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Poor sleep can lead to numerous health disturbances including anxiety, depression, 
irritability, impaired social interactions and psychomotor coordination and the like. 

WO 2013/176220 8 describes circadian rhythm-regulating agents which comprises an 
inhibitor capable of inhibiting vasopressin receptors Via and Vlb. 

5 Via antagonists have been described in the prior art, e.g. in EP 0382185, EP 0526348, 
WO 94/01113, WO 94/18975, WO 95/06035, WO 96/22292, WO 96/22293, WO 97/49707, WO 
97/49708, WO 98/24430, WO 99/37637, WO 99/44613, WO 99/55340, WO 99/65525, WO 
00/029405, WO 00/066117, WO 01/058880, WO 01/066109, WO 02/002531, WO 02/044179, 
WO 02/055514, WO 03/031407, WO 03/037901, WO 03/042181, WO 04/074291, WO 

10 04/108138, WO 2005/039565, WO 2005/063754, WO 2006/020491, WO 2006/021213, WO 
2006/051851, WO 2006/058705, WO 2006/102283, WO 2006/102308, WO 2007/006688, WO 
2007/009906, WO 2007/014851, WO 2007/039438, WO 2007/077122, WO 2007/109615, WO 
2008/068159, WO 2008/068183, WO 2008/068184, WO 2008/068185, WO 2008/077810, WO 
2008/077811, WO 2008/080842, WO 2008/080844, WO 2008/084005, WO 2010/057795, WO 

15 2010/060836, WO 2011/120877, WO 2011/128265, WO 2011/131596, WO 2011/134877, WO 
2011/141396, WO 2012/003436, WO 2012/042534, WO 2013/045373, WO 2013/0503 3 49, etc. 

Detailed description of the invention 

In one aspect? thwe-is-previded' the use of a Via antagonist for the manufacture off-a 
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antagonist in a pharroooeutieally acceptable form; 

feh-aHetfe©M^eetf-4feeFe-4&-piwided-aHpfeaeHaeeati«9jkeetapesi4i«ft--6efflpm»g--ar-V;4ra 

pl^e-sMft^eep-disefde-fSr 

fe-~^etha^speetr-thei^^pr€>¥id^-^^hamia-ee«ti-eal--eefflpesi-ti&i^e©f&p4si»g"--a-ALl'a 
antagonist-as- described herein in a pharmaceutieally acceptable form for use in fee treatment 
aii-d/ei^Feveftt-ieft-ef-phase-^Mft-sleep-tliserdersT 

h^af»titt3M«p©et-r4fee3^is-ip»¥i4ed--aA4^asteg©^^^ 



- 2a -

In one aspect, there is provided use of a a selective Via antagonist in the manufacture of a 
medicament for as~-d-e^rife€d~heF^ treatment and/or prevention of phase shift 
sleep disorders, wherein the V1 a antagonist is a compound of formula 1 

wherein 

R' is aryl or heteroarvl, unsubstituted or substituted with one or more substituents 
independently selected from A. 

R2 is ii. 
Ci-n-alkyl, unsubstituted or substituted with, one or more OH. halo, cyano or 
Ci-n-alkoxy, 
-fCH2)a-Ra, wherein Ra is phenyl or 5- or 6-membered heteroarvl, each 
unsubstituted or substituted with one or more substituents independently selected 
from A, 
-(Cfl^rNll'll". 
-C(0)-Ci-i7-alkyl, wherein Cup-alkyi is unsubstituted or substituted with one or 
more OH, halo, cyano or C i.j^-alkoxy, 
-C(Q1( CHA-pCYOVC i .i 9-alkvl. 
-C(Q)( CH?),lNRiR'i, 
-0(0)0-0! -17-alkyl, wherein alkyl is unsubstituted or substituted, with one or more 
OH, halo, cyano or Cij2~a.lkoxy, 
~SfQ)2~€i-i7~alkyl, or 
-S(0)2NRiRii. 
R' and R" are each independently H, Cj.p-alkyl or form together with the 
nitrogen to which they are bound a 3- to 7-membered heterocycloalkyl containing 
one or two heteroatoms selected from N, O or S, which heterocycloalkyl is 
unsubstituted or substituted by one or more substituents independently selected 
from 6, 

q is 1, 2, 3 or 4, 
r is 2, 3 or 4, 
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A is halo, cyano, OH, Ci__7-alkyl, halo-Ci^-alkyl, or Cj-7-alkoxy, halo-C1.7-alk.oxv, or 
hvdroxv-Ci-7-alkyl, 

B is oxo. halo, OH, Cur-alky! or Cur-alkoxy, 
R3 is CI or F. 

5 or a pharmaceutically acceptable salt thereof, and wherein said compound is selected from the 
group consisting of 

trans-8-Chloro-1 -(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,1 0b-tetraaza-benzoazulene-5-carboxylic 
acid tert-butyl ester, 
trans-8-Chloro-l-(4-phenoxy~cyclohexyl)-5,6-dihydro-4H-2,3,5,10b-tetraaza-benzoazulene 

10 hydro chloride, 
trans-8-Chloro-5-methyl-l-(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzo[e]azulene, 
trans-l-[8-Chloro-l-(4-phenoxy-cyelohexyl)-4H,6H-2,3,5,1 Ob-tetraaza-benzoazulen-5-yl]-
ethanone, 

15 trans-8-Chloro-5-methanesulfonyl-l-(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene, 
trans-2-[8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulen-5-yl]-
ethanol, 
trans-8-Chloro-5-isopropyl-l-(4-phenoxy-cyclohexyl)-5,6-dihydro-4Ii-2,3,5,10b-tetraaza-

20 benzoazulene, 
trans-8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulene-5-sulfonic 
acid dimethylamide, 
trans-8-Chloro-l-(4-phenoxy-cyclohexyl)~5-pyridin-2-ylmethyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene, 

25 trans-l-[8-Chloro-l -(4-phenoxy-cyclohexyl)-4H, 6H-2,3,5,10b-tetraaza-benzoazulen-5-yl]-2-
dimethylamino-ethanone, 
trans-8-Fluoro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzo[e]azulene-5-
carboxylic acid tert-butyl ester, 
trans-8-Fluoro-5-m ethyl-1 -(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-

30 benzoazulene, 
cis-8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulene-5-carboxylic 
acid tert-butyl ester, 
eis-8-Chloro-5-methyl-l-(4-phenoxy-eyelohexyl)-5,6-diliydro-411-2,3,5,1 Ob-tetraaza-
benzoazulene, 

35 trans-8-Chloro-l-[4-(4-fluoro-phenoxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-benzoazulene-5-
carboxylic acid tert-butyl ester, 
trans-8-Chloro-l-[4-(4-fluoro-phenoxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzo[e]azulene hydrochloride, 
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trans-8-Chloro-l-[4-(4-fluoro-phenoxy)-cyclohexyl]-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene, 
trans~8-Chloro-l-[4-(4-cyano-phenoxy)-cyelohexyl]-4H,6H~2,3,5,10b-tetraaza-benzo[e]azulene-
5-carboxylic acid tert-butyl ester, 

5 trans-4-[4-(8-Chloro-5-methyl-5,6-dihydro-4H-2,3,5,10b-tetraaza-benzo[e]azulen-l-yl)-
cyclohexyloxy]-benzonitrile, 
trans-8-Chloro-l-[4-(4-trifluoromethyl-phenoxy)-cyclohexyrj-4H,6H-2,3,5,10b-tetraaza-
benzo[e]azulene-5-carboxylic acid tert-butyl ester, 
trans-8-Chloro-l-[4-(3-chloro-phenoxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-benzoazulene-5-

10 carboxylic acid tert-butyl ester, 
trans-8-Chloro-l-[4-(3-chloro~phenoxy)~cyclohexyl]-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene, 
trans-8-Chloro-l-[4-(3-methoxy-phenoxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-benzoazulene-
5-carboxylic acid tert-butyl ester, 

15 trans-8-Chloro-1 -[4-(3 -methoxy-phenoxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzo[e]azulene hydrochloride, 
trans-8-Chloro-l-[4-(3-methoxy-phenoxy)-cyclohexyl]-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene, 
trans-3-[4-(8-Chloro-5-methyl-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-benzoazulen-l-yl)-

20 cyclohexyloxyj-benzonitrile, 
trans-8-Chloro-l-(4-m-tolyloxy-cyclohexyl)-4H,6H~2,3,5,10b-tetraaza-benzo[e]azulene-5-
carboxylic acid tert-butyl ester, 
trans-8-Chloro-l-(4-m"tolyloxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,10b-tetraaza-benzo[e]azulene 
hydrochloride, 

25 trans-8-Chloro-5-methyl-l-(4-m-tolyloxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,10b-tetraaza-
benzo[e]azulene, 
trans-l-[4-(3-tert-Butyl-phenoxy)-cyclohexyl]-8-chloro-4H,6H-2,3,5,10b-tetraaza-
benzo[e]azulene-5-carboxylic acid tert-butyl ester, 
trans-8-Chloro-l-[4-(2-fluoro-phenoxy)-cyclohexyl]~4H,6H~2,3,5,10b-tetraaza-benzo[e]azulene-

30 5-carboxylic acid tert-butyl ester, 
trans-8-Chloro-l-[4-(2-fluoro-phenoxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-tetraaza-
benzo[e]azulene hydrochloride, 
trans-8-Chloro-l-[4-(2'fluoro-phenoxy)-cyclohexyl]-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo[e]azulene, 

35 trans-8-Chloro-l-[4-(2-cyano-pheiioxy)-cyclohexyl]-411,611-2,3.5,10b-tctraaza-benzoazulenc-5-
carboxylic acid tert-butyl ester, 
trans-2-[4-(8-Chloro-5,6-dihydro-4H-2,3,5,10b-tetraaza-benzo[e]azulen-l-yl)-cyclohexyloxy]-
benzonitrile hydrochloride, 
trans-2-[4-(8-Chloro-5-methyl-5,6-dihydro-4H-2,3,5,10b~tetraaza-benzoazulen-l-yl)-

40 cyclohexyloxy]-benzonitrile, 
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trans-8-Chloro-l-(4-o~tolyloxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza~benzoazulene-5-
carboxylic acid tert-butyl ester, 
trans-8-Chloro-5-methyl-l-(4-o-tolyloxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,10b-tetraaza-
benzoazulene, 

5 trans-8-Chloro-l -[4-(3,5-difluoro-phenoxy)-cyclohexyl]-4H,6H-2,3,5,1 Ob-tetraaza-
benzoazulene-5-carboxylic acid tert-butyl ester, 
trans-8-Chloro-l-[4-(3,5-difluoro-phenoxy)-cyclohexyl]~5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene, 
trans-8-Chloro-l-[4-(naphthalen-2-yloxy)-cyclohexyl]-4H,6H-2,3,5,10b~tetraaza-benzoazulene-

10 5-carboxylic acid tert-butyl ester, 
trans-8~Chloro-5-methyl-l-[4-(naphthalen-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene, 
trans-8-Chloro-l-[4-(pyridin-3-yloxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-benzoazulene-5-
carboxylic acid tert-butyl ester, 

15 trans-8-Chloro-5-methyl-l-[4-(pyridin~3-yloxy)-cyclohexyl]~5,6-dihydro-4H-2,3,5,10b-tetraaza-
benzoazulene, 
trans-8-Chloro-l-[4-(5-chloro-pyridin-3-yloxy)-cyclohexyl]-4H,6H-2,3,5,1 Ob-tetraaza-
benzoazulene-5-carboxylic acid tert-butyl ester, 
trans-8-Chloro-l-[4-(5-chloro-pyridin-3-yloxy)-cyclohexyl]-5-methyl-5,6-dihydro-4H-2,3,5,10b-

20 tetraaza-benzoazulene, 
trans-8-Chloro-l-[4-(pyiidin-2-yloxy)-cyclohexyl]-4H,6H-2,3,5,1 Ob-tetraaza-benzoazulene-5-
carboxylic acid tert-butyl ester, 
trans-8-Chloro-l-[4-(pyridin-2-yloxy)~cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-tetraaza-
benzoazulene hydrochloride, 

25 trans-8-Chloro-5-methyl-1 ~[4-(pyiidin-2-yloxy)-cyclohexyl] - 5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzoazulene, 
trans-8-Chloro-l-[4-(6-chloro-pyridin-2-yloxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-
benzo[e]azulene-5-carboxylic acid tert-butyl ester, 
trans-8-Chloro-l-[4-(6-chloro-pyridin-2-yloxy)-cyclohexyl]-5-methyl-5,6-dihydro-4H-2,3,5,10b-

30 tetraaza-benzo[e]azulene, 
trans-8-Chloro-l-[4-(5-chloro-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzo[e]azulene hydrochloride, 
trans-8-Chloro-l-[4-(5-chloro-pyridin-2-yloxy)-cyclohexyl]-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo[e]azulene, 

35 trans-8-Chloro-l-[4-(pyrimidin-2-yloxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-
benzo[e]azulene-5-carboxylic acid tert-butyl ester, 
cis-8-Chloro-l-[4-(pyrimidin-2-yloxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-benzo[e]azulene-
5-carboxylic acid tert-butyl ester, 
trans-8-Chloro-5-methyl-l-[4-(pyrimidin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-

40 tetraaza-benzo[e]azulene, 
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trans-8-Chloro~l-[4-(pyrazin-2-yloxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-benzo[e]azulene-
5-carboxylic acid tert-butyl ester, 
trans- 8-Chloro-5-methyl-l -[4-(pyrazin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,1 Ob-
tetraaza-benzo[e]azulene, 

5 trans-8-Chloro-l-[4-(pyrimidin-4-yloxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-
benzo[e]azulene-5-carboxylic acid tert-butyl ester, 
trans-8-Chloro-5-methyl-l-[4~(pyrimidin-4-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo [e] azulene, 
trans-8-Chloro-l-[4~(pyridazin-3-yloxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-benzo[e]azulene-

10 5-carboxylic acid tert-butyl ester, 
cis-8-Chloro-l-[4-(pyridazin-3-yloxy)-cyclohexyl]-4H,6H~2,3,5,10b-tetraaza-benzo[e]azulene-5-
carboxylic acid tert-butyl ester, 
trans-8-Chloro-5-methyl-l-[4-(pyridazin-3-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo [e] azulene, 

15 cis-8-Chloro-l-[4-(pyridin-2-yloxy)-cyclohexyl]-4H,6H-2,3,5,10b-tetraaza-benzo[e]azulene-5-
carboxylic acid tert-butyl ester , 
cis-8-Chloro-l-[4-(pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzo[e]azulene, 
cis-8-Chloro-5-methyl-l~[4-(pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-tetraaza-

20 benzo[e]azulene, 
trans~8-Chloro-l-[4-(3~fluoro-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H~2,3,5,10b-tetraaza-
benzo[e]azulene, 
trans-8-Chloro-l-[4-(3-fluoro-pyridin-2-yloxy)-cyclohexyl]-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo[e]azulene, 

25 trans-8-Chloro-l-[4-(5-fluoro-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-tetraaza-
benzo[e]azulene 
trans-8-Chloro-l-[4-(5-fluoro-pyridin-2-yloxy)-cyclohexyl]-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo[e]azulene, 
trans-8-Chloro-l-[4-(6-methyl-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-tetraaza-

30 benzo[e]azulene, 
trans-8-Chloro-5-(2,2-difluoro-ethyl)-l-[4-(6-methyl-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-
4H-2,3,5,10b-tetraaza-benzo[e]azulene, 
trans-8-Chloro-5-(2-fluoro-ethyl)-l-[4-(5-fluoro-pyridin-2-yloxy)~cyclohexyl]-5,6-dihydro-4H-
2,3,5,1 Ob-tetraaza-benzo [e] azul ene, 

35 trans-8-Chloro-5-ethyl-l-[4-(3-fluoro-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo[e] azulene, 
trans-8-Chloro-5-ethyl-l-[4-(5-£luoro-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-
tetraaza-b enzo [ e] azulene, 
trans-8-Chloro-5-ethyl-l-[4-(6-methyl-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-

40 tetraaza-benzo[e]azulene, and 
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trans-8-Chloro-5-methyl-l-[4-(6-methyl-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-
2,3,5,1 Ob-tetraaza-benzo[e]azulene. 

In another aspect, there is provided a pharmaceutical composition comprising a Via 
antagonist as defined herein in a pharmaceutically acceptable form for use in the treatment 

5 and/or prevention of phase shift sleep disorders. 

In another aspect, there is provided a selective Via antagonist for use in the 
treatment and/or prevention of phase shift sleep disorders, wherein the Via antagonist is selected 
from the group consisting of 

trans~8~Chloro~l~f4-phenoxv-cyclohexyl)-4Ii,6H~2,3,5, 1.0b-tetraaza-benzoazulene-5-carboxvlic 
10 acid tert-butyl ester, 

trans-8-Ch.loro-1 ~f4~phenoxv-cvclohexyl)~5.6~d.ihvdro~4H-2,3,5.1 Ob-tetraaza-benzoazulene 
hydrochloride. 

trans-8-Chloro-5-methyl-l-(4-phenoxy-cyclohexyl')-5.6-dihydro-4H-2,3,5,10b-tetraaza-
b enzo [ el azulene. 

15 traiis-l-r8-Chloro-.l-f4-phenoxy-cyclohexylV4H.6H-2,3,5,1.0b-teti'aaza-benzoazulen-5-yll-
ethanone, 

trans-8-Chloro-5-methanesulfonvl-l-(4-phenoxy-cyclohexyl)-5,6-dihvdro-4H-2.3.5,1 Ob-
tetraaza-benzoazulene, 

trans-2-r8-Chloro-l-(4-phenoxy-cyclohexylV4H.6H-2,3,5,10b-tetraaza-benzoazulen-5-yll-
20 ethanol, 

trans-8-Chloro-5-isopropyl-l-(4-phenoxv-cyclohexyl)-5,6-dihydro-4H-2.3,5,l Ob-tetraaza-
benzoazulene, 

tTans-8-Chloro-l-(4-phenoxy-cyclohexvl)-4H,6.H-2,3,5,10b-tetraaza-benzoazu.lene-5-sulfonie 
acid dimethylamide, 

25 traris-8-Chloro-l-f4-phenoxv-cyclohexvlV5-pvridin-2-ylmethyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene, 

trans- l-|"8-Chloro-l.-(r4-phenoxy-cyclohexyl')-4H,6H-2,3,5,10b-tetraaza-benzoazu.len-5-vl1-2-
dimethvlamin.o-ethano.ne, 

tran.s-8-Fluoro-l-(4-phenoxy-cyclohex.yl)-4H,6H-2,3,5,10b-tetraaza-benzorelazulene-5-
30 carboxylic acid tert-butyl ester. 



trans-8-Fluoro-5-met.hvl-l-(4-phenoxv-cvclohexvl)-5,6-dihyd.ro-4H-2.3,5J Ob-tetraaza-
be.nzoazul.ene, 

cis-8-Chloro-l-(4-phenoxv-cvclohexvl')-4H.,6H-2,3,5,10b-tetraaza-benzoazulene-5-carboxvlic 
acid tert-butyl ester, 

5 cis-8-Chloro-5-methyl-l-f4-phenoxv-cvclohexv0-5,6-dihydro-4H-2,3,5,10b-tetraaza-
benzoazulene, 

trans-8-Chloro-l-r4-(4-flu.oro-phenoxy)-cvclohexyn-4H,6H-2,3,5,10b-teti'aaza-benzoazulene-5-
carboxylic acid tert-butyl ester, 

trans-8-Chloro-l-r4-(4-fluoro-phenioxy)-cvclohexyll-5,6-dihydro-4H-2,3,5,10b-tetraaza-
10 benzole!azulene hydrochloride, 

trans-8-Chloro-1 -[4-(4-fluoro-phetioxy)-cyclohexvll-5-methyl-5,6-dihydro-4H-2,3,5,1 ()b~ 
tetraaza-benzoazulene, 

trans-8-Chloro-l-[4-(4-cyaiio-phenoxy)-cyclohexyl]-4H,6H-2.3,5,10b-tet.raaza-benzorelazulene-
5-carboxylic acid, tert-butyl ester, 

15 trans-4-r4-(8-Chloro-5-methyl-5,6-dihydro-4H-2.3,5,1 Ob-tetraaza-benzof elazulen-1 ~yl)~ 
cyclohexyloxvl-benzonitrile, 

trans-8-Chloro-1 -F4-f4-trifluorometliyl-plienoxy)-cvcloliexyl1-4H,6H-2.3,5,1 Ob-tetraaza-
benzoFelazulene-5-earboxylic acid tert-butyl ester, 

trans-8-Chloro-l-r4-(3-chloro-phenoxy)-cyclohexyll-4H,6H-2.3,5.10b-tetraaza-benzoazulene-5-
20 carboxylic acid tert-butyl ester, 

tfans-8-Chloro-l-|"4-(3-chloro-phenoxy)-cyclohexyll-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene, 

trans-8-Chloro-1 44-f3-methoxv-phenoxv)-eyclohexvl!-4H,6H-2,3,5,1 Ob-tetraaza-benzoazulene-
5-carboxylic acid tert-butyl ester. 

25 traiis-8-Chloro-144-(3-methoxv-phenoxy)-cyclohexyll-5,6-dihydro-4H-2.3,5.10b-tetraaza-
benzof el azulene hydrochloride, 

trans-8-Ch.loro-l-[4-(3-methoxy-ph.enoxy)-cyclohexyri-5-methyl-5.6-dihydro-4.H-2,3,5,10b-
tetraaza-benzoazulene, 

tran.s-3-r4-(8-Chloro-5-methvl-5,6-dihydro-4H-2,3,5,10b-tetraaza-benzoazulen-l-ylV 
30 cyclohexyloxyl -benzonitrile. 
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trans-8-Chloro-l-("4-m-tolyloxy-cvclohexyr)-4H,6H-2,3,5,10b-tetraaza-benzoFe1azulene-5-
carboxylic acid, tert-butyl ester, 

traiis~8"ChlorQ-l~(4-m~tolvloxy~cycl.oli6xvl)~5,6~clihydro~4H~2,3,5 JOb-tetraaza-benzorelazulene 
hydrochloride. 

5 trans-8-Chloro-5-methvl-l-(4-m-tolyloxv-cyclohexvl)-5,6-dihydro-4Ii-2,3,5 JOb-tetraaza-
benzoFelazulene, 

trans-l-r4-(3-tert-Butyl-phenoxy)-cyclohexyH-8-chloro-4H,6H-2,3,5,10b-tetraaza-
benzo[e~lazulene-5-carboxylic acid tert-butyl ester, 

trans-8-Chloro-l-r4-(2-fluoro-phenoxv)-cyclohexyll-4H,6H-2.3.5.10b-tetraaza-benzore1azulene-
10 5-carboxylic acid tert-butyl ester, 

trans-8-Chloro-l-[4-f2-fluoro-phenoxy)-cvclohexvH-5,6-dihydro-4H-2,3,5.10b-tetraaza-
benzof elazulene hydrochloride, 

trans-8-Chloro-l-f4-(2-fluoro-phenoxv)-cyck>hexvll-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-b enzo Fel azul en e, 

15 trans-8-Chloro-1 -14-(2~cyano-phenoxyVcyclohexyl1~4H,6H-2.3.5 J Ob-tetraaza-benzoazulene-5 -
carboxylic acid tert-butyl ester, 

trans-2-F4~f8-Chloro-5,6-dihvdro-4H-2,3,5,lQb-tetraaza~benzoFelazulen-l-vl)-cvclohexvloxvl-
benzonitrile hydrochloride, 

traiis-2-F4-(8-Chloro-5-methvl-5,6-dihydro-4H-2.3.5,,10b-tetraaza-benzoazulen-l-yl)-
20 cyclohexyloxvl-benzonitrile, 

trans-8-Chloro-l-(4-o-tolyloxv-cvclohexyl)-4H.6H-2,3,5,l 0b-tetraaza-benzoazulene-5-
carboxylic acid tert-butyl. ester, 

trans-8-Chloro-5-methyl-l-(4-o-tolvloxy-cyclohexvl)-5,6-dihyd.ro-4H-2,3.5 JOb-tetraaza-
benzoazulene, 

25 trans-8-Chloro-l-F4-r3.5-difluoro-phenoxv)-cyclohexvll-4H,6H-2,3,5,10b-tetraaza-
benzoazo.lene-5-carboxylic acid tert-butyl ester. 

trans-8-Chloro-l-F4-('3,5-difluoro-phenoxy)-cvclohexvll-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene. 

trans-8-Chloro-l~F4-(naphthalen-2-yloxy)-eyclohexyri-4H,6H~2,3,S,lQb-tetraaza~beiizoazulene-
30 5-carboxylic acid tert-butyl ester, 
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trans~8~Chloro-5~methyl~1 -F4-fnaphthalen-2-yloxy)-cycIohexyll-5,6-dihydro-4H-2,3,5,1 Ob-
tetraaza-benzoazulene, 

trans-8-Chloro-l-F4-(pyridin-3-vloxy')-cvclohexvl"l-4H.,6H-2,3.5J0b-tetraaza-benzoazuIene-5-
carboxylic acid tert-butyl ester, 

5 trans~8-Chloro~5-metliyl~l~[4-(pwidm~3-vloxvVcvclohexvri~S,6~dihydro~4H~2,3,S,10b~tctraaza~ 
benzoazulene, 

trans-8-ChlorO"l-r4-(5~cMoro~pyridin~3-yloxv)~cycloliexyll~4H,6H~2,3,5 JOb-tetraaza-
benzoazu.lene-5-carboxylic acid tert-butyl ester, 

trans-8-Chloro~l~r4-f5~chlorQ~pyridin~3~yloxy)~evclohexyl]~5~methy]~5,6-dihvdrO"4H.-2,3.5,.10b~ 
10 tetraaza-benzoazulene, 

trans-8-Chloro-1 -F4-(pyridin~2~yloxy)~eyclohexyli~4H,6H~2,3,5,1 Ob-tetraaza-benzoazulene-5-
carboxylic acid tert-butyl ester, 

trans-8-Chloro-l-r4-(pyridin-2-yloxv)-cyclohexyr|-5.6-dihydro-4H-2,3,5,10b-tetra.aza-
benzoazulene hydrochloride, 

15 trans- 8-Chloro- 5 -methyl-1 - F4-(p vridin.-2-yloxyy cyclohexyll - 5.6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzoazulene, 

trans-8-Chloro-l-[4-('6-chloro-pyridin-2-vloxy)-eyclohexyri-4H,6H-2,3,5,10b-tetraaza-
benzoFelazulene-5-carboxylic acid tert-butyl ester, 

trans-8-Chloro-l-F4~(6-chloro-pyridin-2-yloxy)-cyclohexvll-5-methyl-5,6-dihvdro-4H-2,3,5,10b-
20 tetraaza-benzo Fel azu l ene, 

trans-8-Ch.loro-l-F4-f5-chloro-pyr.idin-2-vloxy)-cyclohexvl]-5.6-dihydro-4H-2,3,5J0b-tetraaza-
benzo Felazulene hydrochloride, 

trans-8-Chloro-l-F4-(5-ehloro-pyridiii-2-vloxy)-eyclohexyll-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoF elazulene, 

25 trans-8-Chloro-1 -r4-(p vrimidin-2-vloxv)-ovclohexvll-4H<6H-2.3,5 J Ob-tetraaza-
benzoFelazulene-5-carboxylic acid tertJiutyl ester, 

cis-8-Chloro-l J4~(pyrimldin-2-yloxy)~cyclohexyl1-4H,6H~2,3.5J0b-tetraaza~benzQFelazulene~ 
5-carboxvlie acid tert-butyl ester, 

trans-8-Chloro-5-methyl-1 -F4-fpvrifflidin-2-vloxy)~cyclohexyri-5,6-dihvdro-4H-2,3,5,10b-
3 0 tetraaza-benzo Fel azulene. 
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trans-8-Chloro~l~F4~(pvrazin-2-vloxy)-cyelohexyll-4H,6H~2,3,5,10b~tetraaza-benzoFe1azu-lene-
5-carboxylic acid tert-butyl ester, 

trans- 8-Chloro-5-metlivl-l-F4-(pyrazin-2-yloxv)-cvclohexyl]-5,6-dihvdro-4H-2.3,5,10b-
tetraaza-benzofel azulene, 

5 trans-8-Chloro-l-F4-(pvrimidiii-4-yloxy)-cvclohexyll-4H,6H-2,3,5,lQb-tetraaza-
benzo Fel azulene- 5 -carboxyl ic acid tert-butyl ester, 

trans-8-Chloro-5-methyl-l-F4-(pyrimidin-4-vloxv)-cyclohexyll-5,6-dihvdro-4H~2,3,5,i0b-
tetraaza-benzoFelazulene, 

trans-8-Chloro-l-r4-(pvridazin-3-yloxv)-cvclohexvll-4H,6H-2<3<5.10b-tetraaza-benzoFe1azulene-
10 5-carboxylic acid tert-butyl ester, 

cis~8"Chloro~l~F4~(pyridazin-3~yl.oxy)~cyclohexvri~4H,6H~2,3,5,,l()b-tetraaza~benzoFelazulene-5-
carboxylic acid tert-butyl ester, 

tfans-8-Chloro-5-methvl-l-F4-(pyridazin-3-yloxv)-cyclo.hexyll-5,6-dihydro-4H-2.3,5.10b-
tetraaza-b enzo F el azul en e, 

15 cis-8-Chloro-1 -F4-(;pyr.ldin-2-yloxv)-cyclohexyri-4H,6H~2,3,5.1 Ob-tetraaza-benzol elazulene-5-
carboxylic acid tert-butyl ester , 

eis-8-Chloro-l-F4-(pyridm-2-yloxy)-eyelohexyl]-5,6-dihydro-4H-2.3,5,10b-tetraaza-
benzoFelazulene, 

cis-8-Chloro-5-methyl-l-F4-fpyridin-2-yloxy)-cyelohexyll-5,6-dihydro-4H-2,3,5,10b-tetraaza-
20 benzoFelazulene, 

trans~8-Chloro~l-F4-f3-fiuoro~pyridin-2-yloxy)~eyclohexyn~5,6-dihydro~4H-2,3,5.10b~t6traaza~ 
benzoFelazulene, 

trans-8-Chloro-l-F4-(3-fluoro-pyridin-2-vloxy)-evclohexvH-5-methyl-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoFe] azulene, 

25 trans-8-Chloro-l-l"4-(5-fluoro-pvridin-2-yloxv)-cyclohexyH-5,6-diliydro-4H-2,3,5,10b-tetraaza-
benzoFel azulene 

trans-8-Chloro-l-r4-(5-fluoro-pvridin-2-yloxv)-cvclohexvll-5-methyl-5,6-dilivdro-4H-2<3,5,10b-
tetraaza-benzoFelazulene, 

trans-8-Chloro-l-F4-(6-methvl-pyridin-2-yloxv)-cyclohexvri-5,6-dihvdro-4H-2,3,5,10b-tetraaza-
30 benzoFelazulene, 
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trans-8-Chloro-5-(2,2~difluoro~ethvi.)-l~[4~('6-methyl-pvridin~2-yloxv)-cyclohexyl]-5,6-dihydro-
4H-2.3.5,1 Ob-tetraaza-benzo[e]azu.lene, 

trans-8-Cliloro-5-('2-flu.oro-ethvl)-l-[4-(5-fluoro-pvrid.m-2-vloxv")-cvclohexvl1-5,6-dih.vdro-4H-
2,3,5.1 Ob-tetraaza-be.nzo[ el azulene, 

5 trans~8-Chloro-5-ethvl~l-f4-f3-fluoro-pyridiii-2-yloxv)-eyclohexyfl-5,6-dihydro~4H-2,3,5,10b-
tetraaza-benzoFelazulene, 

trans-8-Chloro-5-ethvl-l-F4-(5-fluoro-pvrid.in-2-yloxy)-cvcloh.exyll-5,6-dihvdro-4H-2,3.,5.,10b-
tetraaza-benzo [el azulene, 

trans~8~Chlo.ro~5-ethyl~l~F4~(6~m6thy.l.-pyridin.~2~yloxy)~cyclohexyfl~5,6~dihyd:ro~4H~2,3,5,10b~ 
10 tetraaza-benzof'el azulene, and 

trans-8-Cliloro-5-methvl-l-["4-(6-methyl-pyridln-2-yloxy)-cycloliexyri-5,6-diliydro-4H-
2,3,5,1 Ob-tetraaza-benzof elazulene. 

In another aspect, there is provided a selective Via antagonist for use in the treatment 
and/or prevention of phase shift sleep disorders, wherein the Via antagonist is 

The following definitions of the general terms used in the present description apply 
irrespectively of whether the terms in question appear alone or in combination with other groups. 

The term "phase shift sleep disorders" summarizes conditions classified as disturbances 
in the circadian rhythm, i.e. the approximately 24-hour cycles that are generated by an organism, 

20 e.g. a human being. 

Phase shift sleep disorders include, but are not limited to transient disorders like jetlag or 
or a changed sleep schedule due to work, social responsibilities, or illness, as well as chronic 
disorders like delayed sleep-phase syndrome (DSPS), delayed sleep-phase type (DSPT), 
advanced sleep-phase syndrome (ASPS), and irregular sleep-wake cycle. 

25 The term "Via antagonist" refers to antagonists of the Via vasopressin receptor subtype. 
Examples include OPC-21268, OPC-31260, C)PC-41061, VP A-985, SR-49059, SR-121463, VP-
343, FR-161282, CI-1025, SRX-251, SRX-246, JNJ-17158063, FE-202158, VT-913, 

15 
\ 

example 1. 



LY307174, Org-52186, PF-184563, YM-218, l-({ (2;U^-5-chloro-3-(2-chlorophenyl)-•l-[(3,4-
dimethoxyphenyl)sulfonyl]-3-hydroxy-2,3-dihydro-l//~illdol-2-yl}carbonyl)~L-prolinamide, [6-
chloro-l-[2-(dimethylamino)ethyl]mdol-3-yl]-spiro[lH-isobeiizofuran-3,4'-piperidine]-r-yl-
methanone, 8-Chloro-5-methyl-l-(3,4,5,6-tetrahydro-2H-[l,2']bipyridinyl-4-yl)-5,6~dihydro-4H-
2,3,5,10b-tetraaza-benzo[e]azulene, trans-8-chloro-5-methyl-l-(4-pyridin-2-yloxycyclohexyl)-
4,6-dihydro-[l,2,4]triazolo[4,3-a][l,4]benzodiazepine and the like. The term "selective Via 
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Claims 

4- ys€H3#-aA^a-T®tagefiist4erth€--BMm+fetoe~^^ 
rvy> /A f ryt» i^yQt rp.pf t /\n A-T ono n1-ti -pf /••vp.-y* JA i n <a»yr< "CtXTVt/ \J£ pxv v viiuuil \J x. Oi-iii-t ai wjj uiauiuUloV 

3T Use-a«e©i:diHg4e-«tej&4T4ia3Ffee4reafea^rt-el:^lmeifty5ft-sle^-4iserd^ST 

5 ¥se~aee€H=4i»g40-«feiffi~4T4©¥4fe«--|)m¥6BMeB^^ 

4r tfee-a3eerfi«g4e--aBy^>B«~©£~elM:KJ-3T*4^^ 
jetfegr 

5T1 . Use of a Via antagonist in the manufacture of a medicament for the treatment 
and/or prevention of phase-shift sleep disorders, wherein said Via antagonist 

10 omK4-*4atfft3-4—4r vvh ereifr4beAM-a-af^^Mst-is a compound of formula IT 

wherein 

R1 is aryl or heteroaryl, unsubstituted or substituted with one or more substituents 
independently selected from A, 

15 R2 is H, 
Ci.i2-alkyl, unsubstituted or substituted with one or more OH, halo, cyano or 
Ci.n-alkoxy, 
-(CH2)q-Ra, wherein Ra is phenyl or 5- or 6-membered heteroaryl, each 
unsubstituted or substituted with one or more substituents independently selected 

20 from A, 
-(CH2)rNRiRii, 
-C(0)-C|_i2-alkyl, wherein Ci_|2-alkyl is unsubstituted or substituted with one or 
more OH, halo, cyano or Ci„i2-alkoxy, 
-C(0)(CH2)q0C(0)-CM2-alkyl, 

25 -C(0)(CH2)qNRiRii, 
-C(0)0-Ci_i2-alkyl. wherein alkyl is unsubstituted or substituted with one or more 
OH, halo, cyano or Ci-12-alkoxy, 
-S(0)2-Ci_i2-alkyl, or 
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-S(0)2NRiRii, 
R1 and R" are each independently H, Ci„]2-alkyl, or form together with the 
nitrogen to which they are bound a 3- to 7-membered heterocycloalkyl containing 
one or two heteroatoms selected from N, O or S, which heterocycloalkyl is 

5 unsubstituted or substituted by one or more substituents independently selected 
from B, 

q is 1, 2, 3 or 4, 
r is 2, 3 or 4, 
A is halo, cyano, OH, Ci-7-alkyl, halo-Ci-7-alkyl, or Ci_7-alkoxy, halo-Ci_7-alkoxy, or 

10 hydroxy-Ci-7-alkyl, 
B is oxo, halo, OH, C^-alkyl or Ci_7-alkoxy, 
R3 is CI or F, 

or a pharmaceutically acceptable salt thereof, and. 7 

Rl4s a-meaeyateiit 

anfflteHevai«n£-§—ef-^-faefflbered-afeBiatie-^fteaeey^—©r—tOnaiemb^ed: 
afBffl€Me4>i-ey-e3ie-i4ftg^©atai»H^fteffl--©«Mie4^iHimg4:ireteF©fttefflrS--sete'ete4J¥©-Hi 

seleete€i-#0m--Aj^»d 
A4s is-4»teT--eyaH%--^H?^4^-alkyir4}ate^4j-alfcylT^.u.2-alke?tyT-fea4e-C:u?-alke?ey? 

hytifOK-y-C i. ;-ftik-yk 

25 7-. Use-^eefdfflg-4e-a»y~^^ l-4f-wbefeH^4keA^-arfHrtagemsNs-^ 
6empe«B4^#4eimHtor4r-^het#ii^'t4s--a-mefl<)valeTit eye^k^a^;e^aati^4iydt©0a^%eBHa©iety 
eensktHtg-ofxirf^^ 

&- Us€HM5eei^Rg-4©--afiy-©B-eHrf~6tai«s-4~?T-w]^^ 
©0Hip©«fid--©f1#Hffl«ter4T-wh«i:effi-wiieTOf^^4s-^yFyiHyt 

3 0 9-. Use-««e0rfing-4©-aay^MMi^f~elaH»s-4~47^wfeei«H^4te-A£4-a^:iteg©H«it4^ 
eo*Bi^o«H^I-o€:-fe«33«te-4rx^w:iier©H:3r-Ra-i-s 

•—G^a-alkyirflfiaifeMitetedrfH^sMb^^ , 
• eF-6HtftaMfeeFe44bet«Baiyl--a»d-^4s 

35 4^r3^F4Tfi:e;feraWy4T 
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•—45(0)-G^43-ay€y^ 

a&yl^refei#)4y4?j^-dfcy}y^a4-q4sJ^^-3-^f:-4rj*efemfe}y4T 

*__g(Q)Q_GW3_alj£yl. 

5 .-^s^Q^ws-alkyM* 

pj^Bj^Jy_g4_43_aJl£yJ7 

+0^ Use- ae€ef#-BgH^e-~€my~~i»€--ef1H3feR^^ 
eempettfld of feamttar4r-wb€feM-^:54s methyk 

10 4i Us€^-~aeeef#»|^4e—aay^H»e^0f1-ebHffl-s-4-4#7^^ 

45T Use-^ee0r€lffl-^4e-^a^-ese-^f1-eteiffl«-4-44y-^to:effl--4«-A^-«itegeaist-4s-« 
eefflrpeaa^efieHB^a-twherein the compound is selected from the group consisting of 

trans-8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulene-5-carboxylic 
15 acid tert-butyl ester, 

trans-8-Chloro-l-(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,10b-tetraaza-benzoazulene 
hydrochloride, 
trans-8-Chloro-5-methyl-l-(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzo[e]azulene, 

20 trans-l-[8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza:benzoazulen-5-yl]~ 
ethanone, 
trans-8-Chloro-5-methanesulfonyl-l -(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzoazulene, 
trans-2~[8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulen-5-yl]-

25 ethanol, 
trans-8-Chloro-5-isopropyl-l-(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzoazulene, 
trans-8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulene-5-sulfonic 
acid dimethylamide, 

30 trans-8-Chloro-l-(4-phenoxy-cyclohexyl)-5-pyridin-2-ylmethyl-5,6-dihydro-4H~2,3,5,10b-
tetraaza-benzoazulene, 
trans-l-[8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulen-5-yl]-2-
dimethylamino-ethanone, 
trans-8-Fluoro-l-(4-phcnoxy-cyclohexyl)-4H, 6H-2,3,5,10b-tetraaza-benzo[e]azulene-5-

35 carboxylic acid tert-butyl ester, 
trans-8-Fluoro-5-methyl-l-(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzoazulene, 
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trans-8-Chloro-5-(2-fluoro-ethyl)-l-[4-(5-fluoro-pyridin-2-yloxy)-eyclohexyl]-5,6-dihydro-4H-
2,3,5,1 Ob-tetraaza-benzo[e]azulene, 
trans-8~Chloro-5-ethyl-l-[4-(3-fluoro-pyridin-2~yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo [e] azulene, 

5 trans-8-Chloro-5~ethyl-l-[4-(5-fluoro-pyridin-2-yloxy)-cyclohexyl]-5,6-diliydro-4H-2,3,5,10b-
tetraaza-benzo [ e] azulene, 
trans-8-Chloro-5-ethyl-l-[4-(6-methyl-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo [e] azulene, and 
trans-8-Chloro-5-methyl-l-[4-(6-methyl-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-

10 2,3,5,1 Ob-tetraaza-benzo[e]azulene. 

4-3T2. Use according to aay-eae-ef-claims 1-43, wherein the V1 a antagonist is 

\ 
example 1. 

3. Use according to claim 1 or 2, wherein the phase shift sleep disorder is jetlag. 

15 acceptable forgb-

shams 5-13 k^a-phaHBaeetttieaily-aeeeptabfe-femi-7 

20 

4-6r-A-^pkaffiiaee:atieal-eempes&ieft-eemp£jsffig--a-Az4flr--^^ 
aeeeptabfe form-fer use'-iH-4h&-teeatee«t-aB^ef-ptw^^ef^-ef-^hase-siaft-steep 
Ssmdemr 

47.4, A pharmaceutical composition comprising a Via antagonist as defined in 
according t*> any tmetvf claims 5-131 or 2 in a pharmaceutically acceptable form for use 
in the treatment and/or prevention of phase shift sleep disorders. 
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diserdeFSr 

19- 5. A Via antagonist as defined in aetn-vr-drng to any claims SI or 2-13 9 
for use in the treatment and/or prevention of phase shift sleep disorders. 

5 30r 6. A selective Via antagonist for use in the treatment and/or 
prevention of phase shift sleep disorders, wherein the Via antagonist is 
selected from the group consisting of 

trans-8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulene-5-carboxylic 
acid tert-butyl ester, 

10 trans-8-Chloro-l -(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-benzoazulene 
hydrochloride, 
trans-8-Chloro-5-m ethyl-1 -(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzo[e] azulene, 
trans-l-[8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulen-5-yl]-

15 ethanone, 
trans-8-Chloro-5-methanesulfonyl-1 -(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-
tetraaza-benzoazulene, 
trans-2-[8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulen-5-yl]-
ethanol, 

20 trans-8-Chloro-5-isopropyl-l-(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzoazulene, 
trans-8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulene-5-sulfonic 
acid dimethylamide, 
trans-8-Chloro-l-(4-phenoxy-cyclohexyl)-5-pyridin-2-ylmethyl-5,6~dihydro-4H-2,3,5,10b-

25 tetraaza-benzoazulene, 
trans-l-[8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulen-5-yl]-2-
dimethylamino-ethanone, 
trans-8-Fluoro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzo[e]azulene-5-
carboxylic acid tert-butyl ester, 

30 trans-8-Fluoro-5-methyl-1 -(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-
benzoazulene, 
eis-8-Chloro-l-(4-phenoxy-cyclohexyl)-4H,6H-2,3,5,10b-tetraaza-benzoazulene-5-carboxylic 
acid tert-butyl ester, 
cis-8-Chloro-5-methyl-l-(4-phenoxy-cyclohexyl)-5,6-dihydro-4H-2,3,5,1 Ob-tetraaza-

35 benzoazulene, 
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trans-8-Chloro-5-ethyl-l-[4-(5-fluoro-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo [e] azulene, 
trans-8-Chloro-5-ethyl-l-[4-(6-methyl-pyridin-2-yloxy)-cyclohexyl]-5,6-dihydro-4H-2,3,5,10b-
tetraaza-benzo[e]azulene, and 
trans-8-Chloro-5-methyl-l-[4-(6-methyl-pyridin-2-yloxy)-eyclohexyl]-5,6-dihydro-4H-
2,3,5,10b-tetraaza-benzo[e]azulene. 

24r 7. A selective Via antagonist for use in the treatment and/or 
prevention of phase shift sleep disorders, wherein the Via antagonist is 

\ 
example 1. 


