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ta 2 B H1([H] £ 7% 4z 88 (mepyramine))

b AR R B A RO T
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8.14 + 0.03 (3)
7.49 + 0.11 (3)
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4H), 7.0-8.1 (m, 7H), 9.18 (s, 1H) »
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036% % &8 - BREAMNCLETE @ AR A

B2 LBECE > ROMBRHEEIF02604(55%) G & B
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& 5619 8
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ZH(3.688 F)A K R48%,(0.428 % F )M Bk - # 4 F 2 B %
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Bl R A > BAFLS(75.5%)/ > 1-4 K -4-(6- FL & A )- Tk o o
D RAIRAERIZIZSEAB KA » e A L1S
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#(4.69% 3 F)1-48 £ -4-(6-A A K)-%kH# 0 1.25 #(31.3
PH)FEE > 3.055%42/5% 0 S0EF LB o REN T BHEH
16/h8F » BILB AR TFTRBEER > BEBAREIHR -4
N-(1-(6-#) % £)-9% =#(0.420 %, » 39%)H 4 A N M5 14 5 5
EXREERAEHEHR SRS  RAARERTZ100%
B &AL A Ao A0.420 %,(1.83% ¥ F)N-(1-& £ )9k o » 0.440
H(183E R F)6-(2-i% LA )-RKH 54 » 194% 57, (1.83%
ER)mEkdn S0OZFFRETEFEHR ARtz
Mo RIEEM3B » 5% AERABEERY - Bk
BENS0E K RTSE I ¢ 8 T 8 > pHEA KM IN 8 8 75 % A

(e

B NEAR O LEECER UKARB KL o LB CE
B AEREE KB A RBNEBEN - 2 EHZ kR
Bl bR AR BREMBERPE/ AT RALAR

PrRE FITAMZEBRBLEEL EiFaeBH  mp.
295-300°C » 214 % %,(22% & %) -

o}

T 4615 10
6-(4-(4-(1-2& )k o &K ) T &K )- K H o5 o4 &R
ANKEERAEBBRBEHESAAAERDTZS500E 7 B K
FRP 0 AmA200% Z BahEs 0 1675 (0.1E F)4-38 TH# » &
13155, (0.1 F) R H oZ ok 87 o R BN 115C po sk 1) 85 B
60°C Aush 1.5/ N85 o BRI BIA KK » #4554 > Bl LB
JEH o Kk BIEERIFENAE 0 BHE2004 > BIE
WA G i B R RO K B AF 12350 (43%) 6 & Bl 85 6-(4-72 T
B £ )- % 3 2 ¢ BINMR (d, DMSO-de) : 1.77 (quin, 2H), 3.00

21
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(t, 2H), 3.45 (t, 2H), 7.0-7.8 (m, 3H) °

BhEGRABRR} BEFRAAAER T Z100EH#
=SB KA A A1057(0.035% F)6-(4-1% T 8 A )- K 3 -5
ok B & 26.08EF(035E F)= A L&k - WHEH P2 B ixm
HHANI2.93FEH(0.080E E)Z L EH K » RENFIRHF
H16/08F - RERBEEAKT > FAIFTECEBLERBIE > U
Kkt - KRB B IFNERAR  BFERBEEFEEEH
6-(4-Z M T B A A T K )- R H -5 4 & > m.p. 100-103°C -
10.47 %,(98.7%) -

CHERAEILAEATZ20EFE KA @ uvAS5.0
#(0.0164% F)6-(4-Z A LB A A T H)- KX H 248 > 100
EHTE > RIS BN - RENEBFHLNG > KRG
BB R F /T B 0 LUK M BB BRI 0 BAERER 4N
MK RABEEITOEEB6-4-ATXK)-KHFZ48 > m.p.
130-133°C » 2.57#,(75.7%) -

EXNKERALERISEAAALERTZI00E 7 B K K
P AN0.6583(3.10% ¥ H)6-(4-8 T & )- R -5k ar 0.7
#,(3.10% F F)N-(1- A XK )%k o » 0328 %, 5 B 49 > 28 7 ot
IERS0EF EREE - R EER3A > A% #HERNTHT
Be » MAKZEME > RBRBRANIL K B &% - erdh e B g A
LB LBRE R RBI R AT > EIEMRHRER > B 5 B8
B GeBELBEL  UAEKKE > RRKEFOTON
(46.0%)& & B % > m.p. 231-233C -

T 11
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6-(2-(4-3-N-3-= A F A) K &)k K )-9k o K) T A ) K H
v% it AF]

R BABRBZZI2SEABEMAAN > AL 7289 F
HIN-(3-= & F A KA )93 & 5K)%k % > 0.70 7. (2.89 & H)6-(2-
BUH)KF 5ok B8R0 03157 (2.89% 3 F)a B 49 R50E F+ F
RETHAFER  REWERISNNGE o RELLL » o EN
LB LB RAK ° LBETES R &tk LAKEAF KM A
RN 0 ABRERENER K 0 RAE R E o N B g A
LB LE/—RFREARE RN  EHARISEBRERE
ekt MAIALR ALK BEHESUERIFZEILESY
z B ® > m.p. 280-282°C » 0.75%,(47%) -

o}

T K 5] 12
5-(2-(4-(1-(CR &)Uk &) T 55 )75 #3] o
ANEKERALRIRAAERDT Z250% 7 B &K A
N0 AeAN30.75 (230 £ F)RAL4E > 150 A =it > &
SEFMUSEEL VA CEA - T REAH » U154
BF F] o Ak By e NS0350 (37% £ F)v5 o3| o o R & X 4 4 47
#1054 > KRB @R2NEF - RIEZLASS » HmEK  HME
W B Bk s i 0 UKkAE 0 BRIRAKEET.6TE
(97%)5- . T B & -% 53] 2% - NMR (d, DMSO-dg): 3.40 (s, 2H),
5.05 (s, 2H), 6.8-7.9 (m, 3H) -
BHwHEELALRISAAAERDTZI00E 7 B KK
WNoAAS0F(239EXEH)5-A LA --%03 R R185EF =

FUBE - M P ZERRNMWASTIEH (54982 F)=

23
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KB b 0 Bl AaP b M 0 RIEN T REHF 16/ 85 o &
BREEANKKY  HBH - BREEAMBMEBEL  UKER
ke BRARKEAFS-(2-R T F)E 32 > m.p. 168-170
C o 3.0%(64%) -
CHERFELIRESEAAAEATIZIS0OEHBEEMRA
A A370% % (1.69% 3 F)5-(2-8. 2 & )23 0R » 400 % %
(L9 £ F)N-(1- 2 K)k-HE 8L B > 200 51(1.69 F F)
BEEA 2 AL RS0OEAFAETATESR REE
24/ NEF 0 AP R EE c REBMBBRN LK LE 0 UKAR
REBKRM > UBBERMB K RAERE BHBEMWHNFTEUT
BR LB R EMARITEUERZBEEFLLRE - 8K
B s AR EE > LA AL ROALEE R FE R MR LB 0 BABE R R
B K G & E g > m.p. 303-305°C » 603% % (84%) -

T35 13
6-(2-(4-(4-(2,1,3- % 3 & — ok £ )9k ot ) T £)- £ H % ok &7
ANEBEAFEASPEZSRIALAERTZI2SZE A B KK

N oo e A2.0% (1328 3 F)d-e A -2,1,3- K& —ok > 2.54
R(B2Z E H )£ L&A
4.195,(39.6 % 5 H)m Bh 40 0 2 sp e fbdn 0 RS0E F LB -

' 8 (mechlorethamine) & & & >

REER2B » A R R - BREMBEERD R F I Bk
M AERERANBL K R A o BBV BAER LT B/
FEVARBEN ARy SWERARE R B4-(2,1,3-
R g ok B)-N-F Aok of > 628% # (20%) - NMR (d,
CDCls) : 2.5 (s, 3H), 2.8 (m, 4H), 3.6 (m, 4H), 6.8 (m, 1H),

24
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7.5 (m, 2H) °

B fAELRBSRARAAERTZ2SES;fEEKANA
fe N620 % 3, (2.64 % F FH)4-(2,1,3- K ok =k K )-N-F K&
Pok 0 0224 HQO4ERF)AFERLMHE  RISEH =K
Lk > RIEERL6/EF > Abp R &SR - Rtk s B1E A
—ATFR/ICBUEBEARRBE RN  EMEEESSRE
H1EEEeBE#4-Q213- X2 L) N-THAEAEAR AL
sk o > S30% %,(69%) > NMR (d, CDCl;) : 3.6 (m, 4H), 3.8 (m,
4H), 4.4-5.0 (m, 2H), 6.6-7.6 (m, 4H) °

CHRERAAZSRAAAERIZXS0ZEHEEMARA -
He NS530%E %, (1.83% ¥ F)4-(2,1,3- K 3k — o £)-N-T #
AAABARAREHCE B EFRUALILANRM
Fo o ROJE G R2.TS/N0F » B0 BRE o 2% AR M LA R BR R B
3% 6 B B#N-(2,1,3-% 58 — o £)-9k o > m.p. 240-244
C > 365% %.(62%) -

DAEBEAALRSARAAER DT ZI2SZ A B KK
W heA365% % (1.13% 3 F)N-(2,1,3- K H & — ok K )-%
o 2752 £ (1.13F E H)6-2-i8 T AKX H -5k 8 > 359%

FBI9EE FH )N > 28 A ILMRA0EFA LB - RE

Bl A A28 0 AR AR  BRELMBERMN A F I 0 KK
e BB K 0 RAE c BBMNYBIEM KT
Bs /P BEF R LB R > AMARSBRE  BRD_AF
WR/FEE o BB EELERLE BHELBIEL 0 MUE
T e BB K JE 43228 % #.(45%) » m.p. 166-170°C -
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He 15 14

m

~

6-(2-(4-(1-% 55 )-9k = 55 ) T 55 ) 3K 7K o &7

HEBAEAREZRLAERA T ZI00E A B KA » o
AN1.03%(3.88% % H)6-(2-128 L A)RH-E4 8 - 822
(3.88% ¥ H)N-(1-% & )9k » 410% %, (3.88 & ¥ H )& &
o RS0ZEHFAETHATE - REE R4/ > A4 R
R RBRMBERNCHTE > UKRRB KL UEH
BRANAL K R AES - FTATEI B U LB LB R - #1358 &
E % > m.p. 198-220°C » 540% %.(36%) -

b

¥6 45 15

m

A

6-(2-(4-(3- % 3 B g ok &)Uk o# K ) T ) K H 0% ok 87
HHEERAEARBZIZSEHE KRN > o N4.82 5%
(0.022% FI)N-3-(X #F &£k K)ok (RFEERF A &
4,411,90138 Fr it #2 A B #) 0 5.322.(0.022 % H)6-(2-78) T %
KHosok @7 2.3350,(0.022% F ) Bedn > RSOEF FRET
ATFEH - REHEIRISIEF - RELAGRBENTLELT
BE R7K >~ LEE LB B & 8 » LAKRAFo KM RALS AR
M UEREEMAR K R A R h o RN BER T8 T A
R REB BN  AMARIEURE  RU_AFR/EAL
Bk 0 434 & B4 > m.p. 185-187°C - NMR (CDCl;) :
1.7 (bs, 1H), 2.7 (m, 8H), 3.6 (m, 4H), 6.9-8.0 (m, 7H) -
F 5516
5-(2-(4-(1,2- K B o -3-K)-9k o K ) T K& )05 03| 0

HERAEAAEARTIRLSBRZZI2SEFAE KA Ao

26
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AN0.62%(3.20% 3 F)5-(2- 8. T A)-v293a » 0.70 £,(3.20 %
BOE ) AR 0 2% by 0 RIOEHFAETHA T -
RE © A0/ 0 Aol 0 @R BRI c RN B R
NLEBECE(IH) AR EAME > UADFEN K TE(.S
HVki2 A4 o AL (R=02H5% F 87 T 8 T 85 )&
AR BB R T 0 B e AN B A o 2 BT
Bl g 42 BB 4 - ABEGE M > KR AR ER M - AR
HhehEAREAREBARRRRGBIEET  HEFEA
fbb4 2HEIEREME R E 4 mp. 288-288.5C » 0.78
S (59%) -

LKA AL B A S-(2-(4-(1,2- K H Bk ek 3- K)ok A) T
A)ygaletz F X HETHEH

5-(2-(4-(1,2-% 3 B ok 3- )k &) %)-1-T %03
wi|uf B8 E% B 5 25%,.m.p. 278-279°C

5-(2-(4-(1,2- K H BogE ok -3- K)o K)T &)-1-F K5
o3| of BB B BB ¥ K A4 0 42% 0 m.p. 283-285C ; MS(%) :
392(1) » 232(100) » 177(31) ; CyHyyN4OS.HCL.x H,0 Z % #7
8 :C60.33°-H5.98°N12.79- @44 : C 60.37 > H5.84 >
N 12.77 ;

5-2-(4-(12- % F Bk -3-K)k#A)T A)-1-CB-A XK
H)oZ o3| oR B AL B KA 0 8% > m.p. 221-223°C ; MS(%) :
488(1) > 256(4) > 232(100) ; 177(15) ; Co7H,5CIN,OS.HCIL.H,0
Z H5#4 1 C59.67> H5.19» N 10.31 - @44 : C59.95 >

H5.01 > N 10.14 ;
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5-(2-(4-(1,2- K H Bk 3- K)ok &) A)33-=F
B % o3| o B8 A% 8 K K A4 0 40% 0 m.p. 289-291°C ; MS(%) :
406(1) » 232(100) » 177(42) ; Co3HysN,OS.HCL.x H,0 = 4 #7
& :C61.11>H6.24>N12.39- 844 : C61.44 > H6.22 >
N 12.01 ;

5-(2-(4-(1,2- R A Bk 3-K)k# X)L &)-13-= F
HKoZB 0} > 76% > m.p. 256C ;

57-(2-(4-(1,2- 3K 3 Eog ok -3- )%k o K ) T & )-48 3R &
$]-1,37-95| R ik ]-2°-BA B EL B ¥ K &4 > 50% > m.p. 291-293
C(4#) s MS(%) : 432(1) » 232(100) » 200(11) » 177(36) ;
C,sHpsN,OS.HCLx H,OZ 4 #7 48 : C 62.81° H 6.33° N 11.72
%848 : C63.01 > H6.32> N11.34 ;

5-(2-(4-(1,2- K B gk -3- )k oK) %)-1,3,3-= F
o og| o BB AL B L K A4 0 63% > m.p. 225-257°C s MS(%) -
420(1) » 232(100) » 177(37) 5 C,4H,sN,OS . HCl.x H,0 2 4 #F
:C61.85-H6.49>N12.02- €844 : C61.97 H6.34 >
N 11.93;

5-(2-(4-(1,2- % £ E o 3- K )k oA ) T K )-6- R 75 73|
o BB % BB K A4 0 18%  m.p. 291-293°C 5 MS(%) : 396(1) »
232(100) » 177(53) ; C;1H, HyFOS.HCLx H,OZ 4 #7 5 © C
55.93-H5.36°N 12.42- & 844 : C 56.39> H 5.30> N 12.19 ;

5-(2-(4-(1,2- % % Bogok 3- K)o £)T £)-7- A % o3
R EBEEH > 9% > m.p. 253C

S-(2-(4-(1,2- % 3 B g ok 3- K)o £) T K )-6- 7% =3

28
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=)
<

RE AL E > 20% > m.p. >300°C ; MS(%) : 488(1) » 256(4) -
232(100) » 177(15) ; C51H,,CIH4OS.HCl.: H,Oz 5 #4715 © C
5250 H4.71>N 11.39- E /44 : C 52.83  H4.93 N 11.42

5-(2-(4-(1,2- 3% # B ok ok -3- K )k o &) T A )-6-£-3,3-
— F ¥k % o3 o} B B B > 35% > m.p. 284-286 C
C23HysFN,OS.HCLH,0Z 4 #7 {5 : C 57.67> H 5.89 N 11.70 -
%844 1 C58.03> H5.79 » N11.77 ;

5-(2-(4-(1,2-K 3t BB ok -3- 3K )sk o 2K ) T & ) o5 o3| R F
KA 26% » m.p. 131-135°C ; MS(%) : 406(2) » 270(8)
243(65) » 232(23) » 177(45) » 163(100) ; C3HN,0S.x H,0

S T C66.48 > H6.55 N13.48 - 844 : C 66.83 >
H 6.30 » N 13.08 ;

5-(2-(4-(1,2- % 3 £k ok 3- )k ot K) T H)-7- A 0% |
oK A M 0 7% 0 m.p. 126-129°C ; MS(%) : 424(3) ;
Cp3HysFN,OS. H,02 #7485 : C57.67 > H5.89 N11.70 - &
Bl4E : C57.96 H5.62 N11.47 ;

5-(2-(4-(1,2- K # Bog ok 3- K)o K) T A)-1-¢ 45
o £ KA 0 25% > m.p. 126-128°C 5 MS(%) : 434(2) >
298(10) > 271(55) > 232(34)» 177(53) > 163(100) ; C,5H3N,0S.
s H,O02 - #748: C 67.69H 7.04> N 12.63- & 845 : C 67.94 -
H6.73 > N 12.21 ;

5-(2-(4-(E-1-K)k o %) T 3 )-1-T & o5 03| o &5 8% 8 K
A 4> 21% > m.p. >300°C s MS(%):399(1)"225(96) 182 (30)
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NO9.26- g &l : C69.09 > H6.72 > N 9.20 ;

5-(2-(4-(B-1-A)k ot A) T B )-6-F oS3 g B AL H
23% > m.p. 289-291°C ; MS(%) : 389(1) » 232(3) » 225(100)
182(32) » 70(84) ; Ca4H,FN3O.HCL.» CH,Cl,Z 2 #7 44 : C
6242 H5.60>N897- g/ : C62.42>H5.82>N8.77;

5-(2-(4-(H-1-A)kH#ER)TKA)-T-A 55 REHE >
22% » m.p. 308°C (% A&) : MS(%) : 389(1) » 225(100) ;
C,4H, FN3;O.HCL.CH,Cl, z 40 #7 1 - C 55.78  H 593 * N
823 T A4 : C58.82> H5.80» N 8.27;

B e 17

(@)

-(4-(2-(3-FF BE o )R E)T A)RE) R IR 48R

HEERAEARSREAARARERIZIO0ZEAE KA fo
AN1.03%(AEZF)6-2-BCA)- KA KR > 088 (4E X
FIN-% 5 Bogok Loko » 0.84 % (BEE F ) dkdn » 2E %
witsy > RAOEAFARETATEH - REE R3O &
B BIERABERER - BGEMNBIER BT EE
BB EAFh o HEBEBRA AT B ABE
fFo 2 EBELER o Bl BE4SBIE 0 UAEBKEME > FRZEM K 0 UK
NEREAGEABR K BT E & E L mp. 288-290C - 1.44
#.(76.7%) -

B e 7] 18
1ISRESSRIBEEZREMBZEAIFTAMKRSE & &
BEARREE  BEAIZTHAI0E L > 4960F 7 ~ 480

Z % #4100 %/8B 24200 %£/8 s F E & 2 %k @ER

30
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A&

LB B R R D B iR & B o8 b IR ok 05 &R AT 0 B B
HLeBRERAAANRE  HBEHMALAEAENAEZIEAMK
BEHEREBERY  REBTAHBERD - BFRBEFEZ 2
AR —fkm T &S AER -
E 5615 19
ISRESSRIEMBEREZHEZEF I HWHFRE N MKDS
BT B A REEE  BREMAKETEH40E 5L H60E T~
HBOE X ~#100E /8B 24200 /BB H EX KK A
Bl > T BB R RS BIRE - &R LRk E
BB ERAAFANRE  EHRMALNEAENAEEY
B EAMBEOEERERY  RBITAHBE R -
Rk iz af <RI —mTEEER -

b

T he 15 A

o

AEBETRGIAEHS-(RLEEL)T3 R — R
Fo BB goss 2EH T FRY

S(RLCEA)1-T K293 02(81% > m.p. 157-159C >
NMR(CDCly)) ; 1.30 (t, 3H), 3.60 (s, 2H), 3.85 (q, 2H), 4.70
(s, 2H), 6.85-8.15 (m, 2H) ;

S-(RLT & #)-1-F #2930 (C;H(CINO, » 92% * m.p.
201-202°C ;

1-(3- R K K)-5-(A T 8 H )% 3 a% > 98% » m.p. 143-145
“C » NMR(DMSO-d) : 3.85 (br s, 2H), 5.10 (s, 2H), 6.8 (d,
1H), 7.4-7.6 (m, 4H), 7.9 (s+d, 2H) : MS(%) : 319(17,
270(100), 179(46), 178(38) ;

31



200427451

10

15

20

1,3- = F A -5-(R T8 HA)E3% - 97% » m.p. 206-207

S-(R. T BE B )-#8 3% R4 [1,3°]-781 R 2° & > 99% » m.p.
203-204°C (4 #&) ; NMR(DMSO-d) : 2.0 (br s, 8H), 4.95 (s,
2H), 6.9 (d, 1H), 7.8 (d+s, 2H), 10.6 (brs, 1H) ;

S-(RC8&)1,3,3-= F K o230} > 82% » m.p. 182-185
"C * NMR(CDCl;): 1.45 (s, 6H), 3.25 (s, 3H), 4.65 (s, 2H), 6.9
(d, 1H), 7.9 (s, 1H), 8.0 (d, 1H) ;

6-F.-5-(F. T 8 %)% 53] v} > 96% > m.p. 178-180°C ; NMR
(DMSO-dg) : 3.5 (s, 2H), 4.8 (d, 2H), 6.7-7.2 (m, 2H), 7.8 (d,
1H) ;

T-#.-5-(£. T 8 % )% 53] % » 91% > m.p. 194-196°C ; NMR
(DMSO-dg) : 3.68 (s, 2H), 5.13 (s, 2H), 7.65-7.9 (dd, 2H) ;

6-F.-5-(#. T 8 H)oE 93|} > 99% > m.p. 206-207C

5-(R T8 A)33-—F £ -6-F 23 % > 89% > m.p.
185-188°C ;

S5-(y-8. T 8 5 )vZ93eR » 84% » i » MS(%) : 239, 237
(55);

1-Z A -5-(y-8 T 8 & )eZ 93] 92 » 99% ;& » NMR(CDCls) :
1.2 (t, 3H), 1.5-2.7 (m, 5H), 3.0-3.2 (m, 2H), 3.5-4.0 (m, 3H),
6.8-7.0 (d, 1H), 7.9 (s, 1H), 7.95 (d, 1H) » s &

5-(y-R T B X)-7-#.9% 3 e® > 53% > m.p. 156-1607C -
& 5615 B

“dho B 12BA 7 HHES-(2-8 T K )5 03| 2 2 48 [
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5-2-R. T A)-1-2 &3k » 93% » m.p. 120-122°C :
NMR (CDCly) : 1.30 (t, 2H), 3.55 (s, 2H), 3.65-4.0 (m, 4H),
6.8-7.3 (m, 2H) ;

5-2-8. T #)-1-F K592 > 99% > m.p. 127-130°C ;
NMR (CDCL) : 3.1 (t, 2H), 3.2 (s, 2H), 3.5 (s, 2H), 3.75 (t,
2H), 6.8 (d, 1H), 7.15 (s, 1H), 7.3 (d, 1H) ;

5-2-8.C #)-1-3-F KX HK )% 930 > 83% > m.p. 75-76C

5-2-8.C2 #%)-1,3-=—F K593 » 58% > m.p.73-75C >
NMR (CDCls) : 1.45-1.55 (d, 3H), 3.03-3.2 (t, 2H), 3.25 (s,
3H), 3.30-3.60 (q, 1H), 3.65-3.90 (t, 2H), 6.85-6.90 (d, 1H),
7.15 (s, 1H), 7.15-7.30 (d, 1H) ;

57 (2-F T B )-4E [ K e -1,37-w8| R |-27-8 » 92% > m.p.
140-142°C ; NMR(DMSO-dg) : 2.8 (br s, 8H), 2.90 (t, 2H), 3.7
(t, 2H), 6.6-7.1 (m, 3H), 10.2 (brs, 1H) ;

S-(2-F.0 #£)-1,33-= F A oZ o3| » 83% » i

S-(2-5.2 £ )-6- F.7F %3 %% » 62% » m.p. 188-190°C ; NMR
(DMSO-dg): 3.05 (t, 2H), 3.5 (2, 2H), 3.85 (t, 2H), 6.6-7.3 (m,
2H) ;

5-2-8.C A)-T-A %@ % > 79% > m.p. 176-179°C
MS(%) ; 213(50), 180(20), 164(100), 136(76) ;

5-(2-8.0 K )-6-RoZ % » 94% » m.p. 210-211°C ;

5-(2- 8T #)-3,3-= F % -6- #°% 3| & (C1,H1;CIFNO »
84% » m.p. 195-196°C ; NMR(DMSO-dg) : 1.3 (s, 6H), 3.05 (t,

33
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2H), 3.7 (t, 2H), 6.65 (d, 1H), 7.1 (d, 1H), 10.1 (br s, 1H) ;

5-(4-8. T &) 5930} > 40% > & > NMR(CDCls) : 1.6-2.0
(m, 4H), 2.6 (m, 2H), 3.6 (m, 4H), 6.8-7.15 (m, 3H), 9.05 (br
s, 1H) ;

5-(4-8. T &)-T K593 ek » 48% » 7 > NMR(CDCI;) -
1.25 (t, 3H), 1.5-1.95 (m, 4H), 2.6 (m, 2H), 3.5 (s, 2H), 3.55
(t, 2H), 3.75 (q, 2H), 6.7-7.2 (m, 3H) ; X &

5-(4-8. T X)-7-#&°599% » 71% > m.p. 168-173°C -

L EE =X 3 ¥ 388 ]

(#)

[BE Xx £ ZTHREFIE]

(#)

(¥
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@%ﬁf)ﬁﬁz%ﬁ o MERZER C Bk RoKII ARG EE C RATI A
EREBl o ZFRAT) - AN HLBEEMBOEE(RER S £ &
ARf) SAELSBREEAELEZLALASHMERTHAEAALE I —F
@ ABAGAM —EERA L TEEZIAIRSA-RRILEHNFIE
OHEANBEBRHEEARMBIBEREZIN & S F ELARTEEAXK
FE2ALAHL L AIHLE  AMLEH TRl -

X
o Te® |
Ar—N — (C,H,), v

KEBRE FITHRZZEE oR B  H o
Ar n~ XBY%AE & bR -

Q!

CEXEABE

The present invention, in one aspect, relates to a method of using
piperazinyl-heterocyclic compounds of the formula I, as defined below, for
treating, in a mammal, including a human, situational anxiety, for example,
anxiety experienced prior to medical procedures (e.g., surgery), public
speaking, anxiety associated with swimming or water, anxiety associated with
travel (e.g., air travel), or anxiety associated with specific phobias (snakes,
spider, rats, sight of blood), comprising administering a pharmaceutically
effective amount of a compound of formula I to the mammal. In another aspect,
the present invention is directed to amethod of using piperazinyl-heterocyclic
compounds of the formula I, as defined below, for treating, inamammal, including
a human, treatment-resistant anxiety, which method comprises administering
a pharmaceutically effective amount of a compound of formula I to the mammal.
The compounds of formula I are defined as follows:

X
e ®
Ar——Nu — (C,HJ), v

or a pharmaceutically acceptable acid addition salt thereof, wherein
Ar, n, X, and Y are as defined.
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wg) o K 5 2-3 Fhegl ek KD egleR K S HRIR S eg R R EE
e — 2 = B(C-CoAmNK R~ AxKAZ—

B ZAAEEMHEU—EAR KX —EARNK S XHF%
o A 2B A R Tk A R ATk mR A 2-B A X
Fokoih gk L KRR B Kok B RRKH =k
-3

w9 FEANREESBZEEmmd  H PRy kst
HiehHtehARMEZERE -

AT FHFEAHEE—BXEZ2 Uit T Zits
W) B T Ik % BF (ziprasidone)Z B & AEdh S B ®E F T2
Z Bk T B o

WA FHEAGEE -2 B Eant LI E%Aadl
BAERALERBOFEEDERIBELTELZRRE
BRER > UH B HNOSERLEHNS0E LB Fi6 & -
AT FFEHBEE BB Za s HFPHiLs
MABELERBFEZABGERRE LS LTHLZEREF
B OURIBREABLORT -

AT P H EHEEIE—B2 B Ea iy L Fatts
MABEEREFEZAOGERRELZLETHERLZ R KGR

B ARBIZEHBFEIKT -
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