[Formula ©]

or a group



/\ 13213) ¢ - , a group -S02-N(em)_, a group -S, a

| oner al kynyl ene group, a | ower al kyl ene group, a
group -N(Rm-or a group -CO- NHBna-, R8 represents a
hydrogen atom a | ower al kyl group that may have a

| ower al koxy group as a substituent, a | ower al kanoyl
group, a lower al kylsul fonyl @38up or a phenyl |ower

al kyl %roup % represents a group -CO-or a | ower

al kyl & 8r@?%%p} Bo represents a | ower al kyl ene group,
Bl represents a | ower al kenyl ene group that may have a

phenyl group as {tuent, B2 represents a | ower
al kyl ene group—ttfat y—peRsubstituted by a group
sel ected fromthe 0 consi sting of a | ower al koxy

group and a phenyl group, ROa represents a hydrogen
atomor a Ié@gﬁ£sahk¥% group, R9b represents a hydrogen
at om &r "8°T ower al'’kyl ‘group, RlOa represents a

hydr ogenateRtRfs & Ihgwesgat kytlongr aupowdnalikepy egenips a

| ower al kyl ene group or a | ower al kenyl ene group, e

r epr ebedbgen) giort, aBheweeml&ydngEoup |thwér maY IRAYENE

group, 1319a represents .a l.ower _ al kyl

repre?@ﬁ?ge%.4%ﬁbFSa?k§W%ﬂﬁgﬁF85b,aéﬁ%%grg%?e éﬁ?éggyl

| ower éﬁio'ﬁg', SRS LMD grdits i H@BLSSAMNE RID) o3, aCcyano
en 0

repr esent r1,
group,

wherein R and R may be identical or different and
each represent a hydrogen atom, a lower alkyl group, a
cycloalkyl group, or a phenyl group, and R'' and R'?,
together with the nitrogen atom to which they bind, may
bind to each other, directly or via a nitrogen atom,
oxygen atom, or sulfur atom to form a 5-to 7-membered
saturated heterocyclic ring,

R! represents an imidazolyl lower alkyl group, a 1,2,4-
triazolyl lower alkyl group, a 1,2,3-triazolyl lower
alkyl group, a 1,2,5-triazolyl lower alkyl group, a
pyrazolyl lower alkyl group, a pyrimidinyl lower alkyl
group that may have an oxo group as & substituent on
the pyrimidine ring, a 3, 5-dioxoisoxazolidin-4-ylidene
lower alkyl group, a 1,2,4-oxadiazolyl lower alkyl
group that may have a lower alkyl group as a
substituent on the 1,2,4-oxadiazole ring, a
thiazolidinyl lower alkyl group that may have an oxo

group as a substituent on the thiazolidine ring, a



d" represents O or 1, Ruth represents a hydrogen atom
or a |lower al kyl group, Red represents a hydrogen atom
or a |ower al kyl group, Wrepresents an oxygen atom a
group -NH, or a sulfur atom u represents 0 or 1, R6
represents 5-to 15-nmenbered nmonocyclic, dicyclic or
tricyclic saturated or unsat ufafed het erocyclic group
having %%éo 4 nitrogen atons, oxygen atons or sulfur
at ons f at may have 1 to 3 substituents, which are
sel ectedrditamstihe group consisting of an oxo group; a
| oner al koxy group that nay have a hal ogen atom as a
substituent; a | al kyl group that may have a

hal ogen atonlasqéigéﬁsﬁbtuent; a hal ogen atom a | ower
al kyl sul fonyl gr / a phenyl group that may be
substituted by a | ower al kyl group that may have a

hal ogen atom on the phenyl ring; a | ower alkylthio
group, a gywuwl yl group, a benzoyl group; a | ower

al kanoyl group; |ower al koxycarbonyl group; and an

am no lgpEMpLa ¥dt nay have a group sel ected fromthe
group consisting of a | ower al kyl group and a | ower

al kanoyl groupgs ubstituent, on the heterocyclic
ring), an ada | dropll, a naphthyl group (that may
have 1 to 3 group | ected fromthe group consisting

of a | ower al kyl group, a halogen atom and an am no
group that may have a %ggupsselected fromthe group

233 cOBhsf st of TarTNdWer Ral’kyl group and a | ower

alkangyl (pOURAS 3 BYRELAdH!ERoN, OF 16RNADRLNAGAS that
ring), an y? group that may have a | ower al koxy
groupma§ BRawdbstial beat ,atncyel aabkydtiguenp, thatowery be
substituted by a group selected fromthe group

consi stkamewf wmeuanthe SiysrvYat2dalGREr aF®y125gfoup

that nma ve a |ower al kyl gr ng r 1
groupSPﬁﬁFgﬁﬁvﬁha@g?%rﬁﬁu%;58%y§%§%1 S grégﬁgfigﬁgﬁg,
on theegyel 9alkYlhrbiipdnt maYehavd kenyhegr alipy Idnatii oy
have a hal ogen atom as a substituent, a | ower al kanoyl

gr oupgraupeny gy lsugsbipudgtthan hhy praryll rindad &y oups
sel ected fromthe group consisting of a I?%er al kyl .
gr oup 1PAGRZoKL HRVE™ a® Hallo §ERURL ofn HIE i T2 Péﬁ?
as a [ t t I'1 &ddN0)an k@1 N 2N zat om
subst?#E?édéﬁﬁ&bérgﬁﬁyl$g¥%§%2¥c§%$%§fky I%%ggﬁalkyl
gr oup pehzayDréidup], Farwatmhdali nb-dulbdt itepres totsr @lkanoyl
hydrogen atom a phenyl group, a carbOX{ group, a

hydr oxybupgr cupirerhaiegerraaboryl al Purfe A L&Y ky¥Ir o dpat

that may have a hal ogen at as.a suhstituent,,
pheno%?¥gP%d3#“§jF8ﬁg$'éFk%%% 8%%%&?%%%%:rﬁ%§'ﬁaeé ghenyl
hal ogeR,8t0M 85 @ SUPStidUGRl, have Werowirkyi RyRiceYxy
group, an amno group that may have, as a substituent,

a groupospl ectedubsomntidreg gnobupecomsiwlt irgyofaa | ower

al kyl group, a |ower al kanoyl group, a benzogl group,

234" apdrareytltallyrr gt bigncya 8yamd Yiidupayalt ower

al kano rou hat hav -hal o]

subst isiébgg%?u aeqt'owelr g@%l&ﬂ%seﬁrla? éﬁ% ng%lu%? g]ngéeﬁ/l tower
am no%‘l'k&@”cﬂ:o&ﬂ QUBt Ray QWRfe al kexytarlhgnyhegt @up graup
| ower al kanoyl oxy group, a | ower al koxycarbonyl | ower
al kyl agr eupulostigugnor oB-theembergd s & ed or

unsat urated heterocyclic group having 1 to 4 nitrogen
atons, oxygen atons, or sulfur atons (that may have an
0X0 group on the heterocyclic ring), mrepresents an
integer from1l to 5(when mrepresents 2 to 5, two to
five R7s may be identical or different) and R7
represents a hydrogen atom a hal ogen atom or a | ower
al kyl group, Y represents a group -0-, a group
-N(R5)-, a group -CO, a group -CH(OH)-, a | ower

al kyl ene group, a group - S(0)n-, or a group

-C(=N-O'|)-,



R5 represents a hydrogen atom a |ower al kyl group, a
| ower al kanoyl group, a benzoyl group, a phenyl | ower
al kyl group, or a cycloal kyl group, n represents 0, 1,
or 2, Arepresents a group [Fornula 6] or a group
[Formula 71 p represents 1 or 2, R3 represents a
hydr ogen atom’™ a | ower alkoxyza?oup, a hal ogen atom a

! O‘A’er@%é%%ng%%lﬁgbéﬂﬁ— tRAYER 1RALeILkAl QFeaP, &r an

subst wer” al koxycar bonyl group, a carboxy

gr oupimddgE Ay 16ARIARENo9I grayano group, wherein
R11 and R12 nay be identical or different and each
r epr e8ERt reptepentgen HWPICR FERICTaPK YT B Up ITGP -

cycl oal kyl group, or_a ph Q an n cRan
t oget ﬁngﬁﬁgsﬁnttﬁean#Weolggﬁﬁg{l%%t i’c% %%ef blgrgg&? 53
may bigd to pach obhef(rdi rest| B gkolh a-F-001 f ageroup -
atom oxygen atom or sulfur atomto forma 5-to

7- nenbpeBgdtosat sr gt At e BCTiciBeCo1 ng IRAup e Pent £
an imdazolyl |ower alkyl group, a 1,2, 4- triazolxﬁ(OH)_
| over SEPRE | ~GHGHD ~Bar 11 22939%R i AP6Pyr Pone? FRY ~

group,, a L, 2,5-triazolyl | | kyd _gr —Baysa-
pyr azgi”ilcg)rbvéré%u%yl l:éggr buag\,{ﬁjgugyr}g% gi ﬁgf’ﬂ%ﬁ‘? allaigyl
groupcbhady- may have an oxo group as a substituent on
the pyrimdine ring, a 3,5-dioxoisoxazolidin-4-ylidene

| ower waekgin FOusprasenps 4 dGvddprass| 3P ofet C¥ekALkyL
group that ma

0 OUP LR TR INE ] Gt QR EBabomy o
thiazgl 4 g,y llkg_%grl a%i‘éﬂp GhAYPmdPalavRBY RSy 2080 as
group as a substituent on the thi‘azolidine ring, a
a substituent, a lower alkenyl group, arn amino-
substituted lower alkanoyl group that may have a lower
alkyl group ag a substituent, or a lowerxr alkylsulfonyl
group,
B; represents a lower alkylene group,
Biy represents a lower alkylene group,
R'® represents a hydrogen atom or a lower alkyl group,
B, represents a lower alkenylene group or & lower
alkylene group that may have a hydroxyl group as a
aubstituent,
Q represents an oxygen atom or a group -8{0)n- (wherein
n is the same as described above),
Bs represents a lower alkylene group,

Bg; represents a lower alkylene group,

R'® represents a hydrogen atom or a lower alkanoyl

group,



236 group [Fornula 8] ( \N-F113 , a group [Formula 9]

or a group -(T)1-N(R1-4)1215, R13 represents a

hydrogen atom a | ower al kyl group that may have a

hal ogen atom as a substituent, a | ower al kanoyl group

that may have a hal ogen atom as a substituent, a |ower

al koxycar bonyl group, a phenyl 3Bover al kyl group that

may h%ve:n% gg\ﬁgsaé[ l%lwggegli]g;g)éngrgf@a@s a substituent

on thé'p ring, an I mdazolyl | ower al kyl group, a

| ower B@Iﬂ@p&eaﬁb@wllolw@mealwﬂeﬂe grogp, a car boxy

| ower al kyl group, a benzo grou

mor phcﬂslﬁﬂ@rﬁﬁéﬁ t%tlé’&’elfo@\é’rﬁ’l@lnl%aﬂﬁwp group, a

pi perazi nyl, ar Lower. al Kyl aroup that may be
S b 0. By

substl plpera2| €Tl a phenyl | ower

al kyl Bg{)%ﬁrééaitsﬂayma&e AxyounE qldid, enedi oxy group
as a substituent on the phenyl ring, a piperazinyl

| ower Bal.kaepydsegteup Lowr mayybens H#HyUPL ut ed, on the

pi perazine rin by a phenyl [ower alkyl group that
may hévé”ear?%‘%%%s & Ry gnedi oXy group as a substituent

on theap g a t 1kyl group that
237 n%rp%gg%l%o%ﬂat%bgny rogosflt |at art“e%rlaglv\gr gl k%/l gproup,

Or anpgaf davdly Inyaewryl ajkamoyk grawstiRoantepresents
a hydrogen atom or a hydroxyl group, T represents a

| oner RAT kyepepeegtoul®) & Qy@n:ﬁc rogpg'fxgpﬁy:ltuted alkyl
- B19- N(R18 0-, - B4-
a gr o ouB)B RRRfQ)acygﬁlg%gcyl grﬁPguth‘%C% 8", %%E%ugg

- CH( Oél)elggted % P YHe- &%L@-Q:oggistfn@rﬁuﬁ hﬂﬂfﬁj})l‘ group
1311-00-, a group -CO 7 a group -SO2-, or a group

- B23C@n@aa, 1owrer @ilkyR' gregr esent sulastmtdxeugen(fa)t amphgnoxy

| ower al kyl group, a cycloalk ou

cycl O#W?Fc%gﬂdn)ﬂlmﬁl?ou gﬁBY ﬁﬁﬁ'\'ﬁ’oﬁ“a‘br'ﬁ% Hhat
may hayv ogen_a S it t 4l

al keny I"l%S 35%‘%{3‘%1%3”%%%1@?%@1 %églts't 1?{Ig\r/%'/e;mai?kanoyl

group sfeliaht@@yfﬂbw%ha Hewes o@hléybtgrﬁ@ltﬁ as lawer alkyl
substituent, or a |lower alkylsulfonyl group, B5

r epr egEnup; oo | ower alkgke marcglpo that BiOf dpresenialogen

| ower al kyl ene roupt Rmre ientﬁ aal_rg}/d%%genlgg Q. QL.

a | on@l O] R?/Iag“'l%eﬂ?ﬁl BARY &5t S8R Ve afkeny I ene

group 4 9.?( Q-i{ %ﬁl@.{ hky! ﬁ@f HRUR 1 Hadr BkyRayeodp as a

hydr oxy 0 fs a substituent,
subsgtituent; a hydroxyl group- substituted lower alkyl
group; a phenyl lower alkyl group; a lower alkynyl
group; an amino group that may have a lower
alkylsulfonyl group as a substituent; a lower alkylthio
group; a cyclealkyl group; a phenylthic group; an
adamantyl group; an anilino group that may have a
halogen atom as a substituent on the phenyl ring; a
lower alkoxycarbonyl group; a piperazinyl group that

may have a lower alkyl group as a substituent on the



Q represents an oxygen atomor a group

-S(0)n--(wherein n is the sane as descri bed above), B5
represents a | ower al kyl ene group, B5 represents a

| ower al kyl ene group, Rmrepresents a hydrogen atom or
a | ower al kanoyl group, 238 B§3Fepresents a | owner

al kyl ene group, B8 represents a | ower al kyl ene group,

B9 reppréserd=sing konegr alpgyylkehbdigrndugro®ld Oclrsgpmegeid e an
| ower al kyl ene group, Bll represents a | ower_al kyl ene
gr oup, CXBFEOUPe BF e TS T4 LB roTh (HRg| BREF Y istipe Ting: a

repres??%é& af%%P%g%gygko oggeqi%ﬁgggy?£ ena%th1 SNnoxy

an al kyl' "group ve a oup as

substi gxew , (%15ar§@érﬁ§@n§§oﬁ;2) @)hﬁdﬁﬁéwl lower alkyl

group-substituted al kyl group, (3) a cycloal kyl group

that nayoumhag gmupe wﬁoec@e@tefd,omnthbegﬂmml ring, by 1
roup._.an ower a oup

t f h I
o kot s Z%ié’x%dpﬁg%xsﬁﬁ Gror vt niba )
a phenﬂékge%uatgmata 3,06 BHOSS 80 il ey

ring, by to 3 groups selec m t he group

consi shagyedf a8ohoaera afuloptigeait); aadl awssweal kakyl group,
group that may have a hal ogen atom as a substituent; a
hal ogef®lat rﬁarhealﬁl bRy POWEE FREPX W@F OEP® t?h éPWﬁ?éy

have a i e glk%y|%¥ ulppaasaalsu thgnt hﬁg

group- SU gr oup

al kyl ﬁ{rQ_iJhp 1(18) | WEdwedd Iamasicy&&%a 1a§umm1tgaomer
that ma ave a |lower al kylsul fonyl group as a

subst i atllam graup pwerllalek ghtbexy gubspitatsy dlowah:kgllkyl
group; a phenXIthlo group; an adamantyl_ group;

ani | | iFYRoupLEhaA" FEFIRavECH HAPGgBRY 15 3318“’“

subst 'a‘iﬁ%% g%&%%eﬁyguﬁéﬁﬁcue%t' oyes, al iglmf,_ygag bonyl

group; a p| rou have a l'ower al kyl

group ta&xahgrabs@imﬂ@u ghRolyhechat may have 1 to 3 groups
selected from the group consisting of an oxo group, a
lower alkoxy group, and a lower alkylenedioxy group as
a substituent (s} on the tetrahydrogquinoline ring, (14)
a cycloalkyl lower alkyl group, (15) a piperazinyl
lower alkanoyl group that may be substituted, on the
piperazine ring, by a phenyl lower alkyl group that may
have a lower alkylenedioxy group as a substituent on
the phenyl ring, (16) a pyridyl lower alkyl group, (17)
an amino group-substituted lower alkyl group that may
have a group selected from the group consisting of a
lower alkyl group and a lower alkanoyl group as a

substituent, {(18) a lower alkoxy lower alkyl group,

{(19) an imida=zolyl group, {(20) an imidazolyl lower



239 piperazine ring; a pyrrolidinyl group that may
have an oxo group as a substituent on the pyrrolidine
ring; a |ower al kanoyl am no group; a cyano group; and
a phenoxy group, (6) a phenoxy group, (7) a phenyl
| ower al kyl group that may be substituted, on the
phenyl ring, by 1 to 3 groups24Blected fromthe group

consi st | of h atom ;a | ower al koxy group

t hat %%5£ﬁ§v€u§’hg%gggﬂ]é?bg}%s a substituent, and a

| ower tat katlyd@doupau {1 a cakeayyl-saner iahked lgweupalihet
has a | ower al kyl enedi oxy group as a substituent on

t he pheewyw, ri2dg, a(g_&)exglc]igw@;qzarbonyl group that may have a
al koxycar bonyl -sulstituted | ower al kyl . grou (
carbo¥§9%% Ffﬁ?gdéyﬁ%éﬁeaﬁﬁ?ﬁjé?gﬁ%?t %fﬁaﬁ‘%%%%%
group € r NAVedl QLAY rdup, and a
subst?%H%ﬁ?%ﬁ%fg?yag€T§8§$4?ﬁ%%f%ahydroqﬁ?ﬁoﬁ@l group

t hat mayyhawsretr Bdk3l grmowpsased entbed ifnemt tdre tgeoup
consi sting of an oxo group, a |lower alkoxy gro @, aqﬁ

a | owetpeFigirensdnexygroaptatezeiddhayit Wﬁ?s%# Bh°¥ he
t et rahydroqui nol i ne I ) l.oal .

al kyl gé?%%,t‘t‘a( 1%1)ay ah%\%@p%’rn aé %ﬁy?ﬁfugyv\%rs gl %%Soﬂylﬁwg%u%n
that pRY he SWhshihetethg,0n2thes pipek-aainel rdmgp byan
phenyl | ower al kyl group that nmay have a | ower

al kyl sapdhe)apbgtotipted, @rsgbstpirmridion rhegphynyl 9roup
ring, (16) a pyridyl |ower alky|] grou 17) an am no
groupﬁgﬁﬁﬁﬁqq:ﬁ%éﬂ ¥%ﬁwﬁr9ﬂ9k§Pn%+%ﬁ%?gtEgtgrﬁ§ﬁqﬁéve a

gr oup gr,0 I-Shh-N 1 doRper a
aIkyIag?%ﬁﬁkhn8B29P%%2§Laﬁkgﬁgy 3?@%% gégg TR
subst pbuental kyl8hraup oOwe beakkoX ygdcper aatlky | fugvdupewer
(19) an i m dazolyl group,r%ZO) an i mdazolyl | ower

240 akkyyl giroyp, (231) @ cprpogyl-lower alkyl group
tetrahydroi.s i pol yl carbonyl -substituted | ower al kyl
group?x?%ﬁﬁtéiléiggrgdfﬁ?ﬁharbonyl group that may have

a groyposglected fromthe group consisting of a | ower

al koxycar bonyl group, a phenyl |ower alkyl group, and

a furyl lower alkyl group as a substituent on the

pi peridine ring, Lhi azol i di nyl | ower al kanoyl
group that may"ho group as a substituent on
the thiazolidine rimig,(24) a piperidinyl group that
may be substituted, on the piperidine ring, by a group
sel ect eg2éy amdahecgyOULWONSIL &L Ngraafp aubswktuted by a

al koxycar bonyl group, a phenyl |ower al kyl group, a

| ower gabkyl group, a benzoyl group, and a furyl | ower

al kyl group, (25%) a carbonyl |ower alkyl group
substﬂgﬁf% %y'a group [Fornula 10] -NDO, (26) a

car bonyl | ower al kyl
[ Formul a 11] (

gripup - CO B20-N(R36) e, (26a) a
pyrrolidinyl |ow roup, (27a) a norpholino

| ower al kyl group, (28g)Rf)phenyl | ower al kenyl group,
(29a) an 241 anilinocarbonyl |ower alkyl group that
may h a lower alkyl g a St .t he
phenyﬁgﬁfﬁ%fﬁfﬁﬁh)béné?n%g#§?QZfo&%%g(§1§$§g§l£H£JJ1

pi per agi;ay|alignenralky! (IrQup khbaphdmhchaveer asllesl
substituent on the piperazine ring, a group selected

f rom pheugs olAfadorsphenyy lofves hbkenylaldpupgr 64R)akd a
phenyl | ower al kyl group that may have a | ower

al kyl enedi oxy group as a substituent on the phenyl
ring, (32a) an amdino |ower al kyl group that may have
a |lower al kyl group as a substituent, (33a) a
fluorenyl group, (34a) a carbazolyl group that may
have a | ower al kyl group as a substituent on the
carbazole ring, (35a) an am dino group that may have a
| oner al kyl group as a substituent, (36a) a

pi perazi nyl -substituted oxalyl group that nay have 1
to.3 groups selected fromthe group consisting of a:
phenyl |ower alkyl group (that may have 1 to 3 groups

r3§E substituted by a group



d represents an integer fromO to 3, Bn represents a
| oner al kyl ene group, 1236 and R', together with the
nitrogen atomto which they bind, may bind to each
other, directly or via a nitrogen atom oxygen atom
or sulfur atomto forma 5- to 7-nmenbered saturated
het erocyclic group, wherein, 8&h* 242 the heterocyclic

.ring, 1.to 3 en | ower _al kyl u waT
| ower aﬁ?‘%’;ﬂ"éﬁ%%‘i& ]d’rw(?ﬁpagkr?'iﬁ{ﬁé% %ﬁeﬁ%é Ir%% g%{/@ \g%
present - as Jo9 bst i 4 Ut $tueiNcandnfRphdrggetrhag, Wioa)
the nitrogen atomto which they bind, nay bind to each
ot her andind@atflygpesuwi a3aahi & rogerazion wrgeala brirour
or sulfur atomto forma 5- to 1O-nenb1_ci:red s%t u:{géeﬁ%ng
or un§htureveharet Foy EMPEEFIYT 6F Yo ds ST nul A

12] - NQO_wherein,. o ejggﬁp ' ' Lt 9 Bower
subst f't BN ssﬁaﬁc %Qd%ggéﬁgéﬁ%lc gnggi?ggied from
the gLORP GRRBSEShhAG: Gfhen?8) 1awvgrhenyl i sgiysid thhednay
| ower alkyl group, which has 1 to 2 phenyl groups. that
may bbasebs tlowet eall kyyl enedsogy g?l“(ﬂ}’fﬁ’saﬁnat"rf@"%ﬁ@?'}?Ft on

ring, selected fromthe qroup.consist] I

Al KanbyF 95D, TR0 ant T ROUB CHae HeheRavay PhSe

al kanoyl. HUR298 2 BHRS! LAKEN!grotyl Yes substituent,

al koxycar bonyl group, a cyano group, a nitro group, a
phenyl(z g4 0up flackehpyen-cabomi34a) ewerrbikylylgosapPt Hat
may have a hal ogen atom as a substituent,. a

| ower
al koxyayrisyse ehapvaaya Hatle 95OWR| By én SHPBRIHiEny on the
substituent _ a_pheny wer QUR, +13 N EKOKN
gr oupf:aulﬁ%zoz}el 5\%@19’ ah%/a} er?gdlg%%cgf%)r up,ﬁa%d tha?romaye ?
have Ry iAxk 1969880 A Eheubsveruaaltkyl(3gapup, (29) a
car banoyl group, (30) a pyridyl lower alkyl group that
may havperasinglsebbstiugred oxabtnl THIPt ABapyIFYIiAZe 1 to
ring, 1 to 3 groups selected fromthe gro consi.s
of '3 Ay oA SRBREeArEr R FBReT A O S R “ny )
have hydr stifanto 63y selected
pyrro?ﬁwggé%g 1a%&§#89?%ﬁ% ?ﬁgt may hase 1&{g%§ | ower
al kyl rgpeUftfe @S ocapSubsedidiient 68)a drovshre apyylealicxng,
(32) a benzoxazolyl |ower al kyl group, (33%_a
benzothpaz cind al daeer A KExvgPsape B4 SHPRhT entdRdr oo
al kyl group, (35) a,benzoyl gr
Subet PRGN R SRR T by e & Y B unE =
sel ecLgfs £ 11QIBNS) 9HRUPAE YPAPeshi e Ofing, CypaN03 BHIOWD,
an am no group that may have a | ower al kyl sul f onyl
gr oup cgané-Sitestittiuedt lowerhallsgéngzsumrm a | ower al koxy
group,sg.lomer al kyl group that my Qavgba hal ogen
at om &3 ZeBEOIINGUSH O IR G &i RYF™ToWer VBl ky!

group .that may have an PpaS, & Substituent on
the tRi AZRTTHRE ?an?teg%(t i%gsggll Pdinyl’i dene | over

al kyl pgr ouprifatc TRy 1bave alcieneghduppas a
substituent on the thiazolidine ring, and a | ower
al ky| effedingxy’’gr bups tHe36 wishpyhe midimegengRbemp, tq 3hich

' I ) 38 i dvli . {39 '
glyrkgilﬁgéYb‘&fgr%ﬂoqpﬁ\a%ualn%d%rea?l FhPRITH | |1E1rﬁ:’tﬁgwel°’? Ha a
al kan?l%(l:ﬁg%é)fy %tto%"’}t O@%ep%wsbi{t Bieehr Qtchheo form a 5-
ol I di

t hi az e ring, by a group selected fromthe group
consi $bi Ngn@ibeaRdoxatgratyd arteaogyolic [FRenpul ehq@in, on



244 (wherein O andeach represent a |ower al kyl group),
(41) a |l ower al kyl group that nmay have a group
selected fromthe group consisting of a hydroxyl group
and a hal ogen atom as a substituent, (42) a | ower

al kanoyl group that may have a hal ogen atom as a
substituent, (43) a phenyl gEé#ap that may be
substjtuted, on the phenyl,r.ing, t g

sel ectdd EERPERE Gt Sdp%eonsi st ﬁgg%%l al%ggrrbé?r%giﬁ groups
gr oupy f hat, Jgey . have 13,@LoH Pk Prireel 6dy fdtipt ba gioymenyl
consisting of a | ower al koxy |ower al kyl group and a

| ower rahdy magr beippresdnowes al kabepdareonid) (group, a

car boxy grou a cyano group, .a phenyl group,. .a ..

hal og%%l a't“é)rf‘ﬁs'a qogREreR] kP GhGup*tH e%ﬁgoﬁa%oe vpich
hal ogen_ atam.as, a subst i tugnt, A nwed; Aldwaxy ogr o1 a

t hat nayyhave’a %%Iogen atom as a substituent, a
benzoyltupatbal smyydharveon, hal egepuatammasoatorm a 5-
substituent on the phenyl ring, a phenyl |ower alky]

gr oupté hst-mempe had esat Uraltegepr &tr@mt%a%e% JWFPE%?glCon
the phenyl ring, and a hydroxyl group, (44) a phenyl
groupTtPat Haf BEVE a | ower al kyl enedi oxy group as a
substkgggmhjp?zéhe phenyl ring, (45) a naphthyl | ower
al kyl "group, (46) a phenoxy group that may be
substituted, on the phenyl ring, by 1 to 3 groups

sel ected from _Lh gonsi sting of a cyano group, a
| ower al kyl group_tp ry have a hal ogen atom as a
substituent, and a | ower al koxy group that may have a
hal ogen atom as a substituent, (47) a phenoxy | ower

al kyl QEpdih, GA8ina mhemteyboverrialgsoxytgrdumbishatuemtys
be substituted, on the phenyl ring, by 1 to 3 245

gr oupsagdbegiredent orhidie ageoapl ediest SEPRGERF FONEI ogen
atom a |ower alky roup thai_

I h I
e SOBSLTCenDE KhE) & ROVER aT iRty U AP LRt g

have 0 t ubgt £4Oha® HOWR -

( BnCO?fQ%%’Rng?’EEFﬁ, RES 2 & gﬁtﬁw% SBT3 N ) R

(51) audsitdhitédt BYr ahysrorapbphydn soleSphenyedoingwer

al kyl group that may be substituted, on the 1’2’3k4'

t et r abgtieoreabirhal Bhe FI9Wp, CBPSISHRS fofet ikl kanoyl

roups as a substituent(s 52 cl.o I
?hatpﬁﬁﬁuﬁaJﬂlgmﬁ98r%?V#>gﬁgﬁpm%§qgﬁéhgs?%g%%ﬁgve%%gi

a pi pghbdh e O5a8Rc i AdndTBY bewsHhsidkytagbodyl tieup, a
pi perirdine ring, by 1 to 3 |lower alkyl groups as a

subst icyeRatdup, ( 54piarguimalpy| al pvwerylakkyhe grodiplogen
(55) a 1,2,3,4-tetrazolyl |Iower alk Ig%roug thg; naét
have ét@POUb]ééﬁécﬁéﬁy¥rQﬁﬂth§h@FdH§’ A8i 8t PRy B gEom
| ower _al kyl .gr.o d yl r y a%va a
substFPu%n?ué%$##ﬁ8%Fét$é§o 2~F%%g¥§€£%#&ék?%?g¥§iyl

| ower nah kyén Gr@uPathat susycitavata pherylylglougr aslkexy
substituent on the thiazole ring, (57) a benzoyl |ower
al kyl ggropp & Hetdroayl haweur teod3agteiis 23&YEeReY Fom

the group consjsting of a |ower al y. gr.ou
haIog@ﬁOHPoﬁFﬁgt§a§uﬁ§¥iTﬁ%%f?§yr%%8?ﬁﬁggﬁe§9?a%?ﬁﬁwer

(58) %l?k@eﬁfcgigqyl(zb?%rcﬂﬂ%oy@r QEdup NaoVEY paveia
| ower "al kyl “group as a substituent on the piperidine
rinng, 1089y a&rkylngaazpl yhagmeyphbhat anye lsabetiteentd(s) on
phenyl groups as a substituent(s) on the imn dazole

ring, (60) a benzim dazolyl group that may have 1 to 3

| ower al kyl groups as a substituent(s) on the 246
benzi m dazole ring, (61) a pyridyl |ower alkoxy group,
(62) a 1,2, 3,4-tetrahydroqui nolyl | ower al kyl group

that may have an oxo group as a substituent on the
tetrahydroquinoline ring, (63) a 1,3, 4-oxadi azol y1

| ower al kyl group that may have an oxo group as a
substituent on the 1,3, 4-oxadi zole ring, (64) a

cycl oal kyl | ower. al kyl group, (65) a tetrahydropyranyl. ..
group, (66) a thienyl lower alkyl group, (67) a -




t represents 0 or 1, R' and Rfl may be identical or
different and each represent a hydrogen atont an am no
group that may have a | ower al koxycarbonyl group as a
substituent; a benzoyl group that may have 1 to 3

| ower alkoxy groups as a subs% %;ent(s) on the phenyl
ring; a lower alkyl group; Over al kyl group havi ng
1to I ggoym;that; MYy Reipsubst ddudedroantide
pheny? rﬁﬁﬁ¥dé to 3 grgups seﬁgcted fromthe group
consi gtéwg @hsastmromlakhmmnbogybulgmtdp a aogganolkyl
group, a nitro group, a phenyl group, a hal ogen ton]
a | owerou Wptgm@nm‘mta R¥E 9%ZOWR| By éh ° %ﬁsm%

substiLyent o 3, Lover, flkoxy, ?i%abh@*agqyawﬁ\é@eal to 3

hal og AR ower "al kylthio
gr OuDlo@eJP"éqm% %f&ktps that s@ystieueubst) tait ethe ppridie
phenyl ring, by to 3 groups selected fromthe group
consi stngyg (G2) aal loewegoxaizkdxy Erayp athat ?ﬁﬂPﬂaaéé

hal t bstit d | |
tﬁagg%%é\?é‘gg %Jafu ‘ Ié#gi’ri a‘grnoé‘pguksg%f\ft ueﬁ]trs'(/:L 9{;ovver

al kox r I | eMmef @Kye group;
a pyr%gggd%ﬁ¥kp?ogg$)§f§§¥ggggdg%k'at may ﬁgvg l1to3

| over sabdyiltugealpsn tiad pieyyhaving bydloﬁwl3gyn9upsas a
substituent on the pyrrolidine ring
ani nosslbsted §red t%ﬁwﬁfQ§Pk9Pniﬁ§ﬁh§gtHgtarﬁﬁPq?a9§°%P' an

roup selected fromthe group.consi.s Rhepyl,
gr ouga‘ﬁﬁb" FCEReF A} KAY g‘?gup ago"”réli rségﬁg%%lefh%t EJi G¥bup

1,2, 3,4-1 eliahydnonapht huhsybstidds,ed hower aﬂh{b}kh{ group,
group that may have 1 to 5 248 |ower al kyl groups as
a subst idéwent( syl ogrdlre tha2, Bad-havet ﬁahﬁtbhﬂqmaﬁmoﬁaﬁér%

ring; a naphthyl |ower alKkyl ro d [

al kyl s@pohiguea qu@n%ﬂ%ﬂquéﬂé ergPS%%i %%Oup that nay
1,2,3,4-tetr %;;ol Exgt%m Bhafchmm\s@lame
to 3 groups sePe fron1t e group consisting of

| ower rahkyla %@ueo_aml@mlaawl 1émﬁralahfky¢1rcgrgolmaasmay

substituent(s) on the tetrazole ring;
1, 2, 4heve amolopd ooy ad WVBU§ﬁ6¥EPeQ§ P@tF%%y%ﬁ%ﬁ%9ﬁﬁplne

| ower al kyl t hat droxy up as a
substhﬁ%nF”%% ﬁ%w?5W%ﬂgéFE§ l%?%é%oug ph %%%g§ | ower
al kyl Pgmﬁraltn oFBY hayg)1 tﬁygaﬂlrrﬁ}lp%rﬁﬁﬂ:ﬁctaﬂ &rom

t he group conS|s ing of a |lower alkyl group and
n|tropgfnnp_@&oapsubsmxnuemmes)atkpxﬂm@rphemylgmmng (40)
phenyl | ower al kanoyl group; a | ower alkanoyl group

t hat ﬁayhmpélélhaﬂob@fﬁrataéﬂfﬁagyé FS; Chakre

i m dazo] r al kanoy, ra I r

al kox§ E%%%Hﬂﬁfﬁvoﬁ%réﬁﬁ|5ﬂf%§P§§%,§%3§y |d§¥ rdup?’ or
a car ROyl et ol Kié SF QP cofEi gt T loFakkybx@rautup and
and | e and Rfl, together with the nitrogen atomto
mhlchatﬁﬁyqblnd may bind to each other, directly or
via a nltrogen atom oxygen atom or sulfur atomto

f or m 4Fey-a7 lRdnber ed saturated heterocyclic ring
(wherein, on the heterocyclic ring, 1 to 3
substituents may be prgsent, which are selected from
t he group conskshy f a | ower al kyl group, a phenyl
group that may have 1'o 3 groups selected fromthe
group consisting of a hal ogen atom and a | ower al kyl
group that may have a hal ogen atom as a substituent(s)
on the phenyl ring, and a phenyl |ower 249 alkyl
group that may have a | ower al kyl enedi oxy group as a-
substituent on the phenyl ring), o represents 0 or 1,
B13 represents a | ower al kyl ene group, R22 and R23 nmay
be identical or different and each represent a
hydrogen atom a | ower al kyl group, a benzoyl group
that may have 1 to 3 | ower al koxy groups as a
substituent(s) on the phenyl ring, a phenoxy | ower

~.al kyl group that may have a | ower alkyl- group as a -
substituent on the phenyl ring, a phenyl |ower alkyl



250 forma 5-to 7-nenbered saturated heterocyclic ring
(wherein, on the heterocyclic ring, 1 to 3 phenyl

| oner al kyl groups that may have a | ower al kyl enedi oxy
group as a substituent on the phenyl ring, may be
present as a substituent(s)), R28 represents a
hydrogen atomor a | ower al kyP4§roup, R16 represents a

| kyl. a i )
ower al kyl.eng %I\lcl)%i&gh f e%ré rBent 8bLReE MR thS p)

nitroéenaomto Ind, may bind to eac

ot her (48] recidwiroa1 M B ot tRgE M3t baye oxygerpatehgcted
or sulfur atomto forma 5- to 7-nmenbered saturated
het er 6cym| il group, contisdilng of a Ry dreret GERYP 80F g,
1 to 3 substituents may _be. present, L C d
from BRLSHTbES BoRS! ST Pt ould? s T g Syt
pheny b, 01,04t Rdy ane sy hah oYei lckybo O Abdchatieey
have ower al yYenedloxy group as a substituent on

t he phenyla rghegyl R3douepihesents ke mpdbsbientetd.opnokhe

| ower al kyl group, R17 represents a | ower_al kyl ene

gr oupPhREPL ardeR3BY 1 deeth&F WPt FEIREER t Foghitat 8RR

whi ch they bind, -.may_bj r [ LY o6
vi a acﬁfl#%%lenﬁ SFofn C%%‘l’g“é’ gag%rgn&b gctrﬂag u]i"?grﬂagitcegm fo ¥
form g.Beactd FroRNERSE agrsigt ubat esk it eEoayDdver: grlupy
(wherein, on the heterocyclic ring, 1 to 3

subst ilbwentslkydy gbeupraskrt lowhi chlkitle 95etRctded OMFEm
the group consisting of a |owey alkyl group.. a phenyl
gr oup 2L EAEY SRERREHY | gF%%r % PRYPOHY o%:ﬁugha? %ayncﬁg\%x% .
I ower alkyl enediox $tBnS UbStdekent kPP dMRp that
phenypﬁﬁﬁﬁgf£§%#6v¥dg£ t g? th aforenentidﬁgéi P
conpowa¢ Bivel =Sakllog@hlatdicmeod sdlbdtsftuestt e lower
followi ng requirenents (i) to (V% : (i)
when Xlkepeprassew shat gpaggiaveH2, PRIPIREYPRpiesent s a
hydrogen atom i) e r

gr oup pEF—F?tlierftép?eg%ﬁ%yjl,9r%upeﬁl\r{\£e\§g"r?§éhé ?%&%ﬁ?l
represephSa@ NdhegePudtoBoOinadnpRédl +ghgyiPa ttanyray
have a hydroxyl group as a substituent, 1216

repr eserts idhelgoeopp (@49t may have a halogehi jteheéd® X1
represents a group -CH=, 1 represents 1, and T

r epr eSERESILYGTR PrREbpoRhen FiRfg #E 2 Fé{aﬁ?ﬁé]r HtR-
the nitrogen [ Lad, ., Y.k fthd e RAGH
ot her ,(43' r%c?t?e&%fr %\%?gga%% E%gegag?oam ogygen %t om =
Or Sulgfdlipad & tspkeR fhént-drp the- phamnteredgs al4s ated

or unsaturated heterocyclic ring, wherein, on the

het er @epbkhyl riowgr 31kpl xpuwpups46t § BPErgrE pregeibat
as a substituent(

may be subst ?:)u;ted, on the phenyl ring, by 1 to 3
groups selected from the group consisting of a cyano
group, a lower alkyl group that way have a halogen atom
as a substituent, and a lower alkoxy group that may
have a halogen atom as a substituent, (47) a phenoxy

lower alkyl group, (48) a phenyl lower alkoxy group

that may be substituted, on the phenyl ring, by 1 to 3



(iv) when Xl represents a nitrogen atom and 1
represents 0, or when x| represents a nitrogen atom 1
represents 1, and T represents -CO or -802, Rfl is not
a group (5), (7), (19), or (20); and (v)
when R6 represents a cycl oal kyl group that may have on
the cycl oal kyl ring, a substi#tfent selected fromthe

group consisting o n_am no-subst.| l.ower  alay

gr oupg¥ &= ﬁ"ﬁ}eg‘é?f% fgmf“o ¥ gaﬁ%%l ug’}r’%%%&é‘ﬁd a | over e
al kyl up §BaL, By ayecap halegaayahar ashalogen atom
subst?%rg’nt% R4 :?epr g}sie\ré{t ggpgr oup -(T)I-N(RL6) R16
(wher g na Bumedifuatte, tned sabewess 2dESEY | PEFPabBie, "Hhd

252 and Rm together with the nityog ato _
whi chhetr\r BrABIeR@FB A ?oS‘é%F&th‘FHéf , &E}i’réeg%@%r
via a,ni en.as e —Qeopsld, Wy al?om o0 (51)
form 53355?%%{1](& ﬂe@b’e?‘éﬁgsgt%@edqhet er &cycl ic ring;

or R14 and -RL5tkerana@nappthyorsubsaitdfed 0@wen eherl
manuf acture of a nedi canent for preventing or treating
a synprowp dihadi merses sdeEiareel midh thet 1 vati-6i of

STAT3/5 by STAT3/5_.inhibition. agc '
cl ai nFEErBiFerePRYH Fopolind %’elli:%to eg ?év%l%n tgl %Sé%r oup

consi st.ing af. the, COMNQUNEsst eplenent edchyaliia geoepal

fo”mgasn%l-f) to %1- 7) below or a salt thereof as an

acti venhoipdnant: a Wofroxyl group as a gubstituent, (53) a
piperidinyl group that may be substituted, on the
piperidine ring, by 1 to 3 lower alkyl groups as &
substituent (), (54) a quinolyl lower alkyl group, {55)
a 1,2,3,4-tetrazolyl lower alkyl group that may have a
group selected from the group consisting of a lower
alkyl group and a phenyl lower alkyl group as a
substituent on the tetrazole ring, (56} a thiazolyl
lower alkyl group that may have a phenyl group as a
substituent on the thiazole ring, (57} a benzoyl lower
alkyl group that may have 1 to 3 groups selected from
the group consisting of a lower alkoxy group and a
halogen atom asg a substituent (s) on the phenyl ring,
(58) a piperidinyl lowexr alkyl group that may have a
lower alkyl group as a substituent on the piperidine
ring, (59) an imidazolyl group that may have 1 to 3
phenyl groups as a substituent (s) on the imidazole
ring, (60) a benzimidazolyl group that may have 1 to 3

lower alkyl groups as & substituent (s} on the



( 1- 6) wherein Y3 represents a | ower al kyl ene group.
3. Use according to claim1, conprising a conpound
selected fromthe group consisting of the compounds
represented by the general forrmulas (1-8) to (1-14)
bel ow or a salt thereof as an active ingredient: 254
RsR3 !fritRlL 0113."...,--7/012%%--/pP2 :Y3 - A -, --,

benzimidazole ring, (61) a pyridyl lower alkoxy group,
(62) a 1,2,3,4-tetrahydroquinolyl lower alkyl group
that may have an Oxo group as a substituent on the
tetrahydroquinoline ring, (63) a 1,3,4-oxadlazolyl
lower alkyl group that may have an oXo group as a
substituent on the 1,3,4-oxadizole ring, (64} a
cycloalkyl lower alkyl group, (65) a tetrahydropyranyl
group, (66) a thienyl lower alkyl group, (67) a
pyrimidinylecarbonyl group that may have an oxo group as
a substituent on the pyrimidine ring, (68} a hydroxyl
group, (69) a carboxy group, (70) a lower alkoxy lower
alkyl group, (71) a lower alkoxy lower alkoxy group,
(72) a benzoyloxy group, (73} a lower alkoxycarbonyl
lower alkoxy group, (74) a carboxy lower alkoxy group,
(75) a phenoxy lower alkanoyl group, (76) a 1,2,3,4-
tetrahydroquinolylcarbonyl group that may have an oxo
group as a substituent on the tetrahydroquinoline ring,
(77) a phenylsulfonyl group, (78} an imidazolyl lower
alkanoyl group, (79) an imidazolyl lower alkyl group,
(80) a pyridylcarbonyl group, (81) an
imidazolylcarbonyl group, (82) a lower alkoxycarbonyl
lower alkyl group, (83) a carboxy lower alkyl group,
(84) a group —(O-Bis)s-CO-N(R**)R?’, (85) a group -N (R?®) -
CO-Bo-N(R?)R®, (86) a group -N{(R®')-By,-CO-N(R*)R*,
(87) a benzoxazolyl group, (88a) a benzothienyl group,
(89a) an oxo group, and (%0a) a 1,2,3,4-
tetrahydroquinolyl group that may have an oxXo group as

a substituent on the tetrahydroguinoline ring,



Xi hiAl (1-11)(1-12) Fr A (1-13) wherein Y3
represents a | ower al kyl ene group. 4.Use according to
claim1, conprising a conmpound selected fromthe group
consi sting of the conmpounds represented by the genera
formulas (1-15) to (1-21) below or a salt thereof as
an active ingredient: 255 247

013, LATEEROLE0 1 Pl Rne A ( 1+ 15 ( 1

t represents 0 or 1,

R*® and R® may be identical or different and each
represent a hydrogen atom; an amino group that may have
a lower alkoxycarbonyl group as a substituent; a
benzoyl group that may have 1 to 3 lower alkoxy groups
as a substituent(s} on the phenyl ring; a lower alkyl
group; a lower alkyl group having 1 to 2 phenyl groups
that may be substituted, on the phenyl ring, by 1 to 3
groups selected from the group consisting of a lower
alkoxycarbonyl group, a cyano group, a nitro group, a
phenyl group, a halogen atom, a lowex alkyl group that
may have a halogen atom as a substituent, a lower
alkoxy group that may have a halogen atom as a
substituent, and a lower alkylthio group; a phenyl
group that may be substituted, on the phenyl ring, by 1
to 3 groups selected from the group congisting of a
lower alkoxy group that may have a halogen atom as a
substituent and a lower alkyl group that may have a
halogen atom as a substituent; a lower alkoxycarbonyl
group; a cycloalkyl lower alkyl group; a pyrrolidinyl
lower alkyl group that may have 1 to 3 lower alkyl
groups that may have a hydroxyl group as a substituent
on the pyrrolidine ring; an amino-substituted lower
alkyl group that may have a group selected from the
group consisting of a phenyl group and a lower alkyl
group as a substituent; a 1,2,3,4;tetrahydronaphthyl-

substituted lower alkyl group that may have 1 to 5



ft() eoR60. 90ReCt tier v--) ACH -,e/11R2Y3 - A N 011
(1-18)( 1- 19)( 1- 20) wherein Y3 represents a | owner
al kyl ene group. 5.Use according to claim1, conprising
a conmpound sel ected fromthe group consisting of the
conmpounds represented by the general fornulas (1-22)
to (1-28) below or a salt theré8f as an active

| ngrquﬁgg:alﬁ%QGgroués:Eé 224{pdeiddht (1) Sftne 1,2,3,4-

tetrahydronaphthalene ring; a naphthyl lower alkyl
group; a pyridyl lower alkyl group; a guinolyl lower
alkyl group; a 1,2,3,4-tetrazolyl lower alkyl group
that may have 1 to 3 groups selected from the group
consisting of a lower alkyl group and a phenyl lower
alkyl group as a substituent(s) on the tetrazole ring;
a 1,2,4~triazolyl lower alkyl group; a tetrahydrofuryl
lower alkyl group that may have a hydroxyl group as a
substituent on the lower alkyl group; a phenoxy lower
alkyl group that may have 1 to 3 groups selected from
the group consisting of a lower alkyl group and a nitre
group as a substituent(s) on the phenyl ring; a phenyl
lower alkanoyl group; a lower alkanoyl group that may
have a halogen atom as a substituent; an imidazolyl
lower alkanoyl group; a lower alkoxycarbonyl lower
alkyl group; a pyridyl group; or a carboxy lower alkyl
group, or a cycloalkyl group; and R?® and R*’, together
with the nitrogen atom to which they bind, may bind to
each other, directly or via a nitrogen atom, oxXygen
atom, or sulfur atom to form a 5-to 7-membered
saturated heterocyclic ring (wherein, on the
heterocyclic ring, 1 to 3 substituents may be present,
which are selected from the group consisting of a lower
alkyl group, a phenyl group that may have 1 to 3 groups
selected from the group consisting of a halogen atom
and a lower alkyl group that may have a halogen atom as

a substituent({s) on the phenyl ring, and a phenyl lower



( 1- 25)( 1- 26)( 1- 27) wherein Y3 represents a

| ower al kyl ene group. 6.Use according to claiml,
conprising a conmpound sel ected fromthe group

consi sting of the conmpounds represented by the genera
formulas (1-29) to (1-35) below or a salt thereof as
an active ingredient: 257 28R ?ragn-P ( 1-34)

wher ejai]kyYI’S g{r%%{oegﬁgé %na%l klg'v}@ Ma afﬂd%lregfkﬂ%ioxy group
as a substituent on the phenyl ring),
0 represents 0 oxr 1,
B.,; represents a lower alkylene group,
R?? and R® may be identical or different and each
represent a hydrogen atom, a lower alkyl group, a
benzoyl group that may have 1 to 3 lower alkoxy groups
as a substituent(s) on the phenyl ring, a phenoxy lower
alkyl group that may have a lower alkyl group as a
substituent on the phenyl ring, a phenyl lower alkyl
group, or a phenyl group, or R** and ﬁ”, together with
the nitrogen atom to which they bind, may bind to each
other, directly or via a nitrogen atom, oxygen atom, or
sulfur atom to form a 5-to 7-membered saturated
heterocyclic ring {(wherein, on the heterocyclic ring, 1
to 3 substituents may be present, which are selected
from the group consisting of a lower alkyl group and a
phenyl lower alkyl group that may have a lower
alkylenedioxy group as a substituent on the phenyl
ring),
B;s represents a lower alkylene group,
s represents 0 or 1,
R*® and R?” may be identical or different and each
represent a hydrogen atom, a lower alkyl group, a
phenyl lower alkyl group, or an imidazolyl lower alkyl
group, and R*®* and R®’, together with the nitrogen atom
to which they bind, may bind to each other, directly or

via a nitrogen atom, oxygen atom, or sulfur atom to



7.Use according to claim11, conprising a conpound

sel ected fromthe group consisting of the conpounds
represented by the general formulas (1-36) to (1-42)
bel ow or a salt thereof as an active ingredient: 258
HDFOHD " Fel, R21Fe /1171-1z4 , O-A XiXI kXi 1 ( 1- 36)(
1- 37) FD ( 1- 42) wherein Y3>fepresents a | ower

alky! 806, o WRo F-hbiARECE ML A BLabMdc18enPLiSi Ng
(wherein, on the heterocyclic ring, 1 to 3 phenyl lower
alkyl groups that may have a lower alkylenedioxy group
as a substituent on the phenyl ring, may be present as
a substituent(s}},
R?® represents a hydrogen atom or a lower alkyl group,
Bis represents a lower alkylene group,
R?*® and R?*°, together with the nitrogen atom to which
they bind, may bind to each other, directly or via a
nitrogen atom, oxygen atom, or sulfur atom to form a 5-
to 7-membered saturated heterocyclic group, wherein, on
the heterocyclic ring, 1 to 3 substituents may be
present, which are selected from the group consisting
of a lower alkyl group, a phenyl group, and a phenyl
lower alkyl group that may have a lower alkylenedioxy
group as a substituent on the phenyl ring,
R*! represents a hydrogen atom or a lower alkyl group,
By represents a lower alkylene group,
R*? and R*, together with the nitrogen atom to which
they bind, may bind to each other, directly or via a
nitrogen atom, oxygen atom, or sulfur atom to form a 5-
to 7-membered saturated heterocyclic group (wherein, on
the heterocyclic ring, 1 to 3 substituents may be
present, which are selected from the group congisting
of a lower alkyl group, a phenyl group, and a phenyl
lower alkyl group that may have a lower alkylenedioxry
group as a substituent on the phenyl ring),

provided that the aforementioned compound or a salt



conmpound sel ected fromthe group consisting of the
conpounds represented by the general fornmulas (1-43)
to (1-49) below or a salt thereof as an active
ingredient: 259 Feb Fel- - A Xi cH (1-46)
wherein Y3 represents a |ower al kyl ene group. 9.Use
according to claim1, conprisfhy a conmpound sel ect ed

by T nEPGRET ARCFRE R SUS 1oLk rg TR o Y o
salt thereof as an active ingredient:

(1) when X. represents a group -CH=, then rR?
represents a hydrogen atom;

(ii) when X, represents a group —CH=, 1
represents 1, T represents -CO-, and R represents a
hydrogen atom or an alkyl group that may have a
hydroxyl group as a substituent, R'® represents the
group (24} ;

(iii) when X, represents a group -CH=, 1
represents 1, and T represents ~N(R*") ~B;-CO-, R and
R'S, together with the nitrogen atom to which they bind,
may bind to each other, directly or via a nitrogen
atom, oxygen atom, or sulfur atom to form a 5-to 10-
membered saturated or unsaturated heterocyclic ring,
wherein, on the heterocyclic ring, 1 to 3 groups of
(28) are present as a substituent(s);

{(iv) when X, represents a nitrogen atom, and 1
represents 0, or when X; represents a nitrogen atom, 1
represents 1, and T represents -CO-or -S5Oz, R* is not a
ngUP (5), (7}, (19), or (20); and

(v} when R® represents a cycloalkyl group that
may have on the cycloalkyl ring, a substituent selected
from the group consisting of an amino-subgtituted lower
alkyl group that may have a lower alkyl group and a
lower alkyl group that may have a halogen atom as a
substituent, R® represents a group - (T) 1-N{(R¥)R'®

(wherein T and 1 are the same as described above, and



260 Fe- FN," N A CD A k1A ( 1-50)(1-51)(1-52) (
1-54) (1-55) wherein 13 represents a | ower al kyl ene
group. 10.Use according to claim1, conprising a
compound sel ected fromthe group consisting of the
conpounds represented by the geperal fornulas (1-57)
to (1-63) below or a salt thereof as an active

i ngr edi‘eshd rR*2Hltogether with the nitrogen atom to which

they bind, may bind to each other, directly or via a
nitrogen atom, oxygen atom, or sulfur atom to form a 5-
to 10-membered saturated heterocyclic ring; or R¥ and
R form a group

[Formula 14]

00

in the manufacture of a medicament for preventing or
treating a symptom or disease associated with

activation of STAT3/5 by STAT3/5 inhibition.

2. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-1) to

{1-7)} below or a salt thereof as an active ingredient:



rarara It( B22-8) c SC01.,..ly It< B22a)e-
sart-(1322.), O A (1-57) rrr R6-( B22a) aWr
Et-(F322)e-Sa/ It( FP2a) e- SCE CH A CHXi) (1-60)
ft-(1322a)e- sof (1-63)

253
R R R
| | = | R
i /ARZ REN. REN. >
I O-A T N-A A
X X e X

(1-1) {1-2) {1-3)

3
! 33

! R
- . 3 .\X)) n
CH f

(1-4) (1-5) (1-8)

wherein Y3 represents a lower alkylene group.

3. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas {1-8) to

(1-14) below or a salt thereof as an active ingredient:



wherein Y3 represents a | ower al kyl ene group. 11.Use
according to claim1, conprising a conpound sel ected
fromthe group consisting of the conpounds represented
by the general fornulas (1-64) to (1-70) below or a
salt thereof as an active ingredient: 262 0-A
-%*,...0 Al ( 1- 64) (1-672)%2i 1- 68)( 1- 69) Fe rii
c_ A

3
! i3 ' 53 * 53
G L < I < P
. 3 O-A N-A Ny - A
q

(1-8) (1-9) (1-10)

R
' 53 ' R e //lﬁ
—5—CH-A LY A \C—!—S(Qn—l-‘
R X X

{(1-11) (1-12) (1-13)

wherein Y3 represents a lower alkylene group.

4. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-15) to

(1-21) below or a salt thereof as an active ingredient:



114CH ( 1- 70) wherein Y3 represents a | ower al kyl ene
group, and ZI represents a | ower al kenyl ene group.

12. Use according to claim1, conprising a conpound
selected fromthe group consisting of the conmpounds
represented by the general formulas (1-71) to (1-77)
bel ow or a salt thereof as an4active ingredient: 263
wherein Y3 represents a | ower al kyl ene group. 13. Use

according to claign1l, conprisingga co d sel ggted
b olfid

from t heRg onsi sti by conp ‘esent ed
by the general fprouhas (1-78) woN-A 84) bel v)\cl,'“"(ﬁcc?:r’\
salt thereof asGan active ingr¥&di e¢ht: 264 1

{1-15) (1-18) {1-17)

3
1{e¥: //ﬁ RO B //an F?OBo\K/i
\T:iT_GFA \gj—ﬁ-A \x) HOn-#
X1/ H 1 1

{1-18) (1-19) {1-20)

wherein ¥Y; represents a lower alkylene group.

5. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-22) to

(1-28) below or a salt thereof as an active ingredient:



Xr9ThHCH A- 41:elty; (17:1- B2 11-(WrBayyfit"(W-122
( 1- 81) wherein Y3 represents a | ower al kyl ene
group. 14.Use according to claim1, conprising a
compound sel ected fromthe group consisting of the
conmpounds represented by the %ggeral formul as (1-85)
to (1-91) below or a salt the f as an active

i ngredient: 265

I t-Brno-
VSN i by
03+k[;iqL—O-A G}H\[jt:L-GD A
X
(1-22) (1-23) (1-24)
R\ R
RQEZ. ///ﬂ# Eﬁjgl P B ’//ﬁ
D Avea A gQa-r
% by X S
(1-25) {1-26) (1-27)
@jgi '//ﬁﬁ
- C-A
{1-28)
wherein Y3 represents a lower alkylene group.
6. Use according to claim 1, comprising a

compound selected from the group consisting of the
compounds represented by the general formulas (1-29) to

(1-35) below or a salt thereof as an active ingredient:



O-AN Ait ( 1-85)( 1-86) Ob> A (1-87) Ft- Bi
sa-Ft-ftea-0130/7/1: Eiger 0130? )(21 agn- P ( 1-90)
I't-Brno-0ft wherein Y3 represents a | ower al kyl ene
group. 15.Use according to claim1, conprising a

257

7 R R
F\ﬁ‘ //H F\ﬁ' /,/n ﬁ" //ﬁ
-~ ——0-A —_|l\l— A ——0-A
1 R

S

(1-29) (1-30) (1-31)

3 3 3 R . 3
Rﬁa)\(t/j—m-A Rﬁ(D\f/\in—Ya_A (Il\l\/{?—_s(qm”B
S S N
(1-32) (1-33) (1-34)

R
RG-CD\(\/LC .
> o
{1-35)

wherein Y3 represents a lower alkylene group.

7. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-36) to

(1-42) below or a salt thereof as an active ingredient:



conmpound sel ected fromthe group consisting of the
conpounds represented by the general fornmulas (1-92)
to (1-98) below or a salt thereof as an active
ingredient: 266 ¢ CFOkl Qi) k It- ( kohl' -Nc z hit
It- ( Pao) cr-It- ( B20) is-iv ---41*------ 70 O

,..7, -0- AO,s,k, I, N- Am@B* A X tXi- (1 92)(
1- 93)( 1- 94) ab) kFr OKCFO k 1320) cr' NR2
R6- (B20) ¢y 1' 1Ff |t(820)qb-h| Fe aQ1 P Y3|_D A

}

Rﬁ-(}l\fm O—K(\/gl O_L\(\/ﬁ A o

‘i

(1-36) (1-37) (1-38)
HO HO HO
e M
\x;)_g-A \X?r—Ys-A N HOn- A
(1-39) (1-40) (1-41)
HO
e
> o
(1-42)

wherein Y; represents a lower alkylene group.

8. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-43) to

{(1-49) below or a salt thereof as an active ingredient:



( 1- 98) wherein Y3 represents a | ower al kyl ene group.
16. Use according to claim1, conprising a conpound
selected fromthe group consisting of the compounds
represented by the general formulas (1-99) to (1-105)
bel ow or a salt thereof as an active ingredient: 267
Th\ B2la a-NNRs- (1321a)NB21&PENN\__./Fe -cp- A --
Al N- A ( 1- 99)( 1- 100)( 1- 101)

(1-43) (1-44) (1-45)
F@bf@a R"bﬁh (8o
|
F- ,4ﬁ§04AF®NDkE?ﬁ§Y . - /Qﬁﬁaq ,
T - 1y r3- a n>
S Sy X
(1-46) (1-47) (1-48)
F?bﬁ*a
|
é-mfyn"’p
5 C-A
S N
{1-49)

wherein Y; represents a lower alkylene group.

9. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-50) to

(1-56) below or a salt thereof as an active ingredient:



/[--- \ 1'"rTh Ft- ( B2ia) CNNl- (1321a) CNNFe- ( Bil)
a- NN\ /H-9 ai Arc-\ /Fed4e Y3 - Asi e - N

( 1- 102)( 1- 103)( 1- 104) ( Boa) cNNR2 Xi ( 1-
105) wherein Y3 represents a | ower al kyl ene group.

260

-+ //‘/FiZ R-HH ////ﬁ F-Ho- ////#
F_()_ A --::[—N- A "‘D“‘OD- A
S > s S

( 1-50) (1-51) (1-52)

=3 >3 23
R 1 F@‘*‘*Y/n_y ) "““’“\{/n_a-q A
\ij 5{ \ﬂ) 3 \ﬁ} n

(1-53) {1-54) { 1- 55)
R
RN
s A
1 N
{ 1-56)

wherein Y; represents a lower alkylene group.

10. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-57) to

(1-63) below or a salt thereof as an active ingredient:



17. Use according to claim1, conprising a conpound

sel ected fromthe group consisting of the conpounds
represented by the general forrmulas (1-106) to (1-112)
bel ow or a salt thereof as an active ingredient: 268
Feb 117 0-A% % ii N- A X itXi ( 1- 106) FebklOb N
Qt- 11 Q1 1Q1 ( 1- 109) FVv-44lQ

102

F-( Baze) o SQN\CARer@(Bzae 0 /f@(azza)e QN\(\A
QO-A

{1-57) (1-—58) {1-59)

ﬁlﬂa
é(Bﬁa)e-SQN\(\AR?@ (B mr\\(/flftazza)e %N\L/\/njs(q A
3-A \H n-
|

(1-60) (1-861) {1-62)

\

wherein Y3 represents a lower alkylene group.

11. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-64) to

(1-70) below or a salt thereof as an active ingredient:



( 1- 112) wherein Y3 represents a | ower al kyl ene
group. 18.Use according to claim1, conprising a
compound sel ected fromthe group consisting of the
conmpounds represented by the general formulas (1-113)
to (1-119) below or a salt thereof as an active

ingredient: 269 ,....* _9 ( €62 ( (
R 3
F?'Z“[//\/DR? RB'ZK]\/Z‘! N- A RG-Z‘IT\/'\' ®- A
—5—0-A g N- YT
'8 > e X
(1-64) (1-65) (1-66)
R R
@_21%# I_'\ﬁ-Z1\(\/'1 o @-21\(\'/?' S 0n- s
——{{H- A 5 Y3 - v n=
(1-67) (1-68) (1-69)
I_\ﬁ~Z1 //Rq
D _c.a
> Ko
(1-70)

wherein Y; represents a lower alkylene group, and 27,
represents a lower alkenylene group.

12, Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-71) to

{1-77) below or a salt thereof as an active ingredient:



y - A Xi- 1- 0-A 113) "%

..... y i Ft 1-
X'
263
R R =3
N T T o
S SC s S
(1-71) (1-72) (1-73)
F@-&%R? F@-acm-l\]\/\/ﬁ F?-B,om-L\E/\/nFe
T CH-A ——Ya- A ——SQn-2
Yy S S
(1-74) (1-75) (1-76)
. 53
N A
\xf I
(1-77)

wherein ¥Y; represents a lower alkylene group.

13. Use according to claim 1, comprising a

compound selected from the group consisting of the
compounds represented by the general formulas (1-78) to

(1~84) below or a salt thereof as an active ingredient:



1- 115) til A 1- 01- A QI 116) 1- Y3 - A 117)
agn-P X1 1- 118)

264
R (Vo B /ﬁi-(:vwaz AAE F?-(Wu im .
S S F? S
(1-78) (1-79) (1-80)

R-(W By /REF?-(WU 4 F?-(Wu-Bz 4
—"G"" Qn A

{1-81) {1-82) (1-83)

wherein Y; represents a lower alkylene group.

14. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-85) to

(1-91) below or a salt thereof as an active ingredient:



wherein 13 represents a | ower al kyl ene group. 19. Use
according to claim1, conprising a conpound sel ected
fromthe group consisting of the conpounds represented
by the general fornulas (1-120) to (1-126) below or a
sal t thereof as an actlve |ng %gl ent: 270 R2 10- AN
A "9 rYeR Al ( 1- ( 1- 125)
Z21 P

R-Bar OB N F-Biar O oo H-Biar OB 5
\( 0-A \(\' " w.a
Sy S Fg S

{ 1-85) (1-88) (1-87)

F-Bies OB B O B / F- B19a-OBu /R;Z
4 A
W TCH-A Y5 - S t—gQn- 2
X(J CH 1

(1-88) (1-89) (1-90)

wherein Y3 represents a lower alkylene group.

15. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-922) to

(1-98) below or a salt thereof as an active ingredient:



C Ax-,) N 0-1 ( 1- 126) wherein Y3 represents a

| oner al kyl ene group, and Z2 represents a | ower

al kynyl ene group. 20.Use according to claiml1,
conprising a conmpound sel ected fromthe group

consi sting of the conpounds r&o esent ed by the general
formulas (1-127) to (1-133) b S$w or a salt thereof as
an active ingredient: 271 4H 1318a-K-13180- ( 1-
127) ( 1- 1 &)@k(l 129) (Ob) [ab)x

R-(Byw) ¢~ W\f R F-(Bx)a— WK R R-(Bu)a— r\(‘:\%‘
\)/ Rﬁ

(1-92) (1-93) (1-94)

(G (Gb
R R-{Bo)a~
ficieaic i 28

(1-95) (1-96) (1-9

F-(Bag) o= R F-{Bg)a—

wherein Y3 represents a lower alkylene group.

1l6. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-399) to
(1-105) below or a salt thereof as an active

ingredient:



R2

FE- Bi er A Qn

267

(1-105)

wherein Y; represents a lower alkylene group.

17, Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas {1-106)
to (i-112) below or a salt thereof as an active

ingredient:



y(1 ( 1- 130) ( 1- 131) (1-132)

208
R10b R‘iOb
RN ¥ NG /
e
(1-106) (1 107)
RIOb R‘mb

- N-QS\(\/\]RZ R NQ /
CH- A Y3 -
H

>

{1-109) {1-110)
R‘iOb
' R
RihHQS\Ef>ﬁ C-A
-«
X(J N
(1-112)

R‘lDb

|
R‘-NQS\L/\/HRQOO R
S

(1- 108)

F“‘- 4
Y OQn-A

(1-111)

wherein ¥Y; represents a lower alkylene group.

18. Use according to claim 1, comprising a

compound selected from the group consisting of the

compounds represented by the general formulas (1-113)

to {(1-112) below or a salt thereof as an active

ingredient:



BMWW Fe C A (1-133) wherein 13 represents a | ower
al kyl ene group. 21.Use according to claim1,
conprising a conmpound sel ected fromthe group
consi sting of the conmpounds represented by the genera
formulas (1-134) to (1-140) below or a salt thereof as
an active ingredient: 272 2@ferein Y3 represents a
| oner al kyl ene group, and Z3 represents a | ower
al kyl ene groupgOr a group

RS 25 Rﬁ/ Rﬁ/ﬁ

\{OA x/ \?mA

(1-113) (1-114) (1- 115)

R R
5’1”" R € S <
" Sy S

(1-116) (1-117) (1-118)

{1-119)

wherein Y3 represents & lower alkylene group.

19. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-120)
to (1-126) below or a salt thereof as an active

ingredient:



-N (Red) . 22. Use according to any one of clains 1
wherein Y is a group -0-. 23. Use according to any
one of clainms 1 wherein Y is a group 24. Use
according to any one of clainms 1 wherein Y is a group
-CO, agroup -CHOH)-, a |lower al kylene group, a
group -S(0)n-, or a group C(2N0H)-. 25. Use
according to any one of clains 1 to 21 wherein Ais a
group 273 r e accogﬁlng to, any onggof

cl ai msF1 mherer group "TZF e
according 10 ome of cl Wé@—ﬂ tho 21, mherernOGMA
represents i m dazol yl kyI group,

1,2, 4- trrazo 1 | owner aIkyI roup, al, 2 i azolyl
| ower alk'ﬁ %goup a 1,2,8:1) azolyl Iomé?“%%ky
group, a pyrazonI Iomer al kyl group, a pyrimdinyl

| ower aIkyI gr p that nmay hav% an ox oup q@ a

subst i he pyﬂf ri ng,
3, 5- dIOXOI d\n 4- y | 3Lamer arE&;;%rﬁup - A
1, 2, 4- oxadi 3§ onI | ower al KY 7 group that mayghave a

| ower al kyl group as a substituent on the

1,2,4-oxa?1qggle ring, a (hn@golrdrnyl Iqmenmplkyl
group that may have an oxo group as a substituent on
the thiazolidine ring, a group or a group

Ri&hngﬁR?
\*FT_E'A

NCH
(1-126)

wherein Y3 represents a lower alkylene group, and Z;
represents a lower alkynylene group.

20. Use according to claim 1, comprising a
compound selected from the group ccnsisting of the
compounds represented by the general formulas (1-127)
to {1-133) below or a salt thereof as an active

ingredient:



274 KI3a \N_FV 28. Use according to any one of
clains 1 to 21, represented by the general fornmula (1)
wherein R4 represents a group -(T),-N(RL4)R15 (T, R14,
and R -5 are the sanme as defined above) and 1
represents 0. 29. Use accordi n% to any one of clains
1 to 21, wherein R4 is a group (T)1-N(R14) R15, and 1
is 1. 30. Use according to any one of clainms 1 to 21,

wherein,R4 s a graggp (R14)RR1 S~1, amd T
is a gr%&ﬁa ﬁ’%@ﬂ% U?Bﬁ%cor I t
whekern

any one of clai 90A21 Ais a gr
(T)I-N(R14)R15 1|s 1, and T i agroup -13161N

(R18) -CO-. (1Up@) accordi ng ¢io12eny one of cliaizap 1
to 21, vvhereln R4|sagroup (T),-N(R14)R15, 1 is 1,
and T is a group -134-00-. 33. Use according to any
one of clains 1 to 21, wherein R4 IL\es grou (2

(T 1 - NERe4 Z¥1s KBy -Spgy 1 -/Qo-.

34. Use accor di hg-tfo(da% one o cf—alYmsAl to 24, “5 SOn-#
wherein R4 is a ouéH(T)l-N( )R15, 1 is 1, ndT
is a group -B6- 9)-B7-. 3 e accordin any
one of clains 1NE ;@1 wher ei n §4 3112 a group &1
-(T)I-N(R14)R15, 1 is 1, and T is a group -00-136-.

275 36, Use accordtgng to any one of clains 1 to 21,

wher ei e (7)1 -N(RL4)R15, 1is 1, and T

is a group - CH( H -.A
1 NM

{1-133)

wherein Y, represents a lower alkylene group.

21. Use according to claim 1, comprising a
compound selected from the group consisting of the
compounds represented by the general formulas (1-134)
to (1-140) below or a salt thereof as an active

ingredient:



37. Use according to any one of clains 1 to 21,
wherein R4 is a group -(T)1 -N(R14)R15, 1is 1, and T
is a group -CO Hui -CO-. 38. Use according to any one
of claims 1 to 21, wherein R4 is a group -(T)1

- N(R14) R15, 1|sl and T is %roup-CH((}D-Bll-OO-.
39. Use according to any one @f clains 1 to 21,
wherein R4 is a group -(T)1 -N(R14)R15, 1 is 1, and T
is a group CO 40. Use accordi ng to any one o

cl ai s Wner ei ngR4, i s, roup HE) #,
- N( R14) R’ 5 and T 1| UR 502
according t @ of clai¥ o 21, whe

a group -(T)1 1N(R14)R'5 1 1,Rand Tis ag’roup

- B23a- 00- 004-134y42. Use accei- e|35)g to any onet-a$s)cl ai s
1to 21, wherein R4 is a group -(T)1 -N(R14)R15, 1 is
1, and T is a | ower al kyl ene group 43. Use accordl ng

to clar cQ i si ng selec fr
gr oup coné%ﬂzrgpﬁof theﬁigp s re resen \q:%%] ng ,
general for E@: ), (1- (1-9) 1
(1-16), (1-29 (TH30), (1-43) (1 44) (1-57y1
(1-58), (1- 64) and (1-65) or a salt thereof as an
active ingréddi3ént, mherern(?'ﬁ@ a group -0 {& 138 group
-N(R 5)-, Ais agroup 276 , and R4 is a group
(T)I-N(R14)R15 44. Use according to claim43,

wher ei n & Rs a group -N(R17)-B3-00-. is 1, 45.
Use accordi ng ﬁh_@e;\m% and T is a group - B4- 00- .

{ 1-140)

wherein Y; represents a lower alkylene group, and

%3 represents a lower alkylene group or a group

-N (R®) -

22. Use according to any one of claims 1 to 21,
wherein ¥ is a group —0-.

23. Use according to any one of claims 1 to 21,
wherein Y is a group -N(R’)-.

24, Use according to any one of claims 1 to 21,
wherein Y is a group -CO-, a group ~CH(OH)-, a lower
alkylene group, a group —-S(0)n-, or a group -C(=N-OH)-.
25, Use according to any one of claims 1 to 21,

wherein A is a group



wherein 1 is 1, 46. Use according to claim43, and T
is agroup -CO. wherein 1 is 1, 47. Use according to
claim43, 48. Use according to claim1, wherein 1l is
conprising a 0. conpound selected fromthe group
consi sting of N-[6-(4-

{[ 2- (4- pi per onyl pi per azi n- 1- yl9732- oxoet hyl ] et hyl ani nol
2- met hoxyphenoxy) pyri di n- 3-y1] - 3, 4- di chl or obenzami de,

N-[ 6-(4-1[ 2- (4-pi pi perazin-1-y1)-2-
oxoethylIethylanhﬁggéggﬁéxy)pyridin-3-y1]-4-
trifluoromethyl be ite, N-(6-(4-{[2-(4-

pi peronyl pi perazi n-1-yl) - 2-oxoet hyl ] et hyl am nol - 2-

fl uor ophenoxy) pyri di n-3-y1l]-4-trifluoronethYl benzam de

, N-[6-(4-{[2-(4-piperonyl pi perazin-I|-yl)-2-

oxoet byl ] met hyla@ RodsZaifdgu@EORDENMEY bRYEL Mk 3- ¥d] 28,
trifluoronmethyl benzam de, "N-[ 6- (4- 1[ 2- (4-

pi per ehykpipey dai a- frydy - 2- oxoet hyl | met hyl am nol - 2-

met hoxyphenoxy) pyri di n- 3-y1] - 4-

trifluoronethyl bepzanm.de, N-[6-(4-{[2-(4-

pi per onyl pi perazifin-TF yI)- 2-«oxoet hyl ] et hyl am no} - 2-

277 nmet hoxypheno i n- 3-y1] - 4-
trifluoronethyl benzam de, N-[6-(4-([2-(4-

pi peronyl pi perazi n-1-y1l) - 2-oxoet hyl ] et hyl am nol - 2-

nmet hyl-phenoxy) pyri di n- 3-y1] - 3, 4- di chl or obenzami de,

N[ 6-(4-{[2-(4-pi peronylpi perazin-1-y1)-2-_

s oet BJ1 et oy PR FOT 2Tt | ety Py P & ¥4 2.

t ri f 1HH£P£E§{ I'ﬂ?yl P@gg]x.ze%@nqg' aﬁ\l'ing:c{a%bb_ 1 (fower alkyl group, a
pi peronyl pi per azi n- i- y1)- 3-oxopropyl | phenoxyl pyri di n- 3

- yl) 132 AMdirdhlzor phenzerreauki;ongeouge, a 1,2, 3-triazolyl
N-[ 6- (4- (4-[2- (4- _

pi per 6AYEPiPdVaz FEOTRy B) 12 20 R0t IRA B péP¥St mlfyl group,
yl | phengx ridin-3-yl]-4-trifluoromethylbenzam de,

o (e P P A pebies VRN ane
oxoet BYk}P'gQ%thHaﬂ'rb/a{ PRGROXY )P lg@blp3ay 1d -Abstituent
trifluoronethyl benzam de, N-{6-[(4-(4-[2-(4-

pi per onytip pararnidide yling?- exdettvildxpiipers o Inidin-4-

yl } phenyl ) met hyl am nol pyri di n- 3-y1} - 4- ,
trifIMﬁ¥éﬁﬁﬁI%?WB%n%%ﬁﬁ%k%rONP[6§(3L%uffﬁﬁé?%§z°lyl lower

benzyl piper.azi.n- JEE t hy ' bdin-.1- 323
ot T ERERGEy ) By AT R ST et o et Ty Bersa de
N[ Bulpe {edreh2- 64- Prpar, anyl-pipeiazile- Tiyd) -2-

oxoet hyl ] pi peri di n-1-y1}-2-net hyl phenoxy) pyri di n- 3-y1]
- 4-t Ehidaroddaey hyl deawz adkge, opeYB-that{may 2hgup an oxo
pi peronyl pi perazin-1-y1)-2-oxoethyl.]piperidin-1-y1l1-2-
et by EHBR Ry PSP E TS PR AEOE i CREG SheS drir e,
N(6- [ gz4 s benzyl pi perazi ne- 1- car bonyl) phenoxy] pyri di n-
3- yl}f-4-trifluoronethyl benzam de, N-{6-[4-(4-

benzyl pi perazi ne- 1-car bonyl ) phenoxy] pyri di n- 3-y1} - 3, 4-
di chl or obenzam.de/ ‘y_p3
N-[6-((4-[3-(4-pi nyl pi perazi n-1-

or a group
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y1) - 3- oxopr opyl ] phenyl } met hyl am no) pYri di n- 3-y1] - 4-
trifluoronmethylbenzam de, N-[6-(4-([2-(4-

pi per onyl pi perazi n- 1-y1) - 2- oxoet hYl ] et hyl am no} - 2-

f I uor ophenoxy) pyri di n-3-y1] -3 4 di chl or obenzam de,
N[6-(4-02-(4-piperonylpiperaz? 1-yl)-2-

oxoet hyl ] met hyl am no} - 2-f | uor ophenoxy) pyri di n- 3- Y1] -

3, 4-di chl or obegiZamide, N-[6-(4-([2-(4-
pi per onyl pi per azixi- 1- ¥l #2- oxoet hyl ] met hYl am no} - 2-
met hoxyphenoxy) pyriidivn- 3-y1] - 3, 4- di chl or obenzam de,

N[ 6- (4-{[ 2- (4- pi peronyl pi perazi n-1-y1) - 2-

oxoet hyl ] met hyl am no} phenoxy) pYri di n-3-y11- 3, 4-

di chl 6robenzam de, 1-(6-(4-[3-(4-piperonyl pi perazin-1-
y1) - 320x0pr opy tikphenaipy rtQI v¥d) 0B-d1Bids 1 to 21,
di chl or opheny1) - 1- ethylurea 6-(4-[3-(4-

pi per oaytergueedzbn- ﬂhwlg)ensr@kommm!a] ph)end)e\r}epmlﬁdl n-3
- y1)-4-trifluoronet hyl benzam de, N 16-(4-{[ 2- (45

beny BT e 195AR 2- kol by it vl K6 noa 51
nethy y fil 1 @nzan1de
LT PR R et F%P%A?é °
Oxoetbyl]plperUﬂéradcqﬁdlﬁbeﬂ@ky%p¥hedbﬂ-éﬁdiﬁb-B,ﬂe 21,
di chl or obenzam de, '

N- ( 6- Wh@l[eam(ﬁ—pliqo@r erayrpi pEhazl AR IR, and 1 is 1.

car bo I)plpe din-1- henoxY4Tridin -
dichlgyobenza de, a%f{éﬁﬁﬂ Q-3 Eeb%Ezj%BkﬁeraE?ﬁ”I
y1) - 2gpxQathyt 1 Reghdhp-1 uysl mpeﬂpw perlls.dlln and 14 -4 a
trlfluoronethylbenzan1de 4-(4-] 2-

benzygpiyre 82 RH 1By-10-2- oxoethyl]p| er|d|n 1-
yl I phenyl ) met hyl am no] pyri di n- 3-yl ) -4-
trifl&bronet hy%ﬁ%rﬁz‘?&qﬁr@éng Néfc earm ope2ek phairEsl to7l .

fluor y ) enyl g5 2-

oxoetﬁkp %% yﬁ%h%n %BEB 6xyﬁ% %o;?}pyrlé" agdylfjha
- tri fgwgf ogg—hxktﬁenzam de,

2- (4-pi peronyl pi perazin-1yl)-N-{3-nmethyl-4-[5-(4-
trifl&bronet hywmmomemwg B gha- of W ladsphehy 1412

- oxoacet am 14, 515 . .

N- [ 6-TELEES- 641& BePBAYP pi Farad B 1Ryq)L is 1, and T is a
2- oxogt Laptdyl am no} - 2- nethylphenOxy)pyrldln 3-yl] -
2-fluoro-4-trifluoronethyl benzam de, N-[6-(4-(4-[2-(4-
pi persnyl pi peragé raedcoyd) ng- wmtﬁw‘éh]apbpeﬂajjm h-yd}212-
met hoxyphenoxy) pyri di n-3-y1] - 4- trﬁflgoronethylbenzan1d
e andﬂh@_rmn(g ﬁ@tﬁyﬂrﬂuﬂﬁ 1-N{(R is 1T, and T is a
trifluorome h %nzoylan1no)pyr|d|n 2-yl oxy] pheny1} - 2-
oxohé&éﬁ§ﬁr y?|n1d|n | -yl) benzoic acid ethyl ester,

or asgalt thergf AsrAiactiyardnenedéenilad®. Wseo 21,
according to claiml, wherein in said aromatic
conpoundeiR-RAr¢ Rl§rotmgetferN W FRY hel rit flogendat oim a
to which they blqg bind to each other, directly or

via @%Pr oBEn & dmfror form a 6- menbered sat ur at ed

het ergcyclic n i tu

I owersqsgl kyl g%%%ﬁ%gﬁmng Jﬁ)gmgu%gtgl #Jtil 2[% :1 Egdﬂ
phenyherrieng ™ tiB 3 §oodp oF @UpsK (RS) BApst itdant Gad, T is a
sel ected fromthe group consisting of a | ower al kanoyl
gr ou@redR a@T—group whi ch may have a | ower al kanoyl
group as a substituent, a |ower al koxycarbonyl group,

a cyano group, a nitro group, a phenyl group, a

hal ogen atom a | ower al kyl group which may have a

hal ogen atom as a substituent, a | ower al koxy group

whi ch nmay have a hal ogen atomas a 280 substituent, a
phenyl | ower al koxy group, a hydroxyl group, and a

| ower al kyl enedi oxy group, is present as a substituent
on the saturated heterocyclic group. 50. Use

according to. claim49, wherein a phenyl substituted

| ower al kyl group which is substituted with-a | ower -

al kyl enedi oxy group, is present as a substituent on a



53. Use according to claimb52, wherein the synptom or
di sease associ ated with activation of STAT5 is
aut oi nmune di sease, allergy or hyperprolactinem a.

275
36. Use according to any one of claims 1 to 21,
wherein R* is a group -(T);-N(R™)R*, 1 is 1, and T is

group -CH(OCH) -Bs-.

37. Use according to any one of claims

wherein R* is a group —(T);-N(R*™)R', 1 is 1,
group -CO-B3g-CO-.

38. Use according to any one of claims
wherein R is a group -(T):-N(R™)R'™, 1 is 1,

group -CH{QH} -B.1-CO-.

i to 21,

and T is

1 to 21,

and T is

39. Use according to any one of claims 1 to 21,
wherein R* is a group ~-(T):-N(R™)RY, 1 ies 1, and T is
group -CO-,

40, lUse according te any one of claims 1 to 21,
wherein R* is a group -(T);-N{R™)R', 1 is 1, and T is
group -S0z-.

41. Use according to any one of claims 1 to 21,
wherein R* is a group —{(T);-N{R™R*, 1 is 1, and T is
group —Bjz;-CO-CO-.

42, Use according to any one of claims 1 to 21,
wherein R® is a group - (T),-N{R*)R*, 1 is 1, and T is

lower alkylene group.

43,

Use according to claim 1, comprising a

compound selected from the group consisting of the

compounds represented by the general formulas (1-1},

{1-2), {(1-8), (1-9), {(1-15), (1-1e), (1-29%),

(1-43), (1-44), (1-57), (1-58),

(1-30},

(1-64)} and {(1-65) or a

salt thereof as an active ingredient, wherein Y is a

group -0-or a group -N(R°)-, A is a group
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, and

R? is a group —(T)l—N(RM)RH.

44, Use according to claim 43, wherein 1 is 1,
and T is a group -N(R'7)-By-CO-.

45, Use according to claim 43, wherein 1 is 1,
and T is a group —Bs,-CO-,

46. Use according to claim 43, wherein 1 is 1,
and T is a group =-CO-.

47. Use according to c¢laim 43, wherein 1 is 0.
48. Use according to claim 1, comprising a
compound selected from the group consisting of N-[6-(4-
{{2- (4-piperonylpiperazin~-1l-yl)-2-oxoethyl]lethylamino}-
2-methoxyphenoxy)pyridin-3-yl]-3,4-dichlorobenzamide,
N-[6-(4-{[2~ (A~piperonylpiperazin-1-yl)-2-
cxoethyl]ethylamino}phenoxy)pyridin-3-ylj-4-
trifluoromethylbenzamide, N-[6-(4-{[2-(4-
piperonylpiperazin-1-yl)-2-oxoethyllethylamino}-2-
fluorophenoxy)pyridin-3-yl]-4-triflucromethylbenzamide,
N-[6-(4~{[2-(4-piperonylpiperazin-1-yl)-2-
oxoethyllmethylamino}-2-fluorophenoxy)pyridin-3-yl]}-4-
trifluoromethylbenzamide, N-[6-(4-{[2-{4-
piperonylpiperazin-1-yl)}-2-oxoethyllmethylamino}-2-
methoxyphenoxy)pyridin-3-y1]-4-
trifluoromethylbenzamide, N-[6-{4-{[2-(4-

piperonylpiperazin-1-yl)-2-oxoethyl]ethylamino}-2-
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methoxyphenoxy)pyridin-3-yl] -4-
trifluoromethylbenzamide, N-[6-(4-{{2-(4-
piperonylpiperazin-1-yl) -2-oxoethyl] ethylamino}-2-
methylphenoxy)pyridin-3-yl] -3, 4-dichlorobenzamide, N-
{6-(4a-{[2- (4¢-piperonylpiperazin-1i-yl)-2-
oxoethyl]methylamino} -2-methylphenoxy)pyridin-3-yl] -4-
trifluoromethylbenzamide, N-(6-{4-[3-(4-
piperonylpiperazin-1-yl) -3-oxopropyl] phenoxy}pyridin-3-
y1) -3, 4-dichlorobenzenesulfonamide, N-[6-(4-{4-[2-{(4-
piperonylpiperazin-1-vl) -2-oxoethyl] piperazin-1-
yv1}phenoxy)}pyridin-3-yl] -4-trifluoromethylbenzamide, N-
[6-(4-{4-[2- (4-piperonylpiperazin-1-yl)-2-
oxoethyl]piperidin-1-yl}phenoxy)pyridin-3-yl]-4-
trifluoromethylbenzamide, N-{6-[(4-{4-[2- (4~
piperonylpiperazin-1l-yl)-2-oxoethyllpiperidin-1-
y1}phenyl)methylamino] pyridin-3-yl}-4-
trifluoromethylbenzamide, N-[6-(4-{4-[2-(4-
benzylpiperazin-1-y1) -2-oxoethyl] piperidin-1-y1}-2-
methylphenoxy) pyridin-3-yl] -4-triflucromethylbenzamide,
N- [6-(4-{4-[2- (4-piperonylpiperazin-1-yl}-2-
oxoethyl]piperidin-1-yl}-2-methylphenoxy)pyridin-3-yl] -
4-trifluoromethylbenzamide, N-[6-(4-{4-[2-(4-
piperonylpiperazin-1-y1l) -2-oxoethyl]l piperidin-1-y1l}~2-
methylphenoxy)pyridin-3-yl] -3, 4-dichlorobenzamide, N-
{6-[4~ (4-benzylpiperazine-1l-carbonyl)phenoxylpyridin-3-
yl}-4-trifluoromethylbenzamide, N-{6-[4-(4-
benzylpiperazine-1-carbonyl)phenoxy] pyridin-3-yl}-3,4-

dichlorobenzamide, N-[6-({4-[3-(4-piperonylpiperazin-1-
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v1) -3-oxopropyll phenyl }methylamino) pyridin-3-yl] -4~
trifluoromethylbenzamide, N-[6-(4-{[2-(4-
piperonylpiperazin-1-yl) -2-oxoethyl] ethylamino}-2-
fluorophenoxy) pyridin-3-yl] -3, 4-dichlorobenzamide, N-
[6-(4-{[2-(4-piperonylpiperazin-1-yl)-2-
oxoethyl]lmethylamino}-2-fluorophenoxy) pyridin-3-yl1l-
3,4-dichlorobenzamide, N-[6-(4-{[2-(4-
piperonylpiperazin—l—yl)—2-oxoethyl]methylamino}-2-
methoxyphenoxy) pyridin-3-yl] -3, 4-dichloxobenzamide, N-
[6-(4-{[2~ (A~-piperonylpiperazin-1-yl)-2-
oxoethyllmethylamino }phenoxy)pyridin-3-yl]-3,4-
dichlorobenzamide, 1-{6-{4-[3-(4-piperonylpiperazin-1-
y1) -3-oxopropyl] phenoxy }pyridin-3-y1) -3~ (3,4-
dichlorophenyl) -1-ethylurea, N-(6-{4-[3-(4-
piperonylpiperazin-l—yl)—3-oxopropyl]phenoxy}pyridin—B—
y1l) -4-trifluoromethylbenzamide, N-[6-(4-{[2-(4-
benzylpiperazin—l-yl)—2—oxoethy1]methylamino}—z—
methylphenoxy) pyridin-3-yl] -4-trifluoromethylbenzamide,
N-[6-(4-{4-[2~ (4-benzylpiperazin-1-yl)-2-
oxoethyllpiperidin-1-yl}phenoxy)pyridin-3-yl]l-3,4-
dichlorobenzamide, N-{6-{4-[3-(4-piperconylpiperazine-1-
carbonyl)piperidin-1-yl] phenoxy}pyridin-3-y1)-3,4-
dichloxrobenzamide, N-[6-(4-{4-[2-(4-benzylpiperazin-1-
y1) -2-oxoethyl] piperidin-1-yl}phenoxy)pyridin-3-yl] -4-
trifluoromethylbenzamide, N-{6-[(4-{4-[2-(4-
benzylpiperazin-1-yl) -2-oxoethyl]piperidin-1-
v1l}phenyl)methylaminol pyridin-3-yl}-4-

trifluoromethylbenzamide, N-(6-{4-[(2-{4-[4-(4-
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fluorobenzoyl) phenyl] piperazin-1-yl}-2-
oxoethyl)methylamino]—2—methoxyphenoxy}pyridin-3—yl)—4~
trifluoromethylbenzamide, 2-(4-piperonylpiperazin-1-
y1)~N-{3-methyl-4-[5-(4-
trifluoromethylphenoxymethyl)pyridin—z—yloxy]phenyl}-2-
oxoacetamide, N-[6-(4-{([2-(4-piperonylpiperazin-1-yl)-
2-oxoethy1]methylamino}~2—methylphenoxy)pyridin—3-yl]—
2-fluoro-4-trifluoromethylbenzamide, N-[6-(4-{4-[2-{4-
piperonylpiperazin-l-yl}-2-oxoethy1]piperidin—l—yl}—2—
methoxyphenoxy) pyridin-3-yl] -4 -trifluoromethylbenzamide
and 4-(3-{3-methyl-4-[5-{4-
trifluoromethylbenzoylamino)pyridin-2-yloxy]phenyl}-2-
oxochexahydropyrimidin-1-yl)benzoic acid ethyl ester,
or a salt thereof as an active ingredient.

49, Use according to c¢laim 1, wherein in said
aromatic compound, R and R'®, together with the
nitrogen atom to which they bind, bind to each other,
directly or via a nitrogen atom to form a 6-membered
saturated heterocyclic group and wherein a phenyl-
gubstituted lower alkyl group which may be substituted
on the phenyl ring with 1 to 2 groups, ag
substituent (s), selected from the group consisting of a
lower alkanoyl group, an amino group which may have a
lower alkanoyl group as a substituent, a lower
alkoxycarbonyl group, & cyano group, a nitro group, a
phenyl group, a halogen atom, a lower alkyl group which
may have a halogen atom as a substituent, a lower

alkoxy group which may have a halogen atom as a
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substituent, a phenyl lower alkoxy group, a hydroxyl
group, and a lower alkylenedioxy group, is present as a
substituent on the saturated heterocyclic group.
50. Use according to claim 49, wherein a phenyl
substituted lower alkyl group which is substituted with
a lower alkylenedioxy group, is present as a
substituent on a piperadinyl group which is the
saturated heterocyclic group.
51. Use according to claim 42 or 50, wherein X; is
a nitrogen atom and Y is an oxygen atom.
52. Use according to any one of claimg 1 to 51
wherein the symptom or disease associated with
activation of STAT3 is autoimmune disease, diabetes,
infection, central disease, cancer-associated disease
or psoriasis.
53. Use according to claim 52, wherein the
symptom or disease associated with activation of STATS5

is autoimmune disease, allergy or hyperprolactinemia.



