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The invention relates to conpounds of the general

formula (1) wherein RL is 1, 4-di oxepanyl or
tetrahydropyran-4-yl; R2 is -N(R-(CH2)n, -5-or 6
(12rBYIIE8NATIONSIN A BRLOCYIOIC PUBR I SHEDGNDER THD PATEDM ZOIOYERATION TREATY (PCT)
substituted by one or nore substituents, selected from
t(lgliavgﬁ%memgfimn%@g gf I ;j:_:_\‘ or -NR2, Ior is -

n filizafonenber ed nofF AP

Opt 1 amahimasbend tut od byesomesr AUGMTGEEIE Sy
| ower al koxy, or is -CH2)ga# 6 nenbered aromatic

st ateAtyGlatPubliitio®Dak | Y substi t ut ed (19y hiterwatona [Pkilication Number

| 6\Jmiiuazy RGOSY(D6. hlaﬁ(mg)en hal PEER- | ower WOI2005/00(_)842 Al

(51) Iﬂrnaﬁi%aﬁmrda%ﬂcglblny l @D Mﬁ/ﬂ%ﬁ)ﬂsg@ﬂ&c' Q’@bkly l Regina; Grenzacherstrasse 124,
s0pb,konaldsyk subshdibeved by hydr OXYGH-@P0 Basel (CH).

-N(R)-cycl oal kyl, optionally substituted by hydroxy or
1) Idt@msnaJaAﬂpydauonmumb& phenyl, op t(SBn%FISIS ted Biplet (th@e}‘t%‘\ﬁl"vzt?f{"fgafg {f{ 6/‘3?
rote a
| oner al koxy, hal d@éﬁl’mﬁfw%j@ﬁan-l diiﬁ‘fUﬁ O o . By Cn CHL ON
al kyl, -CH2-pyrrolidin-1-yl, - i DM. DZ, EC, EE, EG, ES, FL
(22) Im@*iﬂ'i’délﬂ)l@mé 2088y &104 G1@’320(1“*'( R) C( OM@E}H , HOID,ITS 1N, 1S, IP, KE,
1, 4- di oxa- 8-aza-spiro[ 4, 5] decane,Kcon(P,lK:R, KZ,LC,LK,LR,LS,LT,LU,LV,MA,MD,
(25) Filingdpeudzeaza- bi cycl o[ 2. 2. Tpkept aneMG.ofK, My, MW, MX, MZ, NA, NI, NO, NZ, OM, PG,
(26) PulN(ﬁR?ILL?ngym~ bi cycl 0 [ 2. 2. Engligh hept TV\?T%/ITT T%HUA %G US.UZ, VC, VN, YU, ZA. 7M.
2-aza- bi cycl 0[2 2. 2] decane Ris %ydrogen or | ower

(30) Peigri ]])a-ta nis ; and har WH@@U];JSI leh ytai@sc(%agstﬁpilwge indicated, for eve
ORLPH%addi ti o]rci’ 1\@&?09%(19[.0&@?0 of B or tm%f&g&ammemmmmm@ ARHiO ({;W GIr{y

di seases, which relate to the A2 /GMLEGt BIW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,
(71) Applicant (for all designated States except US): F. HOFF ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
MAN-LA ROCHE AG [CH/CH]; Grenzacherstrasse 124, European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
CH-4070 Basel (CH). FR, GB, GR, HU, IE, IT, LU, MC, NL, PL, PT, RO, SE, S,
SK, TR), OAPI (BF, BJ, CF, CG, CIL, CM, GA, GN, GQ,

(72) Inventors; and GW, ML, MR, NE, SN, TD, TG).

(75) Inventors/Applicants (for US only): FLOHR, Alexan-
der [DE/CH]; St. Galler-Ring 142, CH-4054 Basel (CH).  Published:
JAKOB-ROETNE, Roland [DE/DE]; Oberer Baselblick —  with international search report
37, 79594 Inzlingen (DE). NORCROSS, Roger, David
[GB/CH]; Alte Saline 20, CH-4310 Rheinfelden (CH). For two-letter codes and other abbreviations, refer to the "Guid-
RIEMER, Claus [DE/DE]; Opitzstrasse 5, 79110 Freiburg  ance Notes on Codes and Abbreviations" appearing at the begin-
(DE). ning of each regular issue of the PCT Gazette.

(54) Title: BENZOTHIAZOLE DERIVATIVES AS ADENOSINE RECEPTOR LIGANDS

(57) Abstract: The invention relates to compounds of the general formula (I)
OCHS wherein R! is 1,4-dioxepanyl or tetrahydropyran-4-yl; R? is -N(R)-(CH,),,-5-or
6 membered non aromatic heterocycle, optionally substituted by one or more
substituents, selected from the group consisting of lower alkyl or -NR,, or is

(I) - (CHy),-5-or 6 membered non aromatic heterocycle, optionally substituted by

>_R2 -(CHy),-OH, lower alkyl, lower alkoxy, or is -CH,),-5-or 6 membered aromatic

heterocycle, optionally substituted by lower alkyl, lower alkoxy, halogen,

R1 @) halogen-lower alkyl, -CH,N(R)(CH,),0CHj3, -N(R)(CH,),0CH3, -CH,-morpholinyl

or -CH,-pyrrolidinyl or is (CHy),-cycloalkyl, optionally substituted by hydroxy, or
is -N(R)-cycloalkyl, optionally substituted by hydroxy or lower alkyl, or is phenyl, optionally substituted by lower alkoxy, halogen,
halogen-lower alkyl, lower alkyl, -CH,-pyrrolidin-1-yl, -CH,-morpholinyl, -CH,N(R)(CH,),0CH; or -CH,-N(R)C(O)-lower
alkyl, or is 1,4-dioxa-8-aza-spiro[4,5]decane, or is 2-oxa-5-aza-bicyclo[2.2.1]heptane, or is [-oxa-8-aza-spiro[4,5]decane, or
is -N(R)-7-oxa-bicyclo [2.2. 11 hept-2-yl, or is 2-aza-bicyclo[2.2.2]decane; R is hydrogen or lower alkyl; n is O or 1; and
pharmaceutically acceptable acid addition salts thereof for the treatment of diseases, which relate to the A2A receptor.



