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1 X () #ywaaker (R 4-2%%2) TEAASITAHIALLE
BITRIAREAWNGETOCBEARAAGFALHIDARER . #2
EmABIHEEREH T OAME,

Z‘\|/R
/ N
R, _/__/‘N
N2z
R /.__.\ Z1§ 2
@‘A\ N
\
. N/ (0

X+

R ReAFRTABALTARR, €fNRA&RF, aR T, C-C,
Xk, ZRATE, REAIRAELLR, AAASGERTUAH AL
FERG—FH;

AREZRERT, BANKARWE, A RERETFZEAIAY
(C-0H), BANRKRZ Hinkt;

LRZEBETFETHC- REAFHRARKER T ;

LREAIRFEATHC- REATHBRARR T ;

LRAABEFRXTHC- REAFTHRARERE T,

FHRL, L L —RESTARFTAANLRT; # 1

Ri> Rs» Refe R TAAMRA LT ARFA, BfIRAEZRTF, AR T,
C—Coiik, FEIRBRRFL, ARG ERTAH R TFFHR
#H—f5g.

2. BRAZR1FHENBX (I) e HRALERETHRSGER
EWNEETOCBAREAGRILADANER . #ZEARRIBLHF
EhtHratgAd, YR RARZBALET, ARTF. KET,
RET, ZATE, 24, TAE, 74, ¢4, a4, 28k, #
TEPRTE.
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3.ARAZRITHENESX () REHRLAFITRLHAR
AHEBRTOEALEANHAHIDINER . #EERIBZHE
EmbHhr@egAE, EF¥ R, RAFRHGBELKANIRAGERT
AW RALT FEAG—H 5.

4 RAER1PAENHABR (1) REHAXALBLETHEZOAR
EHEBETOBAREAGALAYANAR . HBARRELH E
ERBGHA@ORAE, E¥ Ro R RAFRBALET. RET. &
BT, BRF. T4, 24, Ak, #ad. T4, RTA. #TE,
BT, %4, #A. LARBTRAGEL.

5. RA BRI FHANABX (I) eHAAEBETHZHGAR
AHELEROCHEARANGHILADIRER . FEERIELHEF
EAGHABGRAE, E¥ R, R R RRGBEREAIAAGE
BT AT s LF FHG—H 5 .

6. RMER I THANEX (1) RABAENESHFTOEARANR
HALFHEBER #EARIETGEAA YT OGANR, X
I8 FTHALY .

[1] 4-8-1-[4- (- H-4-FE-1-%g k) TE]-1H-wtd

[2] 4,5-=&-1-[4- (- E-4-XE-1-%e i) TE]-2-F&
—-1H-% =

[3] 1-[4- (4 RE4-FE-1-%ke X)) TE]I-IH-XH %=

[4] 1-[4- (4R 4-FE-1-%w i) TH]-1H-1,2,4-==%

[6] 4-8-1-{4-[4- 4-ERXE) 42 E-1-%w X TA}-1H-
vk, wk

[6] 4,5-=—&-1-{4-[4-2X-4- (4-ERERX) -1-%kz A]T
A}-2-F R-1H-% =%
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[7] 4-&-1-{4-[4-2 24 3-ZATFTEER) -1-%xX]T
A} -1H-wh =
[8] 4,5-=&-1-{4-[4-#E-4- G-ZATFTEXL) -1k 4]
TA}-2-F E-1H-% =%
[9] 4,5-=&-1-{4-[4-(4-REXE)4-E-1-RTE]TH£}-2-
Pk —1H-k =k
[10] 1-[4- (- E-4-FE-1-%kw i) TA]-1H-7%
[11] 4,5-=&-1-{4-[4- K-4- (4-FEXE) -1-%zgA]T
E}-2-F H-1H-%k =%
[12] 1-[4- (42 E-4-FXE-1-%kg k) TE]-1H-#t=%
[13] 1-[4- (4~ E-4-FE-1-%kwg %) TH]-1H--3|=¢
[14] 2-[4- (4-E-4-FXX-1-keg &) THE]-2H-7 =%
[16] 4-&-1-{4-[4-B X -4-(4-FEFXE)-1-%TX] T A}-1H-
ok, ok
[16] 4-&-1-{4-[4-E-4- (- FREXE) -1-%kwX]T
A} -1H-wk =k
[17] 1-[4- (4~ X-4-FXE-1-%kwe k) TE]-2-FE-1H-%=
(18] 1-{4-[4-2E-4- (4-FEFXE) 1%z A]TE}-1H-X 3#
%k ok
[19] 4,5-=FE-1-[4- (-2 E4-XE-1-%=zw i) TA]-1H-
ok =k
[20] 4-&-1-{4-[4-X-4- (1-%21) -1k X]TE]}-1H-
vk
[21] 4-&-1-{4-[4-BH-4- (- 1) -1-%=wA]TA}-1H-
ik, vk
[22] 4-&-1-{4-[4-F %-1- (1,2,3,6-w S mkwg &) 1T
A} -1H-wbod
[23] 1-{4-[4-%%-1- (1,2,3,6-m &z &) ] TE}-1H-%
F k=g
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[24] 1-{4-[4- % %X -1- (1,2,3,6-w &g %) 1T
A}-1H-1,2,4-==

[256] 4-&-1-{4-[4- (4-&XE)-1-(1,2,3,6-m@ Koz &) ]
T X} -1H-whw

[26] 4,5-=&-1-{4-[4- (4~ & X X) -1-(1,2,3,6-maA®=
) ITH)}-2-FX-1H-%=%

[27] 4-&-1-{4-[4- B-=RTEXE) -1- (1,2,3,6-w &+
sz ) 1T A} -1H-wtod

(28] 4,5-=&-2-F &£-1-{4-[4- (-=ZAFEXE) -1-
(1,2,3,6-m & abvg &) ]-TA}-1H-%=%

[29] 4-&-1-{4-[4- (4-AXHE)-1-(1,2,3,6-WEA®TE) ]
T &} -1H-wh =

[30] 4,5-=&-1-{4-[4- (4-AXE) -1- (1,2,3,6-m A =t
A) ITH}-2-FX-1H-% =%

[31] 4,5-=&-1-{4-[4-Fx %-1- (1,2,3,6-m&wwg &) ] T
A}-2-9 E-1H-%k %

[32] 4,5-=&-1-{4-[4-%X %-1- (1,2,3,6-m & weg &) 1T
A}-2-FEA-1H-%4 4% 3%

[33] 4,5-=—&-1-{4-[4-%x %-1- (1,2,3,6-w&weg &) 1T
A}-2-F E-1H-%kk %% %

[34] 1-{4-[4- (4-R X %) -1- (1,2,3,6-w Koz &) 1T
3L} -1H-3] w

[35] 1-{4-[4-%#-1- (1,2,3,6-m & akwg &) 1T £}-1H-%]

[36] 4,5-=&-2-F&-1-{4-[4-(4-TEXE)-1-(1,2,3,6-
waabgA) ] TE}-1H-% 4%

[37] 1-{4-[4-F %-1- (1,2,3,6-m & wteg &) 1T A}-1H-+
o

[38] 1-{4-[4-%X%-1- (1,2,3,6-mw & wtwg i) 1 TA}-1H-%
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ok

[39] 2-{4-[4-%%-1- (1,2,3,6-mw Kwkwz k) 1T %}-20-7
e

[40] 4-%&-1-{4-[4-(4-FRAFXE)-1-(1,2,3,6-@ &7 &)
THA}-1H-wb=d

[41] 4-&-1-{4-[4- (4-FAREXE) -1- (1,2,3,6-wE®%
A) JTA}-1H-9k =%

[42] 4-&-1-{4-[4-% %-1- (1,2,3,6-m sz &) 1 &
A} -1H-wt =

[43] 4,5-=&-1-{4-[4-FX£-1- (1,2,3,6-mAsw &) 1A
A}-2-F E-1H-%=¢

[44] 2- K A -1-{4-[4- %X %X-1- (1,2,3,6-m & wwg %) 1T
A} -1H-= =

[45] 1-{4-[4- (4-FEXX) -1- (1,2,3,6-mgwg &) 1T
A}-1H-F %=

[46] 4,5-=F%-1-{4-[4-FxEX-1- (1,2,3,6-was i) ]
T} -1H-%k =

[47] 4-&-1-{4-[4- (1-%%) -1- (1,2,3,6-w & wtr i) ]
TA}-1H-wh=%

[48] 4-f-1-{4-[4- (2-% %) -1- (1,2,3,6-m@ sz &) |
T} -1H-wto%

[49] 1-{2-[4- (4-&EXHX) -1- (1,2,3,6-mAs=w i) 1T
E}-1H-X ok

[50] 1-{4-[4-%%-1-(1,2,3,6-mw &g wkwe k) I TA}-1H-%
Frt L&

[61] 1-{4-[4- (4-ARFXE) -1- (1,2,3,6-m A &) 1T
E}-1H-F %%

[62] 1-{4-[4- (- FZHX) -1- (1,2,3,6-m &g k) 1T
A}-1IH-FXA%k-4 4% 4
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[63] 4,5-= & -2-F £-1-{4-[4- (3-AFTHAEXHL) -1-
(1,2,3,6-wgmbeg &) ] TR} -1H%2 484

[64] 4-&-1-{4-[4-(4-ARFXH)-1-(1,2,3,6-mw Ewkz £) ]
TA}-1H-wtok 3 8 3

[55] 1-{4-[4-%X%-1-(1,2,3,6-m&wz &) ] TX})-10-9
wk & % 3%

[66] 4,5-=&-1-{4-[4- (4-A X L) -1- (1,2,3,6-1 &%
i) I TEA-2-FE-1H-%=- a4 %% |

[57] 4- (4-&XHE) -1-{4-[4-%%-1- (1,2,3,6-m & wtwx
A) ITHA}-1H-wbt 4 % 3

[58] 4- (4-&FXHE) -1-{4-[4-%%-1- (1,2,3,6-m & wtwz
A) ] TA}-1H-nk=%

[69] 1-{4-[4- (4-REXX) -1- (1,2,3,6-w&ukezg &) 1T
A}-1H-= 4 % 3

[60] 1-{4-[4- (4R F %) -1- (1,2,3,6-m&wtez &) ] T
X} -1H-=wk

[61] 1-{4-[4- (4-R%XX) -1- (1,2,3,6-mw&utwz &) ] T
A}-2-F B-1H-%X k2

[62] 1-{4-[4- (4B %K) -1- (1,2,3,6-w gz £) ] T
A} -1H-v3] =

[63] 2-{4-[4- (4-®mXEHE) -1- (1,2,3,6-mw& ez &) I T
X} 203wk

[64] 2-{4-[4- (4-REX) -1- (1,2,3,6~m gtz &) ] T
E}-2H-R A =248 %

[65] 2-{4-[4- (4R EHX) -1- (1,2,3,6-mw &z &) ] T
A} -2H-X% 3 =k

[66] 1-{4-[4- (4-8%X) -1- (1,2,3,6-wa i) ]T
E}-1H-RA =2 4% %

[67] 2-{4-[4- (4-REX) -1- (1,2,3,6-wg ez &) 1T

7
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E}-1H-X 5 ==

[68] 4-&-1-{4-[4-(4-&XE)-1-(1,2,3,6-m@awtz &) ]
TA}-1H-wtok 34 % 3%

[69] 1-{4-[4-%%-1-(1,2,3,6-m&nkez &) ] T X}-1H-
31 &

[70] 1-{4-[4-%%-1- (1,2,3,6-w &z &) ] TX}-1H-=
ok 3%

[71] 2-%%-1-{4-[4-% %-1- (1,2,3,6-m & wke &) 1T
A}-1H-%k & 3%

[72] 1-{4-[4-%%-1- (1,2,3,6-m & wkez ) ] TX}-1H-%
ShR4

[73] 1-{4-[4-%%-1-(1,2,3,6-mw A sz &) ] TA}-1H-
%

[74] 4- (4-&XE) -1-[4- (4-BE4-FE-1-%kw X)) ]T
£} -1H-wt =k

[75] 1-{4-[4- (4-B %X X) 4-2E-1-%ke X]TX}-1H-X
ik

[76] 4-&-1-{4-[4-2%-4- B-ZATFTEXLE) -1-%Rw k]
T X} -1H-wkb=

[77] 1-{4-[4- (4-BEE) -4-2E-1-%kwe X] T X} -1H-
wf

[78] 2-{4-[4- (4-BR X X) 4-2X-1-%kw £]T X}-2H-
o

[79] 2-{4-[4- (4-R ¥ X) 4~ E-1-kw X] T X}-2H-%
¥ ==

[80] 1-{4-[4- (4-ARXX) 4 X-1- R X]TA}-1H-X%X
I Zwk

[81] 3-&-1-{4-[4-X %-1- (1,2,3,6-m & wkx &) 1T
A} -1H-=3] =&
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[82] 3-&-1-{4-[4-FX %-1- (1,2,3,6-w g wbwz &) ] T
X}-1H-4 ¢ % & &

[83] 1-{4-[4-E-4- (4-RXE) -1-%k=agX]TH}-1H-=
wit

[84] 1-{4-[4-2%K-4- (4-&XE) -1k X]TE}-1H-=
ot

[85] 4,5-=—&-1-{4-[4- (4~ X X) -1- (1,2,3,6-mw &
) JTAI-2-FE-1H-%4 48 4

[86] 4,5-=&-1-{4-[4-%X%-1- (1,2,3,6-m@&wx i) 1T
E}-1H-%=2 4 & #

[87] 1-{4-[4- (4-ARX %) -1- (1,2,3,6-w &g &) ]1T
Al-1H-==¢ xR &

[88] 1-{4-[4- (4B X %) -1- (1,2,3,6-wawkeg &) 1T
A}-1H-==

[89] 1-{4-[4- (4% %) -1- (1,2,3,6-mmAwkg &) 1T
A)-1H-Z-: % % |

[90] 1-{4-[4- (4-& %X %) -1- (1,2,3,6-m &g wkz &) 1T
E}-1H-==

[91] 1-{4-[4- (4-& % %) -1- (1,2,3,6-mw & wkg &) 1T
A}-1H-= # % %

[92] 2-FE-1-{4-[4-(4-&XHX)-1-(1,2,3,6-m &g &) ]
TA}-1H-k =%

[93] 2-FX-1-{4-[4-(4-&FXH)-1-(1,2,3,6-m At £)]
THA}-1H-%=¢ 4R A&

[94] 2,5-=F &-1-{4-[4-%%-1- (1,2,3,6-w s s &) ]
TA}-1H-w%

[95] 2,5-=F &-1-{4-[4-F X-1- (1,2,3,6-m A ntg &) ]
TX}I-1H-S & %

(96] 2,5-= ¥ &-1-{4-[4- (4-& X L) -1- (1,2,3,6-w K
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i) 1TA}-1H-wt%

[97] 2,5-=F&-1-{4-[4- (4-&XE) -1-(1,2,3,6-w A+
i) ITE}-1H-st% 4 %3

[98] 1-{4-[4- (4-& X %) -1- (1,2,3,6-mw&wkwe &) 1T
A} -1H-wk %

[99] 1-{4-[4- (4-& %X %) -1- (1,2,3,6-m & wkwg &) 1T
A}-1H-wbes- 3 & 34

[100] 1-{4-[4- (4-& %X %) -1- (1,2,3,6-m & wkwz &) 1T
A}-1H-==% B8 &

7. BMHAZK 1 PHAEGEX (1) AEHRELEFZLETHRLOH

REAARBRFTERGF N LERA—RAHNEOHEARANGER
R PIBER . FEARIRBRXGEAA B A DGARL.

10
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WA (X 4-8%%) TRRRSTEY
EREETEARGHH GG A&

AZRFABX (1) G Emh (X 4-8%%T) THuEHFA
AABKAEBR L TRGEREBIERACERMNEA (EXHHEAT
FEWRER) EHEEFTAEP/RERXERAER. HEERIBES
B ELRG W F @y A&,

ERAGEA d3E W0 96/04287 FAF T AKX (1) #5444

Re

Z,
. N/ §l/
R
4 \ZFZZ
AN N
o A\ 1)

£ o OHTURABREAFRD, RBBLXTRATETEE. Hiv 5.
A, KK, RiLEk. ReFTRAAEEFHEERGHY.

FNAEEZBBAX (I GAREPABREER FTRSE LB
EXertmMNE4A (EZXHARATALHR4ER) £2HE&ATHE.
GRIAEFAEP/RELEHRER HNEERIBETGEERGY T
aRLAA.

AZXAFTRAETHBEXGERT (R 4-8%%) THEARRITE

WARFEBLTRGEEIZ —EHEGEA ALY (AHAX) &
BER. HEEMEBEZLH EARGH T G A E,
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Re

Z4\|/
/ S~
N
. R, \21522
/ N\
AN N
. \y/ )

£+

R: RFRTUABEALTIALKE, eNARE2AKETF,. KT, C-C
Ak, ZRATE, 2EIRAL, AABESYEARTUHBARASAT R
e — Ry

ARZBRR T, B&RAMME, RARABREFREALAZIR
# (C-0H), BEARXR LM st;

LAREABRBRFRTHC- RATHRARAZR T

LAREABRFRTHC- RRATHRAZER T;

LREAER TR THC- REAFTHRARBER T

AHRL, LPL—RESTRAAFTANMNEGRT; #4

Ri> Rs» Refe RRETAMALTUARE, ENNKELR T, a R T,
C—Clidk, FEIRRKRFE, XA AMRAGERATAH RS LFFF
H—8.

A#E -« ARF> REARRT, ARFHRERT.

R < FEEBRRFE - REAREIHLIEFRAGEXE.

R#E <« RAEL” RATRAERCAE.

R#E“ CGCRE RAABRIIELLA 14 M BRTHRFEE
A8, #leTE, LA AL, AL FTE, #TEFRTE.

BX (D REHERITRZEXRRBEENBRP AR R
AR, HAREIRLSAK, REAR, BK,. HR, L%, LK. /5=
B, AR, A=K, FLE. ¥R, Bok, AR X aR,
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LR, XVE, XL&, AHR ABBFRL XREAXRTEAS
RS -
B (D TEMEAERSAERBEGCA LA LA G AL,
REEWAROIELARBETLE, 2¥& MASKIAZ. K&
ZAOKEERRTEEYE, HAVXALNEAR, A%, S5HEA
XWEM, WEBAER, LI PHERRKEE S XD R
ZEMm. RERZGERROERABRTRELAR, TX, FA3&
MER, PEARGIRGER, FIREERXSLAXRAEREH
A

HIE RN AL 35 W0 96/04287 F AT R L 695 s T4 &5 5 A
WX (1) 5T4EY.

ERTAELBAE, AL BHAHAELENETRIEMLZ T HES
PERERTEN. EFHAT, %M EH 1-100mg/ X. XL W4
EUMTHARE—GERRSRITLY, LTEF A LmE—Rsmg
wih, BEHWRHAE I HLBEX (1) Ld%t 1-10 6% —# ik
M, AAHFAERWHRAAA. AetaMakarmFEShERE
o, Hlina EHhfeg kL, RECLARMNFABTRER. KR
bR A RA KX GEY, Hlhedk, RBETRARN. BALSEHH
HEWHGEALPLEDTERRAGLERRHITLY, #flulk. X
#. FBE. AT. A, MAXBRAZTER. BN THEF
WO 96/04287 ¥ AF TAABX (1) &G HBHALY.

CELALPRBEANGHAREAACIEAL L2 A7 KE
A iEeGiLS Y.
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#£1

1467, 1459, 1445,
1286, 1219, 1143,

SEHEBI R |R2| Rs Rs| 21 |Z Rs Zs m.p. IR cm”! 'H-RMN (300 MHz),5 ( #3)])
3364 (b.a, OH), |1.56 (quin,J=7.1Hz, 2H); 1.65 (b.a,, 1H); 1.76
2950, 2810, 1375, {(d,J=12.4Hz, 2H); 1.90 (quin,}=7.6Hz, 2H); 2.20 (m,
1 |H{H| H H| N |[CH Cl CH | 102-103°C (1130,991,969, [H);2.40-2.55 (a.c., 4H); 2.83 (d,J=9.5Hz, 2H); 4.11
: 760, 696,605 {(t,J=7Hz, 2H); 7.21-7.42 (a.c., SH); 7.52 (d,J=8.5Hz,
KBr 2H) (CDCly)
. 1.59 (m,J=5.3 J'=6.6, 2H); 1.70-1.32 (a.c., 4H), 2.16
| w%w Aw.owwo%w. 4 (4113 0Hz '=4.4Hz, 2H); 237 (s, 3H); 2.41-2.55
2 |H|H| H H |C-CHs| N Cl CCl | 86-89°C [ [706 1247 1146, K&-C- SH); 2.79 (dJ=11.3Hz, 2H); 3.88 (t.)=7.5Hz,
b2 703 Kr | PHD: 727 (4J=7.2Hz, 1H); 736 (1,J=7.6Hz, 2H); 7.51
’ (d J=7.3Hz, 2H) (CDCl;)
3180 (b.a, OH), |1.51 (quin,J=7.4Hz, 2H); 1.73 (d,J=12.7Hz, 2H), 1.87
35 lalul = al cu 1n| ca=crcr=cr.c | 122-123°c 929, 2818, 1496, Kquin,}=7 6Hz, 2H); 2.10 (d,}=12 9Hz I=4.1Hz, 2H),

2 36-2.50 (a.c., 4H); 2.70 (d,J=11.2Hz, 2H); 3.25 (b.a.,
1H); 4.12 (t,J=7.1Hz, 2H); 7.21-7.40 (a.c., 6H); 7.51

14
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1378, 1330, 1212,

SLHEBI R Rz Rs Rs| Zy |Z; Rs M m.p. IR cm™ 'H-RMN (300 MHz),5 (&HI )
769, 743,707 (d,J=8.3Hz, 2H); 7.70-7.75 (a.c., 2H) (CDCl)
KBr
1.45 (quin,J=7.5Hz, 2H); 1.69 (d,J=12.9Hz, 2H); 1.85
D Aw%.ow@m (qinJ=7 Stz 280 207 (dt,J=13.0Hz J'=4. 1Hz, 2H);
_wqm, :3. :um. 33-2.45 (a.c., 4H), 2.69 (d,J=11.2Hz, 2H); 2.93 (b.a,,
4 HYH}| H H{ CH | N H N 123°C _oom. 270 ..\oq * |[1H); 4.10 (t,J=6.9Hz, 2H), 7.18 (1,J=THz, 1H), 7.27
e t1=7.8Hz, 2H), 7.46 (d,=8 3Hz, 2H); 780 (5, 1H);
KBr 7.91 (s, 1H) (CDCl3)
wmw Aw.hwww 4 (147 (quin,J=7.5Hz, 2H), 1.69 (d,J=11.9Hz, 2H); 1.84
13 ~m. :hq. ~omwu (quin, J= 7.6Hz, 2H), 2.05 (dt,J=13Hz, J'=4.4Hz, 2H),
s |H|{H| cl H| N |CH cl CH 106°C |11 000 517 B-34-2:50 (a.c., SH); 2.72 (d,J=11.2Hz, 2H); 405
612 P27 Ut J=7.0Hz, 2H); 7.29 (AB system,]J=8.6Hz, 2H), 7.36
KBr (s, 2H), 7.42 (AB system,]=8.6Hz, 2H) (CDCl)
3340 (b.a., OH),
2946, 2820, 1537, |1.54 (m, 2H); 1.67-1.78 (a.c., 4H); 2.06 (dt,J=13Hz,
1492, 1471, 1406, I'=4.2Hz, 2H); 2.32 (s, 3H); 2.38-2.45 (a.c., 5H); 2.73
6 HiH| Cl H |C-CH;| N Cl Ccl JH 1376, 1247, 1135, Tﬁu:.mmw. 2H); 3.86 (t,J=7.3Hz, 2H), 7.28 (AB
1094, 1013, 828, [system ,J=8.6Hz, 2H); 7.43 (AB system,J=8.6Hz, 2H)
755 (CDCl3)
v 3360 (b.a., OH), |1.48 (quin,J=7.6Hz, 2H); 1.71 (d,J=12.5Hz, 2H), 1.85
7 H|CF;| H H{ N |CH Cl CH H 2948, 2823, 1438, (quin,J=7.6Hz, 2H); 2.06-2.21 (a.c., 3H); 2.36-2.43

(a.c., 4H), 2.76 (d,)=11.5Hz, 2H); 4.06 (1,J=7.1Hz,

15
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1247, 1134, 817,
755

siEH| R R | Ry Rs| Zi |2, Rs Zs m.p. IR cm 'H-RMN (300 MHz),5 ( &%)
1165, 1124, 1047, BED): 7.35 (s, 2H0), 743751 (a.c., 2H);, 7.66
LMN 804,704  {(d,J=7SHz, 1H), 7.79 (5, 1H) (CDCh)
3340 (b.a., OH), |1.57 (quin,J=7.5Hz, 2H); 1.70-1.80 (a.c., 4H); 2.15
2948, 2823, 1408, {dtJ=12.9Fiz =3 6Hz, 2H); 2.35 (s, 3H); 2.40-2.52
11330, 1165, 1126, Ka.c., 4H); 2.80 (d,J=11.7Hz, 2H); 3.8 (t.J=7.0Hz,
8 (H|CR H HICCHy N« ca W 075, 789, 763,  RH). 7.42.7.57 (a.c., 2H); 7.69 (d.J=7.5Hz, 1H); 7.82
704 (s. 1H) (CDC)
iR
3330 (b, OF), |58 (m, 2D, 1.64-1.81 (a.c., 4H); 2.14 (dr,J=12.9Hz
hoas, 2818, 1509, [F=3.6Hz 2H, 2.32 (s, 3H); 2.43-2.60 (a.c., 4H); 2.84
o |H|H| F HC-CH{N| @ ccl W [1406, 1247, 1222, (d,J=11Hz, 2H); 3.87 (1J=7.1Hz, 2H); 4.18 (b.a., 1H);
1160, 835 7,01 (1,=8 8Hz, 2H): 7.46 (dd,J=8 8Hz J'=5.2Hz, 2H)
-3 (CDCly)
3190 (b O, 157 (m, 2H), 173 (4)=14Hz, 2H), 180 (b.a, 1H),
h956.2823, 1461, [1.90 (m, 2H), 2.13 (dtJ=13Hz J’=4Hz, 2H), 2.32-2.46
I 11446, 1319, 1303, a.c., 4H); 2.76 (d,J=11.3Hz, 2H); 4.16 (t,)=7.1Hz,
10 JH)H) H H| CH |CH) CH=CH-CH=CH-C | 109-111°C \\» 12" 145" 738 " pH); 6.50 (d,J=3.1Hz, 1H); 7.05-7.14 (ac., 2H); 7.18-
703 7 40 (a.c., SHY, 7.50 (4,J=7 8Hz, 2H); 7.00
KBr (d,J=7 3Hz, 1H) (CDCh)
5360 (b.A. OH), |1.53 (m, 2HD), 1.66-184 (a.c, 4H); 2.08 (dt,J=12.9Hz,
 hoas, 2818, 1535, [1=3 6Hz, 2H); 2.33 (s, 3H), 2.36 (5.3H), 2.39-2.50
1 |u|H| cH HlCCH|{N| cci W (1471 1406, 1376, ka.c, 4Hy, 2.77 (d,)=11.2Hz, 2H), 3.87 (1, J=7.0Hz,

2H), 7.15 (AB system,J=7.8Hz, 2H); 7.33 (AB
ystem,J=7.8Hz, 2H) (CDCl3)

16
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99810208. 3

iR | Ra | Rs Rs| Z |Z:| R Zs m.p. IR cm’” 'H-RMN (300 MHz),8 (&1 )
i
3137 (b.A. OH) |1.51 (quinJ=7.6Hz2H); 1.73 (d,]=12.3Hz, 2H); 1.89
h947, 2532, 1396, (quin,J=7.6Hz, 2H); 2.00-2.20 (a.c., 3H); 2.35-2.45

12 |H|H| H H| N |cH H CH | 89-91°C |1378, 1119, 1046, fa.c., 4H), 2.76 (d,=10.2Hz, 2H); 4.13 (tJ=7.1Hz,

. 756, 697 hH); 621 (s, 1H); 7.21 (m, 1H), 7.30-7.37 (a.c., 3H);
KBr 7.44-7.52 (a.c., 3H) (CDCl)
D ©2, OH) 153 (m, 2H), 1.71 (4,)=12.2Hz, 2H); 1.95 (m, 2H);
2953, 2803, 1465 110 (m, 2H); 229 (ba, 1H); 235247 (a.c., 4H),

13 |u|u| B H| N [CH| CH=CH-CH=CH-C | 107-109°C |72 1133 207 71 (d 2H); 4.39 (1J=7.1Hz, 2H), 7.13 (, 1H), 7.22-
1043, 1007, 761, 17.44 (a.c., 5H); 7.50 (d,J=8Hiz, 2H), 7.71 (4,}=83Hz,
had 1H); 7.95 (s, 1H) (CDC)

3295 (b2, OH) |1.58 (o, 2H), 1.73 (4.J=13.5Hz, 2H); 190-2.20 (a.c,
. CHCIL hoas, 2817, 1377, SH), 2.38-2.47 (a.c,, 4H), 2.75 (d,1=10.5Hz, 2H); 4.42

4 |H|H| H H| N SHECH ) on | 120.122°C [1126, 786,735, (5,0=6.6Hz, 2HD); 7.06 (1)=7.5Hz, 1H), 722737 ac,
700 -~ lat0); 7.49 (d, J=7.8Hz, 2H), 7.61-7.71 (a.c., 2H); 7.90
KBr s, 1H) (CDCl,)

3122 (b.a, OH)  |1.51 (quinJ=7.6Hz, 2H); 1.73 (d,J=117Hz, 2H); 1.87
936, 1475, Kquin, J=7 6Hz, 2H); 2.12 (dt,J=12.8Hz J'=4.4Hz, 2H);

15 |H|H|CH H| N |cH| CH | 81-82°C [1434 1378, 1319, [2.33 (s, 3H); 2.35-2.48 (a.c., SH); 2.74 (d.J=11.2iz,

089,973,814 [2H); 4.07 (1,)=7. 1Hz, 2H); 7.15 (d,J=8Hz, 2H); 7.25-
r 7.40 (a.c., 4H) (CDCl3)
3190 (b, OH) |1.49 (quin,J=7.6Hz, 2H); 1.72 (,3=11.8Hz, 2H); 1.84

6 |H|H|cH,O| H |H| N [cH « CH | 122-123°C (2954, 2923, 2827, (quin,}=7.4Hz, 2H): 2.00-2.14 (acc. (dt+b.a.), 3H);
1509, 1314, 1243, P.34-247 (ac., 4H). 2.72 (d,J=11Hz, 2H); 3.77 (s,

17
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iE@l|Ri|Rz| Rs | Re [Rs| 21 |Z Rs Z m.p. ~ IRem' 'H-RMN (300 MHz),5 ( ¥ )
1178, 971 H); 4.05 (t,J=7.1Hz, 2H); 6.85 (d,J=9Hz, 2H), 7.24-
r 7.42 (a.c., 4H) (CDCl3)
mwmm ﬁw%«o_mw | 45 (quin,I=7.6Hz, 2H); 1.68-182 (a.c., 4H); 2.08
Lads. 1421, 1136, (4= 13.0Hz =4.1Hz, 2H); 2.29-2.42 (a.c., 4HD); 2.5
17 {H|H| H H|{CPh|N H CH | 108-110°C | p” 767 73 (b2 1H); 267 (d.J=11.2Hz, 2H); 4.01 m(t,J=7.3Hz,
et voo " HD; 701(s.1H); 7.08 (5, 1H); 7.20-7.56 (ac., 10H)
. (CDCl3)
1.58 (quin,J=7.6Hz, 2H); 1.74 (d,J=12Hz, 2H); 1.82
wwmm ﬁwm..qowwq (b.a, 1H); 195 (quin,J=7.6Hz, 2H); 2.11 (dt, 2H);
1450 1381 1287, £33 (531 2.40-2.50 (a.c, 4H); 2.74 (d,J=11.5Hz,
18 |H|H | CH; H| CH |N| CH=CH-CH=CH-C i 1135 1046, 817 PH); 420 (LJ=7.1Hz, 2H), 7.15 (d,J=8.3Hz, 2H);
. 45 » 205 1722735 (a.c., 3H); 7.37-7.43 (a.c., 2H); 7.79 (m,
e 1H); 7.87 (s, 1H) (CDCly)
190 (02 OFD) 1138 (m, 2H); 1.56 (m, 28D); 1.72 (d =12 4Hz, 28
19 |H|H| H H| cH|N| Pn | cPh | 138139°C [1a46, 773, 766, N%Wmﬁwwﬁwwm gy e 2200
758, 696 7,52 (a.c., 16H):
KBr
TR R| R Ry | R [Rs[Z [ 7 [Re|2Z: m.p IRcm’ 'H-RMN (300 MHz),8 ( 3§3])
_ _ N 3357 (b.a., OH), |1.44 (quin,J=7.3Hz, 2H), 1.77 (quin,J=7.5Hz, 2H),
20 [CH=CH-CH=CHl H | H | H | N | CH| Cl |CH é 2046, 2833, 1434,12.15-2.30 (a.c., SH); 2.34 (,J=7.5Hz, 2H); 2.57 (m, 2H);
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1379, 1315, 1140,
1123, 972, 781,
613

KBr

2 73 (d,J=113Hz 2H); 3.99 (t,=7.1Hz, 2H); 7.26-7.46
(a.c., 6H); 7.73 (d,J=8.1Hz, 1H); 7.82 (m. 1H); 8.91
(m, 1H) (CDCl5)

CH | Cl

3131 (b.a, OH),
2950, 2820, 1377,

1.55 (quin,J=7.5Hz, 2H); 1.70-1.97 (a.c., SH); 2.29
(dt,J=12.7Hz, J'=4.1Hz, 2H); 2.41-2.55 (a.c., 4H); 2.83

21 |H|cH=cH-CH=CH| H | H | N CH| 142-143°C  [1311.971,829, |(d.J=117Hz, 2H); 4.11 (tJ=7.0Hz, 2H); 7.39-7.50
761,613 (a.c., 4H): 7.64 (dd,J=9.1Hz,'=1 SHz, 1H); 7.81-785
KBr (a.c., 3H); 7.95 (s, 1H) (CDCl3)
THAR| R | K | R |Rs] 22 | Z Re | Z] #&/mp. R om’ TH-RMN (300 MH2),5 ( %3] )
3347, 2944, 2810, |1.56 (m, 2H); 1.74 (m, 2H); 1.80 (b.a, 1H); 1.94 (m,
1562, 1492, 1376, RH): 2.40 (dt.J=13.1Hz,J'=4.0Hlz, 2H): 2.40-2.50 (a.c,
22 |H{H|H| H |H|N|CH| ceHCl |CH| 137-140°C [1127, 1094, 1002, WH): 2.77 (m, 2H); 4.15 (t,J=7.0Hz, 2H); 7.25-7.40
052, 828, 760, 699 a.c., 7H); 7.50 (d,1=8 3Hz, 2H); 7.61 (s, 1H); 7.72
KBr (s.1H) (CDCh)
3230, 2047, 2915, 1,58 (m, 2H), 1.70 (m, 25); 1.93 (m, 2H); 2.12 (m, 2H);
P . [1504, 1219, 1135, R.40-2.55 (a.c., 4H): 2.76 (m, 2H); 4.19 (t.J=7.0Hz,
23 |H)H| F H H|CH) N | CH=CH-CH=CH-C| 120-122°C lo5¢ 7 ¢ bH); 7.02 (m, 2H); 7.26 (m, 2H); 7.30-7.50 (a.c., 3H):
KBr 774 (m, 1H). 7.83 (s, 1H) (CDCh)
TGl B259, 2465, 2420, |1.62-1.84 (a.c., 6HY, 2.53 (m, 2H). 3.09-3.40 (a.c, 6H);
24 |H|cR|H | B |u| N |cu ca  |cH 2365, 1328, 1108, [4.12 (1.J=6.8Hz, 2H); 5.76 (s, 1H), 7.51 (s, 1H); 7 52-
147-148°C [1073 782 (a.c.. 4H): 8.02 (s, 1H); 10.96 (b.a, 1H)

19
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St

R,

R;

Rs

Z,

Z,

% /mp.

IR cm™

'H-RMN (300 MHz),5 ( ¥ )

KBr

(DMSO-dg)

25

CH

CH=CH-CH=CH-C

136-137°C

3303, 2951, 2805,
1506, 1464, 1376,
1218, 1162, 1118,
832, 741

KBr

1.54 (m, 2H); 1.60-1.80 (a.c., 3H); 1.97 (m, 2H); 2.06
(dt,J=13.0Hz, J'=4.3Hz, 2H); 2.30-2.43 (a.c. 4H, 2.72
(m, 2H); 4.40 (t,J=7.0Hz, 2H); 6.99 (t,J=8.8Hz, 2H),
7.12 (m, 1H); 7.32-7.47 (a.c., 4H); 7.71 (d,J=8.1Hz,
1H), 7.96 (s, 1H) (CDCL3-CDsOD [1:1])

26

C-CH=CH-CH=CH

CH

148-150°C

3325, 2950, 2923,
2812, 1509, 1377,
1218, 1131, 834,
758

KBr

1.57 (m, 2H); 1.70-1.77 (a.c., 3H); 1.98-2.19 (a.c, 4H);
0.35-2.49 (a.c., 4H); 2.77 (d,J=11.2Hz, 2H); 4.45
(t,)=7.0Hz, 2H); 6.98-7.15 (a.c., 3H); 7.25-7.49 (a.c.,
3H); 7.63 (d,J=8.3Hz, 1H); 7.69 (d,J=7.8Hz, 1H); 7.91
(s, 1H) (CDCl3-CD;0D [1:1])

27

C-CH=CH-CH=CH | N

109-110°C

3400, 2931, 2812,
1509, 1229, 1101,
831, 745

KBr

1.47-1.80 (a.c., 4H); 1.90-2.25 (a.c., SH); 2.30-2.55
(a.c., 4H); 2.70 (m, 2H); 4.78 (t,J=6.9Hz, 2H); 7.01
(t,)=8.7Hz, 2H); 7.26-7.54 (a.c., 4H); 7.85 (dd,J=6.7Hz,
I'=3.0Hz, 2H) (CDCl;-CDsOD [1:1])

28

CH=CH-CH=CH-C

102-103°C

3430, 2952, 2925,
1508, 1223, 1140,
833, 744

KBr

1.45-1.80 (a.c, 4H); 1.85-2.25 (a.c., SH); 2.25-2.55
(a.c., 4H); 2.77 (m, 2H); 4.69 (1,]=6.9Hz, 2H); 7.01
(t,J=8.7Hz, 2H); 7.26-7.53 (a.c., SH); 8.06 (d,J=7.3Hz,
1H) (CDCL-CD;0OD [1:1])

29

CH

i

3350 (b.a., OH),
2947, 2818, 1509,
1222, 1138, 836,
681

B

1.55 (m, 2H); 1.74 (d, J=12.6 Hz, 2H); 1.94 (m, 2H),
2.13 (m, 2H); 2.40-2.55 (a.c.; 4H), 2.79 (m, 2H); 4.20
(t, J=6.9 Hz, 2H); 7.02 (t, J=8.4 Hz, 2H); 7.46 (m, 2H);
7.91 (s, 1H); 8.04 (s, 1H) (CDCl3)

30

Cl

CH

89-91°C

3119 (b.2., OH),
0956, 2829. 1509,

1.46 (m, 2H); 1.71 (m, 2H); 1.90 (quin, J=7.4Hz, 2H);
2.05 (m, 2H); 2.33-2.50 (a.c., 4H); 2.54 (b.a., 1H); 2.72

20
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3K I

Rz

R;

Rs

Z,

Zy

Z,

/mp.

IR cm’!

'H-RMN (300 MHz),5 ( %3] )

1379, 1277, 1145,
1007, 824, 685
KBr

(m, 2H); 4.16 (t,J=7.1Hz, 2H); 7.28 (m, 2H); 7.42 (m,
2H); 7.86 (s, 1H); 7.99 (s, 1H) (CDCl)

21
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5
SEEBI R, | Ra | Ry Rs| Z, |Z, R¢ Zs 2} /mp. IR cm’?! 'H-RMN (300 MHz),5 ( %71 )
LA wwm 1.56 (quin,J=7 6Hz.2H);, 1.91 (quin,J=7 6Hz,
. 2 o040 1% bHY: 2.47 (t,J=7.4Hz, 2H); 2.58 (m, 2H); 2.65
ta (HIHH ROONCJCH G GG G26RC 6 837, T4L Vi 15, 6Hz, 2H), 3.14 (m.2H); 4.1 (=T, 1Hz,
Br 2H); 6.06 (m.1H); 7.23-7.42 (a.c., 7H) (CDCls)
- |1.55 (quin,J=7.6Hz, 2H); 1.92 (quin,J=7.6Hz,
2933, 1495, 745, [2H); 2.43 (1,J=7.3Hz, 2H); 2.52 (m, 2H); 2.61
2a |H|H| H H| CH | N [CH=CH-CH=CH-C| 66-69°C 694, 665 (t,J=5.6Hz, 2H); 3.07 (m, 2H); 4.14 (,J=7.1Hz,
i3 2H); 6.02 (m, 1H); 7.20-7.40 (a.c., 8H); 7.80 (m,

1H); 7.86 (s, 1H) (CDCly)

22
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SEHEHI| R | Rz | Ra Rs| Z, |2, Rs Zs ] /mp. IR cm™ 'H-RMN (300 MHz),5 ( ) )
1.56 (m, 2H); 1.95 (m, 2H); 2.47 (t,J=7.1Hz,
2032, 1438, 130 H); 2.56 (m, 2H); 2.6 (1,1=5.3Hz, 2H), 3.11
32 H{H|H H{ CH [N H N 63-64°C 53 woq mw_ > km, 2H); 4.19 (t,J=7.0Hz, 2H); 6.05 (s, 1H); 7.21
) R, 07 (m, 1H); 7.30 (1,)=7.6Hz, 2H), 7.36 (d,J=7.8Hz,
DH): 7.94 (s, 1H); 8.06 (s.1H) (CDCl;)
1.54 (m, 2H); 1.90 (m, 2H); 2.45 (1,)=7.4Hz,
b1, o, 12z B9S2 20208 a2
o ’ g > (m, 2H); 4.10 (t,J=7.0Hz, 2H), 6.03 (m, R
4a |H|H| Cl H{ N |(CH Cl CH | 103-104°C mmmw m%, 843, 56 (AB system,J=8.6Hz, 2H); 729 (AB
_Awq. ystem,J=8.6Hz, 2H); 7.37 (s, 1H); 7.41 (s, 1H)
(CDCl3)
2922, 1531, 1494, |1.59 (m.2H); 1.76 (m, 2H); 2.36 (s, 3H); 2.42-
1469, 1403, 1380, [2.53 (a.c., 4H); 2.67 (1,J=5.3Hz, 2H); 3.12 (m,
5a (H|H|C H|C-CH;| N Cl CCl 119-120°C 1366, 1245, 1094, 2H); 3.88 (t,J=7.4Hz, 2H); 6.04 (m, 1H), 7.27
1010 (AB system,]J=9.1Hz, 2H); 7.30 (AB
KBr system,J=9.1Hz, 2H) (CDCl3)
2944, 1434, 1375, 11.53, (quin,J=7.5Hz, 2H); 1.89 (quin,J=7.7Hz,
. 1331, 1247, 1165, [2H); 2.45 (t,J=7.3Hz, 2H); 2.54 (m, 2H), 2.66
6a |H|CFs| H H| N [CH Cl CH i 1126, 1076, 972, Kt,J=5.5Hz, 2H); 3.10 (m, 2H); 4.08 (1,J=7.1Hz,
800,698 2H), 6.10 (m, 1H); 7.35-7.56 (a.c., SH), 7.59 (s,
JiX 1H) (CDCly)

23
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STHM Ry | R | Rs Rs| Z) |Z| R Zo | #h/mp IR cm’ 'H-RMN (300 MH2),5 ( %537 )
5931, 2815, 1533, [1.62 (quin,1=6.6Hz, 2H); 1.77 (quin.J=7.6Hz,
1405, 1331, 1246, RH): 2.37 (s, 3H); 2.51 (t,J=7.2Hz, 2H); 2.60 (m,
72 |H|CR| H H|C-CH: | N Cl ccl h 1165, 1125, 1076, RH): 2.71 (t.J=5 6Hz, 2H), 3.17 (m, 2H); 3.89 .
797, 699 (4127 31z, 2H): 6.14 (m, 1H); 7.40-7.50 (a.c.,
i bH): 7.55 (dJ=7.5Hz, 1H); 7.62 (s, 1H) (CDCl)
1.60 (quin,J=7.SHz, 2H), 1.91 (quin,J=7.5Hz,
oo 122 T8, by, 250-2.82 (a.c., 4H); 2.76 (115 6Hz, 2H),
$a |H|H|F g| N |ca| CH | sesrc  |1225 1222988 b 19 (m, 2H) 4.1 (1=6 Mz, 2H); 597 (s, THD;
! 6.99 (1,78 8Hz, 2H). 7.32 (dd,J=8 8Hz J'=5 4Hz,
hH); 738 (s, 1H); 7.40 (s.1H) (CDCl)
2934, 1531, 1512, [1.74 (m, 4H); 2.35 (s, 3H); 2.60-2.72 (a.c.,, 4H);
.  |1408, 1247, 1225, p.90 (m 2H); 3.33 (m, 2H): 3.8 (m, 2H); 5.95 (s,
% (H|\H|F H | C-CHs | N cl CCL) 79-82°C 11167 818 1H): oooﬂvm.mzu NEL.u:M.o., BWV A
KBr (CDCly)
1.59 (m, 2H); 1.76 (m, 2H); 2.37 (s, 3H), 2.49
h929, 1533, 1405
X 1533, 1405, 14 127 3Hz, 2H); 2.58 (m, 2H), 2.69 (1,)=5.4Hz,
100 |H|H|H H|cCH|N| ¢ cci i 1246, 748 S 3@5 A Ew.»mywmy o
& m, 1H): 7.22-7.40 (a.c., SH) (CDCl)
1.60 (m, 2FD); 1.81 (m, 2H), 2.35 (s, 3H); 2.71
CHCL 2930, 2576, 1407, {(d,J=7.2Hz, 1H); 2.91 (m, 1H); 3.17 (a.c.,, 3H);
112 |H|H| H H|C-CH; | N Cl ccl | 1376, 1245, 750, B.56 (m, 1H); 3.75 (m, 1 H); 3.90-3.97 (a.c., 3H);
203-204°C  KBr 6.17 (s, 1H), 7.25-7.40 (a.c.. 3H); 747

(d,J=7.6Hz, 2H); 11.30 (b.a., 1H) (OMSO-ds)
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1166, 1131, 1016
X

SEHEBI R [Ra | Ry Rs| Zy |2, Rs Z 2 /mp. IR cm’! '"H-RMN (300 MHz),5 ( ] )
1.67 (m, 2H); 1.79 (m, 2H); 2.36 (s, 3H); 2.69
ey 56929412692, (d,J= 18.0Hz 1H), 2.88 (m, 1H), 3.15 (a.c., 3H),
, 2556, 1601, 1446, [3.54 (m, 1H); 3.72 (m, 1H); 3.85-3.98 (a.c., 3H);
122 |H|H| H H|C-CH | N Cl cCl log.1000c (169,753,698 [6.15(s, 1H), 7.22-7.38 (a.c., 3H), 743
- r (d,J=7.3Hz, 2H); 9.93 (b.a, 1H); 11.36 (b.a, 1H)
(DMSO-dg)
1.61 (quin,J=7.7Hz, 2H); 1.93 (quin,J=7.6Hz,
wwww, m% mmﬁ DH); 2.42-2.58 (a.c., 4H); 2.66 (t,]=5.6Hz, 2H);
132 |H|H|F H| CH |CH|CH=CH-CH=CH-C i a0 HOL 810 5 11 (m, 2H), 4.17 (,1=7.0Hz, 2H); 5.98 (m,
w 1H); 6.51 (d,J=3.9Hz, 1H); 6.95-7.39 (a.c., 8H);
7.65 (d,]=7.8Hz, 1H) (CDCly)
3938, 1510, 1485, [1.63 (quin,J=7.4Hz, 2H); 1.94 (quin.J=7 4Hz,
1463, 1446, 1376, RH), 2.49 (t,]=7 6Hz, 2H); 2.60 (m, 2H); 2.69
142 |H|H| H H| CH |CH|CH=CH-CH=CH-C H 1336, 1315, 763, {t,}=5.3Hz, 2H); 3.14 (m, 2H). 4.19 (¢ J=7.1Hz,
740, 695 2H); 6.08 (m, 1H); 6.53 (m, 1H); 7.08-7.44 (a.c.,
il 9H); 7.67 (d,J=8.1Hz, 1H) (CDCl,)
1.59 (m, 2H); 1.75 (m, 2H); 2.32 (s, 3H); 2.36 (s,
o 2ae 12 BH), 247 (1J=7.2Hz, 2H), 2.54 (m, 2H), 267
152 |H|H |CH; H|C-CH;| N cl cc | 8788°C » 1378, 1293, 4 15 oHz 2H); 3.11 (m, 2H); 3.87 (tJ=73Hz,

2H); 6.01 (s, 1H); 7.11 (AB system,]=8.1Hz,
2H); 7.27 (AB system,J=8.1Hz, 2H) (CDCl,)
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KBr

824, 797

Sz HEB| Ry [ R2 | Rs Rs| Zi |2 R¢ Z ik /mp. IR cm’ '"H-RMN (300 MHz),6 ( ¥ )
1.54 (quin,J=7.6Hz, 2H), 1.91 (quin,J=7.6Hz,
2941, 1396, 748, RH): 2.45 (1,J=7.6Hz, 2H); 2.55 (m, 2H); 2.6
162 |H|H| H H| N |cH| H CH | 3638C  [695 (t.1=5.6Hz, 2H); 3.1 (m.2H); 4.14 (tJ=7. 1 Hz,
) DH); 6.03 (m, 1H); 6.21 (m, 1H); 7.20-7.39 (a.c.,
. 6H): 749 (m. 1H) (CDCly)
161 (quin, 2H): 2,00 (quin,J=7 5tz 2H); 2.43-
0042, 1465, 1158, 2.58 (a.c., 4H); 2.68 (m, 2H); 3.14 (s, 2H); 4.43
172 |H|H| H H| N |CH|CH=CH-CH=CH-C| 50-52C  [832,740,601  KiJ=6.6Hz, 2H); 6.02 (s, 1H): 7.13 (t.J=7.3Hz,
KBr 1H); 7.20-7.51(a.c., 7H); 7.73 (d,J=7 9Hz, 1H):
7.99 (s, 1H) (CDCL)
1.60 (quin,J=7.6Hz, 2H), 2.09 (quin,J=7 4Hz,
. w%, wwww wmw hH): 2.48 (t,]=7.4Hz, 2H); 2.55 (m, 2H); 2.66
C-CH=CH- . 13711158, 1y 12 6Hz, 2HD): 3.11 (d,J=2.9Hz, 2H): 4.45
18a |H/H| H Hl N CH=CH CH | 73-73°C Wmu‘wm:.dﬁ (t 7=7 1Hz, 2H), 6.03 (s, 1H); 7.07 (t,J=7.5Hz,
i 1H): 7.20-7.39 (a.c., 6H); 7.63 (d,J=4 3Hz, 1H);
r 7.70 (d,J=8Hz, 1H); 7.91 (s, 1H) (CDCl)
1.55 (quin, 2H); 1.90 (quin,J=7.5Hz, 2H); 2.33
www wwww wmw (s, 3H): 2.46 (=7 5Hz, 2H); 2.5 (m, 2H); 2.66
192 |H|H|CH, g| N lcu| o« CH | 72-7°C 986, 966, 844,  [LI=6-4Hz 2H); 3.11 (m, 2H); 4.10 (t,J=7.0Hz,

PH); 6.01 (s, 1H); 7.12 (AB system,J=8Hz, 2H);
7.27 (AB system,J=8Hz, 2H); 7.37 (s, 1H), 7.41
(s, 1H) (CDCl) .
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SEHE| R Rz | Ra Rs| 2, |Z, Rs Zs 2}/ mp. IR cm’ 'H-RMN (300 MHz),5 ( #¥7#))
1,54 (quin, 2H); 1.89 (quin,J=7.6Hz, 2H); 2.44
bo23. 1533, 1405 (t,J=7.4Hz, 2H); 2.52 (m, 2H); 2.65 (t,J=5.3Hz,
CH, \ » 1533, 1405, b1y 3 10 (m, 2HD): 3.78 (s, 3H); 4.09 (t,J=7.0Hz,
200 |H|H|"Q H| N |cH| « CH | 104-105°C _Mw, 1246, 149 i 3 0 111 6,54 (AB system 18, St
2H); 7.31 (AB system,J=8.5Hz, 2H); 7.36 (s,
1H); 7.40 (s, 1H) (CDCl3)
wwwm wmw ww 45’ [2.08 (quin,J=7.0Hz, 2H), 2.42 (1,1=7.0Hz, 2H),
| » 1446, 1382, |, 58 (m, 2H): 2.67 (1,J=5.6Hz, 2H); 3.13 (m,
2la |H{H|H Hi N |CH} d CH i Loi> 7L 748wy, 417 (1,3=6.9Hz, 2H); 6,07 (m, 1H), 7.23-
" 7.45 (a.c., 7H) (CDCl)
1.95 (quin,J=7.2Hz, 2H); 2.39 (s, 3H); 2.46
2023, 1533, 1405
. 3, 1533, 1405, 4 17 OHz, 2H); 2.58 (m, 2H); 2.69 (t.=4.9Hz,
22 |H|H| H H|ccH | N cl ccl H 1379, 1246, 749 O A 06 (1o 3klz. 211, 607
B (m, 1H); 7.20-741 (a.c, SH) (CDCly)
1.51 (m, 2H), 1.81 (m, 2H); 2.40 (1,)=7.4Hz,
. 2949, 1990, 147% b, 2.56 (m, 2H), 2.63 (t,1=4 9Kz, 2H), 3.09
232 (H|H|H H| CPh | N H CH i ra g0 | km, 2H), 4.04 (t.J=7.2Hz, 2H); 6.03 (m. 1K),
B ’ 7.03 (m, 1H); 7.13 (m, 1H), 7.22-7.48 (a.c, 8H);
7.58 (m. 2H) (CDCl)

27



T 18/321

i

3y

3

99810208. 3

‘ZHL'9=") 26'2 (HZ ‘'ZHY'S="Y) 22 (HZ 'W) ¥S'8 ‘0z62Z '0508] Do9EL-GEL | O-HO=HO-HO=HO | N |HO|H |H |4 [H| H egz
(4622 ) 9'(ZHW 00E) NIWY-H, W | dw/F Z o Z |z ™|yl Y| EE
A v A v A V (10a0) 1)
H¥ “0'8) $8°2-G2°L ((H) ‘W) 19°L (HY "0'8) 05°L-8€", ‘219 ‘YL '9z8) LA
(HL 'w) 22'9 (HZ 'W) L1y (Hz ‘W) 8L'E (Hy 98] ‘996 ‘9ze) ‘pugy| oO896 [HO| 1O 1HO) N | H | H | HO=HOHOHO 1 H ) - =ie
] 122 (HZ ‘W) 8Y'C (HZ ‘W) 26'L (HZ'W) LS’} '908C '026T '} 1 i€
(®10a0) Wi
(HE'W) 208 (HL ‘W) v8°L (HL 'ZHB=r"P) G2 | .wg
{H9 "2°) 06°2-92°2 ‘(HL ‘W) $2°6 HZ ‘ZHL 2=} YL # Sm Km.momr i HOJIDJHOINIH | H | H | HO=HO-HO=HD ege
‘(Hz ‘W) 0z°¢ (HZ 'ZHY'G=r"1) 92°Z ‘(Hy "0'8) 162157  BLEL "89.¢C 9087
(HZ 'zZH9'Z=r"unb) S6°| (HZ ‘zZHG Z=r"uinb) 19"l 2¥6C EYOE LSO
( [46#) 9'(2HW 00E) NWN-H, oy dw/F [z ™ Zlz e N 2y | iE
18
ten 's) ( ) ( ) ( Am_ooow 96 il
P 'S) 19'2 ((HGL “0'8) 0§°2-60°L ((H) ‘W) 20°9 {(HZ 'ZHZ L= '969 ‘06L VL. - e
vE'E (HZ ‘W) 606 (HZ W) 092 H(Hg ‘W) 657 (HZ ‘ZHE2=r)| ‘082 'vg6 eegl| OotONO0M 80| Hd N HO R HH G H R Ese
€€°C (HZ 'ZHY /=r'uinb) 69’} (HZ ‘ZHG z=r'unb) 9y'1} E¥YL '90GL 009}
‘0442 '6€6T ‘0L L€
v m_ooov (HL's) wws A:A } ‘w) 08'2L ”:At ‘w) ov'L ”fw 1g
“08) LZ°L (HZ 'ZHE L =I"P) LL'L (H} 'S) 00°9 (HZ ‘ZHS6'9=I) .08 . LA=LA-HA= € e
02 (H ‘W) 80' (HZ 'ZHG'G="1) €9'Z (HZ ‘W) €5  'S9EL 'LLEL "Lavl 606 | THOSHOHOSHO | N | HO | H A H | PHO | H P H - Bve
'(HZ 'ZHE 2 =) 9p'Z (HE 's) 22 (HZ ‘'w) G6°L ‘(HZ 'w) 65°L|  "00S} 'S162 '6€6
(M%z ) ¢'(ZHN 00E) NWY-H, Lo | dw/E |z % Z| 'z (%W Y| MwE
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LHiF| R | Ry | Rs Rs| Z; | Z, Rs | Z4 | 3 /mp. IR cm’ TH-RMN (300 MHz),5 ( ¥&7)
. 2780, 2H); 3.24 (m, 2H); 4.35 (t,J=6.7Hz, 2H); 5.98 (m, 1H),
2760, 1510, 7.00 (t,J=8.7Hz, 2H); 7.26-7.40 (a.c., 4H); 7.42 (m, 1H),
1492, 7.81 (m, 1H); 8:01 (s, 1H) (CDCl3)
1459, 1224, ‘
1202,
1161, 771, 751
KBr
h940. 2488 1.70-1.90 (a.c., 4H); 2.78 (m, 2H); 3.17 (m, 2H),
HCI _moo. ’ 3.20-3.50 (b.a., 2H); 3.79 (m, 2H); 4.30 (t,J=6.6Hz, 2H),
29a (H|{H|H H| CH | N |CH=CH-CH=CH-C 1420, 1390, 742 15 (5 1H); 7.17-7.40 (ac., SH), 7.45 (d3=7.3Hz, 2H);
177-178°C KBr ’ ’ 7.65 (m, 2H), 8.35 (s, 1H) (DMSO-de)
2942, 1512, 1.59 (quin,J=7.5Hz, 2H), 1.96 (quin,J=7.5Hz, 2H), 2.40-
1498, 2.50 (a.c., 4H); 2.63 (t,J=5.5Hz, 2H), 3.09 (m, 2H); 4.21
_ _ o [1460, 1376, (t,J=7.1Hz, 2H); 5.97 (m, 1H); 6.98 (t,J=8.1Hz, 2H),
32 |H|H ) F H| CH | N |CH=CH-CH=CH-C|106-108°C};,))" = 7'20-735 (a.c., 4H), 7.40 (m, 1H), 7.80 (m, 1H); 7.89 (s,
756 1H) (CDCl)
KBr
h930. 1600 1.70-2.00 (a.c., 4H); 2.78 (m, 2H); 3.20 (m, 2H); 3.20-
35, ’ 3.60 (b.a., 2H); 3.81 (m, 2H); 4.38 (1,J=6.6Hz, 2H), 6.13
3la |H{H | F H| CH | N |CH=CH-CH=CH-C HCI 127 m‘ (s, 1H); 7.19 (t,J=8.7Hz, 2H); 7.33 (m, 2H); 7.49 (m,
KBr 2H); 7.71 (d,J=7.8Hz, 1H); 7.77 (d,]=7.6Hz, 1H); 8.79
s, 1H); 11.20 (b.a,, 1H) (DM SO-ds)
HCI 12930, 2490, 1.67 (m, 2H); 1.79 (m, 2H); 2.33 (s, 3H); 2.79 (m, 1H),
322 |H|CF;| H H|CCH;| N cl cCl 1330, 291 (m, 1H); 3.10-3.20 (a.c., 3H); 3.55 (m, 1H); 3.77
205-206°C 1243, 1164,  |(m, 1H);3.91-4.00 (a.c,, 3H); 6.33 (s, 1H); 7.58-7.80
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SCHBI R, | Rz | Rs Rs| Z | Zs Re Za | #:/mp.| IRcm TH-RMN (300 MHz),5 ( %7 )
1119, (a.c., 4H); 11.32 (b.a., 1H) (DMSO-ds)
1076
KBr <
o> 1515|7185 e, 4H); 268 (m, TH), 2.86 (m, 1H);3.10-
HO o133 820 (ac, 3H);3.55 (m, 1H); 3.72 (m, 1H), 390 (m,
3% |H|H|F u| N | cH cl CH S 1H); 4.12 (tJ=6-5Hz, 2H); 6.14 (s, 1H), 7.20 (t,J=8.7Hz,
191-192°C P bH). 7.40-7.55 (a.c., 3H): 8.06 (s, 1H); 11.20 (b.a,, 1H)
(DMSO-de)
1.80 (m, 2H); 1.91 (m, 2H), 2.67 (m, 1H); 2.88 (m, 1H);
310-3.20 (a.c., 3H); 3.52 (m, TH); 3.71 (m, 1H); 3.90
HOL Loy yses 7an (™ 1ED; 446 (11=6.7Hz, 2H); 615 (5, 1H), 7.14
342 |H|H|H g| N | CH |CH=CH-CH=CH-C 2931, 2366, 742 ,1=7.5Hz, 1H); 7.25-7.41 (a.c, 4H), 7.46 (d)=8.6Hz,
_ 193-194°C bH); 7.71 (dJ=8.6Hz, 1H); 7.75 (d,J=8 3Hz, 1H); 8.08
(s, TH); 1118 (b.a., 1H) (DMSO-dg)
oo 7500, 167 (m, ZFD); 1.79 (m, 2H); 2.33 (5, 3HD); 2.67 (m, 18D,
HOl 9302390 90 (m, 1H), 3.103.25 (a.c,, 3H); 3.54 (m, 1H); 3.72
352 |H|H|F H |ccH| N cl cal 131, 1 g7 (m 1HD; 3.85-3.98 (ac, 3H); 6.13 (5, 1H); 7.19 (m,
: 160-161°C > 1241+ 27 DED); 750 (m, 210 11.28 (b2, 1HD) (DMSO-do)
o 150077 (m, 2R, 187 (m, 21); 2.70 (m, TH), 286 (m, 1ED;
o L PR ot
’ ;417 {t,J=6.6Hz, ;6.15 (m, :7.25-747 (a.c,
36a |H| H | H H| N | CH| 4ClPh | CH zw-@oawmmﬁ&,m_p TH): 7.59 (m, 2H); 7.90 (s, 1H); 8.27 (s, 1H); 10.91
s (b.a, 1H) (DMSO-dg)
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SR | R | Rs Rs| Z1 | Zy R¢ Zs | £k /mp. IR cm’’ 'H-RMN (300 MHz),6 (¥ )
2935, 1570,
1493, 1.60 (m, 2H): 1.97 (m, 2H); 2.48 (1,J=7.3Hz, 2H); 2.56
_hass 1379, km, 2H); 2.67 (1,J=5.1Hz, 2H); 3.13 (m, 2H); 4.18
32 |H H | H H| N | CH| 4CPh | CHI26-127°C)) 501" (t,J=7.1Hz, 2H), 6.05 (m, 1H); 7.23-7.40 (a.c., 9H); 7.61
053, 815, 746 {(s, 1H): 7.74 (s, 1H) (CDCl)
T
3450, 2429, |1.74 (m. 2H), 1.86 (m, 2H); 2.68 (m, 1H); 2.84 (m, 1H);
no R0, u% (a.c., 3H); 3.53 Aar_:x wqo (m, 1H); 3.91 (m,
bso3. 1512, [IH); 4.27 (6J=6.THz, 2H); 6.12 (s, 1H); 7.19 (t,=8.9Hz,
3% |H}H | F H| CH | N H N 166 168°C 1437, oH); q.mcM&.Tm.omi.&.mmn vawwa A.M. 1H), 8.93
; 1230, 816, 626 |(s, 1H); 11.02 (b.a., 1H) (DMSO-ds)
KBr
h044, 2808,
773,
16021310, 1 60 (m, 2H); 1.97 (m, 2H); 2.40-2.70 (a.c, 6H); 3.12
3 |H|H|F H|CH| N H N (27 (m, 2H); 422 (1J=69Hz, 2H), 5.99 (m, IH); 698 (m,
a0 PH), 7.35 (m, 2H); 7.95 (s, 1H); 8.07 (s.1H) (CDCls)
846, 824, 681
Jicd
o 1512|163 (m, 2H); 188 (m, 2H), 2.42.2.55 (ac., 4H); 261
290%112 (s 3H), 2.65 (1J=5.5Hz, 2H); 3.09 (m, 2H); 4. 14
402 |H|H|F H|CCH;| N |CH=CH-CH=CH-C| #i |37 123y 74¢ (&3=73Hz 2H); 597 (m, 1H), 699 (m, 2H), 7.19-735
B ’ ’ (a.c., SH); 7.68 (m, 1H) (CDCl;)
4l |H|H | F 51T N [ CH [CH=CH.CH=CH.C| Wi _ 12932,2805, _ [1.57 (m, 2H); 1.99 (m, 2H), 2.42-2.50 (a., 4H), 2.62
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MBI R | Ro | Rs Rs| 21 | 2, Rs | Z, | 2 /mp. IR cm’! 'H-RMN (300 MHz2),5 ( %53 )
1511, (t,J=5.6Hz, 2H); 3.06 (m, 2H); 4.42 (1,J=6.9Hz, 2H),
1465, 1230,  (5.95 (m, 1H); 6.97 (t,]=8.8Hz, 2H); 7.12 (m, 1H); 7.25-
1160, 7.41 (a.c., 4H); 7.71 (d,J=8Hz, 1H); 7.99 (s, 1H)
825,752,741  {(CDCl)
B
hoal. 1 ml 0 1.59 (quin., J=7.0Hz, 2H); 2.09 (quin., J=7.5Hz, 2H),
TN 7 T s e
o ? . t,J=7.1Hz, , . m, ;6. 1,J=8.8Hz,
42 (H|H|F H| N | C-CH=CH-CH=CH | CH [102-103°C waﬁ__ “8. 806, iy, 7,07 (1~7 6Ha, 1H), 7.90-7.35 (a.c., 3H), 7.63
B (d,J=8.5Hz, 1H); 7.71 (d,J=8.6Hz, 1H); 7.90 (s.1H)
(CDCl3)
574 2480 1.80 (m, 2H); 2.11 (quin., ]=7.2Hz, 2H); 2.69 (m, 1H);
HCl (0" [83(m, 1H);3.10-320 (ac, 3H); 3.52 (m, 1H); 3.7]
43 |H|H|F H| N | C-CH=CH-CH=CH | N 1231 745 (m, 1H); 3.88 (m, 1H); 4.80 (1,J=6.3Hz, 2H); 6.11 (s,
208-209°C /5 1H); 7.19 (m, 2H); 7.41 (m, 2H); 7.50 (m, 2H); 7.91 (m,
2H); 11.07 (b.a., 1H) (DMSO-ds)
bo13, 1511,
1470, . .
v, SO0 ST I i, ez
4 |H\H | F H{ N | C-CH=CH-CH=CH | N | 76-77°C mww 130 851 B77 (LI=T.0Hz, 2H), 5.95 (m, 1H); 6.97 (1,1=8.8Hz,
202 920 bH); 7.25-7.40 (a.c., 4H); 7.85 (m, 2H) (CDCl)
826,757
KBr ’
HCl [2928, 2680, 1.81 (m, 2H); 1.99 (m, 2H); 2.67 (m, 1H); 2.84 (m, 1H);
45a |H|H | F H| N | N |CH=CH-CH=CH-C D573, 3.10-3.20 (a.c., 3H); 3.53 (m, 1H); 3.72 (m, 1H); 3.90
204-205°C 2559, 1515, m, 1H); 4.76 (t,J=6.9Hz, 2H); 6.12 (s.1H); 7.19°
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SEiifil| R | R | Rs Rs| 2, | Z, Re [ 24 | #/mp. IR cm’ 'H-RMN (300 MHz),8 ( ##])
1454, (t,J=8.8Hz, 2H); 7.39 (t,J=7.6 Hz, 1H); 7.45-7.60 (a.c,,
1272, 1242, 3H); 7.94 (d,J=8.3Hz, 2H); 8.03 (d,J=8.3Hz, 2H); 11.04
1224, (b.a., 1H) (DMSO-de)
1166, 819, 745
r
939 1510 1.58 (quin., J=7.5Hz, 2H); 2.07 (quin, J=7.5Hz, 2H);,
T22o 2.40-2.50 (a.c., 4H); 2.61 (m, 2H); 3.05 (m, 2H); 4.66
46a (H|H | F H|{ N | N |CH=CH-CH=CH-C| 88-90°C | 200 '\ -, KtJ=7.0Hz 2H); 5.95 (m, 1H), 6.96 (t,=8 8Hz, 2H),
KBr ’ ’ 7.23-7.38 (a.c., 3H), 7.44 (m, 1H); 7.52 (m, 1H), 8.04
(d,J=8.3Hz, 1H) (CDCl)
3068, 2948,
1491, 1.71 (m, 2H); 1.80 (m, 2H); 2.70 (m, 1H); 2.83 (m, 1H);
HCl  [1445, 1320, 3.15-330 (a.c., 3H); 3.44 (m, 1H); 3.72 (m, 1H); 3.89
472 |H|H|Cl H| N |CH ci CH 1308, (m, 1H); 4.11 (t,J=6.5Hz, 2H); 6.20 (s, IH); 7.41 (Syst.
172-173°C |1096, 968, 809, {AB,Jxp=8.8Hz, 2H); 7.48 (Syst. AB,Jxp=8.8Hz, 2H);
799 7.52 (s, 1H); 8.04 (s, 1H); 10.98 (b.a., 1H) (DMSO-d¢)
KBr
0955, 2929, 1.70-190 (a.c., 4H); 2.69 (m, 1H); 2.89 (m, 1H); 3.10-
HCI  [2530, 3.20 (a.c., 3H), 3.53 (m, 1H), 3.70 (m, 1H); 3.91 (m,
482 |H|H | H H| N |[CH H CH 1445, 965, 761, |1H); 4.15 (1,J=6.5Hz, 2H); 6.16 (m, 1H); 6.23 (m, 1H),
180-181°C 745 7.28-7.50 (a.c., 6H); 7.78 (m, 1H); 11.26 (b.a., 1H)
KBr DMSO-de)
Hel 9372370, m .wm (m, MAEW _.wmvcw M.mN N.qmu (m, ENW 2.87 (m, 1H);
1503, .10-3.20 (a.c., 3H); 3.54 (m, 1H); 3.73 (m, 1H); 3.88
4% |H| H|H Hi CH )| N H N 12219301276, 1142, 774, (n, 1ED; 4.22 (t3=6.6Hz, ZHD; 6.15 (s, 1H); 7.27-7.70
- 755 (a.c., 3H); 7.47 (m, 2H); 7.97 (s, 1H); 8.59 (s, 1H);
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5= i | Ri | R | Rs Rs| Z) | Zo Rs Zs | 3h/mp. IR cm’” 'H-RMN (300 MHz),8 ( ##])
KBr 1120 (b.a, 1H) (DMSO-de)
2030, 2554,
1469,
el mwm 1444, |} 62178 (ac., 4H); 2.75 (m, 2H); 3.00 (m, 2H); 3.25
1278, (m, 2H); 3.69 (m, 2H); 4.08 (t,J=6.7Hz, 2H); 6.13 (s,
50a |H|H|H HiCPh)| N H CH 170.1719C mewwmﬁwu, 1H): 7.07 (s, 1H), 7.24-7.40 (a.c., 3H); 7.42-7.52 (a.c.,
748, T32. 71, l6H), 7.62 (Syst. AB,Jas=T.6Hz, 2H) (DMSO-de)
690
KBr
h930. 2482 1.60-1.80 (a.c., 4H); 2.70 (m, 1H); 2.84 (m, 1H), 3.08-
Ol Poe 2882 522 (ac, 3H); 3.50 (m, 1H); 371 (m, 1H); 386396
51a |H|H | H H| CH | CH H CH 198,150 Jac, 3H); 5.97 (=2 1Hz, 2H); 6.16 (m, 1H); 6.76
197-199°C e (t.J=2. 1Hz, 2H); 7.25-7.50 (a.c., 5H); 10.74 (b.a,, 1H)
: (DMSO-de)
2928, 1498,
WMW 137 1.58 (m, 2H); 1.84 (m, 2H); 2.47 (t,=7.5Hz, 2H); 2.58
. 37 k) 2H), 2.68 (m, 2H); 3.13 (m, 2H); 3.92 (t,J=7.1Hz,
52 |H|H | H H| CH | CH H CH ) 58-60°C #wmw ra7 7. 2D 6.06 (m, 1H); 6.15 (tJ=2.2Hz, 2H); 6.67
1960, 747, 723, \1=2.2Hz, 2H); 7.24-7.42 (a.c, SH) (CDCl)
KBr ,
2039, 1495, |1.58 (quin, J=7.6Hz, 2H); 1.99 (quin, J=7.6Hz, 2H),
LW = N 1467, D 47 (m, 2H); 2.55 (m, 2H); 2.65 (m, 2H); 3.10 (m, 2H),
53 |H| H | H H| N |CCl|CH=CH-CH=CH-C| 1l | 338 745 436 (t,J=7. 1Hz, 2H); 6.04 (m, 1H); 7.18-7.42 (a.c., 8H);
B 7,67 (d,J=7.6Hz, 1H) (CDCls)
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1271, 1140.1071,

LRI R | Ra | Rs Rs| 2, | Z, Rs | Z, | 3k /mp. IR cm’! 'H-RMN (300 MHz),5 (¥ )
1.80 (m, 2H); 1.90 (m, 2H); 2.70 (m, 1H); 2.87 (m, 1H);
Hol p460,2940,  B.07-322(ac, 3H); 3.52 (m, 1H);3.71 (m, 1H); 3.87
_ 3 550, (m, 1H); 4.43 (t,J=6.6Hz, 2H); 6.14 (s, 1H); 7.20-7.52
¢ |[H| H| H H| N | CCl|CH=CH-CH=CH-C 41650 mwwmv 743 (a.c., TH), 7.65 (m, 1H); 7.79 (m, 1H): 11.16 (b.a,, 1H)
KBr . (DMSO-dg)
1.69 (m, 2H); 1.75 (m, 2H); 2.33 (s, 3H); 2.68 (m, 1H);,
h062. 2561 2.79 (m, 1H); 3.14 (a.c., 3H); 3.55 (m, 1H); 3.68 (m,
HCI » 20 |1H); 3.87-4.00 (a.c,, 3H), 5.97 (s, 1H); 6.77 (Syst.
552 |H) H |OH H |CCHs| N Cl CClis16-217°C www 1248 |AB J=8 8Hz, 2H); 7.28 (Syst. AB,J=8 8Hz, 2H ); 9.62
(s, 1H); 10.82 (b.a.,, IH) (DMSO-de)
1.75 (a.c., 4H); 2.70 (m, 1H); 2.87 (m, 1H); 3.17 (a.c,
el b3t 1254 DHD: 356 (m, 1H); 374 (m, 1H); 3.874.15 (ac, 3H),
56 |H|H|H H|CH| N cl Coll g 167 KB 6.17 (s, 1H); 7.27-7.40 (a.c,, 3H); 7.47 (m, 2H ); 7.91 (s,
1H); 11.02 (b.a., 1H) (DMSO0-d¢)
1720, 1709 1.90 (m, 2H); 2.08 (quint,, J=7.5Hz, 2H); 2.86 (AB,
gy 1225 7155 Hz 4H), 2,93 (ba, 2H); 3.29 (m, 2H); 354,
5% |H|H | F H|CH| N H N Do 13193 1166 1133059 Hz 2H) 3.93 (ba, 2H), 443 (t, J=6.6 Hz, 2H);
KBr ’ ’ 6.17 (b.a., 1H); 7.19 (m, 2H); 7.59 (m, 2H); 8.10 (s, 1H);
8.60 (s, 1H) (MeOH-dq)
7939, 2773, |1.55 (m, 2H); 1.95 (m, 2H); 2.40-255 (a.c., 4H), 2.64
o 2736,1509,  f(m, 2H); 3.08 (m, 2H); 4.20 (1, J=7.1 Hz, 2H); 6.03 (m,
8 |H| H | Br H{ CH | N H N JU3-H5Cla00 1380, [IH); 7.22 (AB, J=8 5 Hz, 2H). 7.40 (AB, J=8.5 Hz, 2H);

7.93 (s, 1H); 8.05 (s, 1H) (CDCh)
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SEMBI R: | Ra | Ry Rs| Z1 | Zs Z.| 2h/mp| IRem' TH-RMN (300 MHz),5 ( %) )
1006, 961, 844,
827, 800, 680
KBr
5066, 2037 1.76 (m, 2H); 1.84 (m, 2H); 2.71 (m, 1H); 2.85 (m, 1H),
HCl Nﬁo.@ 2) mmI 3.17 (a.c,, 3H); 3.55 (m, 1H); 3.74 (m, 1H); 3.80 (m,
502 |H| H |Br H|CH| N N | oo venschag e 50 1H), 4.23 (¢, 1=6.6 Hz, 2H), 622 (s, 1H); 7.42 (Syst.
e %02 |AB J=g 1Hz, 2H), 7.56 (Syst. AB,J=8.1Hz, 2H); 7.98
(s, 1H); 8.60 (s, 1H) (DMSO-ds)
2930, 2775,
s 331 e i, 175 1 2005 i 7 1 200,
o ? ? 40-2. a.c., ;2. t, J=5. , 3. , J=
6 |H|H | Cl H|CH) N N 1OT10FCEaT, LAl 2 b bz, 2H), 4.21 (1, 1=7.0 Hz, 2H), 6.04 (s, 1H), 7.20-7.35
828, wwo ’ > ((m, 4H); 7.94 (s, 1H); 8.06 (s, 1H) (CDCl,)
KBr
oy 220a #1173 (m, 2H); 1.83 (m, 2H); 2.70 (m, 1H); 2.85 (m, 1H);
HCI Bd, :wm, 3.10-3.20 (a.c., 3H); 3.54 (m, 1H); 3.73 (m, 1H); 3.88
6la |H| H|Cl H{CH| N N |65 166°C 1oog. 1003 810, (M 1H). 4.22 (t, 1=6.6 Hz, 2H), 620 (s, IH); 7.42 (Syst.
koo o1 |AB =8 6Hz, 2H); 7.49 (Syst. AB,J=8.6Hz, 2H ), 7.97
g (s, 1H); 8.59 (s, 1H); 11.17 (b.a, 1H) (DMSO-de)
1.48 (m, 2H); 1.80 (m, 2H), 2.36 (¢, J=74 Hz, 2H); 2.47
14451379, Km, 2H); 2.59 (m, 2H); 3.04 (d, J=3 Hz, 2H), 4.03 (¢
622 |H|H |cl H|{CPh| N cH| # |27 1=7.4 Hz, 2H); 6.01 (s, 1H); 701 (4, J= 1.2 Hz, 1.H);
774, 681 7.11(d, 3=1.2 Hz, 1H); 7.27 (m., 4H); 7.35-7.60 (a.c,
B SH) (CDCly)
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SEHB R | R2 | Rs Rs| Z1 | Z, Zy | &8 /mp.] IRem’ 'H-RMN (300 MHz),5 ( 3] )
1.65 (m, 2H); 1.80 (m, 2H); 2.67 (m, 1H); 2.82 (m, 1H);
HCl 2035, 2695, 3.05-3.21 (a.c., 3H); 3.55 (m, 1H); 3.69 (m, 1H); 3.88
o 2591, 1493, é:. 1H), 4.20 (t, J=6.6 Hz, 2H); 6.18 (s, 1H); 7.40 (Syst.
632 |H{H |Cl H|CPh| N CH A wm m J[1094,777, 702 |AB,=8.7Hz, 2H), 7.47 (Syst. AB,I=8.7Hz, 2H), 7.60-
KBr 7.80 (a.c., 5SH); 7.83 (s, 1H); 7.96 (s, 1H) (DMSO-ds +
. TFA)
029, 1408, 1299 |1-65 (<., 4H); 2.23 (5, 6H); 2.48 (m, 2H); 2.58 (m.2H);
, CCH 709 1277 69 (m, 2H); 3.15 (m, 2H); 3.76 (t,J=7.2Hz, 2H); 5.76
6 |H{H | H H |CCHs;| CH | Wm. 693 (s, 2H); 6.06 (s, 1H); 7.20-7.40 (a.c., SH) (CDCly)
| HC WMWM ﬁww 2935, 56 (m, 2H); 1.77 (m, 2H); 2.15 (s, 6H); 2.70 (m, 1H);
» 0¥ 184 (m, 1H); 3.08-3.22 (a.c., 3H); 3.59 (m, 1H); 3.70-
652 |H|H | H H|CCH,) CH s |1re1s0°C Mwwm, 1298, 748, 180 (a.c., 3H); 3.93 (m, 1H), ); 5.59 (s, 2H); 6.17 (s,
KB J1H); 7.25-7.50 (a.c., SH); 10.72 (b.a., 1H) (DMSO-de)
. 2933, 1%, 1165 (ac., 4H); 224 (s, 6H); 2.48 (m, 2H); 2.54 (m.2H),
66a |H| H |Cl H [CCH;| CH 86-88°C | 1300 750 [-69(m, 2H); 3.15 (m, 2H); 3.77 (J=7.1Hz, 2H); 5.77
3 . (s, 2H); 6.06 (s, 1H); 7.30 (m, 4H) (CDCl,)
3432 (b.a.), 2936,|1.56 (m, 2H); 1.76 (m, 2H); 2.14 (s, 6H); 2.70 (m, 1H);
| . ccp| HCl [PS70,1495, .84 (m, 1H); 3.00-3.28 (ac, 3H); 3.58 (m, 1H); 3.69-
672 [H|H | H |CCHi;| CH 1410, 1298, .77 (ac., 3H); 3.92 (m, 1H);); 5.58 (s, 2H); 6.22(s,
3 1182-184°C (1097, 804, 752 |IH); 7.42 (AB, J=8.6, 2H); 7.50 (AB, J=8.6, 2H); 10.65
KBr (b.a., 1H) (DMSO-de)
68a |[H| H|C H| CH | CH CH |102-104°C 2931, 1492, 1.56 (t, J=7.5 Hz, 2H); 1.84 (t, J=7.4 Hz, 2H); 2.46
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SEHEBI R, | Ra | Rs Rs| Z1 | Z, Zs | B /mp. IRcm’ 'H-RMN (300 MHz),5 ( ##] )
11280, 1090, 967, {(t,J=7.5Hz, 2H); 2.53 (m, 2H); 2.66 (t, J=5.6 Hz, 2H);
828, 727 3.12 (m, 2H); 3.92 (t, J=7.1Hz, 2H); 6.05 (m, 1H); 6.15
KBr (d,J=1.8Hz, 2H); 6.66 (d,J=1.8Hz, 2H); 7.26 (AB, J=8.4,
2H); 7.30 (AB, J=8.4, 2H) (CDCly)
1037, 2479 1.72 (m, 4H); 2.65 (m, 1H); 2.87 (m, 1H); 3.08-3.22
HCI Kow. _Nww. (a.c., 3H); 3.52 (m, 1H); 3.70 (m, 1H); 3.80-4.00 (a.c,,
6% |H|H|Cl H| CH | CH CH 1096 810. 737 PHD: 5:96 (t,J=2.1Hz, 2H); 6.19 (s, 1H); 6.76 (t,J=2.1Hz,
194-195°Cl o~ 2H); 7.42 (AB, J=8.6 Hz, 2H); 7.48 (AB, J=8.6 Hz, 2H);
11.12 (b.a., 1H) (DMSO-d¢) .
3384 (b.a.), 320041.54 (m, 2H); 1.83 (m, 2H); 2.54 (Syst. AB, J=15 Hz,
" 2200(b.a.) 1726, 2H); 2.63 (Syst. AB, J=15 Hz, 2H); 2.82 (m, 2H); 3.03
\ Fr R Ep £h11702, 1594, (m, 2H); 3.20-3.50 (a.c., 4H); 4.21 (t, J=6.8 Hz, 2H);
70 H|H ) C H) CH| N N 17133°C 14321221, 6.20 (s, 1H); 7.40 (Syst. AB, J=8.8 Hz, 2H); 7.48 (Syst.
1131, 802 AB, J=8.8 Hz, 2H ); 7.97 (s, 1H); 8.52 (s, 1H) (DMSO-
KBr

ds)
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EMFHH

XA Swiss Albino NEAKAEBRHYH, AILASM L83t A K 8B
eI REBRRTTHRE. THEEEXRF ARG IM. #MK
SH AR ESMBATTHE, IRFPRRGERABAT - Hw
FHMH, BEREAETHZXRARLAGEHE.

# B E. Siegmund % A (Proc. Soc. Exp. Biol. Med. 95 :729-731,
1957) MR 7 E# AT HERERFIOREGLN. EXREZRT,
REZ0BRKAET (s.c.) BELEALXHESY, 60548 (vRLH)
30548 (XATLY), 28K (i.p. ) EHES 0.02% XA X8
Kk, MEAH 10nl/kg. L REBERFASHANET AN FRA
BBWEEGESUMART. ARAFANER, TAHEEIHAHK
7% (ED-50), st RHLZM BT 508 XXX RF Feond.

# B M. Ocana ¥ A (Europ. J. Pharmacol. 168: 377-378, 1990)
iy 7 AT TR HRBRIM. £ s.c. R i.p. & FHE &, 30
S B FHIREFIEREAR., ATHAFEIANER, BERIVWETLE
wE, BERKFE 50-55°C, REFIWHFLERNFRRELGHR, ¥
WHEABHRE. SHBAHHGHRPE, EHEANETHELRA
A, AR BTAR B 69 4 X3 5 ED-50.

3% M. Ocana ¥ A (Br. J. Pharmacql. 110: 1049-1054, 1993)
IR0 7 FHATRFABREBRGSH. FIPAIN—ABZEYF,
HEETEHRLEIMELE (L17100, Letica, SA). ¥— 2 ALELT
HHE R, LHRFEZ den ik, REFEFAFERGBRN. A
LITAXAREEw 10 24, REEARGERYN. £ s.c.2F 7>
s J&, £ 10, 20, 30, 40, 45, 60, 90 F= 120 S-4F it T KRG H
#4KH. £ R J. Tallarida # R.B. Murray ( # At EML A5G 2%
¥+t H 4 &, Springer-Verlag, Berlin, p. 297, 1987) Fii%&k
FEOHAEA, HES-—RIPEERNBLATHER. 5584A
HRAWERTHaRTEREK, HHFEANEGLALE. A AKXk
A T vA+t & DE-50.
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AEXPFREREREEREST OGS T EAZS S ILAEN.
EF el A S segEd, FRLRETRIvE 7%
FAPERN & (FleHa Bkl G0) BAREGEE (RR
& 3).

AEBSHFLEETXE R RmEHE, XTRAN LT P
W HEGAREEILRERGIER (FLE4).

BERFIRS LR ESMEEETRE LG ERER, FX
REMBERORBIHEREARRIMERIABERF ALY
(HREEF Sk MG ES5).

H—Fi, REPTEALXARLDIELCERHN (HAdmdH) —
RTASTFTHBEAGIERER, X—ETHERN 47a Lo ZA N
) (R4 6). R, ZHIKXET 55°C bW, L&A R
INTF B RESREES ATa oD AR 4 A
ARGHFIGERT NI XFS.

X2, AR EREFAGLAI N FEFHU B G ERER, 4
R EER. ABPERTIAEFGERRSNH. ILFRGEHR
A EL TAHRLTHNREFLEDSARFEN, #lo ] Kk 7R,
CMEAS DL ERE. RMNEELZTENELCTEAMNFRAH%
RtGaef, B ARSI TELARH—RET LHb] 47a 14
W AT R 6 L — .
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23 - ELRASEOREAERESFGREG M FILmER

i o ED-50 (mg/Kg)
2 RiE2 S. C. ##

F 3B 5 20 28
L] 6 80 34
%3#&H] 33a 30 2
%34 35a 37 1
%34 38a 5 1
%3] 41a 58 6
F P 47a 19 26
%3] 48a 38 1
%P 49a 2 1
%34 50a 10 2
%#H) 5la 9 3
%35 59a 13 2
%P 61a 22 2
L] 63a 44 33
vl wjf 4 1
75 223 24
BT 3] IG Ak 100 80

A4 - EDR#M (55°C) S agabmEpn

Vaa -4 ED-50 (mg/kg, sc)

%34 38a 7
L] 47a 89
%345 48a 5
574 49a 4
%L #H 50a 58
LH#B| 51a 2
F#4 59a 43
L#%H 61a 48

vl vl 2
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55 - PEREFERRSW THLRENR

i 8- ED-50 (mg/Kg, sc)
%34 5la | 5
% #4] 59a 60
% #4H| 63a 70
vl wif 4
6 — EDRZRBIW TS ERIER
& # % (mg/kg, ip) | HKH (#)
% 34| 63a 40 5
L4 63a 10 6
%3#4] 63a 40 20
+ +
Y 10
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