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4-yl]-5,6,7,8-tetrahydroquinolin-5-ol,

(5S)-4-(4,4-Difluorocyclohexyl)-3-{(S)-fluoro [4-(triﬂuoromethyl)phenyl]methyly}f 7,7-d

imethyl-2-[1-(5-methylthiopyrimidin-2-yl)piperidin-4-y1}-5,6,7,8 —tetrahydroql%iéolin—&
s

/#’

ol, y,

(58)-4-(4,4-Difluorocyclohexyl)-3-{(S)-fluoro [4-(triﬂuoromethyl)phen}zvl’jmethyl +-7,7-d

imethyl-2-{1-[5-(methylsulphonyl)pyrimidin-2-yl]piperidin-4-y1}-5 ?éf/ 7.8-tetrahydroqui
/

Vs

nolin-5-ol, } /

/
(5S)-2-{1-[5-(3-Carboxyphenyl)pyrimidin-2-yl} piperidin—4—ylj}@’zf-(4,4—diﬂuorocyclohex
y1)-3-{(S)-fluoro[4-(trifluoromethyl)phenyl}methyl} -7,7—d}ﬁﬁ/étllyl-5 ,6,7,8-tetrahydroqui
nolin-5-ol, //f

(5S)-4-(4,4~-Difluorocyclohexyl)-3- {(S)-fluoro[4-(tri foromethyl)phenyl]methyl} -2-(1-
{5 ~[(2—hydroxyethyl)(methyl)amino}pyrimidin—Z-y(i;eridin-ﬁr-yl)—7,7-dimethy1—5 ,6,7,
8-tetrahydroquinolin-5-o0l, and / /

(5 S)—4—(4,4~Diﬂuorocyclohexyl)—3 -{(S)-flupto[4-(trifluoromethyl)phenyljmethyl}-2-(1-
{5-[(3S)-3-hydroxypyrrolidin-1-yl]pyrimidine-2-yl} piperidin-4-yl)-7,7-dimethyl-5,6,7,8
-tetrahydroquinolin-5-ol.

s

16. A pharmaceutical com;é;on comprising the compound according to any one

£
of claims 1 to 15 ora pha ééologically acceptable salt thereof as an active ingredient.

17. The pharmacéutical composition according to claim 16 for treatment or
prophylaxis of dysiipidemia, hypercholesterolemia, low HDL cholesterolemia, high

LDL choleste(r? emia, hypertriglyceridemia, arteriosclerosis, arteriosclerotic heart

disease, corghary heart disease, cerebrovascular disease, peripheral vascular disease or

obesity.

The pharmaceutical composition according to claim 16 for treatment or
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prophylaxis of dyslipidemia, low HDL cholesterolemia, arteriosclerosis or coronary

heart disease.

19. The pharmaceutical composition according to claim 16 for treatmént or

prophylaxis of low HDL cholesterolemia.

/
/
20. The pharmaceutical composition according to claim 16 for treatment or
prophylaxis of arteriosclerosis.
21. The pharmaceutical composition according to/(/:laim 16 for treatment or

prophylaxis of a disease caused by a decrease in the’blood concentration of HDL

cholesterol.

22. The pharmaceutical composition/according to claim 16 for treatment or

prophylaxis of a disease caused by an ﬁ(crease in the blood concentration of LDL

cholesterol.

23. A medicament for ithibiting CETP comprising the compound according to any

one of claims 1 to 15 or & pharmacologically acceptable salt thereof as an active

ingredient.

salt thergof as an active ingredient.

A medicament for decreasing the concentration of LDL cholesterol comprising

the compound according to any one of claims 1 to 15 or a pharmacologically acceptable
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salt thereof as an active ingredient.

26. Use of the compound according to any one of claims 1 to 15 or a
pharmacologically acceptable salt thereof for preparing a pharmaceutical c:p&positi011.

7
ej‘

27. The use according to claim 26 for preparing a pharmaceutiga{f composition for
treatment or prophylaxis of dyslipidemia, hypercholesterolemia,flr’gw HDL
cholesterolemia, high LDL cholesterolemia, hypertriglyceridwcﬁ;ia, arteriosclerosis,

£

. . . . / . .
arteriosclerotic heart disease, coronary heart disease, cerebtovascular disease, peripheral
s

vascular disease or obesity.

28. The use according to claim 26 for prepating a pharmaceutical composition for

treatment or prophylaxis of dyslipidemia, low HDL cholesterolemia, arteriosclerosis or

coronary heart disease.

29. The use according to clainéfor preparing a pharmaceutical composition for

treatment or prophylaxis of lowHDL cholesterolemia.

30. The use accord'é claim 26 for preparing a pharmaceutical composition for

treatment or prophylgxis of arteriosclerosis.

mpound according to any one of claims 1 to 15 or a pharmacologically

acceptable Salt thereof for use in a method of treatment or prophylaxis of a disease.

32. The compound according to claim 31 or a pharmacologically acceptable salt
ereof, wherein the disease is dyslipidemia, hypercholesterolemia, low HDL

cholesterolemia, high LDL cholesterolemia, hypertriglyceridemia, arteriosclerosis,
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arteriosclerotic heart disease, coronary heart disease, cerebrovascular digeése, peripheral

vascular disease or obesity.

33. The compound according to claim 31 or a pharmpdcologically acceptable salt

thereof, wherein the disease is dyslipidemia, low cholesterolemia, arteriosclerosis

or coronary heart disease.

34. The compound according to'claim 31 or a pharmacologically acceptable salt

thereof, wherein the disease is J6w HDL cholesterolemia.

35. The compoynd according to claim 31 or a pharmacologically acceptable salt

thereof, whereiprthe disease is arteriosclerosis.
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4-y1]-5,6,7,8-tetrahydroquinolin-5-ol,
(5S)-4-(4,4-Difluorocyclohexyl)-3-{(S)-fluoro[4-(trifluoromethyl)phenyl Jmethyl }-7,7-d
imethyl-2-[1-(5-methylthiopyrimidin-2-yl)piperidin-4-y1]-5,6,7 ,8-tetrahydroquinolin-5-
ol,

(58)-4-(4,4-Difluorocyclohexyl)-3- {(S)-fluoro[4-(trifluoromethyl)phenyl methyl }-7,7-d
imethyl-2- {1-[5-(methylsulphonyl)pyrimidin-2-yl]piperidin-4-yl }-5,6,7,8-tetrahydroqui
nolin-5-ol,

(58)-2-{1-[5-(3~-Carboxyphenyl)pyrimidin-2-yl]piperidin-4-yl } -4-(4,4-difluorocyclohex
y1)-3-{(S)-fluoro[4-(trifluoromethyl)phenylJmethyl } -7,7-dimethyl-5,6,7,8-tetrahydroqui
nolin-5-ol, '
(5S)-4-(4,4-Difluorocyclohexyl)-3- {(S)-fluoro[4-(trifluoromethyl)phenyl jmethyl } -2-(1-
{5-[(2-hydroxyethyl}(methyl)amino]pyrimidin-2-yl } piperidin-4-yl1)-7,7-dimethyl-5,6,7,
8-tetrahydroquinolin-5-ol, and

(55)-4-(4,4-Difluorocyclohexyl)-3- {(S)-fluoro[4-(trifluoromethyl )phenyl jmethyl }-2-(1-
{5-[(3S)-3-hydroxypyrrolidin-1-yl|pyrimidin-2-yl } piperidin-4-y1)-7,7-dimethyl-5,6,7,8-

tetrahydroquinolin-5-ol.

16. The compound according to claim 2 or a pharmacologically acceptable salt
thereof, which is:
(58)-4-(4,4-Difluorocyclohexyl)-2-[1-(5-{[(2S)-2,3-dihydroxypropylJoxy} pyrimidin-2-
yDpiperidin-4-y1]-3- {(S)-fluoro[4-~(trifluoromethyl)phenyl |methyl }-7,7-dimethyl-5,6,7,

8-tetrahydroquinolin-5-ol.

17. The compound according to claim 2 or a pharmacologically acceptable salt
thereof, which is:

(5S)-4-(4,4-Difluorocyclohexyl)-2-[ 1-(5-{[(2R)-2,3-dihydroxypropyl Joxy} pyrimidin-2-
yD)piperidin-4-yl]-3-{(S)-fluoro[4-(trifluoromethyl)phenyl|methyl }-7,7-dimethyl-5,6,7,
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8-tetrahydroquinolin-5-ol.

18. The compound according to claim 2 or a pharmacologically acceptable salt
thereof, which is:

(5S)-4-(4,4-Difluorocyclohexyl)-3- {(S)-fluoro[4-(trifluoromethyl)phenyl jmethyl }-2-{1-
[5-(3-hydroxy-3-methylbutoxy)pyrimidin-2-yl]piperidin-4-yl}-7,7-dimethyl-5,6,7,8-tetr

ahydroquinolin-5-ol.

19. The compound according to claim 2 or a pharmacologically acceptable salt
thereof, which is:

(5S)-4-(4,4-Difluorocyclohexyl)-3- {(S)-fluoro[4-(trifluoromethyl)phenyl jmethyl }-7,7-d
imethyl-2-(1-{5-[3-(methylsulphonyl)propoxy]pyrimidin-2-yl } piperidin-4-yl)-5,6,7,8-te

trahydroquinolin-5-ol.

20. The compound according to claim 2 or a pharmacologically acceptable salt

thereof, which is:
(5S)-4-(4,4-Difluorocyclohexyl)-3-{(S)-fluoro[4-(trifluoromethyl)phenyl jmethyl }-2-(1-
{5-[3-hydroxy-2-(hydroxymethyl)propoxy]pyrimidin-2-yl } piperidin-4-yl)-7,7-dimethyl

-5,6,7,8-tetrahydroquinolin-5-ol. |

21. The compound according to claim 2 or a pharmacologically acceptable salt
thereof, which is:

(5S)-4-(4,4-Difluorocyclohexyl)-3- {(S)-fluoro[4-(trifluoromethyl)phenyl jmethyl }-2-(1-
{5-[3-hydroxy-2-(hydroxymethyl)-2-methylpropoxylpyrimidin-2-yl} piperidin-4-y1)-7,7

-dimethyl-5,6,7,8-tetrahydroquinolin-5-ol.

22. The compound according to claim 2 or a pharmacologically acceptable salt
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thereof, which is:
(55)-2-{1-[5-(3 -Carboxjrphenyl)pyrimidin—2~yl]pipen'din—4~y1 }-4-(4,4-difluorocyclohex
y1)-3-{(S)-fluoro[4-(trifluoromethyl)phenyl Jmethyl }-7,7-dimethyl-5,6,7,8-tetrahydroqui

nolin-5-ol.

23. A pharmaceutical composition comprising the compound according to any one

of claims 1 to 22 or a pharmacologically acceptable salt thereof as an active ingredient.

24. Use of a compound according to any one of claims 1 to 22 or a

pharmacologically acceptable salt thereof in the manufacture of a medicament.

25. The use according to claim 24, wherein the medicament is for the treatment or
prophylaxis of dyslipidemia, hypercholesterolemia, low HDL cholesterolemia, high
LDL cholesterolemia, hypertriglyceridemia, arteriosclerosis, arteriosclerotic heart

disease, coronary heart disease, cerebrovascular disease, peripheral vascular disease or

obesity.

26. The use according to claim 24, wherein the medicament is for the treatment or
prophylaxis of dyslipidemia, low HDL cholesterolemia, arteriosclerosis or coronary

heart disease.

27. The use according to claim 24, wherein the medicament is for the treatment or

prophylaxis of dyslipidemia.

28. The use according to claim 24, wherein the medicament is for the treatment or

prophylaxis of low HDL cholesterolemia.
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29. The use according to claim 24, wherein the medicament is for the treatment or

prophylaxis of arteriosclerosis.

30. A compound according to any one of claims 1 to 22 or a pharmacologically

acceptable salt thereof for as a medicament.

31. A compound according to any one of claims 1 to 22 or a pharmacologically
acceptable salt thereof, for use in the treatment of dyslipidemia, hypercholesterolemia,
low HDL cholesterolemia, high LDL cholesterolemia, hypertriglyceridemia,
arteriosclerosis, arteriosclerotic heart disease, coronary heart disease, cerebrovascular

disease, peripheral vascular disease or obesity.

32. A compound according to any one of claims 1 to 22 or a pharmacologically
acceptable salt thereof, for use in the treatment of dyslipidemia, low HDL

cholesterolemia, arteriosclerosis or coronary heart disease.

33. A compound according to any one of claims 1 to 22 or a pharmacologically

acceptable salt thereof, for use in the treatment of dyslipidemia.

34, A compound according to any one of claims 1 to 22 or a pharmacologically

acceptable salt thereof, for use in the treatment of low HDL cholesterolemia.

35. A compound according to any one of claims 1 to 22 or a pharmacologically

acceptable salt thereof, for use in the treatment of arteriosclerosis.

36. A compound according to any one of claims 1 to 22 or a pharmacologically

acceptable salt thereof for use in the treatment or prophylaxis of a disease caused by a
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decrease in the blood concentration of HDL cholesterol.

37. A compound according to any one of claims 1 to 22 or a pharmacologically
acceptable salt thereof for use in the treatment or prophylaxis of a disease caused by an

increase in the blood concentration of LDL cholesterol.

38. A compound according to any one of claims 1 to 22 or a pharmacologically

acceptable salt thereof for use in inhibiting CETP.

39, A compound according to any one of claims 1 to 22 or a pharmacologically

acceptable salt thereof for use in increasing the concentration of HDL cholesterol.

40. A compound according to any one of claims 1 to 22 or a pharmacologically

acceptable salt thereof for use in decreasing the concentration of LDL cholesterol.



