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FE F80 S St 3HE ] ¢3t g3 vk g Bk AP o Sold Mo R APH o 54T 5 Ut
H =

—

o>

o

P SAE =T A8 AdolM A9 A 5-HT,. 784 43 8 98-S AA st o o & &9, H]-A
B12 5-HTgp o0 T8H DA = -5 250 AolA A4 a3 vheblvh[ 32 Murphy (1978), Brit. .
Pharmacol., 5, 81S-85S; Klieser et al. (1988), Pharmacopsychiat., 21, 391-393; & Camara (1991), Biol.
Psychiat., 29, 201A]. =3k 23 A= B4 985 28 oFEo] o]59] A7 FH}E w3l w7ty Fo] A et
A A 28l g)oj A o] AL Wt st AAL AA S YT FZ: Anderson (1983), Life Sci, 32, 1791-1801]. 4 &
9, Eobdl SAITHA GAAE AR A A Q1 A g o2 7kA] sefrkelel 9lol A mCPP-f2¥/5-HT, #1714 7]
A S-S AT A E 5-HT Qg JAA g% A 371 Yehde) o] 5 wA

FEe A= A 7F5-HTy &4 750l et 74845 A7 sk, olo] wet &5 X8 A& 7M7Y
olell 7]oJ3tAl B AAIFTH[ 2 Kennett (1993), supral. 5-HT,. &4 A& Ao tdh 7] 218 348 5-HT,y
T8 dEdA e et 143 o535k

1‘
N
=2

-
&)

WA A= 7 ol ARl M 5-HT, 784 Ad@FA o thet A5 A& AA ot 5-HT, 8H aeAd

mCPP= A2l Al T Al A Az i a8, ¢
Lawlor et al. (1991), Biol. Psychiat., 29, 281-286]. t
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SWSE S7HA1 713, 18 WA A7 E AAaA 71H, 4738 A7 ol QlojA] A Q1 H A8 A 7o 2!
Idzikowski et al. (1986), Brain Res., 378, 164-168; Idzikowski et al. (1987), Psychopharmacology, 93, 416-420;
Declerck et al. (1987), Curr. Therap. Res., 41, 427-432; % Adam et al. (1989), Psychopharmacology, 99, 219-
221]. whebA, 5-HTy 84 A= 5-HTy &4 A28 vit] g3t Algdvhd, e84 5-HT,. +&A 43
A= = ool Aol oA 53] A 52 o w2 7FA7E oS Aot [ % Kennett (1993), supral. 5-HT,- &4 4
Aol i3t d7] A F AL 5-HTp T84 daAlol st 247 )53

A& SA= Aol Folell oM 5-HT e 784 A&dA ol et A5 Ad& AXFe} v]-50] 4 5-HTyqp, T8
AFAE A 8S 277 L ASS S/ 7] Aoz vk webd], 144 8579 (22 95 AeF 5-
HT oo 84 A&A 9] 784 & AAsh A5 484 S77F vk 5-HTy 84 A Al et 37] A= F4E 5-
HT,p 84 A3 Aol dig 4% o) 530}

A4 FA

P4 A= AEHL7SE A mshe=dl ol 5-HTy. 584 d&dAlol ok A 54 &3 A A gth. mCPPE Y E
MM 575 LA 7=, o] Bk H-A B A 5-HTy gp TEA DAl o aiM = A= A vk, A8 5-HT,,
LA ZdaA ) = 2pdE A FE=oh[F2: Hoyer (1989), In: Fozard J. (ed.) Peripheral actions of 5-HT, Oxford
University Press, Oxford, 72-99]. 5-HT,. &4 A& Aol thd 7] A8 542 5-HT,, T&A A FA ] tg %

93} o) 5.

3] Aol Azol B odg] BEES M SN UM, B AN J1SE B SR 4ol FolE 4T, w7
T8l A4 AR FolE mF W, AE Fol WA AT 5 Ak, o) F ol AA, AA, BA, AEA, A, A,
A 53 ge A, Al B oA ol g, uhgra Al Qe FolFel vl Folo] AP ve) FolY, w
A SEE FFES AH 11 A Folsh] AT Ay 24 BB FolPo| g oR S gHE T
o WS AET 5 ATk 2HFS AYHOR B A GA| B LA R 5 19 B TR E o
HAG A 02 B4t 9e T, £ /e ook, A AA, A, w2A B TS 5 Ak

9
i,
uls
e
oX,
)
ot
P2 e

g, AW 5%, Fo U 2 et oAbe] dete] wEd, ey, A
i .01 WA 20mg/kg/14, vF&2 3l AI= 0.1 WA 10mg/kg/1Q W
o &2 0.7 WA 1400mg/1¢, vlh2l 8 A= 7 WA 700mg/1Y ]t}

o
ol
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ol
rlo
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L 4
=

~ o
Y
¥
S
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L
rlo
X,
riot
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1l H
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o,

g

Jo %
N
il

e Aol AAH A4 R o] Gl mhek Al Aol g
A

ot oy
o N
o
ot
)
il
o,
ﬂ

__>t‘_',
BN

AE A9 o= 5 A S E FEe= AER o= MERZO= S5 UEF IR
kvl ZH oM O E, YEHF AH, &4, 257 i
& AHES = . 7] o vhet 2 &4 2]

1= 5& AH&ste] A= AP 5 A} oFAISHA 0.7 Fof7be gk A =2

24 SIRHET o9 A HEAE, dF B0, &, 97, 4REZ = 789 YA

&, FARAIA, A = AYAE FPAAA AT = Aok A5ol mef, T4 oA 2452 ©®
fr3hAl, pH &34 5, d& 59, HEF oMEH ol E, &£H|g B gt5-Ho|E, Eg o e-golvl

EHgt gt 9ol E, Eogrgolyl Sy oo]E T3 22 ¥ 54 B BEAS 29 /7T 5 Uk

o] AAAA Az WS FAE YA, dlE 501, st7] £ Tt Gl Eoke] @bl A AE

: Remington's Pharmaceutical Sciences, Mack Publishing Company, Easton, Pennsylvania, 15th

75]. FAE 2AE e AP o' A9, AR g S48 G377 el fradt o &4 3gE
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k

2
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z M
u
iuh
__>E‘D
ACh
[e]
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Al
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i 2
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Ho uft o
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=
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©
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rlo

Y, 10 2 opoh i (M oox (NOK

w(BFek2 19] Bhgh= Ei= o] 9 §1)& 0.25 WA 95% W9 = Sirdtal YA = F-54 GA = o] Foixl Fol g
3
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5= FEAE TUNA FAGH R s &= 548 2SS AN A7l #2 2L OA, d9A, A
Al BA, A, A, MR AY 5o FHE AT AT 22 2= 2 RS 1% WA 95%, B 5 vhA 8t
A= 2 WA 50%, 71 vtEAebAl= 5 A 8% & = Aot

c

O

W] T el Quba o= S}, Sav) B AUy FAE 5H 0 drh FAAE OA] §9 £ FeAl, T A
%ﬁﬂE%ﬁ%ﬂﬂ@%%ﬂﬂ%ﬂpdf%ﬂ%%%%PAﬁﬂiﬂZﬂéﬁl G PG AY o 2, 3
G+ MAEROR FUAR, NS o] olth Eeh, A 5ol uel, Fol @ opAlatn TABL ek aAl BE 3,
£

i

pH &34l 5, d & 50 YEF oHHClE, &nd Rinels-go|E, EdoeZolnl S o] E, o -&obrl E
H OHHCIE T3 22 54 B 24 % 2% e Aok

% o] nokE WA Fol AL AAE FEe) RS FANIES 7Y $EY Bt AU A 2T o] 4
B2 ALgETh v 55 413,710,795 &

A= G4 SHEEC] e o] 59 SolA Wt ofut 55=E] 4 % g &
19% WA 10%2] 4 48 A3 5
Al
o]

A7)} e v AT A EF Ty o
|NZ=0.1 S
SASAE, A7) A E] 950 &4

o whebd el gekac, e,
Moz B MA7)E 1A A9 o ok v

wol A4 HguE A L A AP Ao AT AFA, 94 =
10%, /M4 B A AL 0.5% WA 1% F43Hs it 58folvh. 49 QA $EE 58 &, 449
5440l (AT A o2 DEHQ AL obd) pH 6 VA 5
Ad w7 obAHolE, B2y, e rae, 2
W, A Eeo]E, meo]E E Eado| =S /A% 3
H3at Fo) Bol B3] §31417] 3, pHE oF 6.8 1
A kol 561 M A A A A9 s

S EFE Bl A AHEY] 918) A A Sk 2B FAS Beld A o= ol 9]
JEE el A E A B ARG N8R FEAL P2 SIS A
$®4ﬁ°ﬁﬂﬁﬁiid%ﬂc FEA A9

A, AL, A ke , L olng e o
2 g Auols, FAEa B E, ol £n 2 rlAel . FUAE, B 58 AL e], Aunl, EA 5
}RE AT AAAS 425 A2 ATHD & A ARA ok ) AV D PRA ARG, pH EEA,
W BehA S0 2 FEY BE BAL £F TRE 5 AT IS 2 FolPo) AAH A% e FA 5]
: :

AU, dE = 0}71 il

Sciences, Mack Pubhshm

S Faste] G ok vl Al A e Aot} [ #Z: Remington's Pharmaceutical
Company, Easton, Pennsylvania, 16th Edition, 1980].

0Q

A S A 2B S %4 AelE 9% B Folgon B 4 47S Soldon Baw @ v ¢l
Folgow gl Folgth. 5oh4) 1] B8-S st LA hAl MG AAld] 4 U 100] 71&H e 9

m{n

Al

7] Ao D A= B Agsht oo MFE Adat AL ohth,

_24_
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é
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i
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mﬂ
C}J
J}O
B>
@l
o
ke
2
o
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o g 3-Alo] FRHE-3-2 AT 2T QY o|E;
e 3-Ate] =AML -3- A2 23] 0 Yo E;
og 4-mg-3 A} -of o] E;

ofd 2-vE-3-S A El o 0] E;

ANE 3-FA-4-3d e o o] E;

e 3-Abo] R IE R -3-S X R T Qo] E;

g 2-

|
S

L 2-3-3AFE L

©
m

ol & 2-otm =7t R dobAl H o] E;

o8 4,4 4-ETZF02-3-2 2K ElwooE; &

od 3-9ld-3-KAZ 2T Qo] ER A A 7] (L F- Aol A& vE | 2B 2E oY of ~E| X

EE oAl 2&3h); 7] Alzd 1A] TRl whebA], thE SHEE(3) S Al grk:

2-otn] -6 @ -4 -3} o] =5 A 5] 2] n]

2-otn -4 -gfo]| EF A -6-o| A Z 2 H v fu|d :238-241C;
2-0lu| e-G-Ato]| FR R E -4 -lo| =2 AT g §H: 253-254C;

2-oln] m-6-Ato] FR AL -4-sfo| = E A v 2w W, g3 237-241°C(E3);

2-o m-6-(F-E-2-U)-4-ste| =FA I g n|d, §3: 195-198C;

2-obH 1==5,6-T] W " -4 -3t o] =5 Al ] ] ] o ;

2-otn] m—6-Wl A -4 -3l o] == A 9] 2] W]

2-ob 0] \o-G-Abo] 2 2 3 2 7 -4~ o] = %A 5] 2] ] ol

_25_
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(15.82g) ¢k o d 7hE U 0] E(20.0g)E ol §H& 80mlFol A Edtate] 7] &
6A1ZF F )t SFAIIT A7) v S Es skl S E Al A sk 50mE sFA 714, = 20mE 7R b
: W stete]l WA JHES FEIT 7] AHd=E oI FAske] 2 AFsta, I
—4-3Fo| EFAI-6-37 - I 2V H(12.62)& F5ATE 7 285-288 T,

Al AEskH, E T
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2ol e -5-FF Q2 -4-3lo] EE A -6-HH 7] g n|
2,6-tloh] -4 -sfo]| =5 A v 2|
2-of] -4t EXA-6-E EF o gy gvd; %

2-o}r| 4 -3lo] EE A -6~ v W],

C. ARSI, Aol 2 e 4, 4-t)iE-3-S A A oo ES v stgE(DE dAA7])a, o2 Fohid 7t o] &
S 0E SFEQ)Z WA v, 7] Azl 1A9] FA webA, v sHgHE(3) S Al gt
Az 2

A.Rio] 3F-YElolm R} 291 8§HE ()] A%

2-ohw] -4 -5o] S A -6-3F -1 9] 2] 7] U (8.35¢) & %A1 A3k 50meel 341 7] 3L &g 247 B3k :
ko] SA| G5l S N Fslol A A AL FAFE ol ek 100m/é°ﬂ {70tk gle] pHE WY 5= AR FoO R
8= x4t &vlE Z% 6} of| A A AT FALE o] mpete] WA A S 5L, o] 5 o -E 2 5E A2 A IA| 7
2-ol) -4-2 2 2-6-37-F-E 9 (3.662)S 53} 87 87.7-88.9C.

B. FARSHA, 2-0bv]ie-d 30| 2SN -6-3F -9 2N THE STEE)Z AN I A7) Az 28] Fol
webd, o SR (1)L Az gk

2-oh|m-4-F 2 2-6-cd I g v d;
2-olr|—4-FRE-6-olAX 2 dud, §4: 94-97C;
2-otH]e-4-F 2 2-6-Alo] FRZ 2 AW Yy wd, §3:116.5-120.0C;
2-ol| -4 -F 2 2-6-Ato] FR R LI nd, §3: 98-99T;
2-oh| m-6-(F-E-2-)-4-2F =23 v, §5: 63-65C;
2-otH-4-F 2 2 -6-Alo] ZF AL T gl nd, §4: 101.5-103C;
2-oju-4-F 2 2-56-v ey 2| d;
2-obv| e-6-Hl A -4-F R 27 v d;
2-ot m—4-F 2R -6-Alo]| FR I 2Dy g
2-opu -4~ R 2 -5-FF 2 2-6-m 2 2V e
2,6-totrm-4-F 2RI v d;

2-otr-4-Frr-6-EgEF v dynd; g

2-otn e —4-F 22 -6-d v,

_26_



T =

%53 10-0518101

C. frAFsHA, 2-obr] le—4-3fo] =X A -6-3F -T2 g d & t& sHet= )& A7 AL, 7] Az 2A2] 4
ek, o steE(4)e Az

stet=(9)9 A%

A R3] 4 7-UZZQ FUTE-1-%o| 3 RV} 491 3131E(9)9] A%

1,6-tZF 9 22 =a(0.164g, 1.0mmo) < 1,2-HF2 2o eh5mo)oll §8)A17]a 0C =2 BN 420 F Ed

Z 2201 =(0.264g, 2.0mmoD)E LA ZA 4F7] &ollof 7}?‘&@ OFH EAL F4 (0. 1ml, 1.0mmoD)E 20l 2 A 7]

g Aol 3] 7hetHA S5 0CE FAAZTH WS W 10% A4 83 a1 wezl S=22ko] =(2X10

)R FEATH #7158 PUUEFFAA A2A7 2, $EAA, A4 ARvE TR 2 A5 L ARA 1-(4,7-
EFLREUZE-1-9)-4e-(0.165g, 80%)< G5ttt

B. frAbsHl, 1,6-0 & F e 2 zgal S RPe) 2 st 2 iz A 7], 7] Alzd 39 F4 utebA, b stgE
(9= Az

A. Rlo] vjElo] w1 R27} =49l 832 (15)9) A%

S-H e o] 4 E 2$-20}H22.26g, 160mmoD)E &E(50ml) 5 SHAHEF(16.9g, 160mmol)2] &Nl 7lsla S-we o] 4

2ot A3 gaE wrR] ALo) A A7t o " olA|EokAH 0] E(10.41g, 80mmol) S 47| E3E9
SES oA ENLS R F3A 7 WA 1A 7F A A7) A

mlm rq.
b 4y

off 7hate}. Aol A 60A1ZF F ¢ WAL F kg
Akl 2 AlHstaL, gl A AxAIA 4-3Fo
H:218-2217T.

|ESA1-6-vE -2-(W D E] ) 2 v] € (9.38g, 75%)& 425 3ttt

B. R&7} oA o]al Rio] Misls = gl3l2(15)9] A%

FrAekAL ol oM EokAH o] EE ol d-4-wWY-3-F e o o] E T HE -4 4-THE-3-5 A3 e o o] ER
AN 7] AL, 7] Azl 4A] FA Ol w2k, v e (15 Al 23tk

4-slo]|=FAl-6-0] 2X 2 -2-(EE )7 grd; Y
6-3F-Hd-4-sto] =5 A -2-(v ¥ 2)¥] 2] v

C.R27} 4ol a1 Rlo] Wsls = 3132 (15)9] A%

FTALSHAL, ol ® b EokAH O] EE v BFeh= (D)= A A 7]1aL 7] Al 2ol 4A9] &l wehA, v 3 e=(15)E
Az 7

shetE=6)9] Alx

A. Rlo] viglo]l 31 RE7} 42 8l3E(16)] A%

_27_
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4-3lo) == A -6-w el -2-(W & E] )3 g 1] d(9.20g, 59mmol)T+ SAA81(60m)E ko] 3AIZE B3t FFAIIT
e S3ES Ao %m] 7131 g A5odel etk AFE 74 EFES Y oM H O ER FE3aL §71F
S SR EF 23} g Aoz A3 the, A oﬁ abat v Aol A AZRAIZ] TR JE Sl A TARAIA 4-F
ii—ﬁ;—uﬂ%—z—(uﬂ%ﬂg)ﬂﬂ HE(8.27g, 80%) TS5t g4 37-38TC.

B. fALsHA, 4-3fol =5 A -6-HE-2-(ME B )3 g nd & vt & 32152 A 7]z, 7] Az 5A9] 573
webA, o2 8= (16)s Alxdeh

4-FRZ2-6-0 X2 -2-(HeEE ) vd, ¥]H: 0.5EZA 127-128T; &
6-3u-FE-4-22Z-2-(MEH ) Yn|d, F5: 46-48T.

C. FAY8HA, 4-3tol =F A -6-vE-2-(MEE| )T g & thE 8} 9E(15) 2 thAI A 7] 3L 7] AlZe] 5A9] FH el
whebA, v 3t E(16)S Az g

steEADe] A%

A.Rlo] o)A @Hol51, RV} oholn] R0 4-Z2 0 2 -1-1]2 e 332D AZE

E}]Ea}o}ol‘:i—ra‘r 100 1-B 25 -4-ZF 2 22 2al(4.95¢)9] wik €98 -80C = WA 7] a1, Rk thg,
2.5M n-5F-285F10m) S F71et}, E¢ES 308 FoF wukA R v, EE 113(3111@)3 7bebal, EFES 1A%
%% WHHA ] 8- A2 0 7 JLestal, st A Sl E Al A A7) FALe] MlAI(100m), 4-F 22 -6-0] AT R

-2-(r g ¥l )7 v d(4.04g), HEZI ~(Eg AL £23)Z2H5(0)(500mg) 2 B EE(2M, 20m)S 71star, 3t
o iE(Ok 80 W =] 90 C)E 14N ZE 5ot 71 st} e S o 9star, §ulE 7Hdstol A Al A S} HALE 2% ol | o}
Aol E/M o m &E A7) A7t Ao A A2ntE T8l B 4-U-EFLEUZE-1-Y)-6-0| 2R
A-2-(MEE )3 27 (4.87g)& 553111, o] & tha TAlo Al AA|glo] A&t

%

B. fALHA|, 4-2 22 -6-0]aZ2d-2-(d e )F e dS& e FEU6)Z HAA 71, 7] Az 549 34
of wehA, ok SFE0NE ATk

4-(4-Z2FQ 2 YT E-1-9)-6-vEd-2-(MEE2)-Tgvd §3: 140-142T; &
4-(4-ZF Q2 UL E-1-A)-6-v5A -2-(WEE 2)-3] g |,
THNMR 8.19(2H, m), 7.65(3H, m), 7.25(1H, dd, J=8, 10 Hz), 6.45(1H, s), 3.98(3H, s), 2.55(3H, s).

C. s, 4-2 2 2-6-0olaZ2d-2-(MEEH ) vd S v 3gE06)= A2 7]aL 7] Az 6A] &4l
webA, o sk (17)S Alxgt

D. Rlo] o179 8321 7)ZHE] Rio] o2 k71l g3 E2(17)e] HME A%

HEgso | E2F4@m)%F 4-U-ZSF Q2T E-2-9)-6-1 € -2-(H & E] ¢)-3 g7 1 (0.500g, 1.76mmol)2] &4
< -70C=E YA B Egsto] E2FeH(10m) 5 2l F tlo]Ax 2ol =(1.29%) 9] §dof A 7Fstr}. 30i &<t 1L
HEAIZL & Wl B 2ulo]=(0.251ml, 2.11mmol)E A7) £Hof ol 713kt 7] A S A0 7 712311, of g of
A B o] E(50me) &= 3] A 3)ar, E(50ml)el Bt 715 B8 6kar, Sakal Aol A LiAlﬁ A3l A FFHA 7]
o, A 2dS A9 ARvEIYY 2 GAS 4-4-EF L2 YT E-1-)-2-vEE -6-H g v ]
(0.342g, 52%)2 53t}
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E. S AFSHA, 4-(4- 25 0 R U E-2-9)-6-1 g -2- (i 2 E] 23] 2 m 9 Rlo] 229l the sH5HE(16)% oA A7) L
7] Az 6D Aol webA, the SFEA7S Az

4-(4-EFL2UIZE-1-)-6-(2-3to| =5 Ao d)-2-(ME ¥ ) v 2] v e &

v
f,i
rulu
1
fo
fu
i
(&t
I m

A)-6-(3-3tol=FA 2w d)-2-(MEE 2)v g,

F. frAeHAl, 4-(4-Z R0 2 YT E-2-9)-6-wE-2-(MEE ) g S thE 31E(16) = A A 7]aL, 47] Az
o 6Co FA | WelA] Rlo] A5 47l A9 o 8132 (17)S Al =8t}

A.Rlelolawadols RV} foholn] R0 4-Z2 0 @-1-1]2 el 832(18)] A%

4-(4-ZFQRUZLE-1-)-2-vHE -6~ & -3 2] 1] T (0.342¢g, 0.914mmol) S W Al SFZglo] = ol A-20f A
), WE-F 2 292 A ¥\ 2AH55-60%, 0.554g, 1.83mmol)S 54 7}gkc}. 16A17F &, vk 53185 Fol3)

a; 23t Ao AHe F75S TEHAVER X3 8 W B2 A sta, kel gdel A 134

21 & JAFetolM sFAA 4-U-Z2F L2 UZE-1-)-2-vedd X d-6-do| &3] 2| 1(0.402g, 97%) S L L2 A

THNMR 8.07(1H, m), 7.85(1H, m), 7.47(2H, m), 7.32(1H, s), 7.13(7H, m), 3.29(2H, m), 3.07(2H, m).

B. AT, 4-(4-2F 02U E-1-el)-2- v d B o -6-del du e v g v S22 A7), 37 A%
o 7AS] &gl Mk, thr BHehE(18)S A=

n
:&
rulu

@B E-1-9)-6-(2-3}o] £ 5 A o] &)-2-w P A2 -]

gve, 41 88.1-90.0C;
4-(4-2F2BUZE-1-)-6-@-3te| EFA 22 ) -2-mdd ¥ d - 7]

i

'HNMR 8.21(2H, m), 7.69(1H, dd, J=5.3, 8.2 Hz), 7.68(1H, s), 7.61(2H, m), 7.24(1H, dd, J=8, 10 Hz), 3.76(2H, t,
J=7.5 Hz), 3.40(3H, s), 3.09(2H, t, J=7.5 Hz), 2.11(2H, m);

4-(4-FFLEYIE-1-9)-6-m 5 -2-v g x d-v] v g
'HNMR 8.20(2H, m), 7.64(3H, m), 7.25(1H, dd, J=8, 10 Hz), 7.15(1H, s), 4.20(3H, s), 3.39(3H, s); &
4-(4-Z2F L2 YT E-1-d)-6-c|ax2d-2-vEdxd-vgnd, §4:96.1-97.1C.

C. FAEHA, 4-(4-Z2F 222 E-1-2)-2-WEE S -6-Ho| &I n S v} 2 sFE(17E NAA 7)1, A7) A=
of 7TA9] FA ol wElA, T 33E(18)S A3}

/ﬂ}\c,;‘ll

shet] 19] 318t A%

A.RLH R/} wlglo]w, RIo) Y e -] -olo]m, RY @ R/} 4] 8}814] (o] SlghEe] A%

1-vzd B44H0.382g), 2-obr| -4-2 2 2-5,6-t W€ 9 21| (0.350g), HHEH7| ~(E
(0)(0.153g), o1g &=FBml), =(4ml), 1,2-t]HlF A& (8ml) B BANFEF(0.85g) 2] nyHg H]

mﬁ 1~H
mE <
rlet
=i
rlo
H
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(2F 80 lﬁxl 90C)& 14A1 5 OJ }Cﬂf@:} A7) &NE Ao W7 7] a1, of sto] o e ol AlH o] ER F

&
—obr=-5,6- ‘ﬂuﬂg 4-(GZE-1-D)-d v

=
il
N
1‘
0
25
=2
2
é
Y
o
_,d
=
032,
o,
rﬂ
Xﬁ
1=

l_
T
il
2
. o
ol
o
>,
L\') 10

(O.213g)§ TS5 g ﬁ. 213.5 215.1°C.

B. fFALSHA, o= 2-otn|m-4-F 2 =-5,6-UrEdgnd S v& stg=4) = A7 L, do= 1-1
S thE SHEG)E QAA 7L, 7] AA 1AS] FA o wpeba] stk [9] §17] shHE-S Al gt

[d
i
ofr
B>

9

2-ot]m—6-Ato] FRAY -4-(JZE-1-d)-T2ud, F3: 146.8-147.4C;

2-0} 1 —6— (R E-2-)-4-(YZE-1-)-3 v, §4:109.6-110.8C;

2o -6-2-WeYZR2I)-4-(HZE-1-)-¥gu|d sfo]=m B mrlo] = g4 147.0-151.5C;
2-ot e —6-(3F-FE)-4-(HZE-1-)-9 v d, §4:161.0-161.3C;

2-o) —6-Ml A -4-(GZE-1-¢)-9nd, §5:147.9-148.2C;

2-ol] -6 -Ato] FRFE -4-(GZE-1-d)-vnd §F3: 147-148C;
2-olH|-6-Ato| F R T2 A -4-(UYZE-1-d)-2ud, §3: 182.8-184.0C;

9-olu -4 -(JZE-1-2)-6-n-Z2 A v, §4:119.5-120.5C;

B>

2-olny—f-ol AT T -4-(UJZE-1-2)-9gn|d, §4: 124-126C;

2-o}v] e-5-3

eR-6-ME-4-(GZE-1-)-v&u|d, §3:155-157C;

u

2-otnle-6-od-4-(GZE-1-<d)-vgud ste| =z I zefol =, §3: 157-160T;
2,6-totn m-4-(UGZE-1-9)-Jgrd sto|lmw I Zeeo]l=, 51 >290TC;
2-op -6-Eg EF e 2WE-4-(JZE-1-d)-vgvd, §3: 152-154TC;
2-ot i —4-(GZE-1-9)-6-dd o2 ud o] =2 F2elo| =, g3 232-236C;
2-otm -4-(3-ZF 2 d)-6-mEd T grd, §4: 140.6-141.4C;
2-otn) e —4-(3-H EA T )-6-H LA g v, §5: 125.8-129.6C;
2-opr e —6-mE-4-3-HEZAE)-Fnd, §7:198.5-199.6 C;
2-olne-4-(3-F 2R -4-FF 2 2HAI)-6-"d I v, 163.8-165.5T;
2-obn =~4-(3,5-tF 22 d)-6-vE g nd, §4:187.0-187.9C;
2-obr —-6-HE-4--EgEF =g d)-vgnd, §5:122.0-122.8C;
2-otne-6-ME-4-(YZE-1-d)-vgud sle| =z I zefol=, g1 226C;

2-obi b —4-(4-FFQRUYZE-1-9)-6-(3,3,3-Ed EF e 22 rd)-vevd so|=r I rlo]=, §1: 152-
155C;

2-0t e 4-(5-FF QLR YIZE-1-d)-6-c|ax 27, §3: 86-88C;
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0-obu] -4 —(2-ZF Q ZUPE T -1-9])-6-0] 43

(e

=gy v d st ERFRefol =, &4 205-206C;
270 e-4-(2-FF QL BUEZ-1-2)-6-v S5 A H v d sto] =R I Rete] =, §4: 189-190T;
2-ot| le-4-(4-SF QL RUEX-1-¢)-6-H A ¥ 2| vd sto] =R I Refol =, g4 >280T;

2-obp] md-(4-FF QR ET-1-9)-6-(2,2,2- £ FF L 2| HA)-3] ]| 9 Sfo| =2 Fetol =
208C;

, &4 206.1-

2-01 e ~-6-3H-FE-4-C-ZFLZYUEZ-1-d)-Fnd o=z F 2o = 3 230-233C;
2ol -4 -(2-EF o RYEX-1-)-6-wE I Yrd, §4:149-1507C;

-0t =—4-(2-WHUYEX-1-d)-6-olax2dIgnd o= F 2o =, FH:193-194C;
2-otr -4 -(6-w oA Zrl-5-2)-6-w eI v d, §5:198-1997C;

2-otH -6-Ate] F 2 X2 A -4-(1H-R1E-4-)-Igvd slo| =2 FZ o] = >280C;
2-ol %=-6-37-FE-4-(1H-A=-4-)-Fgud, §4:171-173TC;

2-oln) -4 -(8-3to| == A I YL E-1-)-6-r Dy v e, §H: 206-208C;

2-ob] -4 -(1H-91E-7-9)-6-0o| 222 A u|d, §5:143-145T;

2-oh] 4~ (4-ol| e -5-F EZ-2-WEA Hd)-6-0o]| A X2 Hylgu|d sfo] =2 FZ o] = g4 187.1-190.6C;
2-ot] m-6-Ato] F 2 HE -4-(1H-A E-4-)-y| gu]d, §H: 225-226C;

2-o) e -6-(3-m ) -4-(JZE-1-d)-v v slo| =2 F 2o = 1 151.5-153C; %

2-otn -4 -(4-oln =-5-F2 2 -2-v|SA ¥ d)-6-WE I v, §4: 183-184TC.

C. frAFeHA, ol 2 2-ohv]—4-2 2 2-56-T1 W &7 2|0 €& ohE SR WA/ 2 P2 1-1hd B 24
= HE SHEG)E WAAA, BT AAld 1AS] T4l wet, 3tekA 19] v steeS Al &gt
Al A o 2

-78C ¢ A&t A HEGsto|e2F 10sz 1-HER4-ZF 02y ead(0.5g)2] nHk &
(1.6M, 1.53m)& A7}k A7) 89S 58 FoF wikA] 7] Eauﬂ% A B.2H0.33m) S A 713k
2 7tA 7], Sl E Adstel A 2117%0}04 TARQ Y EA-(4-EFLEYZE-1-Y)-H g,

A7) AAE WA Smeoll g A 7], 2ot -4-F 22 -6-n-Z 2 A9 g d(0.381g), HEZIA(EYALYF20)Z
2}5(0)(0.100g) ¥ 2M 44 L*&L}E S 71eit} v NS S 2 5(9F 80 X 90C) & 1A 7 B9t 7HE gk o
o, NS Aom WA 7] 4L, oY ofAH o] ER 3|4 5lo] of gt} of NS K Fatol| A FFH A7) AL, ZALE F4t/ o
g ol E o) Ee £ EE §EA 7= ATt A ARt E Y T 8e] 2-0tH| -4 -(4-EF o E YT E-1-%)-6-
n-Z 238392 v d(0.110g)S =53}t 841 136.9-137.4C.
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B. fALE AL Qo 1-neR4-ER o zdraue e S5E6)% AL, Q)2 2-opu-4-F 22 6-n-
e Ue the e R fANA, A7) A6 242 T4 uhebA, sheha] [9] Bhg shEHES Al 2l

2-oh -4 -(4-FR2RUIZE-]-d)-6-C-vEgz2d)-gYrd o] =2 I Zdfo| =, F 3 198.2-199.8C;
2-o e -4-(4-EFQRYIE-1-)-6-C-MEdz2d)-Jgu|d sto| =g 2 o] = §75:191.3-193.0C;
2-ol -4 -(4-FR2REUZE-1-d)-6-odEIgrd, §5:142.7-143.2C;
2-otne-4-(4-MRYZE-1-9)-6-c|Ax 2 I I Zud, §3: 143.9-145.0C;

2-0) e -6-(3F-HE)-4-4-ZF 2 YT E-1-A)-T g o= F2elo]= 4 193-194C;

2-0}1 -4 -(4,5-t T E-1-)-6-w D3 v e, g7 194-195C;

2-o -4 -(4,5-tEF QR Y E-1-¢)-6-o| ax =2 I nd, §7: 123-124C;

2-olH e -4-(4-FRREUYIE-]-d)-6-o|axZ 2 I gu|d slo|=EZ 2 o] =, §75: 183.2-185.6TC;
2-opH| ie—G-Atol SR EZI-4-(4-FF LR Y2 E-1-d)-9grd, §5:150.7-151.5TC;
2-olnm-6-Ato] F 2 2 AME -4-(4-SF QB UYZTE-1-A)-ygu|d sfo]=2F 2 elo] = §4:128.4-129.4C;
2-olH -6-Ato| F 2 H Y -4-(4-ZTF L2 UZE-1-)-Fn|d so| =2 F 2o =, §H: 168-171T;

2-ol e-4-(4 5-HEF R Y E-1-)-6-wed I grd, §5:200C;

2-ol) =-4-(1H,3H-#Z [de]o| 2T 2w -6-)-6-HE g, §4:216-218C;

2-0}br] =~ (O LHL E -5-9))-6-0] 2L 2 2 3]

i

ud, §H: 167-168TC;

2-opr| —6-HE -4-(FFE=N-9-A)-Fud, §7:191.3-191.8C;
2-olne—4-(4-vEYZE-1-d)-6-HE I evd, §H:175.2-176.6C;

2-0 ) -4 -(4-EF QO RUYTE-1-A)-6-o|AZ 2 Ay gu|d sol=gFRelol= §4:156-1587T;
2-o e—4-(4-EFLRUYZE-1-9)-6-clazZegdyrd Do E, §4: 1565-157C;
2-opri—6-od-4-2-HE-4-FF LR Y2 E-1-)-Ird, §3:121-122C;

2-ot =4 -(FHUZE-5-d)-6-HE 3 g v|d, §H: 211-213TC;

2-ot e—4-(o] 2T =wd-4-D)-6-"E 3 grd, §5:212.0-213.5C;

2-otn -4 -(F=H-8-A)-6-mEyFud, §5:194.8-195.5C;

2-o -4-(4-ZFLE2YUZE-1-d)-Tgrd, §4:203.4-204.1C;
2-ol)e-6-oE-4-(4-EF L EZYUYZE-1-d)-H g nd ol =2 F 2o = 198-1997C;
2-o=-4-(4-ZFLE2YUZE-1-d)-6-He I d sto] =2 F 2 o] =, g7 238.3-238.6TC; &
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2-ob -4 -2-HEUZE-1-d)-6-mE 3 gn|d slo| =R S m ol =, §75: 216.6-219.4C.

C. fratstAl, dol& 1-BRR-4-5F o 2uraddls o s1tE(6)2 A7, dol & 2-ob| -4-2 22 -6-n-
T dE gE =R WAANA, 7] Aol 2] Aol b, 818k [9] & B gte& Al 2T

8812 [o] SgZ o] e A% by

A.Rlo] Wgo] 31 RZ7} 420, R30] - EA-3 4-T]5lo] =2 -2H-F] =@l -1-Yo] 1 RE W REV} 49 882 |
=

6-ml 5 A= 123,4—E11Ea}6}o1‘:iﬂia(1 33g), 2-otH] -4-F 2 2-6-mE ¥ 2w ©(1.00g), F1H0.6g), ® = 100
& A2 2 Y7 7]aL, &0 °§71”(pH8—

g ot Fetnas SV A 2R S5 7rE st ] &S A
9ol & wj7}A] FAS SR g o R A gttt &R0 TR HHAAA, AYHE LA E A A dE GFEHE AE
ABIA A 2-0tu] =-4-(6-H EA]-3,4-T3}o] =2 -2H-F = -1-9)-6-W e 39 2|1 ©1(0.93g)S 53} ¢34
175.2-175.9C.

B. fALsA, 9 &2 6-H5A-1,2,3 4-EHl Edetol =2 md & e stF=8)2 dAAI 7L, 2-0hH] m-4-F 2= -6-
e ds e stE4)E A A, A7) AAld 3A] Ao whetA, 318H2 18] v 33 Al g

2-oli e -4-(6-FF 2 E-3,4-tslo| =2 -2H-F=U-1-W)-6-vlE v d, §3: 156-157C;
2-0lu] -6-F R 2-4-(3,4-U 5o =2 -2H-F=H-1-)-ygud Ffo|=aF 2 o|= §7: >180T (F3H);
2,6-t]oln =-4-(3,4-U 30| =2 -2H-F = -1-4)-vgvd t3fo| =g F 2o = 196-197C;

6-(3,4-t ko] =2 -2H-F =3 -1-)-9H-

&

Fl-2-doldl §7: 203.5-204.0C;
2-ota) -4 -(2-ME-3,4-t)slo]| =2 -2H-FA =H-1-I)-6-wed I gn)d, §4: 141-144C;

2-0}u| -4 -(6-H| EA]-3,4-T) 30| =2 -2H-F =U -1~

e

)-6-EfZ= o zvdynd, §4: 175.6-177.5C;
2-o}n| . —4-(3,4-T]gto| =2 -2H-F| 5 -1-D)-6-l g v d, §4: 141.4-142.1C;
2-obn =-6-wEd-4-(6-"E-3,4-T]gto| =2 -2H-F=d-1-)-Fnd, §4:170.6-171.4C;

2-on=-4-(3,4-t]sle| =2 -2H-F|5d-1-U)-6-E

ACh
!
-t
to
fru
=

e s ejvd, &3 162-164C;

2-olH 4~ (6-FFLE-2-ME-3,4-1lo| E2-2H-F=A-1-)-6-E v g vd, §3:154.9-155.6C;

4-(3,4-Hatol =2 -2H-FAEH-1-D)-2-(H e o}r| o)-v] Zu| dd;

[2-(3,4-Hslo] =2 -2H-F=d-1-¢)-Fgn|d-4-¢ ]

2-otm e —6-v| "9 -4-(2,3,4,5-H Eg}slo] =2 -wlx [b oA A -1-)-F g md, §5: 182.6-184.2C;

2-ot -4 -(7,8-Hslo]| == -6H-5-5A-9-#l Aol S 2 Hl-9-U)-6-vld J 2lv|d, §3]: 189.9-192.0C;
2-one-4-(2,3-t]sto] =2 - % [1,4 ] A -4-)-6-vd 9 gn|d, §3:177.7-178.5T;

2-oln| -4 -(2-wW g -2 3-T]3lo] =2 -2 E-1-d)-6-we g nd, §3:182.9-183.4C;
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2-ol| =-4-(3,4-U 30| =2 -2H-F 5 -1-d)-6-WEI v d sle|l =2 F 2ol = §4:261.5-262.3C; ¥

2-o}u] =-4-(3,4-t)5lo| =R -1H-o| & Fwd-2-D)-6-HE ) gnd, §%: 142.2-143.3C.
C.Rlol 22 2o]31 RZ7} 42400, R30] 34-U]3lo] =2 -2H-FA=e-1-o] 3, RE 2 R27} 5249 382 [9] 313+
o]l Az

1,2,3,4-H Eg}slo] = 29 = (2.66g, 20mmol) & 2-o}n| x=-4 6-t] 2 =3 2] 7] ¢1(3.30g, 2Ommol)g N,N-t] €l
Zoln =(DMF) 10meel] €341 732, AA €8S 70 WA 90C = 24417 B¢t 7t st} DMFE 7138}l A A A o}ﬁ x}
AHE o€ oA El o] EC} 3 BFAIA A 4.0gS 55 Y] AAE WERA SRgolER §EA7| = ATt A
oA AZrE Tl 2-oln—F-F 22 -4-(3,4-T] o] ER2-2H-HA=H-1-)-7 v H(400mg), &A: 167.1-
167.5C; 2-oln| -6-F 22 -4-(3,4-t]3to| =2 -2H-F=d-1-)-H g vd sle| =g F2dlo]| = §5: 179T(F
s 53k

D. frAtsHAl, Yol = 6- Uﬂi’\] 1.2,34-HEg}slo| =S e @) 2 dAA7]AL, do = 2-oln| =-4-2
22-6-vEyuds & 3FEE AAA, 7] AAld 3A = 3Ce] g4l whebA, 3184 19] v 3 eh=
= Alx3h

/\1}\0;]4

Az W

sl [o] shgHiel of

gl

Rio] N.N-t]oElolu] 0] 31 RE7} 401, R30] 3 4-T]3lo]| =2 -2H-F=al-1-o]u RE W R/} 491 818
2 10] shghEo] Az

dd@d 22F 5mlF 2-o e-6-F 2 2-4-(1,2,3 4-H Egsto| =25 -1-9) - 27 D(250mg) o] &0l o]
goeolnl & 7hetth, A7) EFES 29 52 100CE 7HE st = AP ES AZvE 1= GA|ste] 124 300mg<
FES 7] A E dAb-olgs dFE A7 ste] 2ol ie-6-t Holn = -4-(3,4-T] s} =R -2H-F =H -1~
D)-dgnd stel=r S mo| =5 53t §3: 167-1707C.

B. frAFSHAl, el 2 tlel dobul g ah3h4] HNRORT 9] th ofwl o2 thA| A7) 5L, o) & 2-0bn] m-6-F R 24—
(1,23 4-HEgsto| =g Ed-1-d)-Teud g Rle] 2Rzl a1 [9] th2 shE = tAAA, 47] A< 4A
o] g7l webA], R'o] -NROR'Q! 3}eta] 19 3}9-&2-& Al &),

/‘T}\dl 5

3}k 19] slekE o] = A% v

A, Rio] WlElo] 31, R27} 4 0], R30] 1H-Q1E-4-9o]a1, RE & R27} 49] 318H4] [9] 83l E o] A%

40P 0,101 & oW SPAHIo] = Spiol A 5t AU % rheoiels] o) £ 0] g 2
U84 LFER 7k sl 7] ool S-S 0208, 60% 29 B Lrol ek g £ S
22 FA7)5 pH 322 T ol E o AElo E 28 XA IV ) BEAA £ ANEE S5 o
© e /e oA oo 41 S5 § B AR AR ekl ool S EC DA 1-

E-4-9)-1,3-F81]2(0.104g) S =53tk 54 104-105T.

o F

N, 0

~(1H-91E-4-¢)-1,3-5&12(0.0962) S F-olHd 7FE U 0] E(0.070g) ¢} €33taL, 7] £3&S 150T=E 34
b7 gt F71e] Frofud FhE 0] E(0.070g)& 7FshaL, E3HEE& thAl 2417 < Al 7rd ket whg =3
= 5kc}, &)
4-

=
=

2
lm filo ol-ﬂ =

ofld ol E| o] ER 7h2etal, o Hatar, oY ofAH ol E F& wFAA 1A(0.090g)E T 2H/ g oA
111 S EE &3 7= A7 Aol A A a2rtE add 2 2-o}v] -4~ (1H-S1 &5~ °) 6-w & 3 2] vl
H(0.029g)S =53t} 83 242-243.5C.

o

I
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C. A8, A7) @A 5A0A 4-0tAE &S (oAl ez adl o &2 A A 7| oL, T Boll A Folyd FFH Yo ES
1-ot27] o= qAAA, AAld 5A 2 5B &0l wpehA], 8l5ta 2-otv| =-5-(6-HE-4-UZE-1-¢)-I v d
-2-Yo}r ) - eSS A x 3} §H: 264-266TC.

D. FFAFSHAl, Al SAC A 4- OMI‘%?JE% L-opAduzgdllo 2 tha|Al7]aL, Ao 5A B 5B ol wpebA, shet
& 2-oM| e-6-HE-4-(JZE-1-d)-Fgn|d sto| =2 F 2ol =g Al =gt §3: 270-272TC.

E. A8, 1- (1H OJ% 4-9)-1,3-F e S 1-(3-F229d)-1,3-Ferj oz AA 7)1, 7] AA 4 5B2)
S wpebA, s3tE 2-op =-4-(3- ﬂiiuﬂé)—es—uﬂ%ﬁmﬂlﬂ% A zgc} 54 131.6-132.3C.

E.Rlo] wglo| 31, RE7} S=2r0]n], R30] 2. 3-t]atol =g —1 4-Mlzr] S a-5-9 o] RE 9 RO} =291 31312 [9] 815t
=9 Alx

)-o EF2(1.2g) S o € o}AEH o] E 20meol] &3jA)7]1 22, 423 EF(0.33g,
S 80T & WAl 7hgstar, B2 FdA7]aL, olxtksteta = F3kA A 1-(2,3-1

1-(2,3-tslo] =2 ~1,4- W20 &2 -
B =
3-t&9 24X A E0.379)& F5T Tt

5-
60% . Al S 7hait), Wk E3HE
shol=2-1,4-M 2] 421 -5-9) - eh-1

1-(2,3-H8to] =2 -1,4-MZT] A4 -5-9)-F-&-1,3-1](0.37g) & Folyd 7FE U o] E(O. 22g)9‘riﬁl’6}ﬂ 371 &
T2 135TE 1A B¢t 7pd 3, oA A RS med F2dlo|=o) ga)A)7]aL, o] 3ale] FHAth, FALES o
g olAElo] B/ 3:2 EFER SE A7) g7t Aol A A=etE 9 st 1A4(0.16g)E 4%0}1 o] E H4k-
o eh-e 2 A e ste] 2-opu]nm-4-(2,3-Hdto] =2 -1,4-H 54 -5-9)-6-m D3] g d sfo| =R TR alo|=
(0.125g)5 53t} §3: 240-242C.

o2 Nim O

=)

G. R 9 RZ7} 2ol w1, RE7) 1-w g1 -39 o], RE & RO/} =291 818124 [9] 815t E o A%

3-olA e -1-H e 21 =(0.870g) S ¥ oﬂ%% 3meoll &3 A1Z1c). o S 3ml

Z (A opw] o) v e (1
dlE = A1eh)(0.960g)< 471 &elell &t 2ol A 7kt 7] 8ols 29 et @

I~
%4711 LS A 2o A [ F 3}
3

A AT, AL B2/ € ol A E o] E 7: 3 e 2 Avlslo] 14(0.094g) 2 FE BT}
7] IAE Fotyd 70 E(0.037g)9} £38lal, TFES 120TCZ 1447 B9t 7tE e} vbg S8 8 =A S
T ol kol g3 A7) 3L, o Fek v, Al E G SA A H”*H AAA 1A Q) 2-opr] m—4-(1-H el E-3-Y)-1] g

1 91(0.039g) & 53k} “71 AR DA E GAab-old dEF2 A stal, S A2 HE DA A, 2-oFr] -
4-(1-vEelE-3-9)-9 g nd slo] =2 F 2 2}o] =(0.0098g)S F5 3}, %@,274 276C.

H.Rlol olxs 2 go] 1, RE7L f2holn] RIo) 4. 7-T]FF o @y}ste—]-9lo] w1, RE 9 RO} =49 854 [9] 8]5HE o)

A =

1-4,7-9ZFQ02YITE-1-9Y)- oﬂ%%(o 150g, 0.72mmol)< = Y541 me) ol &3) A

I E H(0.145¢g, 3.6mmol, 60 5 F% H2tN) S 718k, vks & %L%% A 2o A 1A]ZF &9k aHkA]
o] E(1.0m¢, 7.2mmol)E - o 7}0}j fLd8 ﬁ‘r% 222 15% ot rpdsit). Ao 2 WAAI7]
10% 54 abdol Fa, fdel F2etol =g FE530 §715S %MJLPEE”OM AZA

2 A 1-(4,7-UEFLEUZE-1-¢)-4- m19ﬂ1%—1,3—ﬂ%(0.120g, 72%)S G5 3kt

L1-(4,7-0ZF¢2UuzE-1-9)-4-wdallel-1,3-12(0.114g, 0.5mmol)& Fol ¥ 7} R4 ©] E(0.180g,
0.5mmol) ¢} &3lo] 150TE 6417 B9 71 sk}, H&%%é Aoz WZhAl7|a, A9 AZvtE 2 u 2 2% A A st
o] 2-oln|—4-(4,7-UEZF2ZUIZTE-1-U)-6-0] & 29 g9 (0.052g, 34%)8 F53. 83 103-105T.

H

J. 52V, & SHell A 1-(4,7-HEF Q2 UZTE-1-)- &S 1-4,6-UZSFL2YITE-1-U)-ogt2 1-
(4,8-0ZFQoRZYITE-1-A)-o e 1- (4 HEAUZE-1-)-o & = 1-(1-HE-1H-¢1E-4-)-o &2 o
2 AA7)aL, Jol 2 o E o] AFE O EE 4 4-UWE-3-KAHAEL o] E = 4 4-UHE-3-K A HE o o] E
Ee dE-2-FF 2o Yo ER Eﬂxﬂﬂﬂﬂ, WA 51 A Foty S X e ol Ao thA|A]A, A A
5H 9 51¢] Aol wetA], ths sh3t&S Al gt
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2-otHe-4-(4,6-TEF LR UL E-1-A)-6-o| Lz 2 v gu|d slo] =g S 2 eto|=, §5: 136-138TC;
2-0t] -4 -(4,8-T ZF QR YT E-]-A)-6-o|AZ 2 Ay nd ol =g FRelol= §4:216-219T;
2-on e —4-(4-H| EAGZE-1-A)-6-o| Az 2 AV u|d so|=2F2ao] =, §H:196-197C;
2-ol -6-3F-FE-4-(4-HFAYZE-1-¢)-9 gu|d sfo] =R FZ fol =, §4: 219-220.5C;
2-ob =—4-(1H-%1E-4-¥)-6-olAZ2d v ejn|d ste| =2 SR e}o| =, g3 211-2127C;

2-op] =4 -(1-W & -1H-91 E-4-)-6-0| 2T 2 A | g)u| e, §3: 128-130C;

2-ol=—4-(4-ZFQZUTE-1-A)-6-(1-=F L =Z-1-vd&)-vgud, §3:135.5-137.0C;

2-ol -4 -(4-ZFQZUZTE-1-A)-6-(1-ZF 22 -1-vdo|&)-ggu|dd slo| =z Z2gte]=, &4 186.6-
187.8C;

4-(4-EF Q2 YUYZE-1-)-6-(1-ZF o 2-1-HEe)-2-vEo}r| =u 2]ud §73: 149-1517C;

2-ot -4 -(4-H| FAYZE-1-d)-6-WEI g rd sfe| =252 eto| = F4: 247.0-249.5T;
2-oln =—6-olH-4-(4-H|SAYZE-]1-d)-F g ud slo] =2 F 2 o] =, §4:218.5-218.9C; &

2-0r|1e-4-(4,6-HEFLRZUITE-1-U)-6-(1-FF 2 2-1-"doed)-g g|vd sfte| =z F2etel=, §3: 129.6-
131.3C.

/‘T}\dl 6

3}k 19] 813 E o] = A% W

A.Rlo] S22 oy RE7} f2avolv], RIo] Y E-]-Yo]u, R P R27} 42491 3}sb] [o] shuro] A%

EFA-A-(YZE-1-9)-9 YD (900mg) < ZA 3kl 2.5m5 S22 E4H0.05m) ] &-Aef 7k
Shar, 7] EFES 95Tl A 6A1ZF BF WA 1T}, A7) E3HES W odel R, EJ*JZ;HP_E SSA1A ol " ofA El o]

ZAFETOm)S WL S22 §EA7|E A7 A F2ntE a9 2 GASHaL, Axb-o e
—ol| e -6-F 2 E-4-(YZE-1-9)-9gr|d slo]| =2 F = o] =(26mg)E T5¢th. &7 248-250T.

~1-9o]u] RE 9 RZL 491 8814 [o] aEe] Al

o
o
)
o)
Do
N
)
Hy
k>
o
|
=0
[[S8]
o,
B
(m
U

2-ol) -6-F 22 -4-(JZE-1-)-7 2" d(170mg) S WE &= 10meol] 0CAA &A1} A B4 10% 2
25 (70mg) & 20% TASIUHES e 1ms 7] &l 7hatar, &3S 1A a1 t7eh) &

9l 2-oh] ~4 - (G2 E-1-)-T 1 d(80mg) S 538ttt A7) A& Ait-ole dF = Al
E-1-9)-7gnd o]l =2 S 2 elo]| =(25mg)E 5} 84 181-184C.

/\1}\0;] 7

sleba] Jo] S gEol e A% uhy

A. Rlo] v EAo] 51, RE7} f2avolv] Rio] Y E-]-olm, RE P R/} 491 81814 (o] SlgtE o] A=

01 Faea(15g9)T 1-otHEYZE
frahiz 12T ol AAgc), wrg g‘
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(55.09)5 45%°l 24 A7t} whg =S 16417 ot A 2ol FaL, o Fete] FF5A 0. FALE Dﬂ%‘ o= 125me
2HE AAASIANA 3,3-(H 2-mE@d g d)-(1-YZE-1-Y)-Z2 232 -2-4-1-2(20.1g) & 5%} &5 73-
79°C.

B. 3,3-(v] =~ g5 d)~(1- urz ~1- LR IE-2-e1-1-2(1.28g) S A EF(640ng, 60% 2% Earel) 2
TotUH FFE 0] E(630g) 9] I EE4 %4 Oméol 7}5 . 9hg E= S 61 <k SR A 71 AL, o & opAlE o] Eof
WAL, THAUEFR 23} &9, = 2 A AR F715E GAPEELANAM 2713, oF b= §FAIA 2-01

L-6-HEA-4-(LUJZE-1-Y)-3 MA AA 1A S FE53oE §74:159.6-159.8C. AAA zzla Ao gl
AdFE AP ste] 2-otu -4 -HFA| -6-(HZE-1-Y)-Fgu|d sto] =2 F Z2}o] =(300mg)E TS5} §5:184-
185C.

C.fAFSPA, W2 o FSat BCIA 2, o222 W 4F, Y AH)2 A1 e 7B F

Aol whebA, g5t 19] thE g E S ATk

2-0bH l=-6-(2-8F o] EFA | FA-4-(G 2 E-1-)-F gr|d sto]=r I 2efo]=, §3:199-201T;
2ot ke-6-o] R X2 AGA -4 -(HZE-1-<d)-F2r|d sto]=w I 2efel =, §4: 165-167T; A
2-obH] =6 BA-4-(GZE-1-d)-F g u|d slo]| =g I Z o] = 194-195C.

D. Rlo] WElE] 9 o] 31, RE7} 40w R3o] Y E-]1-o]1 RE W R/} =491 318H24] [9] 3131E o] Al %

lLl

3,3-(Ha-megdad)-(1-YZE-1-d)-ZTZ X -2-9-1-2(1.13g) S A4 N,N-t] v & ¥ Zo}v] =(DMF) 10ml
T TAIHEF(0.38g, 60% &Y HA4kH) D Folud 7R V0] E(0.40g) 2] T30l 7hgtth 1AIZF 5 7] £ =S
150 C & 5A1%F &2t 7 st} FE53810] $A o 2H = A ES 5310, o] & il/od OWEHOIEA 6:1 %ﬂ‘j
2 EEZAT = A7t Aol A AR ntE a9t 2-ore-4-HEE 2 -6-(1-Y2Z8)-9 2|7 d(140mg) = F53
o 7] 8 718 dat-old dEE At 2-ohu] =-6-HEHE L -4-(UZE-1-d)-F g u|d sfo| =2 F Ze}o]
= (80mg)S =53}l &3 255-259C (H3l).

/‘T}\dl 8

shotal 1o] Bgrzel o

A% B

il

A.Rlel ola@gols1 RV} aolm Rio) YT E-1-%o] 51 RV} olElo] ], R27} 2491 31812 [9] 3138 o] 4%

4-(4-Z2F Q7 UITE-1-Y)-6-0o]Ax 2 -2-wEHd X I 3ZvH(0.100g, 0.29mmol)S ol e-2(1ml) S o olwl
(0.33m¢, 5.8mmol) 2] & 7}k, w2 8 L% 45T a9 a) &5 6417 S A A7t} o e-2S %
Fatol| A A AT HA LS I3t A7) = oﬂ%% ‘3—! ETEJ AHBIA A 2-o ol -4-(4-FFQLZYE
E-1-Y)-6-0o]A2 29U d(49%)S T
B. 5-AF8H, ol "o}l S 51314 NHRYR®9] ThE ofvl o 7 thA Al 7|32, Yo% 4-(4-ZF QR UT E-]1-%)-6-0] A2
2H-2-vEdAdxrdygud s v 33HE(18)2 HAAI A, 7] AAld 8Ae] & ol webA, 5}k [9] v 3}t ES
4-(4-ZZQ B YT E-1-9)-2-Fo| gl A n~F-0| AT 2 AT g|ud so|lmaF 2ol = §4: 141-145T;
4-(4-FFQEYZLE-1-d)-6-0)AX 2 -2-(IF g -1-L)-I g d Frl o] E, §4:196.1-196.6C;
2-(2-WEA Y Holn ) -4-(4-ZF o RBYZTE-1-Y)-6-0o| AZ Ay u|d, §4:87.1-87.7C;

4-(4-Z2F Q2 UYZTE-1-d)-6-0o| 22 H-2-n-Z2Holu| =g Fu|d, §4:99.6-99.9T;

2-dHoln =—4-(4-Z2FQEYZTE-1-A)-6-0o|AZ Ay g ujd §7:92.8-93.4C;
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4-(4-EF Q2 YZE-1-A)-6-0olAZ2I-2-(IHHd-1-)-F g v, §H:70-72T;
2-ldoln -4 -(4-Z2FQZYZTE-1-A)-6-0o|AZ Ay g ujd §H:73-74C;
2-AtolFRET 2ol v —4-(4-EFLEYZTE-1-U)-6-0olA2Z 2y, §7:100.1-100.8C;

2-(2-sto|=FA "ol ) -4 -(4-FF LB YIT E-1-)-6-o| L2 2qv g n|d sfo|=rFmetol=, §4: 70-
71C;

4-(4-2FeRUYTE-1-)-6-c|ax2d-2-Rad ey vd, §4: 81-83T;
2--Eobu] -4 -(4- RUZE-1-9)-6-c| Az zAdvwd, §3: 87-88T;

2-FEobu e —4-(4-FF 2T E-1-)-6-v Ly e|nd o] =2 FRefo| =, §H: 137-139T;

2-trgoln] = —4-(4-ZF QL ZUZTE-1-U)-6-o| A2, §H:41-42C;

4-(4-ZSF Q92T E-1-2)-6-(2-3lo] E2A -2-F o &)-2-HHo}lr| =1 |, §FA:138.1-139.2C;
4-(4-ZF2 0 F YT E-1-Y)-6-Fogd-2-mdoln =y gnd slo|c g T o= 130.7-131.2C;
4-(4-E2FQZ YT E-1-U)-2-0o]AZ 2 Holu =-G-H| EA| g gu|d Ffo|= 2 FZ2eto] = §7:191.3-191.6T;

2-(tW ol ) goln )4 -(4-ZSF 0 2 UZE-1-¢)-6-0o| AZ2Au gy o= FZeo|= FH:
176.5C;

4-(4-EF QR UYTE-1-d)-6-o|AZ2d-2-(dEolr )-ddHolr = gud sfo]| =2 I 2 efo] = F3: 152-

4-(4-Z2FQZUITE-1-9)-6-(2-3Fo| =FA| Z 2 2)-2-(H ol )-oHolu| =] g fo| =g F 2elo|= &
A1 125-1307C;

2-(2-stol=F A d)otn| -4 -(4-ZFF Q2 UL E-1-2)-6-H S5 A9 gud ste]l=gFwetol =, §4: 191.3-
191.6C;
6-3F-PH-4-(4-ZF QUL E-1-2)-2-v|o}u] vl e v] W, §7: 129.4-130.0°C;

2-M Aol -6-3 7 -FE-4-U4-EFL2YZE-1-d)-Fgnd, §H:106.2-106.9T;
6-33-FE-4-4-ZFQ YT E-1-9)-2-0o] AT Aol =g u|d Fo]=ZH Zulo]= §H:196.5-197.2C;

6-3H-FE-4-U-EF2LZYZE-1-Y)-2-C-vEA g )otr =T gn|dd sfo| =2 E 2 gol= g3 114.5-
117.8C;

[d

<)

4-(4-EFQRUITE-]-

[
e

)-6-olAZ 2 -2-(gd-4-d)wdolr = u|d, §H: 149.1-149.5TC;
2-(2-olu ) Holn| -4 -(4-ZF 9 BT E-1-9)-6-0o| AZ 2 -1 g|nd FEnlgo|E §FH:172.4-172.6C;

4-(4-EFQRUEE-1-2)-6-0] £ 2 W -2-(4-v] FA | D) Lo} m] 3] 2] v W] sho] =2 F ool =, 71 65-
67C;
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[d

4-(4-ZF Q2 UL E-1-U)-2-(HEg o] =g -2-F)vdolu -G-o] AX 2 Ay, §5:72.7-73.8C;

[

4-(4-EF Q2 UZE-1-Y)-2-2-3lo| EF Ao Holn| u-F-o] AZ 21| 2| Leoflo]E §7:101.9-104.1TC;

4-(4-ZFLEUZE-1-U)-2-(2-3lo| EF A EAD "ot m-G-o] A Z 2 A v g u|d o] =2 B 2rfo] =, §3:
115.3-116.7C;

2-(1.3-Hato| EFA R Z-2-eh)otH] e -4-(4-FF LR YT E-]1-¢)-6-c]nZm A e|nd T o] E, F4:
125.3-126.6 C;

2-0tM m—4-(4-ZFLRYZE-1-)-6-C-vF Dl glrjd Zejelo]E, §3: 94-100T; R

2-olu] -4 -(4-ZFQ 2 YT E-1-A)-6-Fo|du g|ujd T oo|E §H: 145-146T.

C. A, ol & o dolyl S 8}8H2] NHRIR 9] T2 ojvl o & gAA]7]3 Qo2 4-(4-ZFQ ZUTE-1-9)-6-
olared-2-vEdyrdyrds U‘r% SFE(18)= thAA A, 371 A o 8AS] T4l wehA, 8sh4 [9] v 3}
FeEs At

Al Ao 9

slet2 o] #3hEo] N-S Aol el Az

A.Rlo] w]elo] 11, R27} 4ao]n], Rio] pE-]-olo] 1 RE @ RIFL 429l shoA] (o] sgHEe] N-Salo]o] A%

2-on e-6-HE-4-(JZE-1-4)-7] v d(0.282)S 0CANH FZZELE 15mlol] E3|AZTh m-FZ 2wl 24
(0.54g)= 371 &l S%ﬂ—oﬂ 74%4 ol 7kt A7t ¢hs -, 37] 89S 40T R 30 &<t 7}&%} 37 B
10% 7743 Bl 234 E FAFUEF 2 B2 AHIT FERIESTS AX(ENMUERDAI L 5FA7]; 1
A ZALE Y G-t lFJ OHEHEETE% ANAZGSIAA 2-0ol -6-HE-4-(FZE-1-U)-T r -1 -N-ZA}o| =
(0.07g)& F53c). 541 228.7-229.5C.

AL 2-ob -6 E -6-(HZ E-1-)-3] g rd S 3 '—.“—1 o] o shgha =2 thAl A 71 4L, 37] A Aol 9A 9

];é off whebA, thg- 3hebA] 19] 3}ghE o] N-S At 25 A
2-0tH e-4-(4-FF QL RZUTE-1-U)-6-0| A 2 A3 wd-3-N-FAte] =, §-3: 188-189C;

2-0tH] e-6-3F - FE-4-4-EF L ZUHZE-1-)-9 Zud-3-N-SAto] =, §3: 188.6-190.9C;

2ot e-4-(4-FFLRYZE-1-2)-6-c| AZ R AN W I -1-N-FAlo| & sfe| =R F R efo] =, g4 207-208C;

239 v d-1-N-FAFo]| =, §4: 153-155C;

o
T
i
a8
-
i
-
to
fu
T
[kl Kl
[ (m
| |
T
e,
s
2
[
1 K

2-oh Ao e~ (4-FF QL RUEE-1-9)-6-0] 2Z 2 B3 2 ¥ ¥ - 1-N- S Abo] =,

ITHNMR(200 MHz), J 1.39(d, 6h), 2.51(s, 3H), 3.81(m, 1H), 7.21-7.27(m, 2H), 7.62-7.68(m, 3H), 8.10-8.23(m,
1H), 8.38-8.41(m, 1H); &

4-(4-EF LR UYZE-1-9)-6-0| 2 Z 205 2] e -2-r| Fobr] -1 -N-&Abo] =, §-31: 181-182.5T.

- FrARSHAL, 20k -6 -m " -4 -( sheb2] 1o] v shgrE = tAlA7]aL, 7] A Ao 9A 9

C UZzE
T4 WA, shata 0] S e o] thE N-%A
AAd 10
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Rio] slo]= A7) wi A shot) [o] slgkE o] A%

A.Rlel 1-3lol=2a-1-HHEoE = o) hx @ do]u R/} 4o, R3] YT E-1-¢o]31 RE W R27} 49
sta}e] (o] s}5tio) Az

EYZFQ ZoAEA £45(0.211m0, 1.50mmoD)S WEd F2elo]|=(5m)F 2-0| =-4-(4-SF L2 YT E-]-
d)-6-0] AZZF ] 2 u)d-3-N-2A}0] =(0.148g, 0.498mmol) 2] &Nl A Lo A 7}3kt}, ”71 STFES A2 48
AlZE EF WAL T IN 74 AP E RO REt) f7]15S AlAS MFstdA sF5A7] L, vhg AZ2etE T
Yo 2 AA o] 2-0ln e-4-(4-ZFQRZYZTE-1-)-6-(1-3}o]| == A -1-H| D] &])- Aal u|21(0.043g, 29%), &
H:1181-1847C; & 2-0}H -4 -(4-ZF QR YUYZTE-1-9)-6-0| AL 2 H I3 1| (0.051g, 36%), §74: 138-140C
o] eSS FEI

B. A8l A, 2-0} )t 4-(4-EF L HUEE-1-9)-6-0] 23X 203 2 v ¥ -3-N-SA10| 25 34 o] sggel
B N-Zabol =& thAA 7] 3, 247] A o] 10A9] FA ol wpebA, Rlo] sfo] =FA 9 i oA I 9l 3}8t4] [9] th& 3}
%EE Zﬂ }TL]'

Al 11

spob2 10] shtem e SpohA (o] e Shgtee] A&

A R&7} opAlElo] 1 REAL 42 49) S18k4] 19) 55tz o] Al %

ot

OML 4- (4—§$£EL}E —1-)-6-°] =X 2 A9V (0.52) P EAL F5E(10m0)el &3 A1 7] aL 4-v] ==

RS ERE S A2l B AAIZD T, 75 WA 80T 2 F 44 3E S ThdshaL,
g oMW "H‘ﬂiﬂﬂﬁ} P }%— w3t olE opAl B[O E Aol ZufAZ] vk, skl el M A=A 7T T o}
AE S ES STl o3 ed=A EYA v, W20 AT B7] 8ol TRMIES 235} &2
m) .= A e shal FhA) kA, A E oA d fEAE S A B g stel A o] e o LAzt it
AbE Hle ke Fatel SajA7]aL, ] w8 TAbE mwﬁ AAs L, ARSI A 2-opAEopr] m-4-(4-FF 2
BEUZE-1-)-6-olaZ2dvuds 50§31 115.4-116.7C.

B. R4} sl doln] e abw g o] a1, RO7F 249 881 (o] 3}gtE o] A%

-0l -4 -(4-ZFQF T E-1-2)-6- l X 232 d(288.3mg)S #AlGG Om/é)'goﬂ |3 A1 7] 2L Hd o] Al o]
0]E(119.1mg)E 7}3te}. whe £35S 317 257 48A)7F Fot 71 3dta, 8|S A&kl A A A gk} ZAS 80:20
ANaloE ol M E o] ER £E A7) = A g) Wow AZnE 9] 4-(4-ZF giu}zz—k%)—&omzi%
2-#ld¢-gol -9 (49.1mg, §7%; 117-178C)S 53t}

Al 12
B AN el 8814 1) B4 PR, o F B, 2-0h e —4-(1-EF L EUZE-1-)-6-0] £ T2 AN VUL T
e AT Folg 98 EA A AP A£E APk

Y

gEQ= FF-71% 148
ol vl 4 2o Eo] E 2

871 s ekl A ARd fleT o A
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o 1) 100] whebA) Alzs 5914 19 T e e ® AAd ) 47 Folg Aol Aze] 84 SR A

o 1) 100] whebA) Alze 59k 19 T e e ® AAd ) 47 Folg Aol Aze] B4 SR A

2A e 14
B AA o= 88k [9] 84 33 E o 5, 2-ol e -4-4-ZSF OB YTE-1-Y)-F-0o| AT 2T gu|dS &
Sl A Q Ak AP AxE A},

e shedl 0.1g

39 777} 25.5g

&0 E(70% &) 12.85¢
H]7 K(Vanderbilt Co.) 1.0g
5 0.035ml

A2~ 0.5mg

Z 5% 100007t § == 713
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olﬂ

E
=

i3
_1

€ Ao A

=4, 2 ofH -4 -(4-FF
%8 49 e,

SEYIE-]-

2 FAE AAE A

Z3

Z

UEF olAH ol E 2% §1(0.4M) 2.0ml

=
=

HCI(IN) pH 47} 5 =

s
&

oft

= =2 >~

[}

A%

= ( H ) 20me7t F ==

)

sh |

€ 3}

33t e, o8 51, 2-o}H]| =
A oF A & <] ZﬂJ_e ’é‘%‘ﬂ‘ﬂr.

-(4-=F

HRA 2l 10
el shepd 0.15
Zwg vehdl 0.05

BHA(Y €3} 8lo] =2 4] o]1] %) 0.01

o W

Jello] FARE Al o] Aol 24 BE

3 10-0518101

zol 24 shh==A A}

&}

2A ALE

24 B A A
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W, 2-0bH] -4 -(4-ZFQ BUTE-1-)-F-0] AL T3

e
o
AL
=
o
ftlo
i
o

24 3heHE 500mg
Witepsol H-15" 1} %]

(23 AEARY EgSFYAete]=; A% Riches-Nelson, Inc., New York, N.Y.)

A LA 100 ek AL vhek ke 9 19] S S A S A AR Al 4 3 e

o] % [PH]-5HTE WA EAE F2FH 5-HT, FEAS AT A a) 23 AA4WL 71Ed0.

il

F299 5-HT,p 7845 2dAAN 7] & w922 NIH3T3 Ao EE 95/5% 0,/CO,% 2] 10% Hlok & 8% 1} 250 pg/
me G4180] BAE Eulao] W o) F wiA| o FAAZG. 7] AEE A4S 58 deZa/rradls FA) Sl A
2mM EDTAZ Al-g-&}o] 7] 8o %”—Ii—ﬂ] A FATH500g). A BE S A3} k5 9 (Tris, 50mM; Na,EDTA, 50m)F
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