A conpound of the fornmula (1): (wherein A, B, C and D are independently
nitrogen or optionally substituted nethine; E is nitrogen, nethine or
hydroxy substituted nethine; nis 0 or 1; T, U V and Ware independently
ni trogen 0p) ISPERNAMEINAY. ASPIISATION PEBLISRELINUNIZER DHE PATENG QEHRANTION-TREATYCORD) -

or -CO; Yi - or _, provided that the conpound (1)
when E is nlﬁ}?{&f%““‘%‘ieg'?‘%mp%% -

; Yis -0- is excluded) is useful
as an agent for ment of vag
Inemalon

>
f IﬂlﬁlﬁlﬂlﬁlﬂlllIHIIHHIIHFIIIHHIIIIIIIIIIIIlilﬂllﬂlllllm I I!LIIIII ll
exanpl e cardi ovastil ?] di‘dor ders SU® an

;glrd)lrjir:hu‘/ " aJ ;ﬁ{%ﬁgargﬁz a Qlyg(ra -' etc. 35’)%% yPucha%o 1(1 em
di sorders sd;c nggryl% § ﬁ ressi o? inm ety, ‘&35 éjﬁ 4 @Qé@&y}‘
denent i
schi zop(ﬁPé r&a“" 1 Mg b di s

RS b ST %% i e it i
hyperchol esterol em a, hyperl i pi demi a, gout, Rs@a;ctqym N Ehy RUG: T GBI Bharll
repr odu@Y i pternefionsh ppr¥pagiorseberas i nfert il i ty, s@ret ePmkARRDN A@Xuab): ¢o BANYU
dysfunction, etc., gastro-int€StTHAP®U sor densmacespinatcor yL1gi, sonder Research
i nfl amml)antyrndiowmsna@r gb BuCo0rEg6.0arvd) t he [pths, 369@9 Fsgfubaghd kig300-2611 (JP).

at her 0sgl §50s| Spuafly POgONadi sm hypeE,%{LQr oge EWI '9} Stie o8 fg‘zﬁgeq
hi rsutism g‘gst ro-intestinal notility disorgdgh, 0p W e gf(JP)
gast r o-@8dphistfeal et ux, obesity higtlentilation P| ckw cki an Syndrone),

sl eep apoa@ioridy Dhik-ammati on, systen ¢ i nf| dffimasdno AWSIANL Reo: ygaerhidthirpde Puild, 5K
ost eoar t hr@H87s nsul i 138 hesEIEICIbrionc hoé%?ﬂfﬂ?ﬁéﬁh‘&ﬁ Kisgikes @ ep-shi, Osaka 530-

pr ef er en ey, ik A0k ISR Y NELQ IR, ). BARYTET s"df Sease, cardiac hypertrophy,
| eft vent repARMACEDHRSEL COQRNY (1M .Re tihdng| YRIE DisgeddEates @uiotd AR h@lhestve n0AZ,
car di ovas oushidlondlé SCHEE CHuSUTHRyAs3-Bor@nar y héarBB. BR. BBeB% €A (THD). CR, CU, DM, DZ, EC,

cer ebr oy slg\;éll‘agrg, i sease, stroke, peripheral SPdEEUR-&p NdiNsla g8 K5 KRyt bh Lt h,

gal | BEade atyetbSReaGH:s (5 AR CRY): @ﬁ@aﬁ&mﬁndoﬁﬁ Pl ggﬁq%;@:% aé%%]:eg%?et

hy p@r | cepey; /b BREt U edhivercdeticAly col am. back ypajdiyy
ri SIE Tsukuba Research Institute, 3, Okubo, Tsukuba-shi,
Ibaraki 300-2611 (JP). MORIYA, Minoru [JP/JP]; c/o
BANYU PHARMACEUTICAL CO., LTD. Tsukuba Re-

(84) Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),

search Institute, 3, Okubo, Tsukuba-shi, Ibaraki 300-2611
(JP). OGINO, Yoshio [JP/JP]; c/o BANYU PHARMA-
CEUTICAL CO., LTD., Tsukuba Research Institute, 3,
Okubo, Tsukuba-shi, Ibaraki 300-2611 (JP). MATSUDA,
Kenji [JP/JP]; c/o BANYU PHARMACEUTICAL CO.,

Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European patent (AT, BE, BG, CH, CY, CZ, DE, DK, EE,
ES, FI, FR, GB, GR, HU, IE, IT, LU, MC, NL, PT, RO,
SE, SI, SK, TR), OAPI patent (BF, BJ, CF, CG, CI, CM,
GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG).

[Continued on next page]

/002986 A2 ||II|II|||I|I|||I|I||I||I||II|||II|||I|I|||||||II|||II||I||I|I|I|I||I||II||

(54) Title: NOVEL BENZIMIDAZOLE DERIVATIVES

vV—Uu
/i W\
w T
B
(CHo), E—</ T
\ C
X—Y

(57) Abstract: A compound of the
formula (I): (wherein A, B, C and D
are independently nitrogen or optionally
substituted methine; E is nitrogen, methine
or hydroxy substituted methine; n is 0 or 1;
T, U, V and W are independently nitrogen
( | ) or optionally substituted methine; X is
‘N(SO,R%-, - N (COR5) - or ‘CO-; Y is -C
(R® (R7)_, -0- or -N (R®)_, provided that the
compound (I) when E is nitrogen, n is 0, X
is -CO-, and Y is 0- is excluded) is useful

as an agent for the treatment of various diseases related to NPY, for example cardiovascular disorders such as angina, acute or
congestive heart failure, myocardial infarction, hypertension, nephropathy, electrolyte abnormality, vasospasm, arteriosclerosis,
etc., central nervous system disorders such as bulimia, depression, anxiety, seizure, epilepsy, dementia, pain, alcoholism, drug
withdrawal, circadian rhythm disorders, schizophrenia, memory impairment, sleep disorders, cognitive impairment, etc., metabolic
diseases such as obesity, diabetes, hormone abnormality, hypercholesterolemia, hyperlipidemia, gout, fatty liver, etc., genital
or reproductive disorders such as infertility, preterm labor, sexual dysfunction, etc., gastro-intestinal disorders, respiratory

¥ disorder, inflammatory diseases or glaucoma, and the like, also for example, atherosclerosis, hypogonadism, hyperandrogenism,

S polycystic ovary syndrome, hirsutism, gastro-intestinal motility disorder, obesity-related gastro-esophageal reflux, obesity
hypoventilation (Pickwickian syndrome), sleep apnea, inflammation, systemic inflammation of the vasculature, osteoarthritis,
insulin resistance, bronchoconstriction, alcohol preference, metabolic syndrome, Alzheimer’s disease, cardiac hypertrophy, left
ventricular hypertrophy, hypertriglyceridemia, low HDL cholesterol, cardiovascular disorders such as coronary heart disease
(CHD), cerebrovascular disease, stroke, peripheral vascular disease, sudden death, gallbladder diseases, cancer (breast, endometrial,
colon), breathlessness, hyperuricemia, impaired fertility, low back pain, and increased anesthetic risk.



WO 2004/002986 A2 {000 0T 00000 0 0000 T 0O

Declarations under Rule 4.17: GB, GR, HU, IE, IT, LU, MC, NL, PT, RO, SE, SI, SK, TR),
— as to applicant’s entitlement to apply for and be granted OAPI patent (BF, BJ, CE, CG, CI, CM, GA, GN, GQ, GW,
a patent (Rule 4.17(ii)) for the following designations AE, ML, MR, NE, SN, TD, TG)
AG, AL, AM, AU, AZ, BA, BB, BR, BY, BZ, CA, CN, CO, — of inventorship (Rule 4.17(iv)) for US only

CR, CU, DM, DZ, EC, GD, GH, HR, ID, IL, IN, IS, JP, KG,
KR, KZ, LC, LK, LR, LT, LV, MA, MD, MG, MK, MN, MX,
NI, NO, NZ, OM, PG, PH, PL, RU, SC, SG, SY, TJ, TM,
TN, TT, UA, UZ, VC, VN, YU, ZA, ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW), Eurasian  For two-letter codes and other abbreviations, refer to the "Guid-
patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), European  ance Notes on Codes and Abbreviations" appearing at the begin-
patent (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR,  ning of each regular issue of the PCT Gazette.

Published:
—  without international search report and to be republished
upon receipt of that report



