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' A T2%5 (003X F)AD)T R A IRILYBERENLO
EHFHCEHEFY EARTIEEAAN - BRRB30S &K > B
A200F F KR ERAF200FF — R TR ERE K > XK
HERANZIRAY - B AKRFRAMRA > A8 KR
MRt R REAMEFeaRIEW > L&
- F AGLLRE - -EF 98%HEHRM -
AHRBRFXBFHATILAEY
AFTAEXNZ1-FE-1,4- 8 %%

_Ar2

-20-

AR R A T BB KAZE (CNS ) A4 (210X 2970 % )

( >md D 0k 3o o by B N Bk B ow A )

s
——————— e
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A7
B7
B~ BRABEA (1)
Ar? M.p. [°C]
WA
CF,C1

P

CF,
74-75
NO; _

D1-[2-BHTE-6-ZRFEBER-4-%K]-4-(3-RAF X)X
g-(1H)-1,4- =R #*
5% (0.0165% F)fa c)iF 8 21t A& ®25%(0.025
¥ H)Z LR A3.15%(0.02% F)1-R-3-K A K50
T WAk P@AI0NH - AXMBBRIER > AKX
EAABWEARTRER - HEEHESH IR
s BN KRN (BB) & -
AEE 48%(7TT%EHE)% &
AEMFRABFINATHINZALESY

o
IR\

K2

2 P S H S I 3

-21-

(o Hr 2ok o o e B\ Byl B ok 3 )

AR R E A P BB FAR% ( CNS ) A4 (210X 2970 % )
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A7
B7
Ao~ APRASELEA ( 19) {
|
b2 X FT2l-FA-4-k-1,4-—5 %% I
|
x|
, Mo
Hal— alk—N N— ar? =X | )
3]
S
Z
x|
Hal alk Ar2 M.p. [°C] % {
5
~CH,-CH-CHa- N={ ‘ ;?;: b
c1 | Wa "” 2
CHj & l
CFj3 |
-CH,C-CH, - I
" CHZ ” 7‘* I
l
3T
l
' l
l
l
l
l
I
| .
4 |
i I
3 |
‘P
2 |
# |
A ' I
H - |
T
i |
¥
A l
# |
Ak
P |
*® |
-29. |

AR RE @R P BB FAZHE (CNS) AdsLAE (210X 2970 % )
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A7
B7

SR S m I RS

Ao~ BEASLEA (20 )

" - (CHz) 3 &
N \Z
) " -—<_1\_ h
\
N
' ) \ 4 o
CF,C1
. -CH;-C=CH-CH2— | N
” / \ s
CHs —Q:AN\ . #
CF3
CF3
" - (CHz) 3~ :5 "
, .
CF3
” ” ';h

U REAED

HKSAE(0OIBEF )T AL AEMEN2SEHF =F A
WoRE B 0 AT EEE AN A& 100°C A 22.03%(0.016%
H)2-B v we > 0.38 % (0.0163% F )& R 1L42 & 15 8t 1L
MISOEF = F AT B - RE3IDHKZ  ABRTEAMEA
BrEAlc BABMAISOEF KRS EA LRI EER
2k c BEZERHEDERFT R ARBRMEBLIRER

-23 -

AR R LA P EBFAZE (CNS) A4 (210X 29720 % )

(St 25 0 B Bk 3 )
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S RO 3 H Om B R S

A7
B7

A BRHS (2)

AR MBI (RARN BB E25-5%THI _RKTKR

#%EAn) e

E® ALK EWH o

NMR : CDCl;.8 1.3 (s, 9H); 1.85-2.25 (m, 4H) : 2.6 (m,
4H); 2.8 (m, 2H); 3.2 (t, 2H): 3.5 (m, 2H) 5 4.0
(m, 2H) ; 6.2 (d, 1H) 5 6.5 (s, 1H) ; 7.8 (d; 1H)

RMRTH —_ BRI LB ERFBIZME -

C,1H,9F3NgOS - C4H404 MW 586.6

ti 2 : 188-189°C

AEMFARERAEERERE-1,4- R HBF(Fl1d)R
AR BAEABRRKZIEREY WA EKER > S-BEA-2-5 K=
ok BS-PrA-2-BAE _AFEH T RITZALED

-24 -

Ak TR R R P BB K AZSE (CNS ) AddLAE (210X 29720 % )

(oo D 20 o i B N BI TSk B RS )
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oy
R~

).‘,.

2T TR ap e H om0 3

AT
B7
EA ‘%%JviﬁéQH ( 22)
* 1 \
Arl— s—alk—N  N— Ar?
Ex. No. Ar! alk Ar? M.p. [°C)
OB
u:;(‘ 155-162
2 [kn -(CH2)3~ MN ﬁ-_&ﬁ
N ~
f“{{\- 83-85
3 ” ” u ﬁ&g
CF,Cl|
CF3
4 177-182
4 " " RTH BB
CF3
/ 72-74
5 ” ” Noz
] i} -CH,-CE-CHp- ﬁ:;{\ 116-119
CH MN
: A
. “'CH:“C"CBz“ N.—_zt 174"180
7 \ / k3.3 ]
CH2
-25.-

AMKIR R A P BB RAZAR (CONS ) A4RLAE (210X 2970 % )

( 3ot S o B (4 B R 3 )
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PP RO S HOm AR IR

A7
B7
A BRI (5)
Ex. No. ATl alk Ar2 M.p. [°C]
N:Qf\ 60-70
8 ”n ” \ /N ﬁ&ﬁ
N—N
//Q\ I -(CHz)3- N:ZA‘ 166-167
9 N ? MN RTH %8
H
> cay N\CF,
3
" " 55-60
10 \ /7‘1
N:;é; 110-115
11 " " “&J 2EB
“NCF,C1
* CFj3
136-140
12 ” ” ii‘b%
CF3
13 " " < 5 %05 95-98
N—N N;ﬁ
14 H&,/il\NlL\\ " -—<§L_4N 142-144
CH3)\ \CF3
Nf’if\\ -CH,-CH-CH,- N__Zk
15 N / \N 125-128
Hy | CHj3 J—
CHj3
-CH,-C~CH;z- N:;(S
16 " Wi 113-119
CH; %] ]
3——& 230-232
17 " " _ N £ /1Y
“\CF;
-26 -

AR R R P B B R AR (CNS ) A4HLAE (210X 2970 % )

(o Dr 20 3 S et B N Bk B ok )
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A7
B7

e e IR e

EA

~ BBASLER ( 24)

Ex. No. APl alk M.p. [°C)

Ar?
N—N :
I “:-2L i
18 N/‘\S)\ ~(CHz) 3= MN

H2

19 . " MN 109-110

N \i
20 ” . ” __<-_-;\ 60-67

_ -CH,—-CH-CHj- " 180-130
21 | ¥ Xt
CH3 .
-CH,-C-CH2~-
" : " 119-122
22 CH,
N'% 92-97
-CH,-CH-CHz— % AN
23 " | — A" ] }
CHj \ .

T 24
1-(4-2 X F REAR)-4-[4-(2,6-F-F T A-4-F= X)X
#-(1H)-1,4-— 8% %-1-X) Tk

/ji\ /”\V/N\//ﬁ/—wk :;zt
PO -
B
Y IR L L "

a) N B -1-[2-H T X-6-ZRF A-4-Fg K]-4-(4-5K %

-27-

A R A P BB FARAE (CONS ) AdRLAE (210X 2970 4 )

(*mf i 20 B B i B N B el B ot )
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A7
B7

TR [ m -

A~ BASLEA ( os)

Be X T A)-(1H)-1,4-— 5 &%
J10%(0.033E F)A T lc)d B M2 = f #5908
% (0.0353% F)N-(4-% T KX )BK 8 i X 29.13% (0.066

BEH)BEBAAI0EF AmME T - R A K - B E

BAEME REEER - RERBKY » & —F ki o
A 16245 (98%E H 14)
BUBBRES KW o BBIT-997C

AFA AL T A AF BT ¢

N— alk— N N— Ar?

¢

0
L
alk Ar? M.p. [°C]
s
y N )
=(CBH2)3- ‘Q;__NK 89-92
CF3
~CH,-C=CH-CHjy—
- " 130-132
CHj3 :
. N
1/ \
-(CHz)3- f‘<&_€:\ 119-121
_(CHZ)4- ” 207"209 )
-
- (CBz)4- /N 190-192
CF,Cl
-28 -

AR R B PR B REAZE (CNS) A43AE (210X 29700 % )

(S D I o oy e BV Bk B ok )
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D PR O HOm IR R -3

A7
B7

Ao~ BBASUEA ( 26)

b) S R -1H-[2-% T X-6-Z AT X-4-Fw K]-4-(4-M
TE)-1,4-— R %%
$#15%(0.03 % F) Liia)X & # #6 % Mk & #3200
EHCLCEFTER2IE > REABRDEKRRBERRAXE - #
CHRLUEBYHRRASKY > BRBRE > AKRFR > K
It HREE
BE9.2%(83%EHE)m o
ABIF X F B AT ¢

HoN—alk— N N— Ar?

alk Ar2 M.p. [°C]
~(CHz) 4~ *j—( L
_Q_‘;L
-(CH2)3~ y 3
' N -
~(CHz) 4~ :Z: : )
N\ /) .
CF2Cl
(CHz) 3~ N
22 /N — Bfuih: 241-245
CF3

BWHRLEEY - -
#3 % (0.0083 % F)b)F /32 = & Hk0.9%(0.0093%E F)
ZCLRKRIOEA WA KD ERER  EERA1I058F A

-29-

AR BLER P BB 7 ARAE (CONS ) AdALAE (210X 29705 )

(Smd D2 3 o i BV Bi b oAk )

. : —_— e e e
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A7
B7

DR RO O A RT3

Ao~ BB (7))

24%(0.009% F)4-R X TBHBA/I0ZTH W@ AkhER 1
NEH® o ARBTHERABHSLR  HAREHEKRESE
A—RIBREFR_R - M HLBEALRBIERAA AN XRB
(BB B3%TEHZ R FEHHi)ei -
A® 4.2%5(93%E#H )
bx B 125-127°C(a — % A B/ % R B)
C,3H4,BrN;50O (544.6)

R A& ERATAD(EAM24D) R T 4o X T B &5 %
TR2Y A LA B o

-30-

AR R A b BB FARAE (CNS ) A4S (210X 29705 )

(smi P 2 S B e B N Bimpsh B oAy )
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T RO Hm R RS R

A7
B7

A~ BB ()

* 2 \
R—-@-—CONH—(CHz)n—— N N—Ar?
L
RHl %R "R n Ar? M.p. [°C]
’5 Br 3 " 169-171
26 , 4 3—{5\ 74-76
—Q:i E2'Y ]
* CFj3
27 ##Tg 4 N { 165-167
—(_:; k2. ]
-8 <::>>__0__ 4 104-107
' kX3 ]
25 - ‘ N 92-94
WA ¥%8
CF2Cl
30 I 4 " 110-115
X ]
T H 31

4-[4-{4-F R A-2- B} TE]-1-[2-F T A-6-= &
‘fr,‘_!3-4-@@)3‘]7‘:ﬁ-lH-1,4-;§L,¥ﬁ.§oxalate

-31-

Ak R A b BB ARA (CONS ) AdRLAE (210X 29T A% )

( md D20 3 o i B N BTk R oR SN )
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T P RO e 3 H S B 3 eSS P

A7
B7
A BERRA ()
i
’ LN\ N/_\N /N—\%:
X e J—
N g |\) CF3

W 2.7% (0007 F)E #24b)F B R XL & %
0.3% &1L (0.009E F )i mA208 F —F XA FEAx - R
1B 0 #51.6%(0.0063% F)4-F & & -2-F X & &
R (AR I-FTRARE R LH)ENI0ZEHF = F X F
BAEZERRAN > EEBEHT2IHE
AR ACHRUBEERREAD KR HREIHRKR
BREE o RERERF(BB)E4%TEZ = R FIR) sk
HhAEZF 1.0%(30%EHME)

Y E B B E145-150°C

C,oH;33F;N,0 - C,H,0, (647.7)

T 432

1-[2- % TA-6-Z R FA-4-BrwA]-4-[4-{4-78%K-2-
R Y TEA]IN&-(1H)-1,4- 8 # %

~ oH
/lN /\ N:_zL
NJ\\NH//\«/\\//ﬁ\\/j——QLJZ\ e

CF3

;1%0.75%,(0.001%E)ﬁﬁ:‘i?mzwé\%&“Fﬁ%‘? » KA OB

-32-

AR R E B A P RBEAZAE (CNS ) AdRLE (210X 2975 )

( S pr 2 B B N BN O 3k )
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T R0 3 M w5 P -

A7
B7

A~ ARSI ( 30)

R (10% ) A —KEHTal-
A® 064 (EHZ100%)
B o 111~115°C

C22H32F3N7O ¢ C2H4O4 (557.5)
E# 33
1:[2- % TEA-6-Z R FEA-4-Fog K]-4-[4-(4-5K-2-

g R)T AN &-1H-1,4-— 8 %%

OH
/lu N:ZA
\NJ\/\/\N/_\N_—K\__//N
: N er,
a)1-[2-#% TE-6-ZRTF A-4-Bax £]-4-(4-R T £) =

f-1,4-—R%EF ,
914 (003X F)EHlc)x — R % ¥ %E443.5%(0.03
B H)S-F A R9.1 4 = CAE(0.09X F)/100E H = F £
P oEE Rk 0 it A 100°C hm A 24 B o
BZARRTEABHBRER » Sk ATLBRTEXERHE
BAY o ARBMELBRALAERSE  RE®LERRKRY > # -
¥k st o
AEE 91 4B EW
b)1-[2-HF T A-6-Z R F K-4-F= ?;a] 4-(4- ‘?H*T;E‘)

7 i’L-i,4-.: %, % % hydrochloride

# 9 15%,(0-024%@).11:‘@5%%%2%#Lﬁ&sb%%
R R (B RAK) A4 E0-10C > @ A% BE R AR

I

ﬁ@

-33-

AR R AR R B FEARE (CNS ) A4S (210X 29720 % )

(Sl i e o o e B N Bk R oR Sk )

e e L S
’ 1
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A

I

i

T PR e H w2 R

A7
B7

Ao~ BEASUAA ( 31)

Zhad c WHBAK  REABYWIERBERR -

EE 7645 (58%®EH M) o

Ha4.4% (001 F) LM KMFEELEKRLEIMNILED(
# # J. Org. Chem. 35 (1970), 2515 et seq.) (2.8 % (0.02 %
HF)N)AS0EHF KRR20EH W &k PHRFBR - REX
CEBLUBERRBRRAMER B AR MELBRLERE - K
ERBMM (B B4%THI AR -_KTR)GLERZD

o

EE 1.9 (42%)

1H)
C,,H;F3NGO (425.5)
¥ @B : C,,H; F3NgO - C,H4O0, (542.5)
BrEs 2 173-177°C (4 #&)
T # 34
1-[2-#F THA-6-Z R F A-4-vFw K]-4-[3{4-F A X -
2-Fw QA YA A]SNA-(1IH)-1,4-_ K %%

-34-

NMR : (CDCl3)¢ : 1.3 (s, 9H) : 1.8-2.0 (m, 4H) ; 2.0 (m,
2H) : 2.4-2.6 (m/br, 6H) : 2.5 (t, 2H) ; 3.5 (m, 1H)
4.0 (m, 2H) : 6.2 (d, 1H): 6.5 (s, 1H); 7.8 (d,

AM R R FUE A b BB FARSE (CONS ) Ad#AE (210X 29720 4 )

(i Pie e ot b B N B b B v s )
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3T b R e S0 H Sm R R S 3R

A7
B7
£ R ( 2)
P
0 .
SN
| M v
NA\O/\/A\N N—QLJN
N ~cr,

a)2 B M H

AS50% F+abs. THF ¥ 3% B 8.9 %, (64.5% ¥ F)3-& 4 -1-
BB RE R M6.52K(645FEELF )= A LT X
m4b£ﬁ&16.2§,(53.7%3€#)?4&d1c)‘P%‘i%zazepine,
WBARSCHWIGIH - ERABRBSLEABRRTREF & -

CACRTRTARAE L L AAKE R KA 0 AR M
o B o A% ORE &R M (SiO,0 # % 4 CH,Cl,
MeOH=98:2) & 1t A 13 5] & & i ©
A% 11011 %(53%)

)R 4L E MY _

J026% (852 X F)a s (80%)& 4 i hmsr2.45 1,
L#HAEY > EA2SEFRUDMF > £ F B EARE AR
XARTHRADFEH3I30048 c REBBABENMSEFEL
HDMF21.5%(5.68% % F)2-Fmik-4-F &&= (A
B XX FEEMA : W.E.B2 4% > R.F.4w A (Koebel)
W % 4 8 X Bk (Tetrahedron Lett.) 1971, 20, 2867) 7 /s B
BoMRAWEARFEABFTEATRERRE - AKF
EA AR AR LR BAEARRT RS o R
# B # (SiO, > #% % # CH,Cl, : MeOH=98 : 2) 4 1t & £ X

-35-

AR B FRBREIZE (CNS) AdHAE (210X2972 % )

(Smi i 2 o ot B (VB oSl )

B 1\ P —— ——
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A7
B7

T P RO E Hom AR R SRR

Ao~ RS ( 33)

mo BEAMKBE o
A® 1.6%4L(29EXF »52%) o
BETHARBAILY Iz bENTHKRTBE/ELO » £ 4KF
ERTiRmHEDARER > ARRBRELZS -
g 110-112°C
C,3H;4CIF3NO, (581.1)
E #3535
1-[2-% THA-6-Z R FE-2-vFw X]-4-[3-(4-5%-2-
g A AR)BEA] S A-(1H)-1,4-— R # %

?H
2N
| /\
(N\)\O/\/\N N
v CF3

B14% (268 L F)VEHIGZWE » AA40EH B
LB AEBELO02% PAd/C (10% Pd)RAE » £ A KXKAR
FT#H40-50Caqgatt REEZLA%  HERARERER
M LB UEHRE ERBRTHBREIERSE
A% :1.2%(100%)

ETHARAGRILY » HFZdmEs» T TBE/ELO » 4K
R R ThRMEMAAR  ARBRBREALZE - |
g : 78-80°C
C,1H;0C1F;NgO, (491)

yx;'fﬁwjfu—%édT%«3£17¢&x‘iz4bé\% °

-36-

AR R il A BB K AZH ( CNS ) AddLAE (210X 2970 % )

(o 205 B N B R )
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TP RO S Mm-S

AT
B7
A~ BASA ()
HWEHXE b
A) 4z #
ARG XN ERGERTREAT LGN Sk -
40 £ 3% o1 K
120 & 5 E X H
13.5% % B B
45% 3, 3L 48
2.25% %, Aerosil® (¥ # ta & o #H =
L2 B)
6.75% % HHEH(6%F)
B) % & #
20 % % FH4Z WK
60 % X% . AN
70 £ % WBER LY

B AASYWALEINELRE 3B ALY T HaEw
BR/ LB LW BE60 : 40X X RY - BRERBMSYHEAHESH
B 2HOERD 2HBEBRSRINEL  c  ARFTAEL
zZEHhbEBRREHmEER -
AMAE-THBELEHE
1)D33: & 4 M
R EkEFEHEZCCLIIEXRABEF mBERRESTR
v A kA T A B D% B H T /F A Res. A 1t & A

AR $& %, (Natick) » MA01760-2418 USA -

-37-

(Biochemicals Internat.) % % £ ¥ 3% (One Strathmore Rd).,

AUGER LA A P BB FARE (CONS ) A4 (210X 2972 % )

( S 230 0 W B 3 )
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AT
B7

A~ BBABLEA ( 35)

B e

A 10%p 4 f 3% (GIBCO % % 041-32400N) 5 100 U/ml
# R & K & 0.2%4 # % (GIBCO BRL :» X% & # #
(Gaithersburg, MD, USA)#*RPMI-1640 ¥ & &k &k T D;X
B, oo 48 B4 > APBSH ke R £ 0.05% % 4 B X
PBS3: %554 c AN H T Htk > RA300 K E@pE -
B s tm B K AR 0 A B R B A (5 mM A -HCl > pH 7.4 >
S10% )M BEARZ A E > RHEAE4CHEAE A0
M/ T RMBEHB R E3054 0 R200 K E
W10t R IAEREARERLT -
e

MAD:; A HELSRABELHA(50 mM 2
-HC1 > pH 7.4> 4 120 mM NaCl> 5 mMKCl> 2 mM

(oA Di- 208 o o i B N Bi sk B ol )

o\,
e L A
] Y ¢ +

CaCl,s» 2 mM MgCl, » 10 x Mok ok B » 0.1% 4% 3 & 88 &
0.1% BSA) » BB B # 10%m p /250 ul a4 R &4 » 3E R
0.1 nM !21-4% & & (sulpiride) £ H & 2 KXW H & &£ T #
30°C3 & o »A10°*M ¥ & /&4 B (spiperone) Bl & JF 4 &

A o

6044 » & & ¥ 4% 4 (Skatron) e e L & B (£ B #E -
K F (Lier) » M B )% X GF/B# % % 4 @& B B (B # ¥
(Whatman) » 3 B )@ K » 2 A B AL S BB
F o #ApHT742 kA A -HCIEHA FZ R BRSE - £ A
% % (Packard) 2200 CAZ B BRI H S T T BR & L K
B BN

ST P R O 3 Sm B FE -3

-38-
As R B A P BB FARE (CNS ) AdBLAE (210X 29720 % )
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5 P b e H e S

A7
B7

A ‘%§Qﬂ€i3H ( 36)

4 A LIGAND # X A JE & M &1 57 5 47 Al K K44 -
2)DL, % & 4 #
fa B 3% B

A B 10%8 4 & F# 4 &% @ % 25 mM HEPES % £
Glutamax I™Z RPMI 1640 % 3 % B % & A% % & ik D2A
%M ZHEK-293% 8 c AN K HEEH L1008 B R
A Z100 ug/mlée & £ - HFZ e £ L5% COR A KX
AT @FEHITC -

EEBABREGKRAL(0OS%HRE EZGRR)LEHARAAR S
F Rz tm g 3-59 4 o KRB IA250% 8 v Hba fe 105 4& >
FEACAEREHEA(5SmMA-HCl» 10% > pH 7.4)
BIE30448 c R250 % @ w1004 » R LD KRED
-20C A # R o

TR S M

1) 8 1251- % & 4 & (spiperone)(81 TBq/mmol » # # 2 3
(Du Pont de Nemours » 4 #% 3% (Dreieich))X % & I D3 %
BRI R"
ZRAM(NIEF)OEREEEHAA(S0mM £ > 120 mM
NaCl> 5 mM KCl> 2 mM MgCl, % 2 mM CaCl, > pH 7.4 >
4 HCI)% % 1x10°48 # pg % 0.1 nM '2’I-%F & & B
(spiperone) (4 3t &)X # m1 M v i & (haloperidol) ( J
HAEFBS)RBMADE -

£E25C3 56050 8% Bh R PEapEKEI(FE
(Zinsser) » ¥ A% )P XGF/BH B A £ B R B (R ¥ 2

-39-

AR R AR P EBEFAEE (CNS) AdBLAE (210X 297205 )

( S s 0 W B R 3 )
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Al
B7

A~ AR ( 5)

XBA)BREZRAY > A kAHZ50mM 4 -HCL & &
» pH 7.4k A BRES - AR L2200 CAF R B B R ¥
BRI EhkERBAAM -
dma) fx A o
ERBRAETFREAAFEGETGE > XEARERLE & %
% (Cheng and Prusoff) 1t % X #& $ ICsof& A T K ;& °
EEEIH T REABAZIALAHAED;THH LEAR
EFRFIHEFH > RHAD;THBZ ZEEFM -

(Sl i Zee o o i B N Bk RO S) )

. e e e e e e e e e e e e e
@ o
. ' . '

29T P O 3 1m0

-40 -
AR R B AT RBEZE (CNS) AdLlE (210X 29720 % )
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A7

B7

% 3
A3
t
R2 _ ., . .
R! z\L/>|m|z‘<,.~lx/ .
Y R
N
pto R?

XHBK R R2 A3 R6 R7 ne RY A0 W X-Y-Z A B

36 H H OH H But H Me H CHp CHp-N-CHy  -CHy- -(Clip)3-

37 H H OH H But  H Ph H  CHpCHp CH=C-CHy S -(CHp)3- ,

38 Me  H OH H But  H 1.Pyolyl H  CHp CH=C-CHp S (CHa)3- T

39 H H NHp M iProp  H 2.Napht M CHpCHp CHpCH-C S (CHo)g-

40 H Me OH H Et H 1But H  CHp CHyN-CHp -CHp  -(CHo)3-

41 H H OH H CHF, H H H  CHp CHy-CH-C S (CHa)a-

42 H H NH, OMe CF3 M H H  CHp CH=C-CHp S -(CH)3-
—~ 43 H H OH H CF3 H 1But H  CHpCHp CHa:N-CHy -CHp-  -(CHa)3:
& 44 H H NHMe H iProp  H H H  CHp CHyN-CHy O -(CH)a-
- 45 Me H ‘OH H H CN  1Bul H  CHp-CHp CHpN-CHy -CHp-  -(CHp)3-
mm 46 H H OH H H F 1But H  CHpCHp CHp-CH-C S -(CH)3-
WW 47 H Me NHp H H cl iProp H  CHpCHy CHa:N-CHy -CHp  -(CH3-
%« 48 H H ' NHMe H B4 H H OMe CHy CHp-CH-C S -(CHo)3-
fm 49 H H OH H iPop U H OMe CHp CHp-N-CHy  -CHp- -(CH)4-
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50 H H OH H CHFp H 1Bul W CHp-CHpy CH=C-CHy S {CHu)3-
51 H H OH OMe 1Bu W CFy I CHpClly CHpNCHp CHp (€Ml
52 Me H OH H CFp M 1Bul " CHy ClipN-CHy O (CHp)g:
53 H H NH; H nProp  CN 1Bul H CHp CHp-N-CHy -CHp-  -(CHala-
54 H Me OH H CF3 'CN iProp H Clip Cl1-C-CHy S -(Cliy)3-
55 H H OH H Ph C=Cii 1But H CHp-Cly  CHpN-CHp -CHz: {(Clip)a-
56 H H NHy H But  CN Ho M CHp CHp-CH=C S {(CH2)3-
57 H H NHMe H But  CN CF3 OMe CHpCHp ClipN-CHy -CHp-  -(CH2ls:
58 H H OH OMe nProp F But H CHyp Clp-N-CHp  -CHa- (CH2)4-
59 H H OH H Ph CN 18ut Me  CHp CHpy-CH=C = S (CHa)3- N
60 H H OH OMe  1But F H H CHp-Cliz CHa:N-CHz -CHp- -(CH2)3- N
61 H OH H But M Me H CHp CHpN-CHy -CHp- .CHp-C(=CHp)-CHz-
62 H H OH H Bul M Ph H CHy CHp-CH=C S .ozwo?ozwvozw.
63 Me H OH H (But H 1-Pyrrolyl  H CHy-CHy CH=C-CHp S -CHyp-C(=CHp)-CHz-
__ sd4 H H NH, H iProp H 2-Napht  H CHy-CHy CHp-CH=C S .Cip-C(CHg)=CH-CHp-
A 65 H Me OH H Et H 1But H CHa CHp-N-CHp  -CHp- -CH,-CH(CHg)-CH2-
~ 66 H H OH H CHF, H H H CHyp-CHp CH=C-CHp S -CHp-C(=CHp)-CH2-
= 67 H H NH; OMe CF3 H H H CHo CHpCH=C S .CHp-CH(CHg)-CH2-
VM 68 H H OH H CF3 H 1But H CHp-CHy  CHa:N-CHz  -CHy- .CHy-C(=CH2)-CH2-
e 69 H H NHMe H iProp H H H CHp CHp-N-CHy O .CHp-C(=CHp)-CH2-
, 70 Me H OH H "“H CN 1But H CHp CHyN-CHp -CHp  -CHpCH=CH-CHy-
W
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71 H H OH H H F 1But " CHy-Clly ClipCli=C S .Clp-C(Cl3)=CH-CHy-
72 H Me NH, H H ol iProp H CHpyCHy CHaN-CHy -CHp-  -CHp-C(=CHp)-CHp-
73 H H NHMe H 18ut H H OMe CHp CHyCH=C S .CH5-CH(CHg)-CHy-
74 H H OH H iPop H H. OMe CHy Cll;N-CHy  -Cily- .Cl15-CHI(CHi3)-ClHp-
75 H H OH H CHFp W (But H  +CHpClly ClipCH=C S .CHy-C(=CHp)-CHy-
76 H H OH OMe 1But H CFq M CHp CHyN.CHp -CHp  -Clig-CH=CH-CHp-
77 Me H OH OMe CFj H 1But 2] CHy Clip-N-CHy O -CHy-C(=CHp)-CHp-
78 H H NH, H nProp CN 1But H CHyCly CHpN-CHp -CHy .CHp-C(CHg)=CH-CHy- ﬁ_
79 H Me OH H CFa CN iProp H CHp CHy-CH=C S -CHy-CH(CHg)-CHa- !
80 H H OH H Ph C=CH 1Bu H CHy-CHy CH-N-CHy  -CHp- -CHp-CH(CH3)-CH-
81 H H NH» H 1But CN H H CH CHy-CH=C S .Cl1y-C(CHg3)=CH-CHyp-
82 H H NHMe H 1But CN CFjy OMe CHp-Clip - CHy-N-CHp  -CHp- -CHp-CH=CH-CHp-
83 H H OH H nProp F 1But H CH»p CHy-N-CHy  -CHgp- -CHy-CH(CHg)-CHp-
84 H H OH H Ph CN 1But Me CHp-CHy CHp-CH=C S -CH5-C(CHg)=CH-CHy-
4mm H H OH H {But F H H CHop CH-N-CHy  -CHy- -ClH5-C(=CHy)-CHyp-
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86 H H OH Bt  Ph H CHy CHy-N-CHp  -CHp-  -(CH)3-
87 H H OH (But  2-Napht H CHy CHp-N-CHy S -(CHp)3-
88 Me H OH But  1-Pyrolyl H CHy CHy-N-CHp S -CHp-C(=CH2)-CHiy-
89 H H NHp,  tBut  cHex H CHy-CHp  CH=C-CHp  -CHp-  -CHp-C(CHg)=CH-CHy-
90 H H OH 1But  nHex H CHp-CHy  CHpN-CHp S -(CH2)3-
91 H H OH But H OMe  CHy CHy-N-CHp  -CHp-  -CHp-CH(CHg)-CHp-
92 H Me OH iProp F H CHy-CHp CHaNCHy S -CH,-CH=CH-CHy-
93 H H NH,  CHz  1-Pymolyl H CHy CH,y-C=CH  NH -(CHa)3-
94 H H OH  OMe  1-Pymolyl H CHy CHpyN-CHy O -CH-CH(CHg)-CHyp-
95 H H OH tBut  H CHg CHpCHp CH=C-CHy S -CH-CH(CHg)-CHy-
96 H H OH tBut  tBul OMe  CHy-CHy CHpN-CHy S -(CH2)3-
97 Me H OH But  iProp H CHy CHy-N-CHy S -CHa-C(=CH3)-CHy-
98 H H NHy  Ph 18ut cl CHy CHy-C=CH  -CHp-  -CHp-C(CHg)=CH-CHy-
99 H H OH 2-Napht tBul Me CHp-CH; CH«C-CHp S -(CHp)3-
100 H H OH 1But CFa Me CHjy CHp-N-CHp  -CHp-  -CHp-C(=CHp)-CHa-

-44 -
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io1 H H OH 1But H 1But H CHy CHyN.CHy S (CH2)3-

102 H H OH But CN H H CHy CHyN.CHy S (CHy)g: -

103 Me H OH 1But H o] H CH, CHy-N-CHy  NH -CHy-C(=ClHip)-CHp- M

104 H H OH H CN (Bu H CHy-CHy m:»o:"o CHp-  -CHp-CH(CH3)-CHp-

105 H H NH, CFg H 1But H CHy CHpyN-CHy S {CHa)3-

106 H H OH nProp H iProp M CHp-CHp  CH=C-CHp  -CHp-  -CH-CH(CH3)-CHp-

107 H Me OH H H iProp  OMe CHy-CHy  CHpCH=C s -(CH)3-
\m 108 H H OH  tBul H But  H CH,  CHyNCHy  NH -CHp-C(~CHp)-CHy-
_ 109 H H OH 18ut CN H H CHyCHp  CHpN-CHz S -(CHo)4
= 110 H H - NHp  1But H cl H CHy CHyN-CHy O -(CH2)3-
pie 111 Me H OH H CN {Bu H CHa CH=C-CHy S -CHp-C(CHg)=CH-CHz-
W 112 H H OH CFa H But  H CHp-CHy  CHpN-CHy  -CHp- -CH-C(=CHp)-CHz-
i 113 H H OH nProp H- iProp H CHy CHy-N-CHy S -(CH2)3-
W .
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114 H H NHMe H H iProp  OMe CHy ClpN-CHy S -(CHp)3-
115 H H OH nProp CN 1But H CHp-CHy  CHp:N-CHp S -(CHo)s-
116 H H OH CF3 CN iProp  H CHp-CHy  CHa-CH=C S -(CH2)3-
117 Me H OH Ph C=CH 1But H CHyp CHy-N-CHy  NH -CHp-CH(CHg)-CHp-
118 H H OH 1But CN 10ut H CHy-CHy  CH=C-CHp -CHap- .CH,-CH(CH3)-CHp-
119 H H NH»o {But H nProp H CHo Clip-N-CHjp S -(ClHio)3-
120 H H OH Ph H 1Bul OMe CHy CHp-CH=C  -CHyp- -(CHp)s5- °
121 H Me OH  CFg M Bu  F CHyCHp  CH-GCHy S ClyCHCHg)-CHp- 1
112 H H OH 1But F H Me CH» CHy-N-CHp NH .OIN.OI..OI.OIN.
123 H H OH nProp CN 1But Me CHy-CHy  CHp-CH=C S -CHy-C(=CHp)-CHz-
124 H H NHy  nProp C=CH 1(Bul H CHp CH=C-CHp  -CHp-  -CHzC(CHg)=CH-CH-
125~ K H OH 1But CN H Me CHy * CHp-N-CHy S -(CHo)4-
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126 H H OH  OMe H But M CHyp CHpN-CHy S -(CHa)3-

127 H H OH  OMe H CFg M CHy CH;N-CH, S -(CHy)3- .

128 Me H OH OMe H 1But H CHy-CHy  CHpN.Cly  NH -CHp-C(=CHy)-CHy- L

129 H H OH H CN  1Bu  H CH, CHaC-CHp  -CHp-  -CHp-C(CHg)=CH.CHp-

130 H H NH, H F Bul  H CHy CHyN-CH, S «(CHy)3-

131 H H OH Me Cl iProp H CH,p CHo-CH=C -CHop- -CHp-C(=CHy)-CH -

132 H Me OH H H iPop H CHpCHy CH=C-CH, S -(CHp)3-

133 H H OH H H But  OMe CHp-CHy  CHyN-CHp,  NH CHp-C(=CHyp)-CHy-
\M/, 134 H H OH CN H CFy H CHyCHy CHyN-CHy S -(CHa)g-
_ 135 H H NH, H CN H OMe CHp = CHyNCHp O -CHy-CH(CH3)-CHy-
= 136 Me H OH H H 1Bu F CHy CHpCH-C S -CHy-C(CHg)=CH-CHyp-
R 137 H H OH H CN  ®Bu H CHp-CHp  CHpN-CHy  -CHp-  -(CHp)y-
= 138 H  .H OH  Me H iProp  H CHy CHyN-CHy S {(CHa)a-
% 139 H H NHMe OMe  H  iProp H CHy-CHp  CHyN-CHy S -CHp-CH(CH3)-CHop-
H
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140
141
142
143
144
145
146

I
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OH
OH
OH
OH
NH,
OH
OH

OMe
OMe

Me

OMe
Me

CN
Me
CN

Ci
CN
Me

1But
18ut
1But
1But
Cfg
1Bul
iProp

CHy
Gy
CHy-Chip
CHy
Cliy-CHy
CHy
CHy

CH=C-CH;
CHy-N-CHy
CHip-N-CHyp
CHp-CH=C
CHy-N-CHg
CH=C-CH,
CHp-CH=C

S

NH

-Clp-

-CH 2-

-(CH)3-
-(CHa)3-
.CHp-CH=CH-CHyp-
.ClHy-C(=CHg)-CHp-
-(CHa)3-
.CHy-CH(CHg)-CHp-
(CHo)3-

'

0

<
'
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147 H H OH H tBut 1But H CHy CHoN-CHy S -(CHo)3-

148 H H OH H 1But Ph H CHy CHyNCHp S -(CHa)3-

149 Me H OH H 1But 1-Pyrrolyl  H CHp CHy-N-CHp  NH .CHpC(=ClHg)-CHz &

150 H H OH H nPropyl  1Bul H CHp-CHp  CHp-CH=C  -CHp- .CHy-C(CHg)=CH-CHa:

151 H H NH, H CFy But H CHp CHyNCHy S -(CHa)3-

152 H H OH H 2.Napht  1Bul H CHp-CH,  CH=C-CHp  -CHy- -CHp-C(=CHp)-CH-

153 H “Me OH  OMe 1But H H CHyCHy CHpCH<C S -(CHa)3-
- 164 M H OH  OMe iProp M H CHy CHp-N-CHy  NH .CHy-C(=CHg)-CHy-

3 155 H H° OH OMe - H CFy H CHy-CHp CHpNCHp S -(CHa)4-

~ 156 H H NH, H 1But H H CHp CHp-N-CHy O « -CHp-CH(CHg)-CH2-
Mm% 157 Me  H OH H iPop M Me  CHp CH=CCHp S -CHg-C{CHg)=CH-CHp-
MM 158 H H OH CN 1But H H CHyCHp  CHpN-CHz  -CHp  -(CH2ly
s 159 H v OH H H CFq Me  CHy CHyNCHy S -(CHp)3-
_.\L 160 H H NHMe H " nProp tBut H CHp CHp-N-CHp S -CHp-CH(CHg)-CHz-

7
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161 H H OH OMe tBut 4 iProp H OIN.OIN OIN.Z.OIN S -(CH2)3-
162 . H H OH OMe CFj “1Bul H CHp-CHjy CH=C-CH» NH -(CH»)3-
163 Me H OH Me 1Bul nProp H CHjy CHp-CH=C -CHp- .OIN.OIlﬁi.OIN. !
o
164 H H OH Me 1But H H CHp-CHp CHp-N-CH» S .OIN.OTOINYOIN. :_u
165 H H NHa H 1But 1Bt H CHy CH<C-CH» -CHp- -(CH2)3-
166 H H OH Me CFy 1But H CHj CHp-CH=C S .OIN.OIAOIQYOIN.
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167 NCHy NHp H But H Me H_ CHp CHaN-CHy S -(CHa)3-
168 s NH, H Bul H Ph M  CHp '  CHyNCHy S (CHo)3-
169 NCHy NHy H Bt H y-Pyrolyl H  CHpCHp CHpN-CHz NH (CHo)3-
170 NCHy NHy H iPop  H 2Napht M CHa CHpCH=C  -CHy .  -(CHo)3-
171 S NH, H Et H 1But H  CHyCHp CHyN-CHp S -(CH2)3- M
172 s NHy H CHF, H H H  CHp CH=C-CHp  -CHp- -(CHo)g: _
173 NCHy NHp H CHF, H 1But H  CHp CHyCM=C S (CH)10-
174 NCHy NHy H CF3 H 1But M  CHp CHyN-CHy  NH -(CHo)g-
175. NCHy NHp  H iProp  F H H  CHyCHp CHpNCHp S -(CHa)g-
. 176 NCHy NHp H H CN 1But H  CHp CHyCH-C O (CHalg-
2 177 s NH, H H F 1But H  CHyCHp CH=C-CHp S -(CHo)3-
— 178 NCH; NHp H H cl iProp H  CHpCHp CHpNCHp -CHy -(CHo)g-
= 179 NCH; NHp H But  H H OMe CHy CH=C-CHp S -(CHo)3-
WA 180 s NH H  nPrp CN  1But H  CHpCHp CHpCH-C  CHp {(CHo)g-
e 181 NCH3 - NHy  H CF3 ON  iProp H  CHp CHpN-CHp S -(CHo)3-
. 182 NCHy NHp H Ph  C=CH 1Bul H  CHp CH=C-CHp  -CHp- (CHa)3-
W
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183 NCHy NHp  OMe 1But CN H H CHy CHy-CH=C S -(CHo)3-
184 s NHy H But  CN CF3 OMe ClipCHy CHpN-CHy NH {(CH2)3:
185 NCH; NHp H Ph CN (But Me CHpCHy CHyNCHp O -(CH)3-
186 NCH3 NH; Me  tBut F H H  CHpCHp CHaCH-C S -(CHa)3-
187 S - NHp H  iPp H H OMe CHy CHyN-CHy S -(CH)-
188 N(Prop) NHp  H But H Me H  CHy CHpN-CHy S -(CHz)3-
189 N(iProp) NHp  H 18ut H Ph " CHpyCHpy CHpN-CHy  NH -(CHa)4-
190 s NH, H But H 1-Pyrolyl H ~ CHp , CH=CCHp S -(CHa)g:
191 NGProp) "2 H iProp H 2.Napht W ClpCHp CHa-NCHp -CHp- -(CHa)3-
192 S NH, H Et H 1But H  CHp CHpNCHy S © «(CHaor
193 N(iProp) NH,  H CF3 H 1But M CHpCHp CHyN-CHy -CHy -(CH2)s- &
194 N(Prop) NHp  H H CN 1But H CHp-CHp CH=C-CHy NH -(CHo)3- @
195 N(iProp) NHz  H H F 1But H  CHy CHp-N-CHy S -(CHo)3-
196 N(iProp) NHp  H H cl iProp H CHy CH=C-CHy  -CHp- -(CHo)3-
197 s NH, H Bt H H OMe CHy-CHj CHyNCHy S -(CHo)g-
R 198 NGProp) NH;  H nProp CN 1But M  CHy CHp-CHsC  -CHy- -(CHR)y-
2 199 s NHy H CF3 CN iProp H  CHp CHp-N-CHy S -(CHa)4-
— 200 NGProp) NHp  H Ph C=CH  tBut’ H  CHp-CHp CH=C-CHy -CHz -(CHa)3-
= 201 N(Prop) NHp H  1But  CN CF3 OMe CH CHpN-CHp  NH -(CH)3-
MM 202 N(iProp) NHp  H Ph CN 1But ‘Me CHpCHy CHp:N-CHy O -(CHp)3-
W 203 S NHp H iProp H H OMe CHp-CHp CHp-N-CHz S -(CH2)g:
, 204 N(iProp) NHMe H But H Me M CHp CHp-N-CHy S -CHp-C(=CHp)-CHp-
W
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226 NCH3 NH, But  Ph " CHy CHyN-CHy -CHp-  {CHh-
227 NCHg3 NH, But  2-Napht H CHy CHyN-CHp S ~CHaC(=CHp)-Cl -
228 - NCH3 NHp Byt 1-Pyolyd N CHyClt; ClipNCH; S ~(CHo)y- _
229 NGHy NHMe  tBut  cHex T CHyCHp CHyCHaG  Ciiy -(CHplz- ]
230 NCH3 NHp 1But  nHex H CH, CliyNCHy S «{(CHp)s- _
231 S NHp But-  Ph H CHy CHp-N-CHp -CHp-  -(CHp)g
232 S NHMe  iProp  1-Pymolyl H CHy CHpN-CHp S -CHa-CH(CHg)-Clip-
. 233 s NHy Cliy  CHg H CHpCHp CHpCH-C  NH {CHa)3-
234 NCHg NHp H CHF, H CHy CHp-N-Cli; O -CHp-C(~-CHp)-CHiy
\W 235 S NHp But  1Bul H CHy CHyN-CHp -CHy -(CHQ)qgo-
— 236 S NHMe  t1But  iProp H - CHxCHz CHpN-CHp S -CHp-C{CH3)=CH-CHyp-
= 237 NCHg NHp But  18ut H CHy CHp-NCl; S -CHC(=CHy)-CHy-
» 238 NCHj NHo 2-Napht 1But Me CHyCHp CH=C-CHy  -CHp- -CHoCH(CH3)-CHp-
= 239 S. NH, But  CFjy " CHpCHp CHpCH=C S {CHp)g-
% 240 NCH;  NHp 1Bt M ©  Cly  CHp CHyNCHp S {(CHa)g-
W
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205 N(iProp) NHMe H 1But H Ph H CHy CHp-CH=C  -CHp .CH-C(=CHp)-CHp-
206 S NHMe H tBut H 1-Pyrrolyl  H CHp-CHy  CH=C.CHp S -CHy-CH=CH-CH2-
207 N(iProp) NHMe H iProp H 2-Napht H CHy CHp-N-CHp NH .o:».o.:o,ﬁ,..u,.ozm.
208 N(iProp) NHMe H Et H 1But H ClipCHy CHpN-CHz S .CHp-C{CHg3)=CH-CHy-
209 N(iProp) OH H But  H cl H CHyCHp CHyN-CHp  -CHp- .CH-CH(CHg)-CHa-
210 N(iProp) OH H CFg H cl H  CHp CH=C-CHp  NH .CHo-CH(CHg)-CH-
211 N(iProp) OH H CFy H 1But M . CHyCHp CHxNCHy S .CHp-C(=CHp)-CHy-
2132: s OH H iProp  CN F M ClipCHy CH=C:CHz  -CHz: .CHp-C(=CH)-CHp-
213 N(iProp) OMe  H H CN 18ut H CHp CHpCH=C  -CHy .CHy-C(=CHp)-CHp-
214 N(iProp) OMe  H H F 1But H CHyp CHpy-CH=C S -CHy-C(CHg)=CH-CH2-
215 S  OMe H H cl iProp H CHy CH=C-CHp O .CHp-CH(CHg)-CHy: M
216 N(iProp) OMe  H But  H H OMe CHpyCHp CH=C-CHp NH .CHp-C(Cl3)=CH-CHy- .
217 N(iProp) NHMe H nProp CN 18ul H  CHy CHp-N-CHp  NH .CHp-CH(CH3)-CH2-
218 s HMe H CFg CN iProp H CHp-CHp CHpNCHy S .CH-CH(CHg)-CHp-
219- N(iProp) OH H Ph C=CH  1But H CHp-CHp CHpN-CHp  -CHzr .CHp-C(CHg)=CH-CHp-
- 220 N(iProp) OH OMe But  CN H H CHp CHy-CH=C  NH .CHp-CH(CH3)-CH-
(<\J 221 N(iProp) OH H Bt  CN CF3 OMe CHp CHp-N-CHy S .CHp-C(=CHgp)-CHa-
o 222 s OH H nProp F 1But H CHp-CHp CH=C-CHp  -CHy .CHy-C(=CHp)-CHy-
» 223 s OMe H Ph CN 1But Me  CHp CHy-CH=C  -CHz- .CH-C(=CHp)-CHg-
= 224 N(Prop) OMe OMe 1But  F H _H  CHy CH=C-CH, S -CHy-CH(CH3)-CHp-
% 225 N(Prop) OMe  H iProp  H H . OMe CHp CHp-CH-C S .ozm-oa:uro:.ozw-
W
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241 NGProp)  NHp Bul  Ph H CliClly Cit-CCll; 8 -Cl15-C(=CHp) ClHp-
242 N(Prop)  Niip 1But 2Naptt U CH,  ClixClI=C  NH -(CH2)3-
243 N(@Prop) NHp 1But 1-Pyrolyt  H Citp CHyN-CHp O -Cl1-CH(CHg)-Clip-
244  NGProp)  NHp But  dlex M CHipClly CHpNCllp -CHy  -(Clizls
245 8 NH, ut Bl T CHy  CHyNClly S -1 C(=ClH1p)-CHy-
246 S OH But F H Cli-CHy CH=C-Cll; S -(CHal10-
247 N(nProp) OMa iProp 18Ut H CHp ClipNCily -CHy ClizCli=CHCHa-
248 N(nProp) OMe CHj 1-Pyrrotyt H CH, ClipN-CHy CHp- -(CHJa o
249 N(nProp) NCHoPh W iProp " CHyCHy CHyNCHy S . -CH,-C(Cl13)=CH-CHy- 9
250 N(iPop) OH (But  But " CHy = ClCCHp -CHzy (Cis
251 N(iProp)  OH 1But iProp F CHpClly CHpN-CHy S -CHy-CH=CH-CHp-
252 N(GProp)  OMe Ph 1But cl CHo CHyNClip S -(CHy)5-
253 N(nProp) OMe 2-Napht 1Bul Me CHp CH=C-CHp  -Clip- -{CH2l3-
254 N(oProp)  NCHoPh  1But CFq OMe  CHpCHp CHpNCHp S -(CH2)4-
255 N(nProp) NHMe 1But H CHiz CHy CH-C-Cll S -CHix-CI)(ClH3)-Cl iy
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256 NCHy  NHy  tBut H B H CHg CHyN-CHy S -(CHa)3-
257 s OH  tBul CN M H CHy CHyN-CHy S -(CHo)g-
258 N(iProp) NHMe 1But H Cl H CHip CHp-N-CHp  NH -CHy-C(=CH3)-CHyp-
259 NCHy  NHp H CN  1Bu H CHp ClipCH=C  -CHy-  -CHzCH(Clg)-CHy- %
260 'NCH;  NHMe GCFjy H Bu  H CHyCHp .CHyN-CHy S -(CHa)3: _
261 N(cProp) NHp  nProp  H iPop M CHpCHy CHM=C-CHy -CHp  -CHpC(=Cl Ip)-CHp-
262 s NHMe H H iProp  H CHy CHpCH=C S (CH2)10r
263 NCH3 NHy  1But H But H CHy-CHp CHz-N-CHz NH -CH,-C(=CHg)-CH>-
— 264 N(Prop) NHp  1But CN H H CHpy-CHy CHpN-CHp S -(CHa)s- .
A 265 NOH  NHMe 1Bul H H OMe  CHp CHpCH-C O (CHa)g-
~ 266 NCH;  OH H CN 1Bu H CHy CH-C-CHy S -CH3-CH(CH3)-CH-
WM 267 NE NH,  CF3 H Bt  H CHpCHp CHyN-CHp -CHp  -CHpCH(CH3)-CHz-
Wn 268 - s NH,  nProp M iProp  H CHy CHyN-CHy S -CHp-C(=CHp)-CHp-
%x 269 NCHy  NHy  nProp CN But H CHy CHyN-CHp S -(CHo)4-
:‘A 270 NCH3  OH CF3 CN  iProp M CHyCHp CH=C-CHp S -(CHa)3-
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271 N(iProp) NHMe Ph C=CH 1Bul H CHp CHp-N-CHy NH -CHy-C(=CHp)-CHap-

272 S NHy  1But CN 1But H CHp-CHy CHpCH=C  -CHp-  -CHpCH(CH)-CHy-

273 NCHg  NHMe 1But H nProp  OMe CH, CHy:N-CHy S -(CHa)3-

274 . N(cProp) NHp  Ph H tBut H CHy CH=C-CHp  -CHp- -(CHp)4-

275 s NHMe CFg H 1Bul H CHp-CHy CHpCH=C S -(CHa)3- _
276 NCH3  NHp  1But F H Me CHy CHp-N-CHp NH -CHp-CH=CH-CHy- S
277 S NHy  nProp CN 18ul Me CHp-CHp CH=C-CHp S -CHy-C(=CHp)-CHp- _
278 NCHz  OH nProp C=CH  1But OMe CH, CH=C-CHy -CHp-  -CH2-C(CHg)=CH-CHp-
279 N(iProp) OMe  1Bul CN H H CHy CHyN.CHy S -(CHo)a-

280 NCH3 OMe H H iProp  H. CHy-CHy CH-N-CHy S -(CH2)3-
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281 NCHg NHy H CN 1But H CH,  CH=C-CHz -CHy .CHy-C(=CH2)-CHa-
282 NCHg NHMe H F 1But H CHa CHpN-CHz S -(CH2)3"
283 N(cProp) NHp  Me cl iProp  H CHy CHyp-CH=C  -CH2- -(CHa)3-
284 s NHMe H H iPop  H CHp-CHy CH=C-CHz S {CHR)10"
,Nmm NCHg NHp, H H 1Bul OMe CHp-CHy CH-N-CHz  NH .CHo-CH(CHg)-CH2
286 N(@iProp)  NHi2 CN " crg " CHy CHy-N-CHy S -(CHa)a-
287 S NHMe H CN 1But H CHy ‘CHy-N-CHp O -(CHa)g"
288 S OH H H 1Bu H CH,-CHp CH=C-CHz S .CHp-C(=Cl12)-CH2-
289 NEt NH, H CN CHFy H CHp CHyp-N-CHp  -CHa- -(CHo)3"
290 NCH3 NHy  Me H iProp H CHp CHy-CH=C S -(CHo)3-
291 NGProp) NHz F CN 18ut H CHyCHp CHpN-CHz S -(CHp)4-
292 s NH,  OMe Me 1But H CHa CHy-N-CHp S -(CH2)10°
293 NCH3 NHMe H CN 1But F CHyCHp CHaN-CHz NH .CH,-CH(CH3)-CHz-
294 NCHy - NHp H CeCH BUl  H CHyCHp CH=C-CHz -CHz- .CH,-C(CHg)=CH-CHz:
295 N@Prop) NHz H cl -CFg’ Me CHp CHp-N-CHz S -(CH2)s5-

-58 -
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296 NEL NHMe H CN Bl Me @lHp-CHy CHpCH=C  -CHyp- -CH5-C(=CH3)-CHo-
297 s OH H C=CH iProp  Me CHy CHp-CH=C S -(CHp)g-
298 NCH3 OH cl H iProp M CHy CHy-N-CHy S -(CHo)3-
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299 NCH3 NHp H 1But 1Bul H CHp CHp-N-CHz 8 -(CH2)3-
300 s oH H 1But Ph H CHy CHpN-CHy S .CHp-C(=CHp)-CH-
301 N(iProp) NHMe H 1But 1-Pyrrolyl M CHy CHyN-CHy  NH .CHp-CH=CH-CHp-
302 NCHy  NHp H nPropyl 1Bl H CHyCHp CH=C-CHp  -CHy .CHy-CH(CHg)-CHp-
303 NCHz  NHMe H CFa tBut - CHy CHyN-CHp S -(CHa)3-
304 N(cProp) NHp  H 2.Napht  1Bul H CHp-CHp CH=C-CHp  -CHz  -(CH2ly:
305 s NHMe H 1But H H CHyCHp CHpCH=C S -(CHo)g-
306 NCHy NHp H iProp CHF, M CHy CHp-N-CHp  NH .CHy-C(=CHg)-CHa-
307 N(iProp) NHp  OMe H CF3 H CH» CHyN-CHy S -(CH)a~
308 NOH NHMe H 1But H F CHp-CHp CHpCH=C O -(CHg)3-
309 NCH OH  H iProp H Me CHy CH=C-CHy S -GHp-C(CHg)=CH-CHy-
310 NE NHp  CN 1But H H CHa CHyN-CHp  -CHp  -(CH2)3-
311 NCH; NHz H H CF3 Me CHy CHyN-CHy S -(CHp)a-
312 S NHMe H 1-Pyrrolyl  H H CHp-CHp CHp:N-CHp S -(CHa)10-
zozm OH H CFy3 - 1But H - CHp CH-C-CHy  NH .CHyp-C(=CHp)-CH2-

313
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. -CHy- {)-CH»-
314 NEL ‘NHp  Me But nProp H CHy-CHp CH-CH=C  -CHg- CHy-CH(CH3)-CHp
-(CH .
NCH NHy,  Me 18ut H H CH CHpN-CHp S (CHo)s )
e w NH H 1But 1But H CHy CH=C-CHp  -CHgp- -CH,-CH(CH3)-CHy- _
) -
o : CH»-CH CHp-CH=C S -(CH))4- nm
317 N(iProp) NH2 Me CFg 1But H 2-CHp
-(CHip)3-
318 NCH3 OH H nProp 1But H CHy Clip-N-CHy S (CHa)3

/A /‘;"E‘B}E]';}{H}E] ( 58)
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319 H Br H H Wt H Me H Ciiy CHp-N-CHy  H{Clip)s-
320 H I H H B M Ph M CHpCHp CH=CClly -(ClHs-
321 H Ph H H Bt H 1Pymolyl W Clip CH-CCHp  -(CHa)g-
322 H p(iProp)Ph H H iPop M 2Napht H  CHpCHy CHaCH-C  {Clighs-
323 H pAcetyl-Ph H H £l H 1But H*  CHy CHyN-CHp  -(Cli2)s-
324 H pBr-Ph M H CHF, M H H  CHp CHyCHC  {CHa)g-
325 H pL-Ph H OMe GCRy M H H  CHy CH=C-CHp  -(Cligs-
~326 H Prop H M CFy M But M CHpCHp CHyNCHp -(CHps-
327 H But H H iPop M H H CHy CHpN-CHp  -(CHpg
328 H CN H H H CN  1But H  CHyCHp CHzNCHp -(CHpy
329 H  COOEt H H H F 1But H  CHpCHy CHzCH:C -(CHs-
330 -‘H.  OPh ' H H H ci iProp M CHpCHp CHyNCHy -(CHply-
331 Me  Br H H @t H° H OMe CH, CHpCH-C  -(CH)s-
332 CN 1 H H iProp  H H H  CHp CHyNCHp  -(CHp)a-
333 Me Ph H W ocourp M 1Bt M CHyCHp CH=CCHp -(CHp)y
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334 F p(iProp)-Ph 1 OMe 1Bt M CFg It CliyCll, CHaNCly -(Clolg:
335 Me pAcelyl-Ph H " CF3 M ot H CHi CHp-N-Clip (CH)s-
336 H pBr-Ph  Me H nProp CN  1Bul M Cip CHp-NCHp  ~(Cl)g- .
337 H pI-Ph F " CF3 CN  iProp H  CHp ClaC-Clly  -(Clig)s-
338 H iProp Me H Ph C=CH 1Ot H  ClipCHp CHaN-Cliz -(Clils
339 H 1But CN H But  CN H H CHy CHpCH=C  {CH)s-
340 H CN Me H Bt CON  CF3 OMe CliyCll; CHzN-Cly -(CHps
341 H COOE! Me H nProp F But i CHy CHyN-CHy  -(Clip)4-
342 H oPh F H Ph CN  1But Me Cly CHyCH=C  -(CHp)3-
343 c F H " Bt F H H ClyCHp CHp-N-CHy -{CHa)s-
344 H Br " H Bul ¥ Me H CHlp Cily-N-Cliy  -CHp-C(=Clip)-CHp- -
345 H I H H Bt H Ph o Cip CHp-CH=C  -CHp-C(=CHp)-Cl Iz <
346 H Ph H H Bt H 1-Pyrolyl  H cl .~..o:~ CH=C-Cliy -CHxC(=CH,)-Cip-
347 H NEto H H iProp W 2Napht  H ClHy-CHy CHp-CH-C -CHp-C(CH3)=CH-Clip-
348, H - pAcetylPh H H Et H 1But " CHy CHy-N-CHy  -CHpCIYClIg)-Cliz
349 H pBrPh  H H CHF H H H CHyCHp CH=C-CHy -CHpC{=CHp)-CHy-
m 350 H pI-Ph H F CF3 H H H Gty CHpCH-C  -CHp-CH(CHg)-Cliz-
_ 351 3 iProp H H crp M 18ut H CHpClly CHpN-Glly CHa-G(=Clip)-CHp-
= 352 H 1But H H iProp © H H H CHy CHyN-CHy -CHpC(~Clip)-Clix
,w.w 353 H CN H H H CN 1But ] CHy CHxyN-CHy -CHxCH=CHH-Cllp:
= 354 ° H COOEl H~ H H F 1Bt H CllpCly CHpCH=C  CHzC(Cli)-CH Cliz:
wmm
W

7
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355 H OPh H H H cl iProp H CHp-CHy  ClipN-CHy .Q_n.oa.ov_uv Cily-
356 Me Br H H 1Bul ] H OMe CHjp CHyCH=C  -Clip-CH(Cl I3)Ct iy-
357 Me I H H iPop N " OMe Cliy CHy-N-CHpy  -CHp-CH(CHg) Cily-
358 ct Ph H H CHFp H Qut H CHpClly ClizCH<C  -CHp-C(=Clip)-CHy-

. 359 CN p(iProp)-Ph H OMe ®Bul M CFj n Ctip CHp-N-Clly -CHp-CH=CII-Cl 1y
360 F pAcetyl-Ph H OMe CFy H 1But H CHyp Cly-NClHy  -CHy-C(=CHp)-CHy-
361 Me pBr-Ph H H %am CN 1But H CHy-CHp  ClixpN-CHy  -Clip-C(CHg)-CIH-CHy-
362 H pI-Ph CN H cry CN iProp H CHy CHp-CH<C  -Cllp-CIH(CH3)-CHp %
363 H iProp cl H Ph C=CH (Bur H CHyCHy  CHyN-CHy -GHiyCI(CHg)-CHyp- _
364 H 1But F H 1But CN H H City CHpy-CH=C  -CHp-C(CHiz)=CI1-Cly-
365 H CN cl H 1But CN Crg OMe CHyCHy CHp-N-CHp -Clip-CH-CII-Cliy
366 H COOEt CN H nPop F 18u! H CHp CHy-N-ClHy -CHa-CH(Cll3)-Cliy
367 H OPh cl H Ph CN But Me  CHpyCHp CHyCH<C -CHp-C(Clig)=CH-CHp-
368 H F Me H But F H H CH, ‘CHp-N-Cll; -CHp-C(=Ct 15)-CHy-

B~ BBASRA ( 61)

-

SR K e T G A B R

AR R BN 7 B B KA (CNS ) AdLEE (2102972 % )



475929

A7

B7

(45 REEIE N W A2 T e e Kl )

A~ BB ( 6)

% 14
R3 !
2
2~

THHRE m n2 R3 nz n9 i W X-Y-Z B

369 H Br H But Ph H CHyp ~ CHyN-Cliy  ~{CHp)-

370 H I H But  2-Napht N CHy CHyNCHy  {CHo),-

371 H Ph H 18t 1-Pymolyt  H CHy CHy-N-CHp  -CHx-C(=Clip)-CHy
372 H pGProp)-Ph H But  chex H CHyCHy  CH=CLCHp  -CHZC(CH3)-CH-CHy
373 H pAcetyl-Ph H 1But nHex n CHp-CHp  CHyN-CHy  {CHps-

374 H pBr-Ph H 1But " OMe  CHj CHyN-CHpz  CHxCH(CHy)-Clip-
375 H pL-Ph H Prop F H CHpyCHy  CHpN-CHy  -CHp-CH=CH-CHy
374 H iProp H CHz  1-Pymolyl M CHy CHy-C=CH  <{CHp)4-

377 H 1Bul H OMe  1-Pymolyl H CHy CHxyN-CHy  -CHxCH(CH3)-CH)-
378 H CN H 1But H CHy  CHpCHp CH-C-CHy  -CHp-CH(CH3)-Cilp-
379 H COOEt H But 1But OMe  CHyCHp  CHp-N-CHy  -(CHps- .
380 H OPh H 1But iProp H CHp CHy-N-CHy  -CHp-C(=CHp)-CH»-
381 Me Br H Ph 1But cl CHy CHy-C=CH  -CHp-C(CH3)<CH-CHy
382 CN I H 2.Napht 1But Mo CHxCHy  CH-C-CHp  ~CHpls-

383 Me Ph H , 1But . CF3 Me CHy CHyN-CHy  -CHy-C{~CHy)-CHy-
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384 H Br H But H 1But H Cliy CHpNCly  -(CHM-

385 H 1 H 18ul CN H H ciy CHyNCHp  HCHM-

386 H Ph H 1But " cl H Ciiy CHyN-CHy  -CHpC(<Clip)-CHp-

387 H p(iProp}-Ph  H H CN 18v H CHyCHp  CHpCH=C  -GHzCH(CH3)}-CHp-

388 H pAcelylPh  H CF5 H 1But H Cll, ~ ClipNCHy  -(CH4

389 H pBr-Ph H nProp H iProp H CHp-CHp  CH=C-CHp -CHx-CH(Cl{3)-CHz-

390 H pI-Ph H H H iPop  OMe CHp-CHy  CHzCH=C -(CH2)4-
.391 H iProp H 8ol H Bt H CHy CHpN-CHy  -CHpC(-CHz)CHy:
- 392 H tBut H 1But CN H H CHp-CHy  CHaNCHz  {Ciials

393 H CN H But ‘M cl H CHa CHyNCHy  {CH2)3-

394 H COOE! H H CN 1By H CHy CH=C-CHp CHpC(ClH3)-CHCHz

395 H oPh H CF3 H 1Bt H CHyCHy = CHpN-CHp  -CHyC(<CHp)-CHy

396 Me Br H nProp H iPop M CHy CHy-N-CHp  HCH24-

397 CN - I H iPop  OMe CHy CHp-N.-CHp  -(CH2)4
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398 Me Ph H nPop CN  1Bw " CHpClly  ClizN-CHp .G_Hnr.
399 F p(Prop)-Ph  H CFy cN  iPop M CHpCHp  CHp:CH=C  -(Clola- .
Ph C=CH 1Bt " CHy CHyN-CHp  -CHaCH(Cli5)CHa
e ” 1But CN Bt H CHyCHp  CH=C-Clp  -CHzCH(CI)CHy
“ M w ” MMH—U_: F ) 1But H nPop H CHp CHp-N-CHp -AM”NHQH
403 H iProp Me Ph H 18ut OMe CHy CHp-CH=C M y > M_:o: - .
404 H tBut CN CF3 H 1But F ClipCHy  CH=C-CHp - ! o_wo: 2 S
405 H oN Me 1Bt F " Me Ciy CliyNCHy  -CHzCH- ‘- o:N
406 H COOE! Me nProp CN 1Bt Me CliyGHy  CligCH=C -o:mﬁ“ mu.o :.M:
407 H pAcetyl-Ph  F nProp  C=CH 1But H CH, | CH=C-CHp .ozwﬁ ) >
408 ci F H tBut CN H Mo CHy' CHyN-CHy  ~(CH2)4- |
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409 H Br H OMe H Bt H CH, CHyN-CHy  {CH2)s-

410 H I H OMe H cFp H City CHpN-CHy  {CHa-

411 H Ph H OMe H 18ut H CHpCHp  CHpNCHp  -CHpC(=ClH}Clix
412 H p(iProp)-Ph H H CN ®Bu M CHy CH-CCHp  -CHyC(Clig)=CH-Clip-
413 H pAcetyl-Ph H H F Bt H CHy CHyN-CHy  -(CHs-

414 H p8rPh  H Me cl iPop M CHy CHyCH=C  -CHp-C(<Clip)Clly-
415 H pI-Ph H H n iProp M CHyCHy CH=CCHz  -(CH2)s-

416 H - iProp H H H But  OMo CHpCHp CHyN-CHp  -CHxC(=CHp)Clx
T417 H 1But H CN H CFy H CHpCHy  CHpNCHy  ~(CH)s

418 H CN H H CN H OMe CHy CHyN-GHp  -CHpCH(CH)-CHz
419 H COOEt H H " 1By F CHy CHpCH-C  -CHzC(CHg)=Cl-Clty-
420 H OPh H H CN But H CHyCHp CHzNCHp  -(CHJz-

421 Me  Br H Me H iProp H CHy CHyNCHy  (CHp)a-

422 CN 1 H OMe H iProp M CHpCHp CHyNCHp  -CHzCH(Cli)-CHy:
423 Me Ph H OMe CN 18ut H CHy CHaC-CHp  «{CH2)4-
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gt

424 F p(iProp)-Ph H OMe Me But 4 CHy CH2-N-CH» -(CHip)y-
425 Me pAcetyl-Ph H H CN 1But H CH-CHy CHa-N-CHap CliyCH=CH-CH
426, H pBr-Ph Me Me H tBut " Clip CH5-CH=C -CHyC{=Cl15)-CHy-
427 H pI-Ph F H Cl CFy Me CHp-CHy CHo-N-CiHp -(ClHo)4-
428 H Prop Me OMe CN {But Me Cli, CH=C-CHp -CHiyCH(CH3)-CH-

— - 1
429 H tBut CN Me Me iPyop Me CHy CHo-CH-C -{CH2)4 %

1

Z~ B (66 )

SRR T O A & F

AUHER BUB R F B EFKARE (CNS ) AdBLAE (210X 29704 )
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AT

B7

(AR EHRRIE N o A2 T b e )

Ao~ BB ( 67)

£k 17
r3 «
r2
mﬂ

EHBR Rt R2 R3 ne R? RO - R0 W X-v-2 B

430 H Br H H 1But 1But H o oci CHyNCHy  {CHols-

431 H I H H Ot Ph H CHy CHyN-CHy  -(CHD)¢

432 H Ph H T Dt 1-Pymoyl M ciy CHyNCHy  -Clip-C(=CH)CHi2"
433 H p(Pop)-Ph  H H nPropyl  1But " CHyCHp  ClizCH=C  -CH2-C(C! I3)=Cl-Cli2-
434 'H  pAocetylPh H H CFy 1But H CHy CHyN-CHy  ~(CHo)s-

435 H pBer-Ph H H 2Nopht 1Bt H CHyClly  CH-CCll;  CHpC(=CHC!'Z
436 H pI.Ph H OMe 1But H H CHyCHp  CHaCH=C  -(CHR)s-

437 H °~  iProp H OMe iProp H H CHy CHyN-CHp  -CHp-C(~CH2ICHZ
T 438 H {But H OMe H CFy 1 CHp-CHp  CligNCHy  «CHalg:

439 H CN H H (But H H CHy CHyNCHp  -CHa-CH(CH3)CHZ
440 H COOE! H H iProp H Me  CHp CH-CCHp  -CHp-C(GHa)=CH CHz
441 H opPh H CN Bt H H CHyCHy  CHaNCHy  {CHa)z

442 Me Br H H H CFy Me  CHp CHyN-CHy  «CHp)s-

443 CN I H H nProp But H CHy CHpN.CHp  -CHzCH(CHg) Cll2
444 Me Ph H OMe . 1B iProp H CHpCHy  CHp:N-CHy  -(CH2)s:
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A7

B7

(HERBEIE N o A2 T e T e )

A~ RS ( 68)

445
446
447

448
449

F p(iProp)-Ph  H
Mo pAcetyl-Ph H
H pBrPh Me
i pLPh F
H iProp Mo

OWe
Mo
Me

Me

CFja
tBut
But
tBut

Cly

1But

nProp

1But

H
H
H
H

OIN.OIN
CHyp
CHClHy

- CHp

CH2

CH=C-CHy
ClizCH=C
CliyNGHa
CH-C-CHj
CHpCH=C

-(CH2)4-
-Clip-Cli=Cl 1-CHp-

CH-C(~Ct I5)-Ctiz-
-(CH2)3- .
CH-CH(CHa) CHz
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o
A

B2

ST P R O e 3 H S e S S 3

A7
B7

E/A %§4y$§£QH ( 69)

The following comp&unds were obtained by the above-described

processes:

Ari—A—N N—Ar2

Ex. No. ar! A Ar? Mp. (°C]
o chy | £0-90
450 7N C-CH,~C~CH LN
B el Vs A \ 4 .
A : e, (R )
OH cH, Fy MO~ 443
451 N : . 7Ny
, A | S Ciy-Ci-ch, .y
OH CHy _(\"7( A06 - 403
452 SN -S-C”"CH'C‘“" /*‘N
‘N* 2 . \'—Q/\Cp’l
N ' 423~ 134
| ‘{5
453 rl/‘\i \e /I.H,‘\C ,,CH(\'” : _//\L\ .
» Chz . LFa
L 227 - 431
N L
454 $—{CH )4 _C:'( e
CF’:
'\ 145 166
#~0CH3 CFa
0 f“§ MG~ 418
Ve AR\
456 _/@/‘L/'v ~ (k). - ) 5
g b =Xt (
P _«& qu- 97
457 Z Y —(cm, ) - —
’B/K/ H ( 2ly e, (B RALH)

-72 -

AR R E R BB K424 ( CNS ) AddLig (210X 2972 % )
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A7
B7
Ao %;%‘H}]EX{.H}] ( 7())
i
Ex. No. Ar! A Ar? Mp. (°C)
s =X A3 - 126
b5y s b | =l - =Y _~
N P <CF3 (RTH—KB)
H59 Ky o 2y 1:30-433
Br/© H - (e )y -cH- =<cF3 (ATH-EB)
v , - ~
160 W u 4V{ My~ 125
: 32 NCH PSRN e, (RTH=88)
v - 430-432
hed | O % VR % '
" —|CH, } =CH-|CH, |3 = 3
a lonl-aesly” = ety
0 _ y X 144 - 450
N 7 W ’
I:ﬁ. ~{eh) - N
bé62 2, . (<h), ¢ ‘. (R TH=88)
OCH; ¢ N _?4 444 - 454
2 A | {en,) - Y
63 J \Ha), = (FR )
Lr CF3
0 1 At e - Y
béed LA CH,-CH-{cy) '\:-<Cp (RTH-%S)
3
o N 122 -124
& W :
Hes ® ﬁ'/ -{chn ) - et — )
CL&O ( 1/, \CF3 &Tﬁ——ﬂ)r
0k o8- 112
AN, N \
r/'h y _ 4 - ’ N :
466 e (ClL R Re2'1)
2 ey CFJ
-73-

AR R B F BB 5424 (CNS ) Ad3LAE (210X 29720 % )
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Y P R o 1 S R R B

A7
B7
A~ BRFA ()
Ex. No. ar! A Ar? Mp. ([°C]
| 1 X 40— 442
uer | QY| lemd,- L
' " er, (FHB)
{ G- 152
U6 & Y - (k) - |
o™ P ol o (R TH =8 )|
3 "
0 | MY 7144
469 AN~ (en) -
3,7 H yoo (BRACH)
" OCHa
. (~vi - 235-236
2N e ! N Y
[7120 UN/‘\) a" —(C.H,_}H-— 0/\H y &Tﬁv‘:-&l)l
A : CHey
Hy A i
\ T _
Z/ ;24 HLN/<S/ R 4' \a-.(cFB
CH; N ?7-490
N-N I \
STl - - - 3
472 H,LN/(S/\\\ S Lhyrehch <=</\u3
N ? ' ) 7\ 442’-445'
g -\cH, ), - — ,
773 QO | ek p, | |mTem
0 -:gj 404 - 105
/ -— B
Gy | Qs | -lenl '%LQ% FR®)
0 | »{j A2~ 128
N S _ _ /
475 Kj?ﬂﬁ - {ensl, *uQeu €3 1)

-74 -

AR R R P BB R AZAE (CNS ) AdRLAE (210X 2972 % )
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R R H I SR

A7
B7
A~ BB ( 12)
Ex. No. Ar! A Ar? Mp. [°C)
N N -
q#e L ~-S-(ew, ). - ~€j&
kN 273 \%N/\Pk,
\d‘
477 |l N ( <
7 4 —S-{CHy ).~ -
@'\7iT = NAPL
N-N CN 126-128
7R\
_L/?f ?k/<';‘§\ "-S" (CML)3— /—- (}iTﬁ:—&ﬁ)
CHa
. N-N N 450 -156
oH N A5 - 165
L c Cj
Hg0 lfﬁf\ ‘5'(5”1)3' \ (BTH=-%H)
74 -
w1 S | et | O
EHy
L Ney-188
N-N /
\
Hél %V4~}‘ —S-(CHL )5~ *:> (REB)
CH3
OH _
-4 F
I i A135-41
1 ~C- -
43 A <-lemls = €23 )
OH 7 e
o Fa 7
yey | G | msmapban) L
Th = %%
-75-
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‘
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A7
B7
A~ BB ( 713)
Ex. No. Ar! A Ar? Mp. [°C) ;@%
B
¥ | e AN AL? i
Les u,y’(r;')\ — S—CH,=C~CH,~ D %
CHs » %
x
oH cH, =
| " Y A28 ¥
&6 V| —s-ch,-C-aH - H 5
S * * g
M - %
ber eS| ~s-(ah);- ;) 123 1
AR -
: oH ]
l\ y \
Heg O | -s-(emdy- —(__?: 120
N=N 187-134
PR _ IV
4E3 | Ny ~s-(cral; <\=<\,_,: Ty
CHy s 4 |
283~ 194
N-N N
7\ _ ~/_\\I
10 C”f"/(h*')\ -s-(cha)y L (F%B)
H  CH, CF,y
N-N N
n, F,
48 OH
ﬁ\ E\kN "‘S‘ (CH ) _ y o\
":E L}SZ Af’k 1l =<CF
P 2 ,
¢ Ny g
5 443 c”g’:’/(';’)\ ~S-{cH ) - —@ -
#1
#
{3\
#
#t
#
b3
-76 -

AR R B A ¥ BB £ 424 (CNS ) A4 (210X 297208 )
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TP RS 1w B P -

(34 -2 0 e B Bk R S )

A7
B7
&~ BB ( 74)
i
Ex. No. Ar' A Ar? Mp. [°C] |
N=-N F 43~ 34
7N ’
LHLI Ph /\',‘/ -$- K'H‘-)J— —© (REB)
CH_;
oy 4
L/ 85- H%N/\/N “'S"(C”:e.)s' {j
);Hg
OH F 468~ 470
. AN} /4 N
H36 Clﬁl\ = S-(CHal- = ETH=HD)
CF.
3
' N=N ,/’V-gv
497 |, LN S (L =
2 C!,H3 C 3
N cFy
/ ’7'—?, ) /—‘<N
H98 | AN - S-(ety )y \=
T o,
N-N i j;N OCH
HAY |, AwN | —S-CHCChy- yf@ 3
2 é%
£00 L | -s-{em),y- -
N CRLRCR
23 <0
504 | mp7w - S- (e H: CF, CF.
CHy 23
OH
A, v y
5o ‘ ”\N’)\ ~S-CH -C-CHy- oy
CRCR.Chs| - -
-77 -
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T PR O HOm IR R S 3R

A7
B7
Z~ BB ( 75)
Ex. No. Ar! A Ar? Mp. ([°C)
, N=-N CHy ¥
500 pk/eu\/\\ ) "S’CNL-C'CH&- _,<=N
('Au‘l CFLCEL(F.?
CH
N-N CHy N
504 %NK,\,‘/\ ~$-CH,~C-Chy~ <_N
CHy CFy CFy CFy
OK
<N
~ N-N e
506 HlN/\)Y>\ =S-(chy )~ =
CHy
ox CH,
— I N " ‘%
507 N |TSTCH-C-CH- &/\/”3
e i 2
504 Y TS e, T<"(/\/C-HJ
h o CHy
-y P =e
5019 yZN/\Nk — §=CHy~C~CH, - {L-(/\/c“
H, 3
o
Y i /_Kt
510 = §~CHy=C - CHy _
7N
511 lev’(»,/* ~§- (CHa )y~
CH,q ~
-78 -

AR R A P E B RAZHE (CNS) AL (210X 2972 % )
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e
A~

}1"

FET R O E H m A R 3

A7
B7
&~ BB ( 76)
i
Ex. No. Arl A Ar2 Mp_ [OC]
OH
\N ”
12 W =S (chaly - '<~:\SA(I
N-N CH, ‘é,)
4 \ n N
543 "LN/(',"X ~S~CHy-C~CH, - a
CHy F,
h OH ’CHQ_ Ng
ZZ I & QRN B
, .
OH
. W . \
£15 W - 5= (cHy)y - B,
CFs
> ”‘fg -5
LY Ve S B CTR IS <) o1
, . -
CHs ¢,
n \
3 T B </
CHy
N- o N.\<V5\
548 ey AN |- S-CHC-Chi- —<=5(
B lug
N-N ?ﬁ N%ﬁ
2! 3
519 CH?.?//\V/\ —S-CHy-C-CHy - ._Q:%N/\
H__CcHa =/
N-N CH, v
D " N—4 e
520 | n N |ms-ch-Ccny- a 35- €0
H CHi ;
-79-
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$ e H m R S

A7
B7
A~ BB ( 77)
Ex. No. Ar! A Ar? Mp. [°C]
o1 | /,\;_;\\/ __ ,C,”z @ MO~ 112
CHy
Y %@ 78-¢0
SN N
522 0 ~S-(cemy), - _<=‘§(
Ny CHy g 35-47
523 | PN |-G CHCeth éa aq4ty |
CHy
‘ | N=N CHy ' Jég A4z - AHE
524 H N ’<Al,\/\ wg-cu,v-c"-cuf Y
CHy =
,5):,\, CHy %@ £0-94
525 'QNJ\ S~ CHy=C~CH, - -¢
-80-

AU R LB R P B B KA (CNS ) AddAE (210X 2970 % )
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ST P RO S S S

A7
B7
B~ A BASLEA ( 73)
Ex. No. Ar! A Ar? Mp. [°C)
CHo /vij
. N-N N §
526 A |is-cn-toon- B 08
éHa —§
CHF.
I CHy )~ _< § %
527 |k, ~5~(Cha ), 51t
iy
OH ﬁ\
s28 | [ sl ALy oy | e
= ¥ - :
' N—~N , N
- - 4 £ R4t
529 Jgty e s-len)s |\ R A,
% .
N
5§30 @ "S'%&‘ CHy - Q\) ETY )
CHp. P
N-N 1" ~
534 "5_,“"(;}/)\" “SCHZ‘C-CHZ- [ &
CH3
N-N iz N—
532 HoN -(,'\,}k- ~ St & L= u~/>.
CH=,
OH CHy, N
1 YN
5 3 3 A @\ = SCHZC CH,~ </__- YA
oW Cliz, N |
L s _ N 35-9¢
3 TN | =SCH,C CH,— Oth
=21 S~ 2z 0Chz - -
-81-

AU TR R8N P BB S AR ( CNS ) ABRAE (210X 2972 K )
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TP RO N IR R SR 3R

A7
B7
F~ BB ( 49)
1y
Ex. No. Arl A Ar? Mp. [°C)
= ’ — N
535 | - \N)Nk -—s—(cnz)3 —LV—YO”‘Z‘ 92
X0 Cla
N=N N
~ N
5_3 G HZN —[(N»— -5 (CH3 >3“ \;‘—ﬁ O0CHz 3 O
bb =~ 0013
OR CHZ N CF:g
534 /Nﬁ\ S0y, C CH,~ @ 3%
- ! CHF,
538 | KL |=slee)s |0 j8~100
OH M2, CHF,
539 | £y feofes |0
. N
N-N Cz | CHE,
I T & S TN B
éni
CHTE,
N~-N 2,
SYA N LI~ | =S (o)~ @ (6-72
CHa

o
=
Z

/‘\ /i \
2 N - <fltH, )— N
g” EN/“\ . S( 2>3 {{Cq':'z’cq:a
NN . N
Ho o3 | ~ S (Ck / W |
Sk | Ho CYNE@ S

-82-

AR R LA P BB K AR (CNS ) AdLAE (210X 2970 % )
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A7

B7

(4RI A W A\ v ko 4 )

(°cl

Mp.

A=
/W
7‘@
4;:z
7 X
N
N—<~

Ar2
(FoFa
Cr CRa
J
O
J
4 o
/

i . !
ol o] o 0| e &
~ ~N N =
sl ls8|& 3 I it
< ( r\" fored
A v vl | | f J
) I _
. L o
754 g £ A grhgl wﬂw-wn 2
"o 7 <X ~ - z —/. 3 "~ nﬂlA o 2
2 2|2y Y =54 7 NJM e Y: > \
=x 2 -’} o 2 )
N—" ™M z Aa T
3 = == &
w-._unh . e ~ n/w
i 2 o Loy Bt I - mw LN LA
e 21 Lo =2 Lo
W

-83-

AR R R o B B 5 ARHE (CNS ) A4 ( 210X 2970 % )
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T P RO e S M S B S S SR

AT
B7
A~ BB ( 31)
Ex. No. ar) A Ar? Mp. [°C)
N4, e M
553 (rOL > |-soueon- | LY
éﬂa
\ N-N e N=S
SS-H Ho N ’(M}L— “SCHZ_(’,CHZ— - /_.. N
Chs
555 (Ol 2 %A’):\i
' \N)k < Z ) N
CH
- N-N) l(a N \
SS6 (L~ |-saplon- | ,E |
: CHz : N
N-N CHZ N-—:\(L
55+ Hz’j%n»\ “S%g(»b-— /___N'
e i CHFs,
' = d U W 100 -403
- CCH~ _
558 | QUL |ty Ny
H ) .
< -5 (ﬁu‘ - N
553 1 KK 723 = g,
—‘ff_ 40912,

— N=N ,
o) (90 HZN ’Q,'v»“ - S (C'“-Z)sh —

Sot | @y |-sler |2

-84 -

AUIERE A PR EEZE (CNS) AdHLE (210X 2970 % )

(P 2o o e B (BN R O3 )
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(w08 B ot B v BT B oS )

A7
B7
A~ BB ( 82)
Ex. No. Ar! A Ar? Mp. [°C)
’ NN . . N
Sb2 e~ [ ~s(ta)y | ,\S
Cits N
565 W L~ "S(w.?):s’ =
CHa, 0z
OH N
sty | T |-s(th)- ~’C~X
N)\ > Q@‘Oﬂa
' g CHz ’)’—\e(
56% fN\)’;’\ - SCH, CCH,- % | '24-&5’
' 0 CH=
N=N e 7<§ﬁ7
N R S R -k;&@
CHz ' 0043
N-A (‘:"HZ- NT\SCE
SEE N L |=soncen— | <
C'Jis
_ N-n ( _ IA/I \ C%
S68 |yuds | =S ) | =
CHz
2 OH N (T
ol ' = - /] \ 3
5 S0 | - | ~sla, o | < )
% '\\N)J\, 2’3 A
¥
/a\
#
Ak
£y
ﬁ
-85 -

AR RS R 7 B B £ AR (CNS ) AdiAE (210X 29724 )
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PET P R O P om0

A7
B7
Ao~ ARSI ( 83)
1y
Ex. No. Ar! A Ar? Mp. [°C)
..N N \
S fnoL N | ~¢ CH, - —<{\/-’
chz
AJ~ N \ N
C \
cuz, vl | sfon)r | £
tHz
\ -1
T S N VOO (N (%)3_ ,Q 185-190
|
CH=z
. Ty N
N-A u \
- / -
SHU i A |-50RL 00~ | L0 145148
CH3
o N-A\f _ N
S#S | tyn A DN [SOC= Ol .u 120-422-
C‘R3 City (3
o <~'-A§-_ Gz N Fo 80
St ( - SORC Oy~ _7 F®®) |
i A S
- ?"5 cR ASS-160
SFE [N '(,y)\ —SCh, Cht Ch, — —@ (RAAH)
CHz
o N 47-98
53¢ %°*<WF' “S(b&g -Q-? (& RA64)
A (T2
NN Chy, | U_,\X T4q- 143
’ \ \
CHI |nac I | -sond o= | % ETH=-ES)
X =
-86 -

AR R iR BB F A% (CNS ) AdBLAE (210X297 2% )

( Sk 20350 s B (- v O 3 )

S i T

v
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S PU R ok B S - R B

A7
B7
A~ BB ( s4)
-Ex. No. Ar! A Ar® Mp. [°C)
- N-N CHa /v—€< 105-108
/ g | / \
S%0  |HN ’ky»\ SO, CHCH, - -\/25/\ | @gtem)
Chz CHy A
- CH ~X -143
— ¥ s N = 739
S 84 H3C’«M»- ~SCCHCH,~ {_7 (R EAH)
A -L\ca
_ N =N CHz -—€<
B2 PV L~ Lstucn, cr,- 4i%? 29- 95
| CHa | e
, Y | N_<?( 460-165
. - \
S&S HZN/(,}}}I\ ”’S(Wz)3 . /_‘N (%) i
CH= CHy
_ N-AN N
S84 s A | = (o)~ -/’:\i'( 6264
CHz | (¥
V=N N—X
(SRS 5’479\ - (CHz )H- .J\)_._‘b 148-149
Ph = &=
TRb WS ¢ - (t), —(:403 38-H4
_ NN N
S g? 'Pk,’k/,v»\ ~CH= (i 0‘!2)-5 - ):-\(N P
CHy CFz
Cgy A’/_A)L - 5(@;{ )— ,"/‘\i( 30(c/cw««f
07" 2 ~\_:$< (& F463)

-87-

AR R B 7 BB K424 (CNS ) A4LAE (2102970 % )
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A7
B7
E/A ‘%éﬁﬂééW§( 85)
)
Ex. No. ar! A ar? Mp. [°C]
VN F0-93
/ )\ N-—fi
_ - )\
583 b W S (CHZ >3 ‘Q__{(’ (B TH=BB)
fB CHz
N-N N. )( “/S—_'W g
780 @‘(N\ "S[C){ >—- ~{! \N T
~ { VT2 \— 2 (R TH—8RB)
H3C0 CHz CFS
H
Tt N=-N ne Vl{?
$H fﬁ{isjk = S~CHy- C~CHy- *(;{ s
N | Fs
| -N N 430-123
¢ WA . _//_é S
SH ey | -S-(en);- \=( (B R M)
: - CFay
oy e
593 (:rég/\ —s=(cH, ), - - &
' X
Ne N Isy.l N A6 — 130
534 /' N\ — S ~CHy-CCh,- ~ '
He AP % c (RAAH)
80-95(cfec.)
=45 N=N c 5“‘25 '
-L’, He A N)\ - 5= (cH )5 _Q;-j( (R F L)
CH,
# _ N~N ¢y N~ ‘
= £4¢ Mo |=S=chcad < *
; N =5 (en) )
. 3 \—-S
; ’\/<° ‘ Fa
#
/\5\
%
At
ép
"

-88-

AUTR R BN P BB 5424 (CONS ) AdHLAE (210X 2970 % )
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R S AT e

A7
B7

BRI ()

Ex. No. Ar! A Ar? Mp. [°C)
) N 406
59¢ % /MQ/{\ | =S=(cHy) - LJ%‘(
{1 3 ={ _ (£RA64)
AN CHA CFa )
A N 744
533 | oyt | sl = C e
P CH Fa
- y ‘é A37-423
600 | (S S | - s-(eh) 2
: 7 4 ® = (BAMH)
T 2
/\/g-r\d 'CH,\ N— 408 ~ 115
. , A
G041 Ty N7 — G -CHy-C~CH - _ .
Y o I O
90 ( dec.)
N\ N%é ke
6 OZ/ AR /\‘}JN»\ -S-(CH ) - 4
t L, 2’3 = (AL A1)
DN N, "3 Fay
VA CH, 422( dec.)
603 SN g Gl ~CcH - . )
S §-CH-e-Chy ‘. (85/64)
N cH, f_?( 4103 - 405
-\ I % \ )
6 oq ‘ N ,’i/)\ "'S" C”),-C ~Cyg,- \/\’:{/ (ﬂ,ﬁ.‘b#-’)
e~ CHa Fa ..
AN \ 142~ A4
605 | ~IT Nl -s-(ch);s- é
(P CHS 2
N\ t%é .
606 [Tyl | -s-(ems- b .
? ('-Hz (,0-3 -
-89 -

AR R BRI B FAZ8 (CNS ) AdBLAE (210X 2970 % )

(5ot a8 o) il B NV BT R R 3 )
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P20 b H S

A7
B7
FAN -3 E ) N
i
Ex. No. ar! A Ar? Mp. (C)
i N=-N . ¥ .
607 l/n'\\,’éra’\ =S- (CHy ), - - #
ig'/"\(-‘j ('-’H:\, ’ CF3
| 2y y 120-123
r \)
608 | Y | -s-(em)s- p (B81LH)
b dny
N {j AL3-153
7\ 720 '
604 < ’ﬁ)\ - S (et ) - ‘&-/ (R TH=—#H)
~"NOCH; X
. Pas hy N _zs 95- 94
y \
610 Z U\OCE —$-CH - Ch % (RTH=8B)
et Chy Mif 6d-72
LA Ul el - &
Z N O Gl iy B GT=R)
CH3 l-'z ..
Nl N% 240
\
612 fRAAN | -c-(eh)- 7(5{ (8L RACH)
CHy F3
" y—y S% a 430
613 J\/\/<,;//\ =5~ CHy- C-CH- =( _ (& 4164h)
CH4 Chs
243
M 5P§\ a '
614 3\/\/(,7 ~5-(cHy);- </ (RRALH)
TR X
N-N ;zf A04-104
7 A\ N '
615 ©/<7’\ R (L sz(
e’ Chy, -
-90 -

AR R B P BB A2 (CNS ) AdHAE (210X 2970 % )

(3 P2l o kil B BBk oS )

o

o,
—_———— e Y ————— —
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A7
B7
A~ AR ( ss) {
l
I
y |
Ex. No. Ar! A Ar? Mp. (°C) . : ;
.‘ " |
-N , —g\% ‘ %,
7 W\ . . B §
616 /@/ NS L = SHehy), - C-_< e # l
N L - Py @ ]
~ CH, ~_< 90-94 (dec. )| 5|
\ " 3 &
617 G ’»,)\ =$-CHy-C CHy~ ‘(';<C (& RAuH) % |
NN CH F, § |
AN CH, A52 ! ;
H7>N " 28 A
it . )
Z -
N . |
()45 “’(N»\ “S"(C“A);;‘ /_ |
6'“3 |
NN ~—§ " 3T
620 | XN | -S-(eHgh- ¢ l
’ Ctu:; ! :
CH 452
® o ) ~ |
6214 | AN | =S-CHocth, - (BEACH) |
C'J-'g I
A0
N=-N N..Zé L
622 |pA L N -S-Hy 5= .<='§( (RRACH) |
duy o
f;;? 6273 J@/ZJN/\ —S—(C%)l- ‘<___:<N (BRAH) |
i I CFx |
~ g4
3 weo N /—‘?:/ |
f’g 62—[’, @/\7"\ —S‘(Cuz)_z" ={ _ (A1) l
'y Y ey
E:l_ : C”:.L = = I
P o |
#
% |
# |
#t
24 l
¥ |
-91- |

AR R P BB F£428 (CONS) AdAE (210X 2972 % )
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A7
B7

T O H R R

Z~ BPATEA ( go)

7 -\ ; h
)f('L“ N = 8- CHy- O Chy

Ex. No. Ar! A Mp. (°C]
-
. “3C°k/£"?( o 416 - 420
625 © NN ~{CH 13— (8R46%)
HC O CHy
H 0 '}"'(( ,Syl 703
N |
626 ® N = S-CHy - O~ Chy = (R #£ALH)
HCo " CHy
A o
627 A ~5-(cHy )y (RRAH)
. /&/——'N C”l AH0
HC N "
628 |5 ~S-Ch-C-CHy — (REACH)
|
N=N A20
] /N’\ ) N.\é L
624 HC § -¢-(en) - {‘é (R FACH)
) P : :3 .
. 3¢ - M09
630 WYZ,')\ -S'(C”z)_;" (££164)
N CH, ' Fa :
c-6¢
N‘T ?ﬁ N ¢
631 | pm AN | =S poC-Ch- *ng (RAACH)
N T F
A21-1348
NN M :
632 | N~ SN *5"(0“9,)3‘ (B AACH)
L .
Ne—N CHZ. N—\\X _40’5
633 ‘N (BAACH)

~

-92-

AR R BLE A F BB FARA (CONS ) AdBLAE (210X 2970 % )

(om0 o ok B N BB B oSl )
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PRI P RO R M dm Inhe e S SN

A7
B7
A~ BB ( 00)
i
Ex. No. Ar! A Ar? Mp. [°C)
. N=N CHy 132
A\ y N%K
e A,@/\!NA B =f (8.R464)
CHy CFy
- N
27 CH, a2
A n : =
635 |, S AR a v (& & t40)
CFy
/.
| - | |
636 TR ~SCH ¢ Chy- *ng (& £4tH)
F, '
N= N cH,
HX%)\ € N%é A02
(27 @ ~S-CH,~C-CHy - J(zé (fARAH)
.‘1
“‘ﬁ’ 7“%5 244216
634 XX 2 “S‘[C“A)z“ ‘<—_—i . (£ R1t4)
3
. ;ﬁ 160~ 162
A\
£39 -S- (C“a.);;" ‘(14 (f.8.103)
—3
N ‘\<, 72-728
iy \
640 -5~ (emy )y~ ‘&4( (p:m:.&n)J
Fa
p-y » |
b1 | ronA N | =S - C - '&.,(L_
CHy © CHy -
. r~ N VARY
/X
CHy CFy
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HET I R m B  EE

A7
B7
&~ BB (o)
i
Ex. No. Ar! A Ar? Mp. (°C)
N-N 125124
6#3 I/Dm/('d»'\ ‘S'(C”{)J" -%/__55
o 0 Ly, te | A
o A0
o X[j/z“ﬁ‘ - s~ (ch),- y{g .
N |
, I
bus 1T - (cty) &3 @
‘ iy 0 A ~S-{cHy ), - ‘(__,_< (B AAC)
N CF:; ) )
. /y’&\ N 132
£46 S - <~ - "\{
;&c 2:“ S (CHZ), L{cr (R #ALH)
3 3
CH 130
N-N i z N-‘{
A\ 7 - /
647 143¢/<ZH/\ —=‘C”A‘.C CHy- ‘<:.(CF (B RAH)
2 2 -
A3Y-128
N-N
648 7 W | -¢- - ’.‘<
Sl R S G ~ (&HAeH)
CHz CH4 Fs
A70- 174
N-N N
. N B>
649 | N |- (chaly ‘{zg( (LR
/y-x { N;é e
\ Co - '
650 | #w SN -A\C%E *;ﬁ, (8. R.16%)
H - \
651 M jtt - S$-(cH )y~ & (fAAH)
CHy AN CFy -
-94-

AMGRR BUE A TR B FARA (CNS ) AdBLEE (210X 2970 % )

(> 28 o B i B N B B o S )
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T P R e 3 H m 3n R S SR

A7
B7
A~ BB (o)
Ex. No. Ar! A Ar® Mp. (°C]
N-N Ch A$1- 1S5
. ) 51‘ /155
65_2, H;?//<,;/} —S’CII_L-C’»CH‘L-—
CH3 C“;
e CHy 158 -461
2 v “C—tH -
653 H,'VA?,»\ ~ S~ CH-C—CH, (BRACH)
CHy "~
y 194 -185
654 2N | -5-(cha),-
Qg/\ Alz (B &1t4)
My
N N CHy, N_?S 434 -195
- 7 ) I 72
655 ©/\,'J,k A (LRAH)
CH3 -63
) 5\1-'\\( "C”J. /-\?s /’4‘/
656 AL O |- 5-CHy-C-Chy - (BEACH)
C,H::, ) )

-95-

AR BUE R P BB FARSE (CNS ) AL (210X29720 % )
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%i%§g$®ﬂ$£§HX%@%%@*“&%&%@

A7
B7

A~ BRABLEA ( o3)

P A BEBEAEF M IS S A m T ZNMRKE # (4 -

DMSO) :
¥ 4l % %
476
477 -
481 Pmm
484  wgrm
91y
492

1,8-2,1 (m, 4H) ; 2,6-2,7 (m,4H); 2,8 (t,2H); 3,2
(t,2H); 3,5-3,7 (b,2H); 3,7-3,9 (b,2H); 4,5
(4,2H); 5,1 (t,1H); 5,2 (s,1H); 6,1 (d,1H); 6,2
(m,2H); 7,3 (m,5H); 7,7 (m,2H); 7,8 (4, 1H)

1,8-1,9 (m,4H); 2,5-2,6 (m,4H); 2,7 (t,2H); 3,0
(t/2H); 3,3 (s,3H); 3/5-3,8 (b,4H); 4,2 (s,2mH);
4,5 (d,2H); 2,1 (t,1H); 5,2 (s,1H); 6,2 (m, 2H) ;
7/3-7,4 (m,5H); 7,7 (m, 2H)

2,1 (b,4H); 3,2-3,4 (m,8H); 3,6 (s,3H); 3,7
(b,2H); 6,6-6,8 (m,3H); 7,2 (t,1H);

7,6 (m,3H);
7,7 (m,2H) ' '

2,0 (b,2H); 2,8-3,0 (b,4H); 3,4-3,5 (m,4H); 3,6-
3,7 (b,2H); 3,9 (s,2H); 5,3 (d,2H); 6,1 (d,1H);
6,5-6,8 (m,3H); 7,21 (t,1H); 7,9 (d,1H) ;

2,0-2,3 (b,4H); 3,0-3,4 (b, 8H) ;
(bIZH); 4,1 (erH); 7,1~
7,6 (m,2H); 8,6 (s,1H);

3,6 (s,3H); 3,9
7,3 (b,1H); 7,8 (m,3H) ;

r

.1,7-13,9 (m,4H); 2,6 (b,2H); 2,8 (b,2H); 3,1

(t,2H); 3,6-3,9 (b,4H); 6,1 (d,1H); 7,0 (d,1H);
7,8 1d,1H); 8,5 (s,1H); "

-96 -
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T Pl R O M S B S S-SR

A7
B7

BRI (o)

493 SR B 1,9-2,1
(b, 6H) 7

(b,1H) ;

495 g TH—E® 1,6-1,8
(s,3E);
(m,3H) ;

497 RTH —_BK® 1,6-1,8
2,8-2,9
(b,28);

(b,4H); 2,7 (s,3H); 2,8 (t,2H); 3,0-3,3
3,3 (s,3H); 3,4 (t,2H); 3,7 (b,2H); 6,3
6,4-6,5 (m,3H); 7,0 (m,1H);

(b,4H); 2,6 (m,2H); 2,7 (t,2H); 3,2
3,3-3,5 (m,4H); 5,9 (s,2H); 6,2-6,5
7,0 (m,1lH);

(m,2K); 1,8-2,0 (b,2H); 2,5-2,7 (b,4H);
(m,4H); 3,2 (s,3H); 3,7-3,9 (m,4H); 5,9
6,5 (s,2H); 7,4 (4,1H);

498 R TH-%® 1,3 (s,9H); 1,8-2,1 (b,4H); 2,7-3,0 (b,6H); 3,2

(s,3H);

3,5-3,8 (b,6H); 6,1 (b,2H); 6,6 (s,2H);

6,7 (s,1K); . '

499 Hffed 1,3 (s,9H); 1,9 (b2H); 2,2.(s,2H); 2,5 (b,2H);
2,7 (b,2H); 3,1 (s,2H); 3,4 (s,3H); 3,7 (s,2H);
3,8 (s,3H); 3,9 (s,3H); 5,0 (d4,2H); 6,5 (s,1H);
6,9 (a,1H); 7,5 (d,1H); 7,7 (s,1H);11,3 (b,1H);

500 RTH %% 1,3 (s,9H); 1,7-1,9 (b,4H); 2,5-2,7 (b,4H); 2,8-
2,9 (b,2H); 3,1 (t,2H); 3,6-3,7 (b,2H); 3,8-4,0

(b, 2H) ;
(d, 1H)

6,1 (d,1H); 6,6 (s,2H); 6,9 (d,1H); 7,8

-97-
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TP o 3 1 v e B S

A7
B7

501

506

502 RTH KB

503 RTH—HB

504 RTH BB

505 RTH %8B

A~ BB ( 9s)

i

’

1,3 (s,9H); 1,8~2,0 (m,4H); 2,6 (mn,4H); 2,8
(ble); 3,1 (tIZH); 3,4 (S,3H); 3,5 (bIZH); 3,9~
4,1 (b,2H); 4,4 (b,2H); 6,5 (s,1H)

1,3 (s,9H); 1,8-1,9 (b,2H); 2,5-2,6 (b,2H); 2,7
(b,2H); 3,1 (s,2H); 3,6-3,7 (b,2H); 3,7-4,0
(m,4H); 5,1 (s,1H); 5,2 (s,1H); 6,1 (d4,1H); 6,6
(s,2H); 6,9 (4,1H); 7,8 (d,1H)

1,3 (s,9H); 1,8-1,9 (b,2H); 2,5-2,6 (b,2H); 2,7~
2,8 (b,2H); 3,2 (s,2H);.3,6 (s,3H); 3,6-3,7
(b,2H); 3,7 (s,2H); 3,8-4,0 (b,2H); 5,0 (s,1H);
5,1 (s,1H); 6,6 (s,2H); 6,9 (d,1H); 7,6 (m,3H);
7,7 (m,2H) '

1,3 (s,9H); 1,8-&,9 (b,2H); 2,5 (b,2H); 2,6-2,7
(b,2H); 3,1 (s,2H); 3,3 (s,3H); 3,4 (s,ZH); 3,5~
3,7 (b,2H); 3,8-4,0 (b,2H); 4,9 (a,2H); 6,0
(s,2H); 6,6 (s,2H); 6,9 (d,1H)

1,3 (s,9H); 1,7-1,9 (b,4H); 2,5-2,7 (b,4H); 2,8
(t,2H); 3,1 (t,2H); 3,4-4,0 (b,4H); 6,1 (d,1H);
6,5 (4,1H); 6,6 (s,2H); 7,8 (d,1H); 8,2 (4, 1H)

1,4 (s,9H); 1,8 (m,2H); 2,1-2,2 (b,2H); 2,6
(m,4H); 2,7 (t,2H); 3,0 (t,2H); 3,4 (s,3H); 3,5

4,0 (b,4H); 4,6 (b,2H); 6,2 (d4,1H); 8,2 (4,1H)

-98-
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P2 T RS H m R R

A7
B7

A~ BB (96 )

507

508

509 = H AL

510

511

512

513

.

i
0,9 (t,3H); 2,3 (s,9H); 1,4 (m,2H); 1,7 (m,2H);
2,1 (b,2H); 2,6 (t,2H); 2,7 (t,2H); 2,8 (t,2H);
3,3 (s,2H); 3,6-3,7 (b,2H); 3,8 (s,2H); 3,9-4,0
(b,2H); 5,1 (s,1H); 5,2 (s,1H); 6,1 (s,1H); 6,2
(d4,1H); 7,8 (4,1H)

0,9 (£,3H); 1,3 (s,9H); 1,4 (m,2H); 1,7 (m,2H);
1,9 (m,2H); 2,6 (m,4H); 2,7 (t,2H); 3,1 (d4d,3H);
3,2 (s,2H); 3,3 (s,3H); 3,6 (m,1H); 3,7 (s,2H);
3,6-3,8 (b,4H); 5,0 (d,2H); 6,0 (s,1H)

-

0,9 (t,3H); 1,3 (m,2H); 1,4 (s,9H); 1,7 (m,2H);
2,4-2,5 (b,2H); 2,9 (t,2H); 3,2-3,4 (b,4H); 3,5
(s,3H); 3,7-3,8 (b,2H); 3,9 (s,2H); 3,9-4,2
(b,2H); 4,1 (s,2H); 5,4 (s,2H); 6,9 (s,1H);8,5
(s,2H); 11,7 (b,1H); 14,0 (b,1H) '

t

1,3 (s,9H); 2,0-2,1 (b,2H); 2,7 (t,2H); 2,8
(t,2H); 3,3 (s,2H); 3,5-3,8 (b,2H); 3,8 (s,2H);
3,8-4,1 (b,2H); 5,1 (s,1H); 5,2 (s,1H); 6,2
(m,2H); 7,8 (d,1H); 8,2 (4,1H)

1,3 (s,18H); 1,6-1,9 (b,4H); 2,4 (b,2H); 2,7
(b,2H); 2,8 (t,2H); 3,2 (s,3H); 3,7 (m,4H); 5,8
(s,1H);

1,3 {S,ISH); 1,7-1,8 (m,4H); 2,5 (b,2H); 2,7
(b,2H); 3,0 (t,2H); 3,7-3,8 (m,4H); 6,0 (d,1H);
7,8 (d,1H); _

1,6-2,1 (m,17H); 2,7 (s,2H); 3,1 (s,2H); 3,3-3,6

(b,6H); 3,4 (s,3H); 3,8-3,9 (b,2H); 4,8 (b,2H);
6,0 (b,2H); 6,8 (s,1H);

-99-
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o
A~

K

ST P R O 3 H O B S 3

A7
B7

Ao~ BEASLEA ( 97)

515

517

518

519

527

526

i

1,6-2,0 (m,17H); 2,5 (s,2H); 2,6 (s,2H); 3,0
(s,2H); 3,5-3,9 (b,6H); 5,0 (d,2H); 6,0 (d,1H);
6,8 (d,1H); 7,8 (d,1H);

1,7-2,0 (m,19H); 2,5 (b,2H); 2,7 (s,2H); 3,0
(t,2H); 3,5-3,8 (b,4H); 6,0 (d,1H); 6,8 (q,1H);
7,8 (d,1H);

—H Rl 1,4 (s,9H); 2,4-2,5 (b,2H); 3,3~3,6 (b,4H); 3,5

(s,3H); 3,7-3,8 (b,2H); 3,8-3,9 (b,2H); 3,9-4,2
(b,4H); 5,4 (s,2H); 7,1 (4,1H); 8,3 (d,1H); 8,5
(s,2H); 11,7 (b,1H); 14,5 (b,1H)

v

1,3 (s,9H); 1,8-2,0 (b,2H); 2,6 (t,2H); 2,7
(t,2H); 3,0 (4,3H); 3,2 (s,2H); 3,3 (s,3H); 3,6
(s,2K); 3,6-3,9 (b,5H); 5,0 (4,2H); 6,2 (s,1H);
6,3 (m,2H); 7,8 (m,2H)

a

1,4 (s,9H); 1,9 (m,2H); 2,6 (t,2H); 2,7 (t,2H);
3,0 (4,3H); 3,2 (s,2H); 3,3 (s,3H); 3,7 (s,2H);
3,6-3,9 (b,5H); 5,0 (&,2H); 6,1 (s,1H); 6,3
(m,2H); 7,6 (m,2H)

[% ] 1,2-1,5 (b,10H); 1,5-1,8 (b,4H); 3,1 (m,4H); 3,5

(m,4H); 3,8-4,0 (b,4H); 6,8 (t,1H); 6,9 (b,3H);
7,1 (t,1H); 10,5 (b,1H); ’

s%® -1,3 (s,9H); 1,9-2,1 (b,2H); 2,7-3,0 (b,4H); 3,4

(b,2H); 3,6 (s,3H); 3,6-3,8 (b,2H); 3,8 (s,2H);
3,9-4,1 (b,2H); 5,2 (4,2H); 6,2 (m,2H); 6,4
(s,1H); 7,6 (m,3H); 7,7 (m, 4H)
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P R e H O N R S 3K

A7
B7

B~ BABLA ( og)

528

529 =R RALH

530

531

533

532

R A3

D

i

0,9 (t,3H); 1,3 (s,9H); 1,4 (m,2H); 1,6 (m,2H);
1,9-2,2 (b,4H); 2,5 (m,2H); 3,0-3,2 (b,4H); 3,2-
3,4 (b,4H); 3,5-3,7 (b,2H); 3,9-4,1 (b,2H); 6,1
(d,1H); 6,4 (s,1H); 7,8 (d,1H)

0,2 (£,3H); 1,3 (m,2H); 1,4 (s,9H); 1,7 (m,2H);

2,2 (b,3H);

3,0 (t,2H); 3,2 (b,5H); 3,5 (s,3H);

3,5-4,2 (b,7H); 4,5-4,7 (b,1H); 7,0 (d4,1H); 8,6
(s,2H); 11,7 (b,1H); 14,2 (b,1H)

1,3 (s,9H);
2,4 (b,2H);
(s,1H); 5,3
(s,1H); 7,7

1,3 (s,9H);
3,2 (s,2H);
(b,4H); 4,3
(m,2H); 7,8

1,3 (s,9H);
3,3 (s,2H);
(b,2H); 5,1
(d,1H); 6,3

1,3 (s,9H);
.3,2 (s,2H);
(b,4H); 4,3
(m,2H); 7,6

1,9-2,1 (b,2H); 2,7-3,0 (b,4H); 2,3~
2,6-4,1 (b,4H); 3,9 (s,2H); 5,2
(s,1H); 6,1 (d,1H); 6,2 (m,2H); 6,4
(m,2H); 7,8 (d,1H)

1,9 (m,2H); 2,6 (t,2H); 2,7 (t,2H);
3,3 (s,3H); 3,7 (s,2H); 3,6-3,9 )
(s,2H); 5,0 (d,2H); 6,2 (s,1H); 6,3
(m, 2H) .

2,1 (m,2H); 2,7 (m,2H); 2,9 (m,2H);
3,6-2,8 (b,2H); 3,8 (s,2H); 3,9-4,1
(s,1H); 5,2 (s,1H); 6,1 (s,1H); 6,2
(m,2H); 7,5 (m,2H); 7,8 (4,1H)

1,89 (m,2H); 2,6 (t,2H); 2,7 (t,2H);
3,3 (s,3H); 3,7 (s,2H); 3,6-3,6
(s,2H); 5,0 (s,2H); 6,1 (s,1H) > 6,3
(m, 2H)
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A7
B7

A~ BAAS0EA ( 99)

539

540

542

543

544

545

546

i

Ve

fi§iby 2.2-2,3 (b,2H); 3,0-3,2 (b,2H); 3,5-4,0 (b, 8H),

AR

% Rt

4,2 (s,2H); 5,5 (4,2H); 6,2 (4,1H); 6,9-7,0
(m,3H); 7,0 (t,1H); 7,4 (m,1H); 7,9 (4,1H); 10,9
(b,1H);

2,4 (b,2H); 3,2 (b,4H); 3,4 (s,3H); 3,5 (m,2H);
3,7 (b,4H); 4,0 (s,2H); 5,3 (d,2H); 6,8-7,1
" (m,4H); 7,2-7,4 (m,3H);

1,3 (s,9H); 1,9 (m,2H); 1,9-2,1 (b,2H); 2,6
(m,4H); 2,8 (b,2E); 2,2 (t,2H); 3,5-3,7 (b,2H) ;
3,9-4,2 (b,2H); 6,2 (4,1H); 6,5 (s,1H); 6,8

(4, 1H) .

1,3 (s,%9H); 1,9 (m,2H); 1,9-2,0 (b,2H); 2,6-2,7
(b,4H); 2,8 (b,2H); 3,1 (t,2H); 3,2 (s,3H); 3,5-
3,6 (b,2H); 3,9-4,1 (b,2H); 6,5 (s,1H); 10,8
(b, 1H)

1,3 (s,9H); 1,8-2,0 (b,4H); 2,6 (m,4H) ; 2,7-2,8
(b,2H); 3,0 (m,5H); 3,3 (s,3H); 3,5-3,6 (b,2H) ;
3,9-4,1 (b,3H); 6,5 (s,1H)

1,3 (s,9H); 2,1-2,2 (b,3H); 2,5-2,6 (b,1H); 3,1-

3,3 (b,6H); 3,4 (s,3H); 3,4-3,8 (b,4H); 4,0-4,1
(b,1H); 4,6-4,7 (b,1H); 7,0 (s,1H); 8,6 (s;2H);
11,3 (b, 1H) :

-

1,3 (s,9H); 1,9 (m,2H); 2,1 (m,2H); 2,7 (m,4H) ;
2,9 (m,2H); 3,2 (t,2H); 3,8-3,9 (b,2H); 3,9-4,0
(b,2H); 6,2 (d,2H); 6,3 (m,2H); 7,8 (m,3H)
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A7
B7

A~ BEASLEA (1 100)

547

548

549

550

551

1y

’

1,3 (s,9H); 1,9 (m,4H);
3,1 (t,2H); 3,2 (s,3H);
(s,1H); 6,3 (m,2H); 7,8

1,3 (s,9H); 1,9 (m,4H);

3,1 (t,2H); 3,3 (s,3H);
(s,2H); 6,2 (s,1H); 6,3

1,4 (s,9H); 1,9 (m,2H);
(m,4H); 2,9 (m,2H); 3,2

2,6 (m,4H); 2,8 (t,2H);
3,6-4,0 (b,4H); 6,2
(m,28); 9,2 (s,1H)

2,6 (t,4H); 2,8 (t,2H);
3,5-3,9 (b,4H); 4,1
(m,2H); 7,8 (m,2H)

2,0-2,1 (b,2H); 2,7
(t,2H); 3,6-3,8 (b,2H);

3,8-4,1 (b,2H); 6,1 (s,1H); 6,2 (d,1H); 6,3

(m,2H); 7,6 (m,2H), 7,8

1,4 (s,9H); 1,9 (m,4H);
3,1 (t,2H); 3,2 (s,3H);
(s,1H); 6,3 (m,2H); 7,5

1,4 (s,9H); 1,9 (m,4H);
3,1 (t,2H); 3,4 (s,3H);
(s,2H); 6,1 (s,1H); 6,3

-103 -

(d,1H)

v

2,6 (m,4H); 2,8 (b,2H);
3,6-4,0 (b,4H); 6,1
(m,2H); 10,0 (b,1H)

2,6. (m,4H); 2,8 (b,2H);

3,5-4,0 (bI4H); 4,3
(m,2H); 7,5 (m,2H)
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554

555

556
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i

-

/
1,3 (s,9H); 2,1 (m,2H); 2,8 (m,2H); 2,9 (m,2H);
3,3 (s,2H); 3,8 (s,2H); 3,9 (t,2H); 4,1 (b,2H);
5,1 (s,1H); 5,2 (s,1H); 6,2 (d,1H); 6,5 (d4,1H);
7,8 (4,2H); 8,2 (d,1H)

553  fifidbdy 1.3 (s,9H); 2,2-2,3 (b,1H); 2,5-2,7 (b, 1H); 3,1

(s,3H); 3,0-3,2 (b, 2H) ; 3,5-3,7 (b,3H); 3,8-4,1
(mlsH); 414"415 (brlﬁ); 5,4 (dIZH); 6,8 (dllH)l'
8,3 (d4,1H); 11,2 (b,1H); 11,9 (s,1H)

1,3 (s,9H); 1,9 (m,2H); 2,6 (t,2H); 2,7 (t,2H);
3,2 (s,2H); 3,4 (s,3H); 3,7 (s,2H); 3,8 (m,4H);
(s,2H); 5,0 (s,2H); 6,5 (d,1H); 8,2 (d,1H)

(s,18H); 2,1 (m,2H); 2,8 (t,2H); 3,0 (t,2H);
(s,2H); 3,8 (s,2H); 3,9 '(t,2H); 4,1 (t,2H);

(s,1H); 5,2 (s,1H); 6,2 (d,1H); 6,5 (s,1H);

7,8 (4,1H) ‘

1,3 (s,18H); 1,9 (m,2H); 2,6 (t,2H); 2,7 (t,2H);
(s,2H); 3,4 (s,3H); 3,6 (s,2H); 3,9 (m, 4H) ;
4,2 (s,28); 5,0 (s,2H); 6,5 (s,1H)

557 figdedy 1,3 (4,6H); 2,2 (b,1H); 2,6 (b,1H); 3,0 (b,4H);

3,4 (s,3H); 3,5-3,7 (b,4H); 3,8 (s,2H); 4,1
(s,2H); 5,4 (s,2H); 6,8 (t,1H); 6,9 (s,1H); 8,5
© (b,2H); 11,6 (b,1H);
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5569

561

562

564

563

566

567

AR

a3 ]

a4 ]

EXY

i

1,2 (d,6H); 2,1 (b,4H); 3,0-3,2 (b,8H); 3,5-4,2
(b,4H); 6,1 (d,1H); 6,8 (t,1H); 6,9 (b,1H); 7,8
(4,1H); 11,3 (k,1H);

1,3 (s,18H); 1,9 (m,2H); 2,0 (m,2H); 2,7 (t,2H);
2,8 (t,2H); 3,0 (t,2H); 3,2 (t,2H); 3,9 (t,2H);
4,0 (t,2H); 6,1 (4,1H); 6,5 (s,1H); 7,8 (d4,1H)

1,3 (s,18H); 1,9 (m,4H); 2,6 (m,4H); 2,8 (t,2H);
3,0 (t,2H); 3,4 (s,3H); 3,8 (t,2H); 3,9 (t,2H);
4,3 (s,2H); 6,5 (s,1H)

1,3 (s,9H); 2,0 (b,2H); 2,2 (b,2H); 3,1-3,4
(b,8H); 3,3 (b,2H); 3,8 (s,3H); 4,0 (b,2H); 6,1
(4,2H); 6,9 (s,1H); 7,0 (d,1H); 7,8 (4,1H); 8,1
(a,1H); . !

1,3 (s,9H); 1,9 (b,2H); 2,2° (b,2H); 2,9 (t,2H);
3,1 (t,2H); 3,3 (b,4H); 3,4 (s,3H); 3,7 (b,2H) ;
3,8 (s,3H); 4,0 (b,2H); 5,3 (b,2H); 6,8 (s,1H);
6,9 (4,1H); 8,0 (4,1H);

1,4 (s,9H); 1,9 (b,2H); 2,5 (b,2H); 2,8 (b, 2H) ;
3,2 (s,2H); 3,3 (s,3H); 3,6 (s,2B); 3,6-3,8
(b,4H); 3,8 (s,3H); 4,8 (b,2H); 5,0 (s,2H); 6,5
(s,1H); 7,0 (d4,1H); 8,0 (4,1H);

2,0 (b,2H); 2,8 (b,2H); 3,0 (b,2H); 3,3 (s,3H);
3,4 (s,2H); 3,6 (b,4H); 3,8 (b,2H); 5,1 (s,2H);
5,5 (b,2H); 7,0 (m,2H); 7,7 (t,1H);
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568

570

571

572

Ay

PRB

ARACH

AR ALY

, .
2,0 (b,2H); 2,2 (b,2H); 3,0 (t,2H); 3,1 (m,2H);
3,2 (b,4H); 3,4 (s,3H); 3,6 (m,2H); 3,9 (b,2H);
6,7 (b,2H); 7,0 (t,2H); 7,7 (t,1H);

2,0-2,2 (b,4H); 3,0-3,4 (m,8H); 3,5 (m,2H); 3,9
(b,2H); 6,1 (4,1H); 6,5 (b,2H); 7,0 (t,2H); 7,7
(c,1H); 7,8 (4,1H);

1,3 (s,oH); 2,0-2,2 (b,3H); 2,3-2,4 (b,1H); 3,2
(m, 6H); 3,4-4,0 (b,5H); 4,3-4,5 (b,1H); 6,2
(d,1H); 6,8 (d,1H); 7,9 (d,1H); 8,3 (d,1H); 10,8
(b, 1H)

1,3 (s,9H); 2,0-2,2 (b,3H); 2,3-2,4 (b,1H); 3,1
(s,3H); 3,0-3,2 (m,6H); 3,4-4,0 (b,5H); 4,3-°4,5
(b,1H); 6,8 (d,1H); 8,3 (d,1H); 10,9 (b,1H);
11,9 (s,1H) '

1,3 (s,9H); 1,9-2,0 (m,4H); 2,6 (m,4H); 2,8
(t,2H); 3,0 (t,2H); 3,4 (s,3H); 3,8 (t,2H); 3,9
(b,2H); 4,6 (b,2H); 6,5 (4,1H); 8,2 (d,1H)
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T P R e 1 e I R SR

% XU E (W2 s : SUBSTITUTED AZA- AND DIAZACYCLOHEPTANE )
| AND -CYCLOOCTANE COMPOUNDS AND THEIR
USE

Aza- and diazacyclohexane and -cyclooctane compounds of the
following formula:

Arl-A-B-Ar? (I)

where Arl/. A, B and Ar? have the meanings stated in the
description have a high affinity for the dopamine D3 receptor and
can therefore be used to treat disorders which respond to
dopamine D3 ligands.
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