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(57) ABSTRACT 

A piperidine compound of the formula (I): 

R 

Q-X-N Y 

wherein A is a fused aromatic ring; R is hydrogen, chloro or 
methoxy; X is (CH), which may be substituted, in which 
n is 0 or an integer of 1 to 10, -CHECH-, -C=C- 
O-, S-, NH-, N (COCH)—, 

-N(COOCH)-, -N(CHO)-, -N(CH)-, -CO-, 
SO-, or -SO-; Y is -CHECH-, -CHCH-, 
CHCO-, -O-, -S-, -NH-, -OCH-, 

-SCH-, -NHCH-, -CH(OH)CH- or -CH(OH) 
CH(OH)-; and Q is substituted or unsubstituted n-hexyl, 
carboxypropyl, ethoxycarbonylpropyl, cyanopropyl, 
cyclohexyl, phenyl, indanyl, naphthyl, tetrahydronaphthyl, 
benzocycloheptyl, piperidinyl, tetrahydroisoquinolinyl, 
indolyl, pyrolyl, furyl, thienyl, thiazolyl, oxazolyl or 
N-methylpyrolyl, wherein any one or more of the -(CH-)- 
groups of the hexyl, carboxypropyl, ethoxycarbonylpropyl 
and cyanopropyl groups may be replaced by -CHECH-, 
C=C-, -O-, -S-, -NH-, -N (COCH), 

-N(COCH)-, -N(CHO)-, -N(CH), -CO-, 
-SO- or -SO-, and wherein one or more of the 
-(CH-)-groups in X and Q may be substituted by 
-(CH-)- or -(CH2)5- thereby forming a ring structure. 

13 Claims, No Drawings 
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PIPERDINE DERVATIVES AND 
HYPOTENSIVES CONTAINING THE SAME 

Matter enclosed in heavy brackets appears in the 
original patent but forms no part of this reissue specifi 
cation; matter printed in italics indicates the additions 
made by reissue. 

This application is a reissue application of application 
Ser: No. 08/269,628, filed Jul. 1, 1994, now U.S. Pat. No. 
5,393,890 which in turn is a continuation of application Ser. 
No. 08/072,458, filed Jun. 7, 1993, now abandoned, which 
is a continuation of application Ser. No. 07/655,775, filed 
Feb. 15, 1991, now U.S. Pat. No. 5,250,681, which is a 
continuation of application Ser. No. 07/443,438, filed Nov. 
30, 1989, now abandoned, which is a continuation of appli 
cation Ser. No. 07/354,880, filed May 22, 1989, now U.S. 
Pat. No. 5,231,105, which is a continuation of application 
Ser. No. 07/201,911, filed Jun. 2, 1988, now abandoned. 

BACKGROUND OF THE INVENTION 

FIELD OF THE INVENTION 

The present invention relates to a piperidine derivative 
and hypotensives containing the same. 

DESCRIPTION OF THE BACKGROUND 

It is said that there are about 13,000,000 patients with 
hypertension in Japan and its frequency of occurrence in 
individuals becomes greater with advancing age. Further, as 
the age of a given population increases, increased attention 
is directed to hypertension which becomes more and more of 
a dangerous factor in Severe heart and cerebral diseases 
represented by cardiac infarction and cerebral apoplexy. In 
recent years, calcium antagonists or angiotensin convertase 
inhibitors have been widely used as excellent primary Selec 
tion drugs for treatment of hypertension. But the pharma 
ceutical effects or Safety of these hypotensives have recently 
come into question. 
A need therefore continues to exist for new hypotensive 

agents which exhibit excellent pharmaceutical effects and 
Safety which can be industrially prepared at low cost and in 
a simple manner. 

SUMMARY OF THE INVENTION 

Accordingly, one object of the present invention is to 
provide an effective hypotensive agent which is relatively 
Simple to prepare at low cost. 

Briefly, this object and other objects of the present inven 
tion as hereinafter will become more readily apparent can be 
attained by a piperidine derivative of formula (I): 

(I) 

Q-X-N 

wherein A is a fused aromatic ring; R is hydrogen, chloro or 
methoxy; X is (CH), which may be substituted, in which 
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2 
n is 0 or an integer of 1 to 10, -CHECH-, -C=C-, 
O-, S-, NH-, N (COCH)—, 

-N(COOCH)-, -N(CHO)-, -N(CH)-, -CO-, 
SO-, or -SO-; Y is -CHECH-, -CHCH-, 
CHCO-, -O-, -S-, -NH-, -OCH-, 

-SCH-, -NHCH-, -CH(OH)CH-or -CH (OH) 
CH (OH)-; and Q is substituted or unsubstituted n-hexyl, 
carboxypropyl, ethoxycarbonylpropyl, cyanopropyl, 
cyclohexyl, phenyl, indanyl, naphthyl, tetrahydronaphthyl, 
benzocycloheptyl, piperidinyl, tetrahydroisoquinolinyl, 
indolyl, pyrolyl, furyl, thienyl, thiazolyl, oxazolyl or 
N-methylpyrolyl, wherein any one or more of the -(CH-)- 
groups of the hexyl, carboxypropyl, ethoxycarbonylpropyl 
and cyanopropyl groups may be replaced by -CHECH-, 
C=C-, -O-, -S-, -NH-, -N (COCH), 

-N(COCH) , -N(CHO), -N(CH)-, -CO-, 
-SO- or -SO-, and wherein one or more of the 
-(CH-)-groups in X and Q may be substituted by 
-(CH-)- or -(CH2)5- thereby forming a ring structure. 

DETAILED DESCRIPTION OF THE 
PREFERRED EMBODIMENTS 

It has now been discovered that piperidine derivatives of 
the formula (I) above are effective as hypotensive agents. 
The present piperidine derivative exhibits excellent 
hypotensive action, its method of Synthesis is simple and its 
derivatives can be easily prepared. 

In formula (I), the fused aromatic ring (A) is a fused 
benzene, thiophene, pyridine or the like ring. Further, in 
formula (I) above, Substituents X and Q may be substituted 
by at least one Substituent Selected from the group consisting 
of H(CH2)n, wherein n is 1 to 10, C (CH), allyl, phenyl, 
isopropyl, hydroxy, methoxy, ethoxy, fluoro, chloro, 
acetoxy, 2-methoxyacetoxy, ethoxycarboxy, carboxyl, 
methoxy carbonyl, ethoxy carbonyl, cyano, 
imidazolylmethyl, trifluoromethyl, benzoyl, 
2-hydroxyben Zyl, nitro, a mino, acetylamino, 
propanoylamino, butanoylamino, piValoylamino, 
trifluoromethylamino, methoxycarbonylamino, 
ethoxy carbonyl a mino, cinnamo y la mino, 
methanesulfonylamino, N,N-bis(methanesulfonyl)amino, 
aminocarbonyl, aminosulfonyl, hydroxymethyl and 
acetoxymethyl. 
The method of administration of the present piperidine 

derivative when used as a hypotensive, include oral and 
parenteral routes. Dose is determined depending upon age, 
body weight and condition of the patient and route of 
administration. Daily dose is generally 0.01 to 2000 mg/kg 
for oral administration. In the case of parenteral 
administration, the daily dose is 0.01 to 1000 mg/kg. The 
present piperidine derivative may be prepared in the form of 
ordinary preparations Such as for example, tablets, powders, 
capsules, Solutions, Sugar-coated tablets or depots, which 
may be prepared in a conventional manner using conven 
tional preparation aids. For example, tablets can be obtained 
by mixing the piperidine derivative of the present invention 
diluents (e.g., lactose, calcium carbonate or calcium 
phosphate), binders (e.g., gum arabic, corn Starch or gelatin), 
SWelling agents (e.g., alginic acid, corn Starch or pregeli 
nated Starch), Sweeteners (e.g., Sucrose or Saccharin), flavors 
(e.g., peppermint, Gaultheria adenothrix oil orcherry), lubri 
cating and Wetting agents (e.g., magnesium Stearate, talc or 
carboxymethyl cellulose). 

Having now generally described this invention, a further 
understanding can be obtained by reference to certain spe 
cific examples which are provided herein for purposes of 



US RE38,257 E 
3 

illustration only and are not intended to be limited unless 
otherwise Specified. 

Unless otherwise indicated, the developing conditions for 
Silica gel TLC procedures were under chloroform/ 
methanol-9/1. Mass spectra (MS) were performed in the FD 
mode (m/z) and nuclear magnetic resonance spectra (NMR) 
were measured using tetramethylsilane as the internal Stan 
dard and CDC1 as the solvent. 

EXAMPLE 1. 

4-(5H-Dibenzoa,dcyclohepten-5-ylidene)-1- 
hexylpiperidine hydrochloride 

A solution of 273 mg (1 mmol) of 4-(5H-dibenzoa,d) 
cyclohepten-5-ylidene)-1-hexylpiperidine, 165 mg (1 
mmol) of 1-bromohexane, 745 mg (5 mmols) of sodium 
iodide and 414 mg (3 mmols) of potassium carbonate in 20 
ml of methyl isobutyl ketone was stirred and refluxed at 120 
C. overnight on an oil bath. After the reaction, the mixture 
was washed by adding 20 ml of water thereto. Then the 
organic phase was separated and the Solvent was distilled off 
under reduced pressure. After purifying by Silica gel column 
chromatography (eluent: methanol/chloroform, 1/100-1/ 
50), the product was converted into the hydrochloride with 
an equimolar hydrogen chloride/dioxane Solution. 
Amount yielded 180 mg 
Yield 46% 
TLC Rf-0.68 

MS 357 (M+) 
NMR 0.83 (3H, t), 1.2–1.4 (6H, m), 1.7–1.9 (2H, m), 2.31 

(2H, dd), 2.53 (2H, d), 2.7–2.8 (2H, m), 3.14 (2H, dd), 
3.38 (2H, dd), 3.38 (2H, d), 6.92 (2H, s), 7.2-7.4 (8H, 
m) 

Hereafter procedures were carried out in manner Similar 
to Example 1. 

EXAMPLE 2 

4-(5H-Dibenzoa,dcyclohepten-5-ylidene)-1- 
octylpiperidine hydrochloride 

Amount yielded 300 mg 
Yield 72% 
TLC Rif-O.71 

MS 385 (M+) 
NMR 0.85 (3H, t), 1.2–1.4 (10H, m), 1.7-2.0 (2H, m), 

2.30 (2H, dd), 2.53 (2H, d), 2.7–2.9 (2H, m), 3.13 (2H, 
dd), 3.38 (2H, d), 6.90 (2H, s), 7.1-7.4 (8H, m) 

EXAMPLE 3 

1-Decyl-4-(5H-dibenzoadcyclohepten-5-ylidene) 
piperidine hydrochloride 

Amount yielded 300 mg 
Yield 67% 
TLC Rif-O.75 

MS 413 (M+) 
NMR 0.85 (3H, t), 1.2–1.4 (14H, m), 1.7–1.9 (2H, m), 

2.33 (2H, dd), 2.54 (2H, d), 2.7–2.8 (2H, m), 3.15 (2H, 
dd), 3.39 (2H, d), 6.92 (2H, s), 7.1-7.4 (8H, m) 

EXAMPLE 4 

4-(5H-Dibenzoa,dcyclohepten-5-ylidene)-1- 
dodecylpiperidine hydrochloride 

Amount yielded 1.10 g 
Yield 92% 
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TLC Rif-O.78 

MS 441 (M+) 
NMR 0.85 (3H, t), 1.1–1.5 (18H, m), 1.7–1.9 (2H, m), 

2.32 (2H, dd), 2.54 (2H, d), 2.7–2.8 (2H, m), 3.12 (2H, 
dd), 3.36 (2H, d), 6.93 (2H, s), 7.1-7.4 (8H, m) 

EXAMPLE 5 

4-(5H-Dibenzoa,dcyclohepten-5-ylidene)-1- 
tetradecylpiperidine hydrochloride 

Amount yielded 1.20 g 
Yield 95% 
TLC Rif-O.78 

MS 469 (M+) 
NMR 0.82 (3H, t), 1.1–1.5 (22H, m), 1.7–1.9 (2H, m), 

2.33 (2H, dd), 2.55 (2H, d), 2.7–2.8 (2H, m), 3.15 (2H, 
dd), 3.40 (2H, d), 6.92 (2H, s), 7.1-7.4 (8H, m) 

EXAMPLE 6 

4-(5H-Dibenzoa,dcyclohepten-5-ylidene)-1- 
hexadecylpiperidine hydrochloride 

Amount yielded 1.18 g 
Yield 88% 
TLC Rf=0.80 

MS 497 (M+) 
NMR 0.80 (3H, t), 1.1–1.6 (26H, m), 1.7–1.9 (2H, m), 

2.33 (2H, dd), 2.58 (2H, d), 2.7–2.8 (2H, m), 3.20 (2H, 
dd), 3.40 (.2H, d), 6.88 (2H, s), 7.1-7.4 (8H, m) 

EXAMPLE 7 

1-Cyclohexylmethyl-4-(5H-dibenzoa,d) 
cyclohepten-5-ylidene)piperidine hydrochloride 

Amount yielded 520 mg 
Yield 51% 
TLC Rif-O.75 

MS 369 (M+) 
NMR 0.8–2.1 (11H, m), 2.42 (2H, dd), 2.65 (2H, d), 2.78 

(2H, d), 3.20 (2H, dd), 3.42 (2H, d), 6.91 (2H, s), 
7.1-7.4 (8H, m) 

EXAMPLE 8 

1-Cyclohexyl-2-(4-(5H-dibenzoa,dcyclohepten-5- 
ylidene)-1-piperidinyl)ethane hydrochloride 

Amount yielded 780 mg 
Yield 74% 
TLC Rif-O.75 

MS 383 (M+) 
NMR 0.8–2.1 (13H, m), 2.45 (2H, dd), 2.67 (2H, d), 

2.7–2.9 (2H, m), 3.0 (2H, dd), 3.48 (2H, d), 6.94 (2H, 
s), 7.1-7.4 (8H, m) 

EXAMPLE 9 

1-Cyclohexyl-3-(4-(5H-dibenzoa,dcyclohepten-5- 
ylidene)-1-piperidinyl)propane hydrochloride 

Amount yielded 1.02 g 
Yield 94% 
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-continued -continued 

Decrease in systolic blood pressure Decrease in systolic blood pressure 
Dose mmHg) time after administration (hour 5 Dose mmHg) time after administration (hour 

Compound (mg/kg) 0.5 4 Compound (mg/kg) 0.5 4 

52 O -23 -9 196 O -145 -81 
59 O -87 -21 197 O -51 -26 
60 O -121 -48 198 O -124 -25 
OO O -35 -5 1O 199 O -15 -24 
O1 O -89 -14 2OO O -10 -24 
O7 O -88 -11 2O1 O -118 -21 
O8 O -126 -50 2O2 O -54 -16 
11 O -98 -13 2O3 3 -123 -58 
12 O -16 O 2O)4 O -141 -84 
13 1. -151 -81 15 205 O -22 -4 
15 O -53 -19 2O6 O -61 -27 
16 O -36 -12 2O7 O -98 -43 
17 O -143 -25 208 O -131 -19 
18 O -129 -24 209 O -49 -13 
19 O -34 -5 210 1. -78 -69 
2O 3 -17 -12 212 O -15S 
21 O -42 -19 2O 213 O -82 3 
22 O -120 -62 214 O -126 -2 
23 O -55 -7 215 O -128 -14 
24 O -90 -20 216 3 -2 -27 
25 O -93 -14 217 O -18 -20 
26 O -87 -19 218 O -97 -1 
28 O -129 -8 25 219 O -104 -33 
29 O -17 -1 22O O -148 -54 
3O O -42 9 221 O -70 -13 
31 O -116 2 222 O -94 -5 
32 O -106 -5 224 O -69 -6 
33 3 -146 -84 225 O -115 -3 
34 O -115 -30 3O 226 O -131 -16 
35 O -132 -50 228 3 -112 -14 
36 O -100 -40 229 3 -77 -14 
38 O -129 -33 230 3 -131 -9 
39 O -139 -89 231 3 -132 -115 
40 3 -113 -101 232 1. -92 -85 
42 O -43 O 35 233 O -35 
49 O -116 -32 234 O -96 -2 
50 O -110 -47 235 O -99 -5 
51 O -81 -43 236 O -10 -15 
54 O -131 -105 237 O -65 -14 
55 O -131 -105 238 O -14 -5 
56 O -110 -42 40 239 O -68 -15 
57 O -32 -13 240 3 -118 -5 
58 O -8 7 241 O -73 -4 
59 O -27 -12 242 O -28 7 
60 O -3 -10 243 O -111 -3 
61 O -64 -12 244 O -19 4 
62 O -62 -3 245 O -34 -10 
63 O -1 4 45 246 O -34 -4 
64 O -91 -22 247 O -119 -40 
65 O -22 12 248 O -101 -92 
66 O -45 6 249 O -121 -100 
68 O -108 O 250 O -136 -30 
69 O -130 -4 251 O -110 -24 
71 O -122 -8 50 252 O -23 -5 
72 O -115 -25 253 O -12 1. 
73 O -98 -25 255 O -62 2 
74 O -8 -16 256 O -60 -11 
75 O -87 -1 257 O -70 -13 
76 O -105 -10 258 O -74 -10 
8O O -25 -24 55 259 O -46 -5 
81 O -56 -27 260 O -51 -10 
82 O -11 -6 261 O -123 -11 
84 O -16 -4 262 O -16 -3 
85 O -66 -10 264 O -38 -5 
86 O -95 -12 265 O -61 -11 
87 O -47 -9 266 O -133 -77 
88 O -94 -12 60 267 O -40 O 
89 O -72 -15 268 O -29 13 
90 O -11 -15 269 O 143 -71 
91 O -29 -20 270 O -18 2 
92 O -25 -36 271 O -17 -13 
93 O -124 -59 272 O -76 -3 
94 O -59 -17 65 273 O -37 5 
95 O -100 -51 274 O -102 -21 



Compound 

275 
276 
277 
278 
279 
28O 
281 
282 
283 
284 
285 
286 
287 
288 
289 
290 
291 
292 
293 
294 
295 
296 
297 
298 
299 
3OO 
3O1 
3O2 
303 
304 
305 
306 
3O7 
3O8 
310 
311 
312 
313 
314 
315 
316 
317 
318 
319 
32O 
321 
322 
323 
324 
325 
326 
327 
328 
329 
330 
331 
332 
343 
344 
345 
346 
347 
348 
349 
350 
351 
352 
353 
354 
363 
364 
365 
366 
367 

Dose 

(mg/kg) 

3 

1. 

1. 

1. 
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-continued 

Decrease in systolic blood pressure 
mmHg) time after administration (hour 

0.5 

-66 
-24 
-27 
-64 
-83 
-50 
-31 
-72 
-112 
-151 
-62 
-134 
-83 
-92 
-20 
-15 

-31 
-122 
-17 
-36 

-109 
-129 
-111 
-134 

-100 

-138 

- 
O 

3 

2 5 

- 

- 
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34 

-continued 

Decrease in systolic blood pressure 
Dose mmHg) time after administration (hour 

Compound (mg/kg) 0.5 4 

368 3 -110 -68 
369 1O -101 -83 
370 1O -99 -69 
374 3 -119 11 
375 1. -126 -70 
376 3 -106 -77 
377 1. -151 -73 
378 1. -106 -90 
379 1. -118 -59 
38O O.3 -141 
381 3 -136 
382 3 -129 -74 
383 3 -112 -86 
334 3 -130 -93 
385 1O -123 -96 
386 1O -83 -96 
387 1O -112 -50 

EFFECTS OF THE INVENTION 

From the foregoing results, it is understood that the 
piperidine derivatives of the present invention possess 
hypotensive activity and are usable as hypotensives and 
therefore, they can be expected to provide an excellent 
hypotensive effect. Accordingly, the present invention is 
extremely useful, particularly in the pharmaceutical indus 
try. 

Having now fully described the invention, it will be 
apparent to one of ordinary skill in the art that many changes 
and modifications can be made thereto without departing 
from the Spirit or Scope of the invention as Set forth herein. 
What is claimed as new and is intended to be secured by 

Letters Patent of the United States is: 
1. A piperidine compound of the formula (I) 

(I) 

Q-X-N Y 

wherein: 
A is pyridine, 
R is -H, -Cl or -OCH; 
X is -(CH), , -CO-(CH), -CONH-(CH), 
-NHCO-(CH), or -CH=CH-(CH)-; and 

n is an integer of from 3 to 5; 
Yis-CH=CH-,-(CH), -OCH-, -SCH-, or 
-O-, and 

Q is -CN, Substituted or unsubstituted cyclohexyl, Sub 
Stituted or unsubstituted piperidinyl, Substituted or 
unsubstituted piperazinyl, Substituted or unsubstituted 
phenyl, Substituted or unsubstituted furyl, substituted 
or unsubstituted thienyl, Substituted or unsubstituted 
pyrrolyl, Substituted or unsubstituted pyridyl, Substi 



substituted by at least one substituent selected from the 

Substituted or unsubstituted piperidinyl. 
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tuted or unsubstituted morpholinyl, or substituted or 
unsubstituted thiomorpholinyl, wherein when Q is 
Substituted, the substituent(s) is/are selected from the 
group consisting of H-CH-) wherein n is an integer 
of 1 to 10, Cl-(CH2-), allyl, phenyl, isopropyl, 5 
hydroxy, methoxy, ethoxy, fluoro, chloro, acetoxy, 
2-methoxyacetoxy, ethoxycarboxyl, carboxyl, 
methoxycarbonyl, ethoxycarbonyl, cyano, 
imidazolylmethyl, trifluoromethyl, benzoyl, 
2-hydroxybenzyl, nitro, amino, acetylamino, 
propanoylamino, butanoylamino, pivaloylamino, 
trifluoromethylamino, methoxycarbonylamino, 
ethoxy carbonyla mino, cinnamo y lamino, 
methanesulfonylamino, N,N-bis(methanesulfonyl) 
amino, aminocarbonyl, aminoSulfonyl, hydroxymethyl 15 
and acetoxymethyl, and wherein when X and/or Q 
contain -CH2-groups, one or more of the -CH2-)- 
groups in X and/or Q may be substituted by -(CH) 
-(CH2-)s, thereby forming a ring structure. 

2. The piperidine compound of claim 1, wherein the 
hydrogen atoms of one or more of the -CH2-groups in X 
and Q are substituted by -(CH) or -(CH2)5, thereby 
forming a ring Structure. 

3. The piperidine compound of claim 1, wherein Q is 
25 

group consisting of H-CH-) wherein n is an integer of 1 
to 10, Cl-CH2-), allyl, phenyl, isopropyl, hydroxy, 
methoxy, ethoxy, fluoro, chloro, acetoxy, 2-methoxyacetoxy, 
ethoxycarboxyl, carboxyl, 
ethoxycarbonyl, cyano, imidazolylmethyl, trifluoromethyl, 

methoxy carbonyl, 
3O 

benzoyl, 2-hydroxybenzyl, nitro, amino, acetylamino, 
propanoylamino, butanoylamino, piValoylamino, 
trifluoromethylamino, methoxycarbonylamino, 
ethoxy carbonyl a mino, cinnamo y la mino, 
methaneSulfonylamino, N,N-bis(methaneSulfonyl)amino, 35 
aminocarbonyl, aminosulfonyl, hydroxymethyl and 
acetoxymethyl. 

4. The piperidine compound of claim 1, wherein X is 
-CONH-(CH). 

5. The piperidine compound of claim 1, wherein Y is 40 
-CHECH-. 

6. The piperidine compound of claim 1, wherein Y is 

wherein Q is 
45 

7. The piperidine compound of claim 1, 

8. The piperidine compound of claim 1, wherein X is 
-CONH-(CH), and Q is substituted or unsubstituted 
piperidinyl. 

9. A piperidine compound of the formula 
50 

R 

( ) 55 
Q-X-N Y 

wherein: 

R is -H, -Cl or -OCH; 
X is -(CH), , -CO-(CH), -CONH-(CH), 65 
-NHCO-(CH), or -CH=CH-(CH)-; and 

n is an integer of from 3 to 5; 

36 
(CH2) s Y is 

and 
Q is -CN, Substituted or unsubstituted piperidinyl, Sub 

Stituted or unsubstituted piperazinyl, Substituted or 
unsubstituted thienyl, substituted or unsubstituted 
morpholinyl, or substituted or unsubstituted 
thiomorpholinyl, wherein when Q is substituted, the 
Substituent(s) is/are selected from the group consisting 
of H-(CH), wherein n is an integer of 1 to 10, 
Cl-(CH2-), allyl, formyl, phenyl, isopropyl, hydroxy, 
methoxy, ethoxy, fluoro, chloro, ace to Xy, 
2-methoxyacetoxy, carboxyl, methoxycarbonyl, 
ethoxycarbonyl, cyano, imidazolylmethyl, 
trifluoromethyl, benzoyl, 2-hdyroxybenzyl, nitro, 
amino, acetylamino, propanoylamino, butanoylamino, 
pi Valo y la mino, trifluoro methyla mino, 
methoxycarbonylamino, ethoxycarbonylamino, 
cinnamoylamino, methaneSulfonylamino, N,N-bis 
(methane Sulfonyl)amino, a mino carbonyl, 
aminoSulfonyl, hydroxymethyl and acetoxymethyl, and 
wherein when X and/or Q contain -(CH2-)groups, one 
or more of the -(CH) groups in X and/or Q may be 
Substituted by -(CH2) or -(CH2)5, thereby forming a 
ring Structure. 

10. The piperidine compound of claim 9, wherein X is 
-CONH-(CH2), Y is -CH=CH-, and Q is 
N-formylpiperidinyl. 

11. A piperidine compound of the formula 

CH=CH-, OCH-, -SCH-; 

wherein: 

R is -H, -Cl or -OCH; 
X is -CO-(CH), -CONH-(CH), -NHCO 
(CH), or -CH=CH- (CH) , and 

Q is -CN, Substituted or unsubstituted cyclohexyl, Sub 
Stituted or unsubstituted piperidinyl, Substituted or 
unsubstituted piperazinyl, Substituted or unsubstituted 
phenyl, Substituted or unsubstituted furyl, substituted 
or unsubstituted thienyl, Substituted or unsubstituted 
pyrrolyl, Substituted or unsubstituted pyridyl, Substi 
tuted or unsubstituted morpholinyl, or substituted or 
unsubstituted thiomorpholinyl, wherein when Q is 
Substituted, the substituent(s) is/are selected from the 
group consisting of H-CH-) wherein n is an integer 
of 1 to 10, Cl-(CH2-), allyl, phenyl, isopropyl, 
hydroxy, methoxy, ethoxy, fluoro, chloro, acetoxy, 
2-methoxyacetoxy, ethoxycarboxyl, carboxyl, 
methoxycarbonyl, ethoxycarbonyl, cyano, 
imidazolylmethyl, trifluoromethyl, benzoyl, 
2-hydroxybenzyl, nitro, amino, acetylamino, 
propanoylamino, butanoylamino, pivaloylamino, 
trifluoromethylamino, methoxycarbonylamino, 
ethoxy carbony la mino, cinnamo y lamino, 
methanesulfonylamino, N,N-bis(methanesulfonyl) 
amino, aminocarbonyl, aminoSulfonyl, hydroxymethyl 
and acetoxymethyl, and wherein when X and/or Q 

Q-X-N 
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contain -CH2-groups, one or more of the -CH2-)- 
groups in X and/or Q may be substituted by -(CH) 
or -(CH2)s thereby forming a ring structure. 

12. A piperidine compound of the formula 

R 

( ) 1O 
Q-X-N O 

wherein: 

R is -H, -Cl or -OCH; 
X is -(CH), ; 2O 
n is an integer of from 3 to 5; and 
Q is -CN, Substituted or unsubstituted phenyl, substi 

tuted or unsubstituted furyl, Substituted or unsubsti 
tuted thienyl, substituted or unsubstituted pyrrolyl, Sub 

38 
stituted or unsubstituted pyridyl, wherein when Q is 
Substituted, the substituent(s) is/are selected from the 
group consisting of H-CH-) wherein n is an integer 
of 1 to 10, Cl-(CH2)5, allyl, phenyl, isopropyl, 
hydroxy, methoxy, ethoxy, fluoro, chloro, acetoxy, 
2-methoxyacetoxy, ethoxycarboxyl, carboxyl, 
methoxycarbonyl, ethoxycarbonyl, cyano, 
imidazolylmethyl, trifluoromethyl, benzoyl, 
2-hydroxybenzyl, nitro, amino, acetylamino, 
propanoylamino, butanoylamino, pivaloylamino, 
trifluoromethylamino, methoxycarbonylamino, 
ethoxy carbony la mino, cinnamo y lamino, 
methanesulfonylamino, N,N-bis(methanesulfonyl) 
amino, aminocarbonyl, aminoSulfonyl, hydroxymethyl 
and acetoxymethyl, and wherein one or more of the 
-(CH) groups in X may be substituted by -(CH), or 
-(CH2-)s thereby forming a ring structure. 

13. The piperidine compounds of claim 10, wherein R is 
-H. 
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