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R=CHj-( =M He s=0y )

m.p.: 142°-144°C.

DSC =4 (closed pan, 10°C/min): onset 145.8°C., 79.0 J/g.

IR ~®™Ed ( KBr, in cm’l): 531, 546, 777, 838, 931. 962. 1038, 1100, 1169,
1208, 1469, 1500, 1515, 1615, 2577, 2869, 2900, 3023,

TH-NMR (ppm): 1.99 (br d, Hg,,, 1H): 2.27 (ddd, Hg,,. 1H); 2.48-2.65 (m, H,,
IH); 2.82-2.92 (m, H, , CH;, 4H): 2.95-3.20 (m, Hy,,, lly,,. 2H): 3.47 (dd ,
H,. 1H); 3.58-3.74 (m, th, - Hq. 3H): 5.88 (s, Mo, 2H); 6.10 (dd, Hgn,
1H); 6.33 (d. H,., 1H); 6.61 (4, Hg», 1H); 7.09 (dd, Hy., Hg, 2H); 7.22 (dd . Hy,
g, 2H): 8.85 (brd, NH,,, 1H); 9.11 (br d, NH . 1H).

13C-NMR (ppm): 30.0 (s, Cg): 39.3 (s, Cy); 39.5 (s, Cp); 41.7 (s, SC); 44.6 (s,
Cy) 46.2 (s, C,); 67.4 (s, Cq); 97.8 (5, Cpud; 101.2 (s, Cou; 105.4 (5. Cyu; 107.8
(s. Cg)i 115.8 (d, Cy, Cg)i 128.4 (5. Cgn Cp)i 137.1 (5, Cyo); 142.0 (s, C);
148.2 (s, C3+); 153.7 (5, C;.); 161.9 (d, Cyo).

R=CgHs-{ HEAE i s=nd )

m.p.: 55°-60°C.

IR ~me2 (KBr, in eml): 53¢, 564, 614, 689, 728, 764, 828, 929; 993,
1007, 1029, 1121, 1179, 1229, :443, 1471, 1486, 1514, 1600, 162K, 2557,
2842, 3029. ‘

TH-NMR (ppm): 1.90 (br d, Hg,,. 1H); 2.10-2.28 (m . Hg_,, 1H); 2.38-2.52 (m,
H., 1H); 2.82 (ddd, H,, 1H); 3.02-3.18 (m, Hy,,. He, .. 2);: 3.37 (dd, H,, 1H):
348 (d, Hy, 1H); 3.60-3.82 (m, H,,,. He.,, 2H); 5.87 (5, Hqu, 2H); 6.06 (dd,
Hgw 1H): 6.29 (d, Hyw, TH); 6.60 (dz.:gl_;... lf-(!): 6.90 (dd. il5, He, 2H); 7.04 (dd,
Hj, Hg, 2H): 7.40 (d, ArH, 3H); 7.54 (4. SArH, 2H): 881 (br d, NH,. 1H);
9.04 (brd, NH,, 1H).

13C-NMR (ppm): 29.9 (s, Cs): 39.2 (5, C3); 41.5 (5. Cj): 44.8 (s. Cg); 47.0 (s,
G 67.3 (s, C3): 97.9 (s, Cau)s 1012 (5, Cqu)i 105.5 (s, Cg) 107.8 (5, Csu);
1157 (d, C Cg): 125.9 (s, Cp)i 128.6 (5, Cgi 1288 (5. Co C,): 1306 (s,
Ceps 137115, Cgo)i 1419 (s, Cp.); 144.1 (s, C, )i 148.2 (s, C3X: 153.7 (5, C )i
161.8 (s, Cyy).

R=p-CH3CcHy ( Hi=HE p-820 s20d )

m.p.: 148°-150°C.

DSC =24 (closed pan, 10°C/min): onset 151.6°C, 7(.6 1/g.

IR 2mEea (KBr, in cm‘l): 529, 557, 671, 771, 800, Ki4, 921, 936, 1000,
1029, 1100, 1157, 1186, 1229, 1471, 1486, 1507, 1600, 2557, 2829, 3029.
1H-NMR (ppm): 1.89 (br d, Hgeqe 1H): 2.10-2.50 (m. Hg,, Hy CH,, SH) 2.82
(ddd, H,, 1H): 2.97-3.18 (m, H,,,, Hg,,,. 2H): 3.36 (dd, 1,, 1H): 3.48 (dd, H,,
1H); 3.52-3.77 (m, Hchv H&q, 2H}); 5.87 (s, Hqu, 2H): 6.06 (dd. Hge, 1H); 6.28
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(d, By, 1H); 6.59 (d, Hge, 1H); 6.90 (dd, Hj. Hg. 2H): 7.05 (dd, H,., H, 2H);
724 {d, CH3ArH. 2H); 7.83 (d, SArH, 2H); 8.91 (br d, N}lcq. 1H); 9.17 (br d.
o JTHD

13C-NMR (ppm): 21.3 (s, C.): 29.9 (s, Cg)i 39.2 (5. C3): 41.5 (5, Cp); 44.7 (s,
Cg)i 469 (s, C,); 67.3 (s, C.,) 97.8 (s. Cl ): 101.1 (5. C5.): 105.5 (s, Cgn); 107.8
(s Cg)i 1156 (d Cg,, Cg); 1258 (s, Cp)i 129.0 (5, Cg Gy 1291 (5, C o
137.2 (s, C4u): 140.8 (s, Cy): 141.5 (s, C ) 1419 (s. Cp); 148.2 (s, C3u); [53.8
(5. C;»); 161.8 (d, Cp)).

R=p-CICeH  (m=nE p-222un sEUS )

m.p.: 75°-80'C.

IR ~=eg (KBr,in cm’l) 486, 557, 643. 736, 821, 1000, 1029, 1086, 1114,
1186,1229, 1471, 1486, 1514, 1600, 1657, 2857, 3029.

LH-NMR (ppm): 1.91 (br d, Ha,o, 1H); 2.15 (ddd. 11, 1H): 2.37-2.52 (m, K,
1H); 2.81 (ddd, H,, 1H); 2.93-3.21 (m, Haypp Hegyo 2H): 3.37 (dd, Hyy 1H): 3.49
(d, H,, 1H); 3.61-3.81 (m, H 2H): 5.88 (s, Hy 2H): 6.05 (dd, Hge
LH); 6.27 (d, H,», 1H); 6.59 (4, Hso, 1%-1) 6.91 (dd. Hy. Hg4 2H); 7.03 (dd, HZ"
Hg, 2H): 7.39 (d. CIArH, 2H); 7.86 (a, SArH, 2H); 8.78 (br ¢, NH , 1H);
9.02 (br d, NH,,, 1H).

13C-NMR (ppm): 30.0 (s, Cs); 39.3 (5, C3): 41.5 (5. C,); 44.9 (s, Cg): 47.1 (s,
Cy): 67.3 (s, Co) 97.9 (s, Cou)i 101.2 (5, Cqu): 1055 (s, Cgo): 107.9 (s, Coudi
115.8(d. Cy. Cg): 127.6 (5, Cp): 128.8 (s, C Co): 132.0 (5, Cy)s 137.0 (5. C.)s
137.2 (s, ;o) 141.8 (s, C;); 142.0 (s, C, ); 1482 (5, C1.): 153.6 (5, C,: 161.8
{d, Cg).

Ul setee, 4 %%@, DSC =4 % IR 2 EJ S 2= AR ol o237k shehaso] 152 40 3l
1 9 Aspoll A, & gAMellA A e Ak s = 3 224 vy vger wdl
w g o= glok & ‘%Ué-‘il Sheh= S dnbd o= g eHg ek, v F557d ol th

#7) SENOR A HH e PASE Lol e AdHow A% 571807 ¢ A olsshof @k v
AL, AT 7] Sule] Fol FRAL V2R AF WL 1) 2.0%(FF/F ) o] Hofof Fr), ol w B
Shi, ol B AAS R ER MAGS, S A5 099 B T 5 Ak

geol ¥ 29 3o, F44 A8 D kA Age) A3 (3R A= AY A3} vlarele)e] o 5 e

[E& 2]
22

W=AEo ST 9o 254(40°C, 75 % &Sz ).
2 R (%) t=0 1=4 =
DIE &= Ak 0.35 +0.04
p-E2 EZME 0.70 <0.02
ik - +2.5

AFA|
[% 3]

23
2 Z0M HENE S 2o mg/ml)

20°C 50°C
HE s=uY > 1000 /min 1300
p-E20 SEM > 1000 > 1000
Hatg Hhasig 4.9 12.6
@ae 24 8.2 242
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Aol 5 WA 7ol A Al

o

=
[E 4]
24
HPCLOI o5 THRHEI Sl SR A (5 2HE(%))
=3
20°C 80°C
HIE ==4r DEREX AS <02 %.3 e
p-SRU SE A DEEX XS <02 %3 N
= 0.2 %, 12 %2 >50%,5 ¢
[¥ 5]
BB 20 Z0A =AY s = mg/ml)
HE s=ar p-E20l EEAA
olErE 20°C 36 50
78°C 250 > 500
-z2ms 20°C 7 14
82°C 330 > 500
OtKHIE 20°C 5 16
56°C 37 125
otHIEL olg 20°C 2 22
77°C 25 > 500
n-8l b 20°C <0.05 <0.05
69°C 0.05 <0.05
H i E5AE A3 F2 @719 A A= dE 3k 60 e
[¥ 6]
WEHE &/Re 2J|9 sS4
HZHE Zaare:
m.p.: 128-130°C.
IH-NMR (ppm): 1.65-2.00 (m, Hs,o, Hg,y, 2H); 2.00-2.50 (m, Hy, TH); 2.55-
3.15 (m, Hy,y, Hoyo Hy 3H): 3. 135375 (m. Hyeqr Heeqr Hy, 3H); 5.67 (s, Hyw,
2H); 5.97 (5. H,, 1ED; 6.12 (3, Hov, 1H); 6.42 (4. Hy TH), 6.67 (d, Hge, 1H):
6.95-7.35 (m, Hz Hj., Hg, Hg,, 4H).
T2HE O HIEAre:
m.p.: 123-125°C.
1H-NMR (ppm): 1.70-2.00 (m, Hs,q, Hs,,. 2H); 1.97 (s, H,, 3H); 2.05-2.50 (m,
Hj, 1H): 2.50-3.00 (m, H,, Ho,,, Hg, . 3H); 3.05-3.75 (m, Hqc » Hgeor Hyo 3H);
6.05 (s, H-., 2H); 6.28 (dd, Hs ., 1H); 6.58 (d. Hy., 1H); 663(:1 Hgw ,QIH) 7.10-
7.50 (m, Pz H3 o Hs » H6 s 4H)
W2AE:
1H-NMR (ppm): 1.60-2.00 (m. Hs,., Hs,o, 2H); 200-7 35 (m, Hj, 1H); 2.40-
2.95 (m, Hy, Hayyo Hegyo 3H); 3.15-3.70 (h. H, o Hy, 2H): 5.67 (s, Hyn,
2H); 6.11 (dd, Hge.1H); 6.43 (d, H,w, 1H); 662(3 H ,IH) 6.80-7.35 (m, Hy,
Hj, Hg, He, 4H).
Ho| vk g Aol ofym, th3o 55 ol o AP et Ao 1
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Az

AAlekg] 8 4575, 151-1539 0] (1978W); = A|68%, 229-233% 0] %] (1980%1), European Journal of
Pharmacology 473, 351-358% 0] x](1978%3); v]=r &3] #|140071965 9 S A€ T2t 9] Alz27F Haxo] gt

g‘]:z‘sl—)d 1
X
OR
Q
N” - HO-S-R?
R 0
7] Aol A,

- R 3 4'-vE -t S A H 7] & YER AL,

_Rl

rlo

T, EFYEFLE(C,_)YAY], C1-C4 ¢47] B C1-C4 ¢7197]1E YeEh 1,

Zte 477], C1-C4 €317, ESEFLR(C,_ e A7), sl=FA17], &2, |

-XE S 1WA 489 g4 A}

HE| Q7] i o} A
—Rzlf:

- C1-C10 &27],

- oo 7 E

- Cl-clro <47,

- =27,

-UEZ7]

- 3 E=FA7],

- R/HE= C1-C4 &=217] F sty oo 7= o= 2] ghd #1471 E YehdaL,

_14_



53553 10-0543614

3T 2.

Al 13l 9014, R71E o A9l 3,4-sdel T A s 9]0
L
o
Rlo] 48 vhebl = 532,

AT 3.

A 27l 9loA, X717 3l d argf o] 41 f Aol #oldl= EF 271l s e

3T 4.

A 2380 9lo]A], R27)= C1-C4 244719l 835%,

4T 5.

A 48] 9ol A, R27)= C1-C2 4279l 355

3T 6.

Al 13 WA Al 53 5 o= aprto] &oll lolA, 20Tl A 10mg/mlE o]/de] &l =E 2t 3hgte.

AT 7.

Al 6%l 31ofA, =l 100mg/ml ©]/e] &3 s 2t 3h5Ha.

3T 8.

A 13 WA Al 53 F o] = sike] gl QlojA, HhEA] Thg ) e oy

vl
r)v
)
i
rir
L)
%
il

- S AE T ZEA (3 D

(A7, X= #ld arg] o] P-9l Aol A E4olar, R 3'4'-H 2 -t S A g d 7] o]

(1714, X Hd el o] P~ Aol A B2ola, RE 34 -HE -t A dd 7] o] o, RIe Fao] a1, R4 ¥

A EAY P-ET A EENS (3 D

_15_

}ﬂ
~,
rlo
4
[
o
K
A,
s
=
e
N
o
o



==

=53] 10-0543614

(1714, X3 sdare] o) P-91 X el A Bo]aL, RE 3'4'-wdal-t] §A s d7]0) i, RTe Fa:o] a1, R%E e sl d 7] o]
th; =

—H AR P-S 22l EE) (38

~

(1714, X& #d el 9] P-g Aol A Baoli, RE 3 4'-mdA-t A #d 7o) a1, RLe 0] 1, REE 222947
o|th).

A% 9.

o ek 2

g‘]:z‘sl—)d 2

(714, R 3'4'-Hdal-t) S A9 7] & el o, R1e a4, EYEF02(C,_pd27], C1-C4 &477] ®i= C1-C4
L7175 YE AL, Xi= 4, 1-4709) & adztE 2t 447, C1-C4 &5A17], EYZSFL2(C_peA7], sl =5
A7), GRZ7), e E 7] B okt H A7 & UERh

S 2t SIRHE, 19 9 H/EE 19 9471 E &) ANk

R%-SO,H

—R/E= C1-C4 &FA7] TollA st o] 7= Yol = A gkd A7) Hekid

~—

& 2 FEWE WA T SNL FHT T, FHE nFRE Bl e $HOE ol FAAE A 13 WA A 5
& % o= shpe] Yol W s Az,
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7% 10.

24

AT 1L

tal

A 9Fell whE o m Ao = Q= Al 17 WA Al 6%
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°
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T
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ot
2
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i
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ot
itd

AT 12

oofo @A ALgE7] 918 Al 18 WX Al 53F o= shvte] o W SgE.

AT% 13

AFA

AT 14

A

T8 15.

Al

18 A A 53% o= shube] gl W H3HEe BT O R Lo, 2 g A e, Bebgal, 489,
504, B2, WwE, w4 Ao, WEE, U9 7)9%, 9FA Aol A A7)E $ ARG ook,

3T% 16.

A

AT 17.

Al 157l slolA, AAl, 28 d A E= s el ook

T% 18.

24

AT% 19.

2kA)

T% 20.

2kA)

373 2L

A

3T 22

A

T% 23.
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A 63kl gloj A, Eof 500mg/ml o] 2] gl EE 2t 3L,

BT 24.

il

Al 63l 2lol A, & 1000mg/ml ©]32] &8l =g 2t 3e=.

7% 25.
the 3oy 2

g‘]:z‘sl—)d 2

N
'_'-"1
(1714, R 3' 4~ D a-0] S A 9 D7) B el i, RIS S, EEF 0 2(C,_)%77], C1-C4 7] Ei= C1-C4
719715 B AL, X 4, 1-4709] &adAE 2hs 427], C1-C4 &5417], Eg &7 =(C,_pe4 7], 3=

A17], G=A7), MEE 7] B ofd = A 7] S YER T

!

& Ze AR, 29 @ R/EE 19 971F 7] gty
R%-SO,H

(047]}\1, RZ‘:“: CI_CIO OE]—7E]7L

-g=77],

-HE=Z7Y]

8|27,

—Hl/EE C1-C4 EFA7] Tl 3l o)) 712 ol 2 A3k sldr]E ek

PN
rlr
it
i
[

=
i
X,
(ot
e
ol
2
oo
12
o
oX,
&
-
=2
ol
oX,
)
&
ol
il
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N
rlr
o
o
o
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o
t
2
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rlr
2
oo
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=
il
o
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A

7% 27.

% 28.

3T

b3

3

)

ol

Al 8

ki3

K

3|

oeFo @A AHg

T3 29.

A

% 30.

3T
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