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H-BEFEE-REHE) 2H) - 2 - EWEFEBE®B
ARG 3 - H-F&EE-FHE-5-(2- (48—
FRBREBEELEAERERE) 28 ) — 2 — @ W EFE -

" B9
MOAPEREML »#5 (R) — (HEBES T ®)
— 3 - H-HEEFHE -2 - BEREMWEESL FHEL - (
3 4 -ZHBZEK-FEE) REKE » Mo HE :
S~ H-HEEEE -5 (S) - (4- (83 4-2zi&
—R-CFEEMEE) -FE) -2 -EURER (K&
W) m.p.219-221° 3 (a), =
0 )
B > S5 (R) - (M EBEFERE) — 3 —
H-FEEFE -2 -BEUKFATHERE  BT%S
T EY |
B4 - (B-ZHEBRE-FE&E) REKE :
S H-FAEEFHE -5 (S) - ( (4 -%-2ZH8
BE-FEERmEE) FE) — 2 — EWfEFE -
m.p.98-102"°: (al),=-—22.5"°

-—28 .5 (DMS

(DMS 0)

B4 - (M-ZHEBEE-FE&E) R K E :
- H-HAEFEHE -5 (S) - ( (4-8-2H8%
B - FREREE) FE) — 2 — Wk
m.p.164—-1625"°

AMSR R B AP B B KARRE (CNS ) A4S (210X 29704 )
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(alp ==-30.5° (DMSO)

4 - (%—Eﬁm}iﬁ%—%ﬁg)"}ﬁﬂiﬁﬁﬁ;
S—H-BHEEEFEHE -5 (S) - ( (4-%-98
BE-FEERERE) FE) - 2 - EW R
m.p.102-103°
(al)lp =-31.2° (DMSO)

B4 - (H-REEE-FS£E) Rg K E :

- H-HEEEXEE -5 (S) - ("(4-%-KE&
BEE-FEERMEE) FE) -2 - EUER (88
t®) m . p . 224-226°: (a), =
- 26 .7° (DMSO)

R4- (H-BTHEE-FE£E£) Rg K E:

- H-HEEFE-5 (S) - [ (4 -%-8T
MEE-FEEREE) FE) -2 -ERER (&
@it®w) m.p.235-236° : (a),p, =
- 28 .6° (DMSO0)

BEMHEHL 10
BUBREBH L @5 (R) - (FEREBEETHE

) 3 B -REFEHE - 2 - EUWEREG BER4 - (
H-BE-FEHE) R KE > BT HBE

S —H -BEFHE -5 (S) - ( (4-%-LBEEEHE
WRuEHE ) FE - 2 -BBER (A&L®”) >m . p .
241-245° : (a)p, =-28° (DMSO0)
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B4 - (H-FWHEE-FE€E) REKME NTH8SE :
3~ H-BEFE-5 (S) - ( (4-%-"EK
EXAEERE) F&E) -2 - BEYUHER > m . p .
122-125° ¢ (al)p,=—25.0"°
(DMS O0)
THZCERAFRRERRM -

HEROA - F5HANER
H2NERE-SF1IO0O0ORLELERI ZEEYE R
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6 .50 HEHBHERE  SBPEHBIEERN  BHEE
THREHE S EHAIEEGE--EREEY T -

BB - &AH

BM1O00XAKEWBEERLIA400=MFEBEL—2
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RAHEWA B-RESGE20ERZEELE -

BEHHC @ AK
Hif—aFlmttBaBRX I Z2EEYE -9 . 3 8%
NaH2PO4’2H20‘28-483‘EN32HPO4'

1 2H0K0 . 1 ZR&AKEK®LI 4 0FH - KRESB
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EHGLF 8K
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401417 .

HE#2(a) 5831065309 WA B X |
by mERE R Res 84320
RM84E3 AR

i

ZHRHMAWHE (apomorphine) FiF B HERITEZMN
HERB B EMRMBBMCostall et al., European J.
Pharmacol.50(1968), 39-50.thZ 5% » FH EDso sc-1&
(mg/kglfE— BRI CHEATLEVFHEESE :

P

R
HRCGREAE | mup. Ri [Re|{ m]| X R/S HCl/ 8 |EDs, sc
(H/1) '
23/8 195-196° | (A) | (1) | 1 0] S HCl 1.1
23/16 249-250° 1 (A | @] 1 | O S HCI 96 % % 10 mg/kg
23/21  1249251°| (A) [ ()| 1 | O S HCI 33 % 7£10 mg/k-
au/2  (246247°1 (A | ] 1 ] O S HCI 84 % 7£ 10 mg/kg
24/7 260-261° | (A [ 5| 1 | O S HCI 25 % %£ 10 mg/kg
24/22 208-209° | (A) | &) | I | O S HCi 89 % 7 10 mg/kg
25/8 227229 | W) | | 1 | o s HCl |94 % 710 mg/kg-
25/20 178-179° | (A) | ()| 1 | S S i3 0.82
26/5 223-225° L (A | ) | | S S HCI 82 %7E 10 mg/kg
26/15 226-229° (A | ®) | 1 | S S HCl 4.3
26/20 230234 (A9 | '] s S HCl 2.0
27/ 152-154° | (A) | (10y| 1 | S S i 45 % 7£ 10 mg/kg
27/11 236-240° | (A) [(1h| 1 | ©O S HCl 0.46
27/20 170-172° | (M) [y 1 | O S iR 0.65
28/22 254-257° L (M |an] 1 | o S HCl 0.53

-—

1998 2301GC e 1/2




RIS
(CH/17)

m.p.

29/6
30/1
30/13
30/24
31/11
32/3
34/10

34/23
35/5
35/10
35/15
35/23
36/6

(A)

(B)
©

(D
(2
©))
4
©)
(6)
(N
(8)
9
(10)

i n

L A oy

> 260°
264-266°
189-191°
282-284°
267-268°
174-176°
219-221°

164-165°
102-103¢
224-226°
235-236°
241-245°
122-125°

4-OCH;
4-H
4-Cl

4-NHAc
4-OCH,

4-CI

4-F
4-FEH
3-OCH;

4-H

4-CH,

-5 =T H
4-NHSO,CH,

(B)
©
(D)
(E)
(F)
(A)
(A)

(A)
(A)
(A)
(A)
(E)

(E)

R2 | m X R/S HCl/ g
(H| 1 0] S HCl
(| 1 0) S HCI
(H] 1 0) S HCI-H,0
()| 1 0 S HCI
(| 1 0] S HCI
(|1 1 |80, S 7y
49 1 |o S HCI
(I5) | 1 ) S R
(16) | 1 0 S i
7| 1 o) S HCI
(18| 1 0) S HCI
(191 1 0O S HCI
(12) ] 1 0 S 753

(D) = 4F&x

(E) = 4-OH

(F) = 4F

(I1) = 4-NH,

(12) = 4-NHCOC,H,

(13) = 4-N(CHj;)Ac

(14) = 3,4-0-(CH,),-0

(15) = 3-NHCOCH,

(16) = 4-NHCHO

(17) = 4-NHCOC,H,

(18) = 4-NHCOCH(CH,),

(19) = 4-OH

1904

EDs, sc

1.8

2.1

6.7

L5

0.7

9% %10 mg/kg

93 % % 30 mg/h _
(&% 0 fREIE )
6.0

L3 @k o s )
2.1 (lgu o R
0.77 (o fRg )
22 5k nREE )

1.1

AU F AN RYRVE]
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4 ¥
MTHERX] ZHFFL4 - FEGHEHN 4 — F 5 EIKEN
& ¥y
(CHz)m-N: )-X-R2 I,
RI-N /O ‘
i
O
o

R'%R? TEMEMBILI TEIXTFTERERMARXRKA -
OH~0A-6-10BEBKREFFEHE - 7 —
Il 1T E®REFFEFMHEE - —0—- (CHz2) o—
O—>~HaQ ~CFs3>~NOz2~NH:2-
NHA  >~NAz2~NHAc¢c ~NAAGZ ¢~
NHSO2AK/HHNASO:z2AH—5=-TRK

ZEHE S

EXHEPRE (BBZLR 4—A1;j}ldxy— aﬁd 4-arylthiopiperidine derivative;v} ‘

Novel 4-aryloxy- or 4-arylthiopiperidine
derivatives of the formula I

(CH;)m-ND—X-RZ L
¢
0

in which

R' and R? are each, independently of one another, phenyl
radicals which are unsubstituted Oor mono- or
disubstituted by A, 0OH, o0a, aryloxy with 6-10
C atoms, aralkyloxy with 7-11 ¢ atoms, -0O-
(CH,),-0-, Hal, CF,, NO,, NH,, NHA, NA,, NHAc,
NAAc, NHSO,A and/or NASO,A,

X is 0, s, 50 or so,,

m is 1, 2 or 3,

n is 1 or 2,

A is an alkyl radical with 1-6 C atoms,
Hal is F, Cl, Br or I

AR BN T BB FAEA (CNS ) AdAE (210X 2970 K )
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> o 8

#R~0O~~S ~SO0OH®S 0z
&1 ~ 2 8 3 >
1 8 2 »

xR~ 1 — 6 BKREFHKE >
#r~F ~CQ ~Br &I

Rl -8 EHEFHREZE -1 -1 0#8KRE
FHEEBERT7 — 1 1 HKREFFEZE

DEECEEB LUERE  HERBTUELETEMHR
RMCBAR B RAF MR EHRE > EHHTRENRE
BREE

RIRARE (B L4H

and

Ac is alkanoyl with 1-8 C atoms, aralkanoyl with
1-10 C atoms or aroyl with 7-11 C atoms,

and the physiologically acceptable salts thereof, show an

effect influencing the central nervous system, in

particular neuroleptic effect, with a negligible

cataleptic effect.
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