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<51>

<52>

<53>

<54>

<55>

<56>

<57>

<58>

<59>

<60>

<61>

<62>

<63>

<64>

<65>

SS50d 10-0775720

o]1, 53] SONRROITH 71, R 2 R o]50] AFH N 979t 3 5-, 6- £ 79 36 2A}o] 2 34

o
N
e

>4
e,
5y
it
Y

L0 EESERE dud 1 EE 2fe A4S o 2T
)

el = | = N =
glovl, og W, ABd HEId, Adeld, LEIY Tt oAU & A,

gz R, R LR F 37}t 5- £ 6 U ZAIEZE nglgkd, o] nEe o 59, fE8d, vdgd
REZY, A9y, gy, 2o, e, e E= waE Fugen, 92, vdu, HuE £
gleld ghr]zro] viek4 i},

oz R, R 2R F st ERA 2 grgelgd, o] Bze S, g, AZedd = A2
14 2] Zho

RS H, C-C-otZ Ex= sdol,

2

R H, G-C-2d, #d, Elold, Fetd, ddd, JE2, HotEd Ex vgxdolaL,

b

AE o]T2dES X F dE -Se-C-gZdolar,

R, R 2 R H, C-C-27, C-Co2t=A], 827, SONRR, CN, NO,, CFy, CONRR , CHF,, 0SO,CFs, OCFs %

NHSO,-Cr-Cm AR E AElEl A9 8h4 19 gzl 58 whEd e,

o714 X &3] CHCHyolH.
5 om HgRE el 4 PrhAe TFgAT. AFHon 8§

= 3 A, QIRE, S, SAMA, welRb, FolEah, AL HEBEA

fxak = wlzAbolt. 71EF AMEE 4= e AFES 3 {Fortschritte der Arzneimittelforschung

[Advances in pharmaceutical research], Volume 10, pages 224 ff., Birkhauder Verlag, Basle and
Stuttgart, 1966}elA 71&3tar T},

418 HFRE 1 oo Wy . aeEz Eoage dauAne o B
gov 9 telsddedE gt 449 ey 3

sheba 19 =S Axdhe WS

54 2

N-—N
R2 /<N>\A/Yl
|

Rl

F54 3
HB

_10_



<66>

<67>

<68>

<69>

<70>

<71>

<72>

<73>

<74>

<75>

s=549d 10-0775720
51514 4

~ N—N
7\
R2 /QN)\]-/ZI\H

[2] &, 272 0 s Sola, A2 - Cp-gdZhAdolAY Agola, Y& 478k ou]& 71X a1, AZ’E CoCr-FZ

o], A 2 A= S 3 WA 10709 @a94E AU, gdsithd A 2(EE) AE 1 o4kl 7] 72

3}e44] 6
N—N
R? /<N>\A1/Y1
b
3pep4] 7
H-Z -A-B

[4 %, Y 2 A'sh 7'e o] o2 A44], =

rr

d) & 5%, &3 [Tetrahedron, 1983, 39, 3207](Albright) ¥+ [Synthesis 1969, 17 % 1979, 19](D.
Seebach) ¥+ [Angew. Chem. Int. Ed. 1976, 15, 639](H. Stetter) B+ [Tetrahedron 1989, 45, 7643](van
Niel 5) T [Synthesis 1979, 633](Martin S)olA 7]&38ta Q= vle} o], E3o2RE FAH 1,3-%
2RO E S, KIN/E, TNSCN(EZHE A AlofU=) T KIN/E2EZH 5o AFS AMESt(d 24 1,3-22
AHHES A 5}71 steka] 89 e A4S GHAAA a7 38 8ad HAES €& ¥, 5] 34
99] BER AFSES AR L, BRF EE FUAT7 F &7 382 1a9 FIFES =

5514 8

N—N
N
R2 //éin/>\\cao

5514 9

_11_



<76>

<77>

<78>

<79>

<80>

<81>

<82>

<83>
<84>

<85>

<86>

<87>

<88>

<89>

S=50dl 10-0775720

1 3
v'-a"B
394 1a
7\
i/
R2 /QT)\ZZ/Az\

Rl

1 - 3 _ _ 2
[ 5, Y& 71 & 7 AL, AL 72718 78 & e GC-gZdlola, 7= (0 E= vEdlr]o)a

28 A= @4 04 1049 caAE A, B

e) 38kl 89 &S, 3 {Houben Weyl "Handbuch der Organischen Chemie"[Textbook of Organic
Chemistry], 4th Ed, Thieme Verlag Stuttgart, Volume V/1b p. 383 ff, & Vol. V/1c p. 575 fflollA 7=
sk el 22 FAA T fARSHA ) sEhA 109 SEE T RES A7 B

294 10

2

Y -A-B

(4 F Ye %
f) 3t7] kst 119] FES d5 59 vd

H
aL Sl wksh e FAE I fFARSHA %‘r%x—i A8kl A sk 39 sigt=d WA= AR o]

At}

=
o
=
oQ
(]
=
@
=

. 1986, 50, 1927] T WO 92/2065591 4 7]<8}
o]

4 11
N—N o
7\
R2 /QN)\AJKQ
R!

[2] &, Q& H = 0H]LI.

MF 0 EE COR 718 EFeE A%, B84 19 BFES Axss PHe S oA 129 HFES 5
7 S 139 SEED WA AR o Folalr)
3}spa] 12

N—N

7\

R2/<N>\A4—COY3
R1

3}514] 13
B-A-7’

[4 %, Y& O, 00-C~%Z, Clo|ALy, 08} 8 B4 ste st2Badrjolm, A's (0o, 7= OH
T NR

3}kl B-He| 3etEL oE £, 3 [Synth. Commun. 1984, 14, 1221], [Bioorg. Med. Chem. Lett. 1988,
8, 2859](S. Smith %), WO 97/47602 T+ WO 920655 H+= [J. Med. Chem. 1987, 30, 2111 ¥ 2208, % 1999,

_12_



<90>

<91>

<92>

<93>

<94>

<95>

<96>

<97>

<98>

<99>

<100>

<101>

<102>

<103>

<104>

<105>

<106>

S=50d 10-0775720

42, 1181l 71&® ule} o] Az 4= Urt.

3}shA 43 9] SRt ES FAHO AU, dFE EW, # AN Fax 18" +d [A.R. Katritzky, C.W.
Rees(ed.) "Comprehensive Heterocyclic Chemistry", Pergamon Press] H+= ["The Chemistry of Heterocyclic
Compounds" J. Wiley & Sons Inc. NY] @ [Chem. Pharm. Bull. 1975, 23, 955](S. Kubota &) H+& [Izv.
Akad. Nauk. SSSR Ser. Khim. 1975, 23, 955](Vosilevskii %)ol 7]&5 o] = &4 PHE o] &sto] A=

T A

47) SekAelA, R, R R, R, R, A, B2 X 8kt 10 wstel Folxl ol g zhen

Bongel W HEY 2 B4 L FHAE Azol AFW v A SFne] J1EHo] d W F4}
@ gpor Axd SE ok

47 eEe dwHor Aen AHg Suld ng Alole] RN SuFAN P, AT S e
o] o= old ofAlElo]ES} e o 2H =, tod oH2 k= HEHS| =R Fad e dHE, fudx
Sohi=, Oig &EAE, OuEAd e, BF, 28U, JHEUES, ojdE Ei WY oY AED 2o
AL, = oge mE PR ge gagoln

Agrie, Wee A-AgAe] EAG] AT F A, AFH A-ATAL TAUEF B GHDEY 2L
F7) 7], e BAFAUER B IFAadHE, HER HEAIE, UER dSAE, FASUER, E
= HE gE e ¢4 vtadls e 22 fU19S siE, B Egddelnl B vdit g2 {7
@lolth. FAE BAG SWRA 44T S5 o

TADE AGsa, dajord 5o Folxite EAdtel, B A W FA B 27, F EW, $2
BB AUER, YEF Achenzstolelo]= =i Eejob A BEdto|melo| =g Agate] Wakel A,
Sl %52 5hel o8] Hkeln,

oz N
o

>

o,
oal foh o,
2L rd
e wm rlo

4
0
o

12), e dzdHa(d; od oAHelE)} 22 {7

0%
N
b
ok
[o
)
b
o
ol
N
do
o,

rY
T
13
— o
2
)

D o dn dn 8
e 28 rr
-~
19 o J o
2, (o o
) 3?—“ =
o
f
T
)
o
o
X g

]
O

LA
2

>

Z
hehd W(EE), A 7123

w2
=
wQ
o
i
—
©
N
&
=
w2
[y
o
o
[}
-
o
Y ol
BN
ox
ox
—m
2
oft
fluj
rir
fu} 2
X
—
=
X
©
©
ol
T
=
lo
o2
o
ftl
i
oX,
oty
oot
il
o
e
oot
=

=

at7] AAldls 2 S AgetA kil ol & Adw it

<A A o>

A 1

6,7-t W A -2-{3-[(4-ME-5-7d-41-1,2 4-Ego}E-3-4)-=ad |22 }-1,2 3 4-HEZGF =20l &7 =H
1A &2 EZ9 Ax

2-(3-FRR2Z2H)-6,7-tH|EA]-1,2,3, 4-HEZHI =0 AF=d

_13_



<107>

<108>

<109>

<110>

<111>

<112>

<113>

<114>

<115>

<116>

<117>

<118>

<119>

<120>

<121>

<122>

<123>

<124>

<125>

<126>

<127>

<128>

<129>

<130>

<131>

<132>

S=50d 10-0775720

6,7-tH 5 A)-1,2,3 4-HEZS| =2o] 27 wH 7.2¢(37mmol ) & 1-H2R-3-FZZZ 23 4.05ml (40mmol ), Bk
ZHE 11.3g(81mmol) ¥ 2 Q2 =3l EH 610mg(40mmol) ¥ A ol EYER 250ml Fol Al 4A13F &< 70°Coll A
WA ZIEA 7Dkl wkgo] ¢huE -, SWlE FH AAGL, AFES B ¥ dsvddlor =
AT, FAT AUINE dE H FFEAL, 2 BAES AYIAY AR EIYHIAE GA S TH(o] 5
Astued A/ erE = 9/1).

A 2 4.8g(0] 22X 45%)S AAUTE.

1g~-NMR (CDCl3): & = 2.0 (m, 2H); 2.6-2.8 (m, 6H); 3.5 (s, 2H); 3.6
(t, 2H); 3.8 (2s, 6H); 6.5 (s, 1lH); 5.6 (s, 1lH).

B #HF Ad=9] A=

&ﬂEﬁE%WWL&ﬂéﬂﬂAMmiﬁng%%QLMWU%‘%iiﬁl 7] 1A 450mg(1.7mmol) E DMF

5ml Zo FAbshelE 40mg(1.7mmol) ¥ 5A17F F<k 100TolA WA 71WA 7dstoict.  whEls & 50ml
=z

A7, v 3HEE dHER 4 3 &, A% 7130 dx, S % AY7pAd ARvtEag ] 9%
BAE Fukstgich (o] 5 AstulgA/2-5% mehE). F5F: 0.2g(0] X2 49%)

\}
0Q
—~

1H-NMR (CDCl;3): & = 2.1 (g, 2H); 2.6 (m, 2H); 2.7 (m, 2H); 2.8 (m,
2H); 3.3 (t, 2H); 3.5 (m, 2H); 3.6 (s, 3H); 3.8 (2s, 6H); 6.3 (s,
1H); 6.5 (s, 1H); 7.5 (m, 3H); 7.8 (m, 2H).

C14HoCINO, (269)

A SFFES HEA dato R AHeste] At
CoglosN,0,S x HCI
&4 180 - 183T
A 2
6~ E A -2-{3-[(4-M & -5-T] E-2-U-4l-1,2,4-E2| o} E-3-U)-& o d | 22 2 }-1,2,3 4-H EZs| =R a7 =d
A S SIEY Az

2-(3-F 22X 23)-6-WEA-1,2,3,4-HEZHI| = 2o AF =Y

\]

47) BAL 6-MBA-1,2,3,4-H S R0l £ UL ARGl 1ASH AR PO R Az,

1H-NMR (CDCl3): & = 2.0 (g, 2H); 2.5-2.6 (m, 4H); 2.9 (m, 2H); 3.5
(s, 2H); 3.6 (m, 2H); 3.8 (s, 3H); 6.6 (d, 1H); 6.7 (dd, 1H); 6.9
(d, 1H).

s A=l Az

AoaAE7E | 200 AzE AVE - ERE4-UE-5-(2-¥2E)-1,2,4(4N)-E o} Z 7} Uk A 7] A A4 1
FrAFSEA Al 23T

S o] &9 52%

Jﬁ n

&
A

CaollzsNs08  (383.5)

74 179 - 181TC

A3
2-{3-[(4-"&-5-7d-4H-1,2,4-Eg|o}Z-3-A) e d | Z2H }-6-W FA|-1,2,3,4-HEZ3| =2 o] A F| =4
A = B Az

F(FEFREZ2AWENE)4-mE-5-94d-1,2, 44D -Eg o} &

1-B2R-3-F22223 2 6g(16.5mmol), SLQLEIIVJERF  0.22g(1.5mmol), 3-WELEA4-vE-5-5d-
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<133>

<134>

<135>

<136>

<137>

<138>

<139>

<140>

<141>

<142>

<143>

<144>

<145>

<146>

<147>

<148>

<149>

<150>

<151>

<152>

S=50dl 10-0775720

1,2,4(40)-E&o}=% 2.7g(15mmol) 2 ©AFZH 2.1g(15mmol) 9] o &+2 70ml ¢ & E“’"% SHAI T & 4
A AL, oA gk & S FHA7|L, B €1 HEERRHEoR FE3UY. FAS
F717%4E& AxA71, o7 4 iz%]?]l AFEL FRulEaHIE P59 1:} ol = Astw g /2%
HES),

4

FE WA 1A 1.35g(0] 24 9] 34%)

1§-NMR (CDCl3): & = 2.3 (q, 2H); 3.4 (t, 2H); 3.6 (s, 3H); 3.7 (t,
2H); 7.5-7.7 (m, SH).

CioHuCINSS - (267.8)
4 137 - 141TC

3B HFT AE Ax

7] 34gHE 34 0.7gS Egloldobdl 1.1ml(7.5mmol) 2 Fe-8 6nl 5 Q=3I UEF Zujke] EA5tl 6-
WEA-1,2,3,4-HEZS =R 2F 5 S 0.6g(2.5mmol )T 120Col A 4417F Eob wwkAI AT, wh3-o]
gdnd T 5 2 v 39FE dHER FE3a, FAUYER A dx 9 sF5AA vrEeta, = A4
S A7 AzetEH I (o] 0-3% uﬂ%%% zb= Astdgd)E skt WA A 110mgs
A Z T

ColloN0S  (394.5) MS(m/z): 395 [M]'

A A 4

2-{3-[(4-md-5-d-4H-1,2,4-Edo}Z-3-d)sdd | Z =2 }-7-(I g d-1-d &= ¥d)-1,2,3 4-HEZ3 =
2olaF=H

44 N-ofME-7-(F A g d-1-dsxd)-1,2,3 4-HEg S =2 o] AT =79 Ax

THF 50ml %9 2-o}A|E-1,2,3, 4-H|E}S| 20| A EU-7-2Ed F2eto] = (& [J. Med. Chem 1999, 42,
118-134]1(G. Grunewald 5)ol 7]<% thE A ZF) 21.1g(77mmol)S THF 230ml 9 I#H8d 6.0g(70mmol) =
tjoj Az geglobrl 10.9g(84mmol) o] &Nl A7tetar, o] ERFES 2 AZF EF SFstHA skl v
$o] gd5d F guiE AF AASL, AFES UIFEAe/Ed @i, 10% %9 FABIUERF §Ho7

o2 vhe §, s EEA7)a, vﬂ%z G EF oA dxART. A% 2 &) AA & FAX
Z AAES Ae7tAd 49 aErtEaRg 2 GASATHelE 4 3% WEeS Zte dsiddd).

T5: 18.6g(57.6mmol; 82%)

4B 7-(FH g d-1-9d<xd)-1,2,3 4-HEgs =20l A=

471 ES 50% 55 Gk 2AE B v AR FEEit, A ES WAA 9 JHES FASA
o JFES SN, B2 AFsta, godE odEH oA HA7 I AF ARAFH .
FE: 12.1g(38.2mmol), ©]E X1 56%

4 2-(3-Fraxzgd)-7-(IHgd-4-94x4d)1,2,3,4-HEZs| = 2o 27 =

7-(IHYd-1-d<e¥xd)-1,2,3 4-HEGI =R A H =3 12.1g(38.2mmol) L Eg e o}%l 8.4g(84mmol)S
40Col A DMF Zol &8fA|7]aL, 1-BE2R-3-F 22X 2 # 9.0g(57.2mmol )S A 7}slar, £FES 50Tl A 7A7F
EF WA Y. mhbrEE -r]H SI}ES FFEAIL, FFES B 43 HIRRYEoR FZHE3T.
FAGEFGAA ] Az, o3 9 &uf AA oo ARmEIHIE dPsto] (7 ol 54t 3% WEES
2= Astg), FA 90U 11.7g(323. 7mol )& AUt}

FEFH: o] 229 86%.
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<153>

<154>

<155>

<156>

<157>

<158>

<159>

<160>

<161>

<162>

<163>

<164>

<165>

<166>

<167>

<168>

<169>

<170>

S=50dl 10-0775720

A A7) 97] 4C 10.0g(28.0mmol), 3-HEFE-4-w€-5-9d-4H-1,2,4-E2]o}= 6.4g(28mmol) = &
A3 E 0.72(28.0mmol)S DMF 77ml oA 100CE 3A%F F<F 7Fdstdnl. HhSo] v d 5 SujE AA
i, ARES =3 st old ofAlHolER FEEGIT. FAT FUIAE AU EF A
AxA17]aL, o 3pstal SEAZl T

AAES] ARvtEaI(A7A; ol 54 0-5% WE2S 2t Asiddd) = WA wA] 3.9g(7.5mmol )
t},
=5

N

ne BN
32

O] 2 27%

&
A

1H-NMR (CDCl3): & = 1.4 (m, 2H); 1.7 (m, 4H); 2.1 (q, 2H); 2.7 (t,
2H); 2.8 (t, 2H); 3.0 (m, 6H); 3.35 (t, 2H); 3.6 (s, 3H); 3.7 (s,
2H); 7.2 (d, 1H); 7.4 (s, 1H); 7.5 (m, 4H); 7.7 (m, 2H).

C%HggN{,OZSZ (5117) MS(m/z)I 512.3 [M"’H]Jr

A 105 - 108C
Al 5

2-[4-(4-Md-5-71d~40-1,2 4-Eg o} E-3-)FH |- T-(RE2ZH-4-d&Exd)-1,2,3 4-HEHI =20 AF=d
JERFR o=

Zu slelme] A%

5A N-opAE-7T-(RE2Zd-4-A=¥H)-1,2,3 4-HEHS ERo| 2T =5d S

THF 9] tolazgdolnle] EAsho] 2-ofE-1,2,3 4 EHS| ERo] 27 Ee-7-4Td FRalol=g e
EAS whS A7) 3 506 5% QA S FpAste] AAld] dAclA 7]EE whe} o] A, A4 wEE F,
ge 7-(REEU4-A5TY)-1,2,3 4-HEgS ERo] a7 xd o A

CalliNo0:8  (282) MS(m/z): 283 [MHI]"

5B 2-(3-F 2222 d)-7-(REZU-4-Ad&¥d)-1,2,3 4-HEHS =20l LT =

T-(REZH-4-9<43x4d)-1,2,3,4-HEHG E20]2F 5 1.2g(4.4mol) L Eg g €olql 1.0g(10mmol)S DMF

ol 40CellA A 7]aL, 1-HER-3-F 22X 2% 1.1g(6.6mmol )& Z7Fstal, =S 40Tl A 3AIF &<t
WA v %6}1, EFES AV, ZFRES 2o ¥ HE 357H 1Eﬂ§i FESA
FATEF el Az, oAx B Ll AAC ojojq AmmtEI I (AT ol g 2% vivES e

Astue)o] o HAE Bt S 22U 0.7g(2mmol)S DATE.

1H-NMR (CDCl3): & = 2.0 (g, 2H); 2.7 (t, 2H); 2.8 (t, 2H); 3.0 (m,
6H); 3.6-3.8 (m, 8H); 7.3 (d, 1H); 7.4 (s, 1H); 7.5 (d, 1H).
C16H23N203S (359)

2

ofN

shghe o Alx

2-[4-v&-5-9d-1,2,4-(4H)-E 2] o} &-3-¢ |-1,3-T E] 9H(WO0 9902503 7]1%) 280mg(1lmmol)S A3 THF 2.5ml
Fol &aAI7IaL, -70TCelA, SLE=SfUEF 0.15gS 7kstal, n-#@A4F F9 FEEFY 159 % &
0.75m1(1.2mmol) & A E3FATE. 70T A 4587 WHkAIZl & THF Fol &3l 2-[3-E2=xad]

ZH-4-4-£F49)-1,2,3 4-HEHI =R 2T =A5B 0.37g(Immol) S A 7}al k. olojA, E3ES Ao
2 AHA3] 72 & d dAFo] o]F A EF 40T 9073 g Y. mFEle de/Ee] Mo 2
AstvgdA oz 5 3] FES Fsgdnt. dx 9 55 5, X3E yEQE 0. 5g(°1ixu 82%)01 FAR AL
ol gy YA 2 HEHSEZFT T FAaE 40T Az e AA Fasgadtt. i AA F, AF[FE
< FazvEad g (Hest4a, 5% eSS 2t dsudda)z A A AT

-7- (DE

_16_



<171>

<172>

<173>

<174>

<175>

<176>

<177>

<178>

<179>

<180>

<181>

<182>

<183>

<184>

<185>

<186>

<187>

<188>

<189>

<190>

<191>

<192>

<193>

<194>

<195>

<196>

<197>

<198>

<199>

<200>

S=50dl 10-0775720

F5: 120mg(o] 249 29%)
1H-NMR (CDCl;); d =1.8 (m,_iﬂ); 2.0 (g, 2H); 2.6 (m, 2H); 2.7 (t,

2H); 2.9 (t, 2H); 3.0 (m, 6H); 3.6 (s, 3H); 3.7 (m, 6H); 7.2 (d,
1H); 7.4 (s, 1H); 7.5 (m, 4H); 7.7 (m, 2H).

EA BFELS dEHEA HILS H7bete] I,
C%HggN{,OgS : HCI (5316)

§4: 87 - 89C

~) R -1-&
CoflaaN0sS  (507.7) MS: 508.3 [M+H]'
AN 7

2-{3-[(4-m&-5-7d-4l-1,2 4-Egjo}Z-3-A) = d | 22 H }-1,2,3 4-H EG| EZ o] AF5H-7T-7l 2R U EHY
ConlloaNsS — (389.5)

Fd: 116 - 118T

Al 8

5-[2-(P g Ry ) A |-2-{3-[(4-H D -5-H d-4[-1,2 4-EF o} Z-3-d )& d | 223 }-1,2 3 4-E| Eg

o5
slEmolaFEd HiErERdol=
C27H37N505 ° ZHCI (5526)
S5 110 - 112TC
e 9

N-#l 28 -2-(3-{[4-w & -5-(4-v| &-1,3-E| o} -5 )-4H-1,2 4-Eg| o} Z-3-d |} 2 1)-1,2, 3, 4-H E}3]

ERolAFEU-T-EE =
C26H30N60253 (554 . 8)

867 - 70T

N-#l 4 -2-{3-[(4-w| D-5-9) 2] I -3-L-4H-1,2 4-E 2| o}Z-3-A)-=ad | 22 F}-1,2, 3 4-H Eds| = ro| 427 ="

7% E o =
C27H30N60252 - 2HCI1 (607 . 6)

4 81 - 84T

5-H A -2-{3-[(4-H & -5-H d-4l-1,2,4-Ego}EZ-3-U )~ d | 220 }-1,2,3 4-H EFI 2o 47 =H

C22H26N4OS (394 . 5)

_17_



<201>

<202>

<203>

<204>

<205>

<206>
<207>

<208>

<209>

<210>

<211>

<212>

<213>

<214>

<215>

<216>

217>

<218>

<219>

<220>

<221>

<222>

<223>

<224>

<225>

SS50d 10-0775720

2-{3-[(4-ME-5-91d-4H-1,2,4-Eg|o}F-3-) &9 d |22 L }-7-UE=Z-1,2,3 4-HEHI =2 LF =
CoHoiCIN:OS  (446)

3 190 - 192°C

AAl 13
2-{3-[(4-v&-5-5d-4H-1,2,4-Eg|o}E-3-d) e d | 228 }-1,2,3 4-H Eg}3 =2 o] A F] =™

1g-NMR (CDCl3): & = 2.1 (g, 2H); 2.65 (t, 2H); 2.7 (t, 2H); 2.9

(t, 2H); 3.4 (t, 2H); 3.5 (s, 3H); 3.7 (s, 2H); 7.0 (m, 1H); 7.2
(m, 3H); 7.5 (m, 3H); 7.7 (m, 2H).

CorHzaN,sS  (365.5)

A 14

2-(3-{[4-"&-5-(4-H&-1,3-E| o} Z-5-Y)-4H-1,2,4-E g o} Z-3-d & d}Z 22 )-1,2,3,4-H EF S =2 o]
aFEd
1H-NMR (CDCl3): & = 2.1 (g, 2H); 2.55 (s, 3H); 2.7 (t, 2H); 2.75

(t, 2H); 2.9 (t, 2H); 3.4 (t, 2H); 3.5 (s, 3H); 3.65 (s, 2H); 7.0
(m, 1H); 7.1 (m, 3H); 8.9 (s, 1lH).

CiollagNsS,  (386.5)

A A 15

2-{3-[(4-md-5-9 gt F-3-9-41-1,2 4-Edo}Z-3-A)EFJ L1 ZT 2 I }-1,2, 3 4-HEZIN =2 o| A7 = T
czgaglols

ol

Cz()Hg:gN;,S * 2HC1 (438 . 4)

A A4 16

- "o ) e 2T |-2-{3-[(4-M & -5-Hd-4H-1,2 4-Eg] o} E-3-) & | 22 H}-1,2,3, 4-H Eg}3s] =
EES !

1H-NMR (CDCl3): & = 2.1 (q, 2H); 2.65 (m, 8H); 2.75 (t, 2H); 3.0
(t, 2H); 3.3 (t, 2H); 3.6 (s, 3H); 3.7 (s, 2H); 7.2 (d, 1lH);
7.4-7.6 (m, 7H).

CosllagNs05S,  (472.6)

A Ao 17

7-[(eHEdoln )& xd [-2-(3-{[4-W¥-5-(4-W E-1,3-E] o} F-5-YU)~4ll-1,2,4-Eg o} E-3-d | d 122 4)
-1,2,3,4-HEZS =Ro] AHA=H

1H-NMR (CDCl3): & = 2.1 (g, 2H); 2.5 (s, 3H); 2.6-2.8 (m, 10H);
2.9 (m, 2H); 3.4 (t, 2H); 3.5 (s, 3H); 3.7 (s, 2H); 7.2 (m, 1lH);
7.5 (m, 2H); 8.9 (s, 1lH).

C21H23N60253 (493 . 7)

" -2-{3-[(4-m & -5-3d-4l-1,2 4-EgotE-3-d)sad |22 d }-1,2, 3 4-HES| =2 o] LA =-T-7} =25

_18_



<226>

<227>

<228>

<229>

<230>

<231>

<232>

<233>

<234>

<235>

<236>

<237>

<238>

<239>

<240>

<241>

<242>

<243>

<244>

<245>

<246>

<247>

<248>

S=501 10-0775720
CostloN,05S - GHO,  (512.6)
&3 160 - 163T
AAlel 20
2-(3~{[4-m1 & -5-(4-H| E-1,3-F] o} F-5-2)-4l1-1,2 4-E o} E-3-d e apd 2 23)-7-(I A D-1-d & ¥ d)-
1,2,3 4-HESs| =R o] 2757

1H-NMR (CDCl3): & = 1.4 (m, 2H); 1.7 (m, 4H); 2.1 (g, 2H); 2.5 (s,
3H); 2.6 (t, 2H); 2.7 (t, 2H); 3.0 (m, 6H); 3.3 (t, 2H); 3.5 (s,
3H); 3.6 (s, 2H); 7-2 (d, 1H); 7.45 (s, 1H); 7.5 (d, 1H); 8.9 (s,
1H) . :

CoullsoNs0,S; (532.8)

Al 21
2-{3-[(4-v&-5-dd-40-1,2,4-Eg|o}E&-3-d)ed |22 H }-7-(Fld=¥xd)-1,2,3 4-HEHI EZ2o| 27 =™
1H-NMR (CDCl;): & = 2.1 (g, 2H); 2.6 (t, 2H); 2.7 (t, 2H); 2.9 (t,

2H); 3.35 (t, 2H); 3.5 (s, 3H); 3.6 (m, 2H); 7.2 (d, 1H); 7.4-
7.7 (m, 10H); 7.9 (d, 2H).

C27H28N40252 ( 504 . 7)

A 22

2-(3-{[4-" & -5-(4-v D -1,3-E] o} F-5-9)-4l-1,2,4-E 2| o} £-3-A | & U} =29 )-1,2,3,4-E| E&} 8| =2 0]
AFEd-7-d H1d =F

lg-NMR (CDCl3): 6 = 2.1 (q, 2H); 2.5 (s, 3H); 2.7 (t, 2H); 2.8 (t,

2H); 2.95 (t, 2H); 3.4 (t, 2H); 3.5 (s, 3H); 3.65 (m, 2H); 7.2
(d, 1H); 7.4-7.7 (m, 5H); 7.9 (d, 2H); 8.9 (s, 1lH).

CosllogN:0,5;  (525.7)

2 Ao 23
2-{3-[(4-HE-5-d-4l1-1,2,4-EFo}E-3-A) & d |22 }-7-(RE2ZH-4-A & X d)-1,2,3 4-H EZI| =
ZoladEd

'H-NMR (cDCl3): & = 2.1 (q, 2H); 2.7 (t, 2H); 2.8 (t, 2H); 3.0 (t,
4H); 3.35 (t, 2H); 3.6 (s, 3H); 3.7 (m, 6H); 7.3 (m, 1H); 7.4-
7.6 (m, 5H); 7.9 (d, 2H).

CosllsN:0sS2 (525.7)

Aol 24
2-[4-(4-ME-5-9d-4H-1,2 4-Eglo}E-3-) R & |-7-(A d £ ¥ H)-1,2,3 4-H| EFF =R o] 2 =1
CosllsN,0,S  (486.6)

AAlel 25

2-(3-[(4-M&-5-7) 2| -3~ -4H-1,2,4-E gl o} Z-3-A) & d | T2 A }-N-5d-1,2,3,4-EF| E} 3| =2 0] 27 5~

T-EEo =
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<249>

<250>

<251>

<252>

<253>

<254>

<255>

<256>

<257>

<258>

<259>

<260>

<261>

<262>

<263>

<264>

<265>

<266>

<267>

<268>

<269>

<270>

<L271>

<272>

<273>

SS50d 10-0775720

1H~-NMR (CDCl3): & = 1.3 (m, NH); 2.1 (q, 2H); 2.6 (m, 4H); 2.8 (t,
2H); 3.3 (t, 2H); 3.6 (s, 3H); 3.7 (m, 6H); 7.3 (m, 1H); 7.4-7.6
(m, 5H); 7.9 (d, 2H).

2-(3-{[4-mE-5-(4-v & -1, 3-E|o}F-5-%)-4H-1,2 4-E o} E-3-d | 2 2 ) -N-9d-1,2,3,4-E| E&} 3]
ERO AT EA-T-EEohu =
1H-NMR (CDCl3): & = 2.1 (g, 2H); 2.5 (s, 3H); 2.7 (m, 4H); 2.9 (m,

2H); 3.3 (t, 2H); 3.5 (s, 3H); 3.6 (s, 32H); 7.0-7.2 (m, 6H); 7.5
(m, 2H); 8.9 (s, 1H).

CostlpsNe0oS;  (540.7)

2-(3~{[5-(2,4- W HAD A D) -4-v B -401-1,2, 4-E ] o} F-3-A | } T2 d)-7-(ME £ X H)-1,2,3,4-HE
gl Emol &=y
IH-NMR (CDCl3): & = 2-2 (4, 2H); 2.9 (m, 2H); 3.0 (m, 2H); 3.03

(s, 3H); 3.1 (m, 26); 3-3 (m, 5H); 3.7 (s, 3H); 3.85 (s, 3H); 3.9
(s, 2H); 6.5 (s, 1H); 6.65 (d, 1H); 7.25 (d, 1H); 7.3 (d, 1H);

7.7 (s, 1H); 7.8 (d, 1H).

CollaoN0,S,  (502.7) MS: 503.5 [MHH]'

6,7-t 22 2-2-{3-[(4-HE-5-3d-4lI-1,2 4-Eo}£-3-d) & d ] T2 8 }-1,2,3,4-HEZI| =2 o] 27 =Y
CollosCIN,S  (433.4)

4 138 - 139C

A Ao 29

7,8-0 22 2-2-{3-[(4-HE-5-Hd~4l-1,2 4-Eo}E-3-d)-&od ] =229 }-1,2 3 4-HEFHI =20 27 E=d
g Rgtol=

1H-NMR (CDCl3): & = 2.1 (g, 2H); 2.7 (m, 4H); 2.9 (t, 2H); 3.3
(t, 2H); 3.6 (s, 3H); 3.7 (s, 2H); 6.95 (d, 1H); 7.2 (d, 1H); 7.5
(m, 3H); 7.7 (m, 2H), L& €71 .

tlo

el 24 HClte] & Hdddoem

=1

A stEs AU

C21H22C12N4S * X HCl (4699)
<4 109C
A A 30

7-Al o} e-2-[4-(4-vw| & -5-FH d-40-1,2,4-E g o} Z-3-A)FE]-1,2,3, 4-HEZHS| E2o| AF =T =2 F R0



274>

<275>

<276>

L277>

<278>

<279>

<280>

<281>

<282>

<283>

<284>

<285>

<286>

<287>

<288>

<289>

<290>

<291>

<292>

<293>

<294>

<295>

<296>

<297>

<298>

SS50d 10-0775720

%4 175TC

A Ao 31

I

it
to

2-{3-[(4-v g -5-E] 1-3-L-4-1,2,4-EF o} EF-3-) &t | 22 D }-6-(ET 2v€)-1,2,3,4-6| Eg}3]

LR AFEY I ERFRTo|=
CooHatFsN,S, - C1 x HCI  (475)
§%: 184 - 185C

A A 32

1-{2-[3-({4-ME-5-[4—(Eg|ZF o2 e)Hd]-40-1,2 4-Ego}ZF-3-d}&atd) =229 ]-1,2,3 4-H EF s =
2ol A EA-7-Y o g} =

IH-NMR (CDCl3): & = 2.15 (g, 2H); 2.4 (s, 3H); 2.7 (t, 2H); 2.8
(t, 2H); 3.0 (t, 2H); 3.3 (t, 2H); 3.6 (s, 3H); 3.75 (s, 2H); 7.1
(d, 1H); 7.6-7.8 (m, 6H).

CoallosFN,OS  (474.5)

A 3gEe ZER2FRo=E JEHEA datow A st A
§4: 183T
2 Ale] 33
6,7-tF22-2-(3-{[4-ME-5-(4-m &3 d)-4l-1,2,4-Eg|o}Z-3-L &9 d}Z22)-1,2,3 4-H Eg} 3| =2 o]
~FEd eI Rl

1H-NMR (CDCl3): & = 2.1 (q, 2H); 2.4 (s, 3H); 2.7 (m, 4H); 2.8 (t,
2H); 3.3 (t, 2H); 3.5 (s, 2H); 3.6 (s, 3H); 7.1 (s, 1H); 7.2 (s,
1H); 7.3 (d, 2H); 7.5 (4, 2H); [&¥ €711,

A FES dHEA AAor AElste] At

C22H24C 1 2N4S * HCI (483 . 9)

=]

§4: 207 - 210C

AAd 34

6-F 22 -2-{3-[(4-HE-5-Hd-4l-1,2 4-EZo}EZ-3-U)eud |22 H }-1,2, 3 4-HEZS| =2 27 &H 3=
2E2go=

IH-NMR (CDCl3): & = 2.1 (g, 2H); 2.4 (s, 3H); 2.7 (m, 4H); 2.8 (%,

2H); 3.3 (t, 2H); 3.5 (s, 2H); 3.6 (s, 3H); 7.? (s, 1H); 7.2 (s,

1H); 7.3 (d, 2H); 7-5 (d, 2H); [#=2 &7I.

Ael24 HC17e] & Hd FAHo= ¥A IFES .

C21H23C1N4S ° HCl (4354)

4 188 - 191C

A Al o 35

2-(3-{[4-#1d - g-10-9 E-2-9)-40-1,2,4-Eg o} E-3-d g d 122 9)-7- (I g d-1-d&xd)-
1,2,3,4-HE E‘rﬁl 2olaFEY
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<299>

<300>

<301>

<302>

<303>

<304>

<305>

<306>

<307>

<308>

<309>

<310>

<311>

<312>

<313>

<314>

<315>

<316>

<317>

<318>

<319>

<320>

<321>

<322>

<323>

<324>

S=50d 10-0775720

1H-NMR (CDCl3): & = 1.4 (m, 2H); 1.7 (m, 4H); 2.1 (q, 2H); 2.7 (t,
2H); 2.8 (t, 2H); 3.0 (m, 6H); 3.35 (t, 2H); 3.6 (s, 3H); 3.7 (s,
2H); 3.9 (s, 3H); 6.2 (m, 1H); 6.4 (m, 1H); 6.8 (m, 1H); 7.2 (d,
1H); 7.4 (s, 1H); 7.5 (m, 2H).

CostlzaNe0oS,  (514.7)

2-[4-(4-HE-5-Hd-4l-1,2,4-E 2] o}&-3-L ) F-E |-7- (I A d-1-d&=¥d)-1,2,3 4-HEHI| =20 A7 =H
CollaNa0sS  (493.7) MS: 494.3 [MHH]'

A A4 37

2-(3—{[4-"Ed-5-E] all-3-¥)-411-1,2,4-E o} Z-3-d & d 2 2 2)-7-(HH g d-1-4d & ¥ <d)-1,2,3,4-HE
B RS Eat ]

1H-NMR (CDCl3): & = 1.4 (m, 2H); 1.7 (m, 4H); 2.15 (q, 2H); 2.7
(t, 2H); 2.8 (t, 2H); 3.0 (m, 6H); 3.3 (t, 2H); 3.7 (m, 5H); 7.2
(d, 1H); 7-4 (s, 1H); 7.5 (m, 3H); 7.7 (s, 1lH).

CotllyN:0sSs (517.7) MS: 518.3 [M+H]'

$H: 192 - 195T
A A4 38

2-{3-[(4-H&-5-7dd-41-1,2 4-Eo}=-3-A) & d | Z2 L }-N-H<-1,2,3 4-H EZs| =R A F EH-7-%3
o}u]}i

i

lH-NMR (CDCl3): & = 2.1 (q, 2H); 2.6 (t, 2H); 2.7 (t, 2H); 2.9 (%,
2H); 3.3 (t, 2H); 3.55 (s, 2H); 3.6 (s, 3H); 7.0 (m, 2H); 7.2 (m,
4H); 7.5 (m, 5H); 7.7 (m, 2H).

CotlaoNo0sS,  (519.7) MS: 520.3 [M+H]'
A A4 39
6-Z 2 2-2-{3-[(4-mD-5-F| ql-3-U-4l-1,2,4-EF|o}E-3-d) = d | 22 }-1,2, 3 4-HEHS EZo| 2 F=d

CigHoiCINGS,  (405)

7-[(Od gy e)we]-2-{3-[(4-Ha-5-2d-4H-1,2,4-Ejo}ZEH-3-A) &9 d |22 4 }-1,2,3 4-HEFS =
2ol Ed Y|l EREReo|=

(3[4 -5-E -3~ 41,2, 4-E 20} 2-3-) & T |- Z 23 ) 7-(E S e 2" )-1,2,3,4-F E 3]
cR2olaFEd eaFTado)s
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<325>

<326>

<327>

<328>

<329>

<330>

<331>

<332>

<333>

<334>

<335>

<336>

<337>

<338>

<339>

<340>

<341>

<342>

<343>

<344>

S=50dl 10-0775720

5 A 10.mlE WEA 7.6m 5o N-EEFLZolAE-2-(4-EFEF o2 d)oolrl[2-(4-ET &
Fo g d)oddoelnl B ETEF 2ol EA R FERFE 5T A Alx] 1.77g(6.2mol ) o] &< 3

3 Artelan, Ao ol WAAIEA, XE2EY &9 onlEs H7Psiuh. Ao A 18217 F, WS if}f}%
S W 130mlel R3 YEFRavegod FE3a, FA §710S FEANUES 902 M FHe E}%L%i
AFs . G ER A dxAZ F, o3 9 FUR 2-EfEFeRoME-T-EEFeavd-
1,2,3,4-E| E2}3] |1 2AEd 1.7¢8 Gl A7) 2 &S /3N HCI(1:1) FollA SFatell 718tz G714 v

AFEY 1.7gS
o 2vWd-1,2, 3 4-HEGIEZo| A EHOZ ASA AT},

1H-NMR (CDCl3): & = 2.0 (sbr, 1H); 2.9 (t, 2H); 3.2 (t, 2H); 4.0
(s, 2H); 7.2 (d, 1H); 7.3 (s, 1H); 7.4 (s, 1H).

41B 2-(3-EREZRI)-7T-EfZF o ErE-]1 2 3 4-HEFds| =20 2 F =

A7) &3HE 0.95g(4. 7Tmmol )& A& €

SA7IAL, ARwE 2 (M, 01%%: 2% WSS 2= gEFzadeh) 2 A8,
FE5F: 0.92(3.2mmol), °]E X2 69%.

1H-NMR (CDCl3): 8 = 2.0 (m, 2H); 2.65 (m, 2H); 2.75 (m, 2H); 2.9
(m, 2H); 3.65 (m, 4H); 7.2 (dd, 1H); 7.3 (d, 1H); 7.4 (dd, 1lH).

41C HF AH = A=

-(3-2E2xa9)-7-E¥ZF o 2uE-1 2,3 4-HEZI =20 4£F 5 0.45¢(1.6mmol), 3-W|E2FE-4-wE-
-glel-3-9-4H-1,2,4-E&o}& 0.36g(1.6mmol) % FAkstE]E 40mgs DMF 6ml oA 4A17F 5<F 100°C ol A
HL_A]%}Tﬂr v E de/mel 171, WE 3F5E dEHER F&5, FAUEF oA Adx, 2 A% 9 F
S Ay aRaEaI(ZYata, olsdd: 3-5% HEES e gER R 9%t AAE FHsigith:

R gy

S 0.3g(0.7mmol), o] =X 2] 42%

b

1H-NMR (CDCl3): & = 2.1 (m, 2H); 2.7 (t, 2H); 2.8 (t, 2H); 3.0 (m,
2H); 3.35 (t, 2H); 3-7 (m, 5H); 7.1 (4, 1H); 7.2 (s, 1H); 7.3 (d,
1H); 7.5 (m, 2H); 7.7 (s, 1H); [§% |7]1.

EASRES dEHZ24 HIE AHelste] A
CaoH21FsN,S, - HCI (475)

4 192 - 194C

2-{3-[(4-Md-5-Hd-411-1,2,4-E|o}Z-3-A)&=Fd | T2 }-8-(EZ ZF L2 E)-1,2,3,4-H EZ}5| = Z 0]

420 6/8-EyZFo=ZWE-1,2,3 4-HEZHSEZo]AFEH

N-EZEF 2o E-2-3-EEFF o 2mE-dld)d oVl [2-B-EEF 2 Ead)-o oty EgjZF
QLROIAE O E FFEZRE 5T AZ] 5.3g(18.6mmol) 2 HFEE L3 = 0.9g(29mmol )S W ZAF 22ml
U %& 30mle] Egh=oll Zhekleh. A2olA 18A1%F F, whg EFES WS 350mlell Rl old ofAlE
OJER FE3I FAT FUI4E TEAMUEF 902 NHS e AR AT, G EF AlA A
; , o H F F -EFEFLRoME-6- 2 S-EFEFEMY-1,2,3,4-HEZGI =R AT
%% A ATE. Ml'EE/3N HCL (1:1) EF-8H FollA FFalol 7FEste] Bnar]| & AAsGH. 2714 OL]
AAAN7F vl 2 F2utEad g (de st o5k 2-4% WEre S e EE 2o o3 HA F Ee
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<345>

<346>

<347>

<348>

<349>

<350>

<351>

<352>

<353>

<354>

<355>

<356>

<357>

<358>

<359>

<360>

<361>

<362>

<363>

<364>

<365>

<366>

Fl1 &-Eg|EFe=vd-1,2,3 4-HE

gal=g2ol A=A 1.2g(5.7mmol ;

S=50dl 10-0775720

o] &€ 32%)

1H-NMR (CDCl3): & = 1.9 (sbr, 1B); 2.8 (t, 2H); 3.1 (t, 2H); 4.2

(s, 2d); 7.2 (m, 2H); 7.5 (d,

F2 6-Eg|EFo=2vd-1,2,3 4-HE

1H-NMR (CDCl3): & = 1.8 (sbr,
(s, 2H); 7.1 (d, 1H); 7.4 (m

49B 2-(3-E 2R X2 Y)--EfZFo=

2-(3-E22X2W)-g-EFZFo2WE-1,2,3, 4 HEZGS =20
Hog pawazasaygy) 42-A FIS WSAIA 730 F&2 &

1H-NMR (CDCl3): & = 2.0 (g, 2H);

(t, 2H); 3.8 (s, 2H); 7.2-7.

42C A5 AP e Az

3-v 2R E-4-Fd-5-9d-1,2,44])-E & o} = 0.7g(3.0mmol ) =

F5%: 0.84g(1.9mmol), ©] & X9

1H_-NMR (CDCl3): & = 2.1 (q, 2H); 2.6-2.7 (m, 4H); 2.9 (t,

(t, 2H); 3.6 (s, 3H); 3.8 (s

XA FAEL JdHEA HCIZ AHY

C22H23F3N4S ° HCI (469)

2-{3-[(4-M & -5-Fd-4H-1,2,4-Eg|o}ZE-3-A) = d | =2

[
A2FEY =22 Po|=

1H) .

gl =2ol A=A 1.4g(6.8mmol;

1H); 2.8 (t, 2H); 3.1 (t,

, 2H).

3 (m, 2H); 7.4 (d, 1lH).

65%

WEel-1,2,3,4-HE#=Z

2.7-2.8 (m, 4H); 3.0 (t,

Zo

H~

o] EX| 2] 38%)

2H); 4.0

=

LA EAEAN O 48] T g3 fAF
S5,

2}

sl

2H); 3.6

100CoA FAr3l2lE 70mge] A&kl DMF
10ml F9 2-(3-FE2EXFL)-S-EfZTFeauE-12 3 4-HEHG3 =20 42H =2 [42B1] 0.83g(3.0mmol )2}
S A1 A 4Del] 7] ghulel o] mpRE e & 2 F 3}3HE 0.84g(1.9mmol) S A AUTE.

2H); 3.4

, 2H); 7.1 (t, 1H); 7.25 (d, 1H); 7.4
(d, 1H), 7.5 (m, 3H); 7.6 (m, 2H).

ato] AUt

43 B2 2-(3-EE22X2H)-6-EfEFLE2WE-1,2,3,4-HEHINE=Z0]

HERnIggIsagdy -EQZso
2 WS AA 96% FEE AT},

1§-NMR (CDCl3): & = 2.0 (m, 2H); 2.6-2.8 (m, 4H); 2.9 (t,

(m, 4H) 7.1 (4, 1H); 7.4 (m,

43¢ HF SFEY Az

3-v 2 E-4-vg-5-9d-1,2,4(4])-E & o} 2 0.7g(3.0mmol )&

4D slol] 71sE Y= nig 3

2H) .

T FHE AAEE 0.75g(1. 7Tmmol

_24_

Hy
O
=2 [420F2] (42A9) 71&38F =

F1-6-(EgEF2vE)-1,2,3, 4-H E}3| =20

2FEd

2-(3-F 22T 2d)-6-EfEFoaWd-1,2,3 4 HEFGI =20 27 HAL4C 7]E3 A HA
z2re-1,2,3, 4-H Egs ERol &

i

pud

-

o=
=)

o ﬂ

2H); 3.6

100Col A F=2t3telE 70mge] EA)3kel DMF
10ml 59 2-(3-F22I229)-6-EFZFo2WE-1,2 3 4-HEZS =2 0] A =0.83g(3.0mmol ) T HF-SA] A

O =
= T =

s,



<367>

<368>
<369>

<370>

<371>

<372>

<373>

<374>

<375>

<376>

<377>

<378>

<379>

<380>

<381>

<382>

<383>

<384>

<385>

<386>

<387>

<388>

<389>

SS50dl 10-0775720

FE8: 0.75g(1.7mmol), ©] & X9 58%

1g-NMR (CDCl3): & = 2.1 (q, 2H); 2.6 (t, 2H); 2.7 (t, 2H); 2.9 (t,
2H); 3.3 (t, 2H); 3.6 (s, 3H); 3.7 (s, 2H); 7.1 (d, 1H); 7.3 (m,
2H); 7.5 (m, 3H); 7.7 (m, 2H); &2 F71.

FA SRHES oEHed Hl= APkl Aot

CaaHasFsN,S - HCI (469)

2-{3-[(4-ME-5-Hd-4lI-1,2 4-Eg]o}£-3-4) & 29 z
PR D&M L2 ) -7-(EYZFo2rE)-1,2,3,4-HEFs| =2 o]

CoollosFaNsS - HC1 - (469)

§74: 205 - 207C
2 Ao 45

2-{3-[ (4~ & -5-(E] Q1-3-Y )-4H-1,2  4-E & o} = Hd]Za

il 2, 4-E ] 0} E-3-9) % o1 | L2 3 }-7-(4- W 3] bRl - - S
NP b U-me o gR-1-dE=xd)-
1H-NMR (CDCl3): & = 2.1 (q, 2H); 2.2 (s, 3H); 2.4 (m, 4H); 2.7 (t,

2H); 2.8 (t, 2H); 2.9 (t, 2H); 3.0 (m, 4H); 3.3 (t, 2H); 3.6 (m,
SH); 7.2 (d, 2H); 7.45 (m, 4H); 7.7 (m, 1H).

CosllsNg02Ss  (538.8)

A Ao 46

2-{3-[(4-MD-5-(31d)-4l-1,2,4-E g]o} £-3-) & ]- 2 2 & 2} £¥d

2, — ) —Z 29 7-(4-WEl ¥ —1- 3L
Egs|cgo| =g S | TR R s
IH-NMR (CDCl3): & = 2.1 (g, 2H); 2.2 (s, 3H); 2.5 (m, 4H); 2.7 (t,

2H); 2.8 (t, 2H); 2.9-3.0 (m, 6H); 3.3 (t, 2H); 3.6 (s, 3H); 3.7
(s, 2H); 7.2 (d, 1H); 7.5 (m, S5H); 7.6 (m, 2H).

CoollsiNg0:S;  (564.8)

_F/]__ _Q_ =
2§3H4ﬂ 5-(Elel-3-Y)-4H-1,2,4-EFo}&-3-d )= d |22 H }-7-(1,2,3,4-H Es| =2 o] A F =~
-4 EY)-1,2,3 - Eete =R o] 27 Y o
1H-NMR (CDCl3): & = 2.1 (q, 2H); 2.7 (t, 2H); 2.8 (t, 2H); 2.9 (t,
2H); 3.2-3.3 (m, 4H); 3.6 (m, 2H); 3.7 (m, 5H); 4.2 (m, 2H); 7.1
(m, 4H); 7.2 (d, 1H); 7.4-7.6 (m, 4H); 7.7 (m, 1H).

CosHziNs02S;  (565)

2-{3-[(4-m & -5-(3) g =-3-)-4H-1,2, 4-E ] o}E5-3-d) =9t |
2, 1= 23}-7-(1,2 3= =d-
1-d+=xd)-1,2,3 4-HEHS =20 ~TF]i5d B e

_25_



S=50dl 10-0775720

1H-NMR (CDCl3) & = 2.1 (g, 2H); 2.7 (t, 2H); 2.8 (t, 2H); 2.9 (m,
4H); 3.3 (m, 4H); 3.6 (s, 3H); 3.7 (s, 2H); 4.2 (s, 2H); 7.0-7.2
(m, 5H); 7.2 (m, 1H); 7.4-7.6 (m, 3H); 8.0 (m, 1H); 8.7 (m, 1lH);
8.9 (m, 1H). .

<390>

<391> CooHl3oNe0.S;  (558)

<392> A A4 49

<393> 7-[(3,3-"rE A g d-1-d) x| -2-{3-[(4-m D -5-7d-4l-1,2 4-Eg|o}E-3-d) =y d | =22 }-
1,2,3 4-HEZs| =ro|2F =™

<394> CogllaN:05S;  (539.8)

<395> S 75 - 76T

<396> A 50

<397> 2-(3-[(4- A ZEZ2H-5-7d-4H-1,2 4-Eo}E-3-d) &= d | 224 }-7-3, 3-tv g A f g d-1-D)Exd |-
1,2,3, 4B Eg}3| =Ro| 42751

<398> CsoHsoNs0.S;  (558)

<399> A A e 51

<400> 2-[(A~{[(4-1E-5-(1-v & -11-] Z-3- )-4l-1,2,4-E gl o} Z-3-) e vd [ A S22 md ]-7-UE 2 -
1,2,3,4-HEg}3| =Ro| 42751

<401> CoollziNs0.S — (477.6)

<402> F4d: 160T

<403> A A4l 52

<404> 2H{(E)-4-[(4-dEd-5-F g d-3-d-41-1,2,4-EFo}E-3-d )= d [ F E-2-o| d }-7-UE=-1,2,3 4-H EZ3| =
2olaF=d

<405> CallaN0:S  (422) MS: 423 (]

<406> A A4 53

<407> 2-[(4-{[(4-"E-5-T] 2 d-3-U-4H-1,2,4-Egfo}E-3-) = o [ A 228 d]-1,2,3 4-HEZS| =2
ol aFEA-T-7tERYEY

<408> CollsiNsS  (457.6)

<409> 4 156 - 158°C

<410> A Ao 54

<411> 1-(2-{3-[(4-m&-5-(3-Al o} ) T d-4H-1,2,4-Eg|o}E&-3-d)E o d | =28 }-1,2,3 4-H Eg}s| =2 o] AT =57 -
7-d)ol el I EREF R ol

<412> CoullosN-0S x HCI  (468)

<413> 4 185C

<414> A A4 55

<415> 7-HEZ-2-[(4-{[(4-ME-5-9 g D -3-L-4l-1,2, 4-Eg| o} £-3-d )& d W& A S22 v e ]-1,2,3,4-H|
Egtsmgo] AT

<416> Cosll3iNe0:S  (477.6)

_26_



<417>

<418>

<419>

<420>

<421>

<422>

<423>

<424>

<425>

<426>

<427>

<428>

<429>

<430>

<431>

<432>

<433>

<434>

<435>

<436>

<437>

<438>

<439>

<440>

<441>

<442>

<443>

<444>

SS=50dl 10-0775720

$4: 160C
A A4 56

1-{2-[3-({4-"Ed-5-7d |-4H-1,2,4-Egfo}&F-3-U } =0 d ) T2 & 5
Lo golE-3-Utend) 2R ]-1,2,3 4-H Eds| =go] A 5U-7-% o

CosllaN,OS x HCL - (443)

41 165C

AAle] 57

7,8t 22 2-2-{3-[(4-vE-5-9 d-4H-1,2 4-E|o}E-3-A) &3 d | 224 )-1,2,3 4-H Eps| =2 o] 2 F =1
CalaoCINGS — (399)

&d: 72 - 75T

Al 58

1-{2-[3-({5-(2,4-TIU E R ¥ d)-4-v| & ]-40-1,2 ,4-E & o} = ki e E
.2, Z-3-d-svd) 22 ]- - 3=
A - sud)229]-1,2,3,4-HEZH =R &

|7 193C
A Al 59

2-{3-[(4-W & -5-H d-4H-1,2,4-E g o}Z-3-d)sid |2z )
o = w)E I 2P -7-(FES = S _
1,2,3,4-HEZ3 2o 2FA=A F-7-(ZES =R ol AFEH-2(1H)

1o
Hy
el
i\
T

CaoHzoNs02S,  (565.8) MS: 567 [M+H]+

A A ¢l 60
2-{3-[(4-"&-5-1] 2] A -3-L-4l-1,2,4-Eg|o}Z-3-4) &= d | T2 Z

= = 14, AT = = = : 1224 }-7-(S e = - _olz
D)1 29 el e o] el 2o = (SR =R o A Ed-2(1D-Y & X

CoollseNe0sSs  (566.8) NS: 568 [MHH]'

Al 61
2-{3-[(4-A 22X 2I-5-7d-4H-1,2 4-Eg|o}= =] Z R
] J2,4-E E—S—Cﬂ gy 3 2 3\ —7— gl_1-0lZ=3 Y
e Wead | 223} -7-(o A F-1-d s X d)-1,2,3,4-HE

CoollsN-0,8,  (551.8) MS: 552 [M+H]'

A Ao 62

2-{3-[(4-W| &D-5-5 D -4H-1,2,4-E ] o} Z-3-) % I | T2 F }-7-(3 %3
A t A)edd]Z2a-7-(IZ2d-1-d =¥ d)-1,2,3 4-H Eds| =

C25H31N50252 (497 . 7)
AA e 63

2-3-[(4-HE-5-Hd~-4l1-1,2,4-E]o}Z&-3-A) & d | Z 2 F }-7- (o A B-1-4d & E£d)-1,2,3,4-H EF| =2

ol aF|=d

CorllzsNs0.S,  (525.7)

_27_



<445>

<446>

<447>

<448>

<449>

<450>

<451>

<452>

<453>

<454>

<455>

<456>

<457>

<458>

<459>

<460>

<461>

<462>

<463>

<464>

<465>

<466>

<467>

<468>

<469>

<470>

<471>

<472>

S=50dl 10-0775720

2 Ao 64

_= —9— — — J =G v | [ B =

722 2-2-3H{[4-WE-5-Hd-4l-1,2 4-EFo}EZ-3-d | & d } F E-2-9d)-1,2,3 4-H EF3| =2 o] A F|EH
CollsCINS — (399)

A 72 - 75C

A Al e 65

2-(3~{[4-v&-5-r| & o}n] :=—4}]-1,2 4-E E S . 3
S zo)aamal 2 A-EfolE-3-d]Esad 2 g)-7-(olA| A-1-Y&xd)-1,2,3,4-H EZ

A A4l 66

N 4-O W e -5-{[3-(7-H A gl Fd-1-L &= T Y 3= IR
SR 3] 7 d)-3,4-T3| =20l 2F=A-2(1)-) T2 & ubd }-41-1,2 4-E g o}

A A4 67

B e-2-(3-{[4-H g -5-(4-9D-1,3-E] o} Z=-5-Y )-4H- - E-3-dlsdiz a2y
ISR F£-5-9)-41-1,2,4-Egjo}&-3-d sy d X2 9)-1,2,3 4-HE

2-(3-{[4-v & -5-9] &) D -3-L-40-1,2,4- o o]\ 5 -
O]Eio] ﬂ % ,2,4 EE]O]'E 3 E])E'L}'é]——-i'é}_7_(0]-z-ﬂ.\ﬂ-—l_o :\l—_}_“é) 1 ) 3 4 EﬂEﬂ—

A AT 69
7-({4-[2-395-Ed-6-(EgZF ez a) 9 gnd-4- |3 5 &% 3z
F9o -1-d )y xd)-2-{3-[(4-W & -5-5 -4~
1,2,4—an}§—3—%)544 I29}-1,2,3,4-HEZS =20 AF Y A
A AT 70
8-HEF-2-(3-{[5-A 2 =3 - E-3-2 7
- |2 A -4-vE-4l-1,2,4-E|o}E-3-d &y} E-2-9d)-1,2,3,4-H ESF| =2 0] 2 F]

AT 71

4o & -5 D -N-[4-(7-(3] 2 2] §1-1-9) % F o ~
3718 ape e AEADTLAEE) 12,3 4 Bed| 220 2R T2 D) R4 2, 4220k

AATe 72

6-M e -2-(3-{[4-WE-5-(1-H & -1H-T] &-3-¢¥ )-4l-1,2,4-E
- H-3-90)-4li-1,2,4-E 2] 0} E-3- 1 e 9hd ) Z 2 ) 7-(9) B U-1- 9%
ST legdiz2d)-7-(F g d-1-4 <=

A A4 73

7-Alo}=-2-[ (2~{[(4-M&-5-3] 2 -3-YU-4l-1,2,4-E g o} & i
-3-2 2, 4-Eg|o}E-3-d)&ad]- DAL
PR ] o} yeddl-rEl-Alg2z2d)mE]-

A A e 74

1-(2-{3-[ (4~ & -5-(3-H]| & A] ) 7 J -4H- - %£-3-2 TR
L DEIE-41-1,2,4-E&]o}ZE-3-U) S A |22 L }-1,2,3 4-HEZF| =20 2T =W~

A A4 75

4-(7-(F B U-1-9%¥d)-1,2,3 4-HE = )y i
IR |EgsE2o] A7 Ed-2-9) R e -4-wg-5-5d-41-1,2,4-E #| 0} Z-3-

A A 76
2-[2-({[5-(N-W & 3] Z-2-Y )-4-W & -4H-1,2 4-E ] o} Z£-3-d | d e ) T2 Z-2-0| d]-1,2 3 4-H E&}3|
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<473>

<474>

<475>

<476>

<477>

<478>

<479>

<480>

<481>

<482>

<483>

<484>

<485>

<486>

<487>

<488>

<489>

<490>

<491>

<492>

<493>

<494>

S==5] 10-0775720

ERo|4HEU-T-ItE EA =

A e 77

e

2-{3-[(4-ANE2z2gd-5-U4-HEETId)Ad-41-1,2 4-Ego}EF-3-d)&Ead ]| =22 }-7-(F 2 d-1-d=xd)

-1,2,3 4-HEgs| =2 o] AF =™
A Ao 78

6-37 8 -2-(3-{[5-(2,4-tI U EZ 5 d)-4-W| &-4l-1,2 4-E 2] o} H-3-A | &} T2 9)-1,2,3,4-H E& 8| =
Zolad=d

A A 79

N-[2-(8-{[5-(T] M & o} 1] 1 )—4- R Bl —4]j-1, 2, 4-E 7] 0} Z-3-2 | 2} } 28 )-1,2, 3, 4-H| E} 3] =5 0] 27 -
7= el obr =

Al 80

[

2-{3-[(4-v&-5-T &} 7 -2-L~4l-1,2,4-E&o}E-3-Y) £ | L2 I }-7T-(SER| =2 o] A7 5 -2(1H)-¥&
9)-1,2,3, 4-HEZI =20 a7 =d

AAle 81

7N b 12— {3-[ (4-v] El-5-(2- W &l & A} 4-0])—dl-1,2, 4-E a0} Z-3-9 )& d | T2 9 }-1.2,3,4-F| Eg} 3] =
Zol2FE™

A 82

2-{6-[(5-(2,5-t) ¥l & F &-3-2 ) —4-v| D -4[1-1,2 4-E g o} E-3-) &} d &2 }-7-Ea] 229 2 eh& T J 8 A]-
1,2,3,4-HEg3s =20l 27 =

2-[2-({[4-mE-5-9d-4l-1,2, 4-EefotE-3-d | e v d)-Z R Z-2-o d | -7-HER-1,2,3 4-H EZ}s| ==
olaFEY FERFREo| =

C22H23N5025 X HCl (460)
A& 146 - 150C
AA 4 84

N2 (3 [4-P E-5-5 i1, 2, 4-E 2 o8- ohd )2 2371 2,3 4-H S B mo] 27l -7 ] ol

S Eopy] =
C22H27N50252 X HCl (494 . 1)
4 90T

871 BFEEL o] B A WHor Az F Ak

R6
N—N
/< \ R?
~
R2 ‘I" A N8
Rl

_29_



<495>

Ia
A Ao Rl R2 A RG R?
85 Me A EAFIE2RY S—(CHy)s~ 7-(F A d-1-9-¢3d) 8- €
86 Me N,N-tj W go}n] - | S-CH,~CH=CH-CH,~ [6-¥1 & 7-Alo}x
87 Et 5 (CHz) 4~ 7-Al o}
88 5y g &sid (CHp)s- 6-EFQF
89 cycProp |Wil€ S—(CHy) s~ 6-22% 7-223
90 Me 2,5-tiojd-Fetd |S-CH,-CH=CH=CH,- [7-(AH g D-1-Y-&£ X d)
_3_

91 Me 3-glold C00-(CHy)5~ 7-(FA e d-1-4-£¥d)
92 Me Hd- (CH) 4~ 7-(3,3-dvg-A#H g d-

1-9-£¥4)
93 Me 2,4-du|EA#d  |S-(CH)s- 7-v gt & Folu| =
94 Me oja k- S~CHy~C(=CH)-CHo| 7-(F A B d-1-¥-& ¥ d)
95 Prop Hd S-CH,~C(CH3)=CH- |8-E&|EF .2 ¥

CHy-
9 Me 2-Me-4-SALEE - [S-(CHy)sm 7-("ojr| -5 ¥ Yd)
97 Me 3-ul 2 el d- S~(CHz)e~ 7-(29d-1-9-¥d)
98 Me #Hgd- S~(CHz)+~ 7-(JE8d-1-¥4-£¥d)
99 Me ¥d- CONH-(CHp) 4~ 7-(A EYd-1-9-£¥d)
100 [Me 2-sg}xd- S~(CHy)3~ 7-EEF QY
101 |=d g (CHp)q~ |7(22Z23-1-d-£%Y)
102 |Me HEZHZI- S-(CHy)s~ 7-i A
103 |Et 4-v| el o}E-5-9 |S-(CHy)s 7-HdExd
104 [Et 3-g0c-#d S—(CHy)s- 7-dgk& Eolv|=
105  [Et 4-vdsd S-CHyC(=CH,)~CH| 7-(F | 2] 9-1-U-&5 X )
106 |Me N-vlEd-2-9§d- [S-(CHy)s- 7-(dudo}n| =-£ X d)
107  |Me 4| D] o}Z-5-9 [S-CHy-C(=CHy)-CH|7-(H E2] d-1-¥-£Xd)
108  [Me 2,5-tdg-Fehd [S-(CHz)s 7-HdExd
_3_
109 |Me 2-Me-4-SAFEE- | (CHy)~CH(CHy)- |7-(REEZA-1-U-£XY)
CHy—CHy-

30 -

5

10-0775720



<496>

1p
/\EI)\] q] Rl RZ A RG R7
110 |Me #Hd- S-(CHy) 7~ 7-(Ed-1-4-£¥4d)
111 A 3-¥ed- S-(CHy)5~ 6-222 7-22=2
112 |Me 3-Aol=-#d S-(CHy)5- 7-(dudolu -3 d)
113 |Me 2-3 &2 d- CO-(CHy)3~ 7-(R2Z3-1-4-4¥4)
114 Prop Hd S-(CHy) 4~ 7T-(R2E3-1-4-5¥4)
115  |Me 3~ EAHd (CH) 4~ 6-EZEF2Hd
116 [Me -39 S-(CHz)s~ 7-JE=Z
117 |Et 3-gEd S-(CHy)— 6-vlg 7-Aoh=
118 |Me 4-v| g} o} Z-5-2 |0-(CHy)s~ 7-(AHPA-1-d-&£¥d)
119 [Me Hd CONH-(CH,) 4~ 7-A o
120 |Et 2,5-0#g-Fad [S-(CHy)s 7-JE=
_3_
121 |Et N-wg-2-9 &~ |S-(CH)s- 7-UE=R
122 Prop Hd- S-(CHp) 3~ 6~ g 7-(o}A| B
-1-9-%
¥d)
123 |Et N-Z2Y-HEZZE [S-(CHy)s- 7-Alotx
124 |Me ;é—sl od S—-(CHy)s- 7-dd&¥d
125  [Me 4-v S A1 H 9 S-(CHz) 5~ 4-v| A
126 [Me HEzEY- S—(CHy) s~ 7-(tHjgotr| -5 X d)
127  |Me 4~ EE]o}Z-5-Y [S-CHycycHex- |7-Md&EXd
CHy~CH;-
128  |Me -2==z-¥d C0-(CHy)3~ 7-EZF 20 EA
129 |Et ¥d- S~(CHy)3~ 6-CH,~CH,~CH,—CHz-7
130 |Et 4-v S A7 (CH;);~CH(CHy)- |7-(=1 5|2l d-1-2-&Xd)
CHy—CHy~
131 |Et 4~ g o}E-5- [S-CHC(=CHy)- |7-(olAB-1-D-£xd)
CH,
132 [Me 2-Me-4-S A1 &Y~ [S-(CHy)e- 7-UyEZ
133 |Me 5-eld o] mThE~[S-(CHy)sm 7-(HHHD-1-d-£%d)
4_0 -
134 Me 3—9%9_5—311 d S-(CHy) 3~ 7-(ti€olu| -5 ¥ Yd)
135  |Me Hdddg S-CHCH=CH-  [7-(o}A#-1-¥-&xY)
CHy-
136 Et Hd- S-(CHz)s~ 6-CH(CH3)CH;-N(CH;)-7
137 |Et 3-glolld S-(CHz) s~ 7-(dudoln| - ¥ d)
138 |Me 3-go=-9d S~(CHz) 3~ 7-(F e d-1-g-£¥4)

_31_
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<497>

F Ic
BRE] R % A & R
139 Et Hd S-(CHz)s~ 8-EEFezvdE
140 |Me e CONH-(CHy)s~ [8-EaEFo2dvd
141 [Me Hd- S-CH,-CH=CH-  [7-(H ¥ d-1-8-&Xd)
CHz“
142 |Me Agzay S-(CHy)s- 7-UEZ
143 iProp 3-93dd S-(CHz) 7~ 7-222 -2
144 |Me o}u x- S-(CHy)s- 7-A o}
145  |Me 2-olv| E]o}E-4- |S-(CHy)s- 7-A ot
[«] P
146 Me 3%34 &4 S-CH;-cycProp- |6-EgEF e 2vg
CHz-
147 cycProp |#Hd- S-(CHz)3~ 6-CHy~CHy—CH,—CHy-7
148 [Me 2~y A g- S-(CHp)s- 7-(AH A A-1-¢-£¥4)
149 [Me Algz e - S—(CHyp) 5~ 7-Alo}x
150  [Me 5-t|d-ojult}&- | (CH,),-CH(CHy)- |33 %
4-4- CHy~CHy-
151 Me g ojn] - S-(CHy)5~ 7-Alolx
152 |Me -l =2Edd- S-(CHy)s— 7-(tjgolu| -5 ¥ d)
153 Me Hd S—CHy—cycHex- |5-"&-A]
CH;-CH,
154 |Me o2 d-4-Y- S-(CHyp)s~ 7-(F e d-1-4d-3¥d)
155 Prop Hd- S-CH;-C(=CHz)- |7-(o}A|#-1-9-&¥d)
CH,
156 |Me 3-yedd S-(CHp)s- 7-CHF,
157  |Me HEZZY- (CHz) 4~ 7-(9 &8 d-1-9-£3¥4)
158 Me 4-3d S-CHy-cycProp- |7-B2%
(CHz) o~
159  |Me 4-dgsd C00-(CHy) 4~ 7-YE=R
160 Et 3-Aolx=-34d S-CHy—cycHex- [6-Wi€
CHz-CHy~
161 |[Et 2-o}v] B o} & -4~ |S-(CHy)s- 7-(AH 2 D-1-8-£¥ )
o)
162  |Et ﬁél d- (CH) 4~ 7-(3,3-dug-g 7 d-1-
o!_z* E:é )
163 |Me 4-v 2 Ejo}E-5-2 [S-(CHy)s- 7-EERQ =Y
164  |Me SA ) olE-2-d  |S-(CHp)s- 7-(dugotr| -5 ¥ d)
165  |[Me 6-2Z2-vd- [S-(CH)s 7-ddeExd
2_
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<498>

1d

AN R R’ A K R

166 Et 3-9gd S-(CHz)s~ 7-CHF.

167  [Me v gd-3-9- S-(CHz)s- 7-vdde¥d

168 |Me #Hd CONH-(CHy)4- 7-¥dexd

169 Et 2-Me-4-SAHEE - |S-(CHy)s- -Eg]EF o 2vd

170 |Me 5-Wed  o]u|t}E-|S-(CHy)s- 7-UEZ

4~

171 iProp #Hd S-(CHz) s~ -REY

172 Prop 4-oln| & Y- S—(CHy)s~ 7-H 5 A|

173 Me HEZEF- S-(CHy)s~ 7-Ajofx

174 Et Hd CONH-(CH, )4~ 6-222 7-822

175 |Me 2-9 g d- S-(CHy)s~ 7-v 5 A

176 Prop Hd- S-(CHz)3~ 6-vlg 7-UE=
177 Me 49 0=-Hd C00-(CHz) 4~ 7-Aobe

178 iProp 4-olnj &~ S-CH~CH=CH-  |7-(c}A#-1-Q-&£xd)

CHy-

179 Et 4-MdE¥d-vd|S-(CH)s 7-(As g d-1-d-&£X¥d)

180 ! N-Z 2 9-H E}ZF |S-(CHy)s- 7-Alo} =

181 [Me 2-Me-4-§A1E - |SCH 7-(oA| B-1-¥-£3X )

C(CH3)=CH-CH,~
182 Et 34 &d S-(CHy)5~ 7-UE=
183 |Me N-Z29-8 E3}Z [S-CH-C(=CHy)- [7-(F 2 a-1-Y-&xd)
- CH,

184  [Me zzyg C0-(CHy)3~ 5-1] & A]

185 Me 2-¥ A d- 0-(CH) s~ 7-(AF @ d-1-8-£¥4d)

186  [Me SAtoE-2-d  |S-(CHy)s~ 7-UyERZ

187 Prop 2-Me-4-SAHE - |S-(CH)s 7-(FHdd-1-9-£¥ )

188 L #d (CHy) 4~ -UE=R

189 Prop Hd 0-(CHz)s~ 7- & A

190 [Me 3-¥2d S-(CHz) 7~ 7-22 3 §-g==2

191 Et SA i olE-2-Y  |S-(CHy)s 7-YE=R

192 Et Hd- S—(CHz)s~ 6-CH(CH;)CH,-NH-7

193 Me 3-89c-¥d S—(CHz)s~ 7-et& Foluj =

194 Me g gd-4-d- S-(CHy)s~ 7-UE=R

195  |Me 4-olv| & - S-(CHy)s— 7-(dugolv| -5 ¥ )

196 Me d (CHy)4~ 8-JEZ

197 Me 4-vdHd S—-(CHy)s- 7-(AH 8 d-1-9-£¥4)

198 cycProp |[#ld S-(CHy) 3~ 7-7t2 BAln| e

199 Me 3-9oc=-9yd 0-(CHz)s- 7-(AHA2d-1-Y-+¥4d)
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<499>

Ie
A1 A] 4) Rl RZ A RG R7
200 |Me ANgzda- S~(CHz) s~ 7-(AHYd-1-9-£¥d)
201 |Me 3-29=-34d S-CH,~C(CHs)=CH- [7-(A # 2] D-1-Y-& X d)
CHy-
202 Me 3-e0=-¥Hd S-(CHz)s~ 7-dd&Xd
203 |%€ Halg-3-U- 0-(CHy)s~ 7-(FH2d-1-4-&xd)
204  |cycProp |2,4-UHEAHY |S-(CHy)s- 7-dgt&Folu|=
205 |Me N-Z2Y-H E&HZ |S-(CHyps- 7-Alofx
206 |Et Euﬂ EAdd S-CH,~CH=CH-CH,- [ 7-(] Hl gl d-1-g-£ X )
207 |Et ¥d- S-(CHz)3~ 6-vld 7-UyEZ
208 |[Et Hd- (CH);~CH(CHs)- [6-HlEA]
CH-CHy-
209 [Me 3-Br-3] 2 9-5-°- | S-(CHy)s- 7-UE=R
210 |Me o g o} - S—CHy—cycHex- |7-Alo}=
CHy~CH;-
211 |Et 3g5d CO-(CHy) 5~ 6-| 5 4]
212 Me Hd S-(CHz)s~ 6-SFQ=
213 [Me Hdvg S-(CHz)s- 7-(FAHd9-1-4-2¥d)
214 |iProp |4-HEAHY S-CHy-CH=CH-CH,- | 7-( #l 2] 9-1-d-&£ ¥ d)
215 |[iProp  [4-Alo}xe-3d S~CHy—C(CHs)=CH- | 7-(H] F gl 9-1-g-£ ¥ )
CHy-
216 |Me 3-Br-3 2l d-5-2- [S-(CHy)s- 7-(dHgolr| =-5¥ )
217 |Me Hd- S-(CHy)s~ 6-CHz~CH,~CH:~CH,-7
218 |Me 3-Aolx-3d S-(CH)3~ 7-(FAHPd-1-¢-&¥d)
219  |Me 3-glold S-(CHy)s~ 7-(duldolr|=-5X¥ )
220 |Et #d (CH) 4~ -HE=R
221  |Me olu S-(CHp)s- 7-JEZ
222 |Me 4-vd & ¥ d-wd [S-(CHy)s 7-(HHFd9-1-¢-=Xd)
223 |Me 4+ exd-sdd [S-(CHy)s 7-(dvdo}r| -5 X d)
224 |Me 4-v Qe o}E-5-9 [S-(CHy)s- 7-v) B A}
225  |Me 2-Me-4-SAHER - |S-(CHy)s- 7-ddE¥d
226 |Me 2,5-glg-Fed [S-(CHy)s~ 7-H 5 A
_3_
227  |Me 3-¥ &9 S-(CHy)s~ 7-Alofx
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<500>

F If
Ax [ & A £ R
228 Hy Alolx S-(CHp)5— 7-(FEYd-1-9-2¥4d)
229  [Me HEHZF- 0-(CHz)3- 7-(AHd-1-9-&¥4)
230 |Me Jga- S-(CHy)s- 6-vle 7-Aobx
231 |Et FI2 B A E S—(CHy)s~ 7-A ohx
232 |Me ygd-3-d- S-CH~C(CHy)=CH-|7-(o}A| B-1-9-£¥d)
CHz-
233 |Et d S-(CHp) s~ f-HEZR
234  |Prop 2-o}u] = E] 0} &4~ |S-(CHy)s- 7-(AHYD-1-4-£¥d)
Ql—
235 |Me %ﬂﬂ%@k S-(CHy)s~ 7-(dojdoulx-£¥Y)
236 |Me 4-v| el o}=-5-2 [S-(CHy)s- 7-A ol
237 cycProp | g- S-(CHz)3~ 6-CH,~CH;—CHx-7
238 |Me Hgd-3-4 S-CH-C(=CHy)- |7-(olAI®-1-Y-&X )
CH,
239 |Et 5-6l" o] P ThE-|S—(CHy) 1o~ 7-(AHed-1-4-¢x¥d)
4_0 -
240 |Me o é%ﬂl X S-(CHz)s~ 7-UER
241  |Me Jad-4-9- S-(CHy)e- 7-(HH 2 d-1-4-£¥ )
242 |® Hd- S-(CHz)s- 6-mlg 7-Alokx
243  |#d 3-¥ed- S-(CHy)e~ 7-(A 2 d-1-d-£xd)
244 |Me HE#ZY- 0-(CHy)s- 7-Alolx
245 A 3-gocwd- S-(CHz)s- -222 7-822
246 Me 4-md ¥ d-dd [S-CHy-cycProp- |[7-Alo}x=
CHz_
247  |¥d g S—-(CHy)s~ 7-(A 22 d-1-4-£Xd)
248  [Me a5 (CH) 4~ 6-v 5 A
249 cycProp [38% CO-(CHy) s~ 6-1l = A|
250  |Me o}u] x- S—(CHy)s~ 7-rdexd
251 Me o}n| - S-(CHz) 3~ 6-0] E A
252 Et N-dg-2-9 29~ [S-(CHy)s 7-Alolx
253 Me g o}u] - S-(CHz)s~ 7-H 5 A
254 Me #Hd S-(CHz) 3~ g-oleld
255 |Et Hy S-CHz-cycHex- |7-EgZFQ 20 EA]
CH-
256 Et N-vld-2-5] 29~ |S-CHy-cycProp- |8-EdEZFe=vg
CHz-
257 [Prop 3-g0=-34d S—(CHy)5~ 7-vghE Eoln|=
258  |Me W g oju] - S-(CHy) 3~ 7-E8)EFo2vd
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<501>

F Ig
A A o Rl RZ A Rﬁ R7 RB
259  [Me HEHZI- S—CH;- 7(REEZP-1-9-£3Y)
cycHex—CH,
260 [Me W g o} - S-(CH)s-  [7-(FHEd-1-2-£Xd)
261 |Me N-dlg-2-9 - [S-(CH)s- [7-EZEFoZ2vH
262 |Me 2-opn| gl 0}E-4-Y S-(CHp)s~  |7-(Hlul ot -5 X d)
263 [Me 3-9 & S-(CHy)s- [7-midexd
264 (Me 4-oln| &g~ S-CH,- 7-(OAlB-1-¥-=¥Y)
CH=CH-CH,-
265 |Me zzy (CHy) 4~ 5-u] £ A
266  |Me At o E-2-Y S-(CHy)s [6-EdZFo2vd
267  |Me 4-vdad 0-(CH)s~  [7-Alolx
268  |cycProp |®ld (CHy) 4~ s-UEZ
260  [Me 3-Br-¥ad-5-4- [S-(CH)s- |7-(FHd-1-4-&X4)
270 iProp |#d S-(CHy)s— 7-olA €
271 |Me 4-vg£¥d-dd  [S- (U |7-(AFHD-1-9-£¥H)
272 |Me 3-Aohx-wd S-(CH)y- |7-HER
273 |[Me 4~-mREo}Z-5-9  |S-(CHy)s-  |7-dl&EoIU =
274 Me 3-Alolx-Hd S-(CHz)s~ 7-A o=
275 Me LA} o} &E-2-¢d S-(CHy)3— 7-Aolx
276 Me Hd- S-(CHz) 7~ 6-dlg 7-(FEd-
1-9-£¥4)
277 Me Hd- C0-(CHp)s~ |7-A o}
278 cycProp |4-W|EA|Hd (CHp) 4~ 8- gld
279 |Me Hd S-CHy- 7-(FHHI-1-¢-¥d)
C(CHs)=CH-
CHy-
280 |Me -2z z-v#d-2- |S-(CH)s- |7-HE=R
281  |Me 4-olu| &Y - S-(CHy)- [8-EdEFZWE
282 |Me 3Br-¥ @ d-5-4- |S-(CH)s~ |7-Alote
283 |99 3-¥ed- S-(CH)s- |6-E2= 7-228
284 [Me A gd-3-4- 0-(CH) - |7-(Asleld-1-d-&xd)
285  |Me 3-9 &9 S-(CH)s~  [7-W15A]
286 |Me 2-9) A d- 0-(Clp)s=  |7-Alot=
287  |Et ¥d- CO-(CHy)s~  |7-Alotx
288  |Me 2-Me-4-SAFEE-  [S-(CH)y- |7-(AFHHI-1-8-£¥4)
289  |Me g Exd-Ad  |S-(CH)s- |7-dldExd
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<502>

1h
A A] o R Rz A R R 8
290  |Me sd C00-(CHy) 4~ 7-(9H g d-1-d-&¥d)
201  |Me SAolE-2-9  |S-(CHy)s- 7-vdexd
202 |Me 2-o}u] - E] 0} & -4~ |S-(CHy)5~ 7-v 5 A
(o] PN
293 Me 4-vd e CONH-(CH3) 4~ 7-A ol
204  |Me -39 S~CH,~CH=CH-CH,~ [ 7-(H] #l 2] Dd-1-F-& ¥ d)
205  |Me 3-Alolx-3d S-(CHy)s~ 7-v et Eolu| =
296 Me 2-¥) A4~ S-CH;-cycProp- |7-(H &2 9-1-<-&¥Y)
(CHy) o~
297 |Me ¥ d-3-g- S-CH-C(=CHy)- [7-(AFD-1-¥-£Xd)
CH,
298 Me 2-Me-4~-SALEE~  |S-(CHy)s- 7-(AHPd-1-I-#¥d) |
299 [Et 3-Br-¥ g d-5-U- |S-(CHy)s~ 7-Alofx
300 [Me 6-222-u]¥d- |S-(CHz)s~ 7-EgjEFezddY
2_
301 |iProp |®Id- S-(CHy)7~ 6-ulg 7-(d Ed
-1-9-5¥
)
302 [Me 3-H=Elod- S—(CHy)s~ 7-UE=R
303 [Me #Hd CONH-(CH,)4~ 7-UE=R
304  [Me Azzda- S—(CHz)e~ 7-(9Hgd-1-4-£xd)
305 |Me 3_3=d S-CHy-CH=CH-CH-|[6-2 2=
306 |Et 2-3j g2 d- 0-(CHy)5- 7-(AHPd-1-¢-£¥d)
307 [Me 4-olu|t} &4 - S—(CHz)s- 7-(AHHd-1-Y-&¥d)
308  [Me 3-dadyd S—(CHy)s~ 7-CHF,
309 [Me -7y C00-(CHy )3~ 7-X o}
310 |Me 3-W=ZEdd- S-(CHy)s~ 7-A]o}x
311 |Me 3-¥ &4 S-(CHy) s~ 7-(FHd-1-4d-£¥d)
312 [Me 4 EA Y (CHy),~CH(CHy)- [5-31=2 A
CHy—CHy~
313 |Me olu] - S—(CHy)s~ 7-EYEF02vd
314 Me 4-v]dEg]o}Z-5-4 |S-CHy-cycProp- |7-(H#H 2 d-1-d-£xd)
CHy-
315  [Me HEHEY- S-(CHy)s~ 7-¥ld&¥d
316  |Me Hd S-CHy-cycHex- [7-E2]EF Q2 rE 4]
CHy-
317 Hd 3-glod S-(CHp)5~ 7-yE=Z
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<503>

F¥ 17

/él),] 01] Rl Rz A Re R7

318 |Me Helg-3-9- S-(CHy)s- 7-(dugo}n| x-£X¥d)

319  |Me 4-vgsd SCHC(=CHy)- |7-(d =g d-1-d-£xd)

CH,

320  |Prop 3-yl =E] o d- S-(CHz)3- 7-(doldolr =-=3¥d)

321 |Me 4-v &g o}Z-5- |S-(CHy)s~ 7-ddexd

322 |Me 4~ EA1-3Y |S-(CHy)e- 7-(IAH Y PD-1-U-&XY)

323 |Me SA o E-2-9  |S-(CHy)r 7-olAB-1-2-&£ X

324 |Me o g o} - S-CH;-cycProp~ |7-(H#HEd-1-g-&¥x4d)

CH-

325 |Me 4~ A Hd S—(CHy)s- 7-Aohx

326 |®d 2-o}v] .- E] 0} &4~ [S~(CHp) 3~ 7-(FHgd-1-4-=¥d)

327 |iProp ‘ﬁrx} 29 S~CHy-CH=CH-CHy- | 7-(H Hl 2] d-1-U-£ X d)

328 Me ﬂl é CONH—(CH2)4‘ 7"=é"§§

329 % Hd- S-(CHy)s- 7-(dHEd-1-d-£¥d) [8-F=2=2

330 |Et 4-olv| &g - S—(CHp)s- 7-1 E A

331 Me Ad S—CH;—cycProp- |6-HlEA]

CHz“
332 Me 3-F3d S-CHy—cycProp- |7-(N-tj@oldd-1-& %
CHy~ d)

333 [Me 2-9 2g}A]d- S-(CHy) s~ 7-Alolx

334  |cycProp |2-F8}A1d- 0-(CHy) s~ 7-(HAHPD-1-Y4-£¥4d)

335 [Et Hd S-(CHy) 4~ 7-(RE2EY-1-9-£X¥d)

336 |Me #d- S-(CHy)s- 7-Hdexd

337 [Me 4-vjdsd 0-(CHy)s- 7-(AFHPd-1-g-£¥d)

338 % Hd S-(CHy)a- 7-olA ¥

339 |Et 4-ANol=-mld S-CH~C(CHy)=CH- [7-(AH & H-1-Q-£ ¥ )

CHz-

340 (¥¢€ Hd- S-(CHy)s- 6-dle 7-(F &4
9-1-9-%
¥d)

341 X Hd S-(CHp) 3~ -85

342 |Et 2 d-3-9- 0-(CHz) s~ 7-(AHYP-1-L-£¥d)

343 |Me 3-glad S-(CHy)s~ 7-4| 5 A)

344  |Me N-tg-2-] EF- |S-CHycycHex- |5-HI5A]

CHy—CHy~
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<504>

F 1y
é-l"] °“ Rl RZ A R6 R7
345  [Me 4-olu &g~ S-(CHy)s- 7-d 5 A
346 cycProp |l d CONH-(CHy)5- S-Ef|ZFo2ndg
347 |Me 6-F22-vdd- [S-(CHy)s 7-(dugolr=-&¥d)
2_
348 Et 3-72d S-(CHy) 7~ 7-222 g-g==
349 Me 4+-ed&¥d-7d |S-CH-cycHex- 6-m £ A
CHy-
350 |Me g o} - S-(CHp)s— 7-HdE¥d
351  [Et 2-Me-4-SAEF - |S-(CHp)s- 7-H 5 A]
352 Et ﬂ] ‘é_ - S" ( CHZ ) 3~ 6‘CH2_CH2_CH2"7
353  [Et Hd S-(CHz) 4~ 7-(JEd-1-g-£%
)
354 |%d 2~ &R d- 0-(CHz)s- 7%—'(311 Hd-1-4-= %
)
355  |Me v EA -7 S—(CHz)g~ 7-(FAH g d-1-d-& %
)
356 [Me Ad- (CH,)5~CH(CHs)- f‘ié-“ﬂ A
CH,-CHy-
357 [Me 2-0}v] xE] obZ -4~ |S-(CHy)s 7-ElEFo 2
358 Prop ;—}‘é S—(CHp)s- 7-olA €
359  |Me 4-vgsd C00-(CHy)5- 7-(FHd-1-d-= ¥
360 (Bt 2-Me-4-ZA1EE-  |(CHp)CH(CHy)- |7-(REEZQ-1-U-5 X%
CHy~CHy- d)
361 ng Tt BAM = S-(CHy)s— 7-Alo}x
362 |Me ¥gd-4-9- S~(CHy) 5~ -EFEFo2vd
363 a4 3-9gd- S-(CHy)s~ 7-22=2 8-g2=
364 Me N-X 2 g-H Ea+E |S-(CHy) s 7-Hd&Exy
365 |Et #Hd- S-CHy~C(=CH;)-CH| 7-(o} Al B-1-Y-& X d)
366 |cycProp |Fd- (CHz) 4~ 7-(3,3-tvE-H e d-
1-9-£¥d)
367  |Me Hd CONH-(CH,) 4~ 6222 7-22=2
368 |[Et 4-olv|t} & Y- S-CHy—CH=CH-CHo~ [7-(o} A B-1-U-& ¥ )
369 |Me AgzaA- S-(CHp)s- 7-| B A|
370 |Me 2-v 2= d- S-(CHy)s- 7-(degolr-& ¥ d)
371  |Prop 2-Me-4-SAHE - {S-(CHy)s- -EFETFo g
372 |Me 2,4-t" 5 A-7d |S-CH,~C(CH3)=CH- |7-()H| 2l 9-1-Y-& %
CHy~ d)
373 [Me ANgz A S—(CH)s- 7-(delgoln|x-&¥d)
374 |Me ¥ 2] d-3-Y- S—(CHy)s- 7-H 5 A
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<505>

# 1k
AAd [p! % A £ N
375 [Me #Hd- S~(CHz) s~ 7-v 54
376 Me 2-y] gz d- S-CHy—cycHex- -(REZY-1-9-&
CH,- xd)
377 |Me N-Z2 -t E2ZE |S-(CH)sm THER
378 |Me rz%ﬂ‘é— (CHz)q~ -EZEFo=2vd
379  |Prop 4-v| 5 A o d- (CHz) oy~ g-ol =l 'd
380 |Me #Hd- S-(CHy) 7~ 7-(F &8 d-1-d-&
xd)
381 |iProp |4-vI€gE]o}E-5-9 |S-(CHy)s- 7-dexd
382 iProp [#H'd- S—(CHy) 7~ 7-(AHd-1-4-% |8-F==2
¥d)
383 |iProp [®Y S-(CHy)s~ 7-3}2%»‘}131 =
384  |Me Hd S—CH;-C(CHs)=CH- |7-E&]| &2 e 2vdg
CHZ_
385 |Et #Hd CONH-~(CH,) 5~ -EgjEFo=2dd
38 |iProp |3-¥=2 S—(CHz)e- 7-Aoh
387  |Me #Hd- S-(CHy)7- 7-(AHEd-1-2-¢ [8-22=2
¥d)
388 |Et -yl =ZE o d- S-(CHz) s~ 7-(dugolv| - X
)
389  |Me 2-Me-4-SAHEE - {S-(CHy)s- 7‘é—vil A
390 [Me 2-o}u) - E] 0} Z-4- [ S-(CHy)s~ 7-UE=
(o] N
391 Prop S%Br--'\q Hd-5-2- |S-(CHy)s- 7-Alo}x
302 |Me 3-Elold S—(CHz)s~ 7-UEZ
393 Et Hd CONH-(CHz) 4= 7T-E822
304 [Me 4-v ] o} =-5- [S-(CHy)5- 7-UER
395  |[Me 2-Me-4-SAFEE- |S-(CHs- 7-(vgolu| - X
=D
396  |Me 6-2=2-87Hd- [S-(CHy)s- 7-Alofx
2_
397 |Me HE#HEY- S—(CHz)s- 7-(FHda-1-d-&
¥d)
398 [Me 3-{l =€l o d- S-(CHp)s- 7-eExd
399  [Me 3-god S-CH,-CH=CH-CH;- |7- (A £ A-1-9-%
¥d)
400 &4 Hd- S-(CHy)s~ 6-md 7-Alo}x
401  |Me 3-v2d S-(CHy)+- 6-Hg 7-Alo}i
402 |Me 2-Me-4-5A+ &~ |S-(CHs- 7-d&xd
403 [Me 3-gldd 0-(CHy) s~ 7-Alotx
404 Prop ﬁlé‘ S‘(CHz)s' 6‘““% 7—(311]?!]]3]‘%‘_—
1-Y-&¥4d)
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<506>

¥ 1]

)é} )\] q] Rl 2 A RG R7
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668 g Hd CONH-(CHz) 4 5-Alo}
669 Me Hd- CO-(CHz) s~ 51 EA|
670  |Prop PEEL RS S-(CHy)s- 5-ZE2o2
671 |vd v g o} S-(CHy) s~ 5-u 5 A]
672 Me 4-v|go}r] = S-(CHp)s- 5-Alo} i
673 cycProp [N-Z2H-vlE}EE- |S-CH-CH=CH-CH,- 5-UEZ
674 cycProp |ZE2Y CO-(CHz)3- 5-1] & A
675  |Me 2 At ol &-2-Y S—CH;-CH=CH—CH- 5-UEZR
676 Me 3-¥3d S-(CHz) 7~ 5-82%
677  |Me 5-m g o] n| t}- Z-4-U - | S-(CHy)y~ -Z3o8
678  |Me 5-m g o) vl t} = -4-U- |SCH,C(CH;)=CH-CH,-  [5-(IED-1-¥-£¥d)
679 Me -9 &9 S-(CHz) 3~ 5-ZF0%
680  |Me ANg28A- 0-(CHz)s- 5-UEZ
681  [Me o g o} v - S-CH;~C(CH3)=CH-CH;-  |5-(FHgd-1-¥-&3%d)
682 iProp 622 2-8]9d-2- |S-(CHy)s- 5-EF2E
683  |Me 3-Alo}x-3d S-(CHy)s~ 5s-UER
684 |Ag N-Z 2 g-8 E&EF- |S-CH-CH=CH-CHy~ 5-222
685  |Me Hd CONH-(CH,) 4~ 5-Ajoli
686 cycProp |dd C00-(CHg) 3~ 5-(dHd-1-d-¢Xd)
687  |Me ohm| S—(CHy)5~ 5-UER
688 Me Hd CONH-(CHz) 4~ 828
689  |Me 2-3 A d- S-(CHy)s- 5-E5F0 =%
690  [Me 4-99=-94d S-CHy—~CH=CH-CHj~ 5-UEZ
691 Me 2-¥ 2R d- S-CHy-cycProp-(CHz)~ |5-(FEd-1-d-£Xd)
692  |Me ¥ g d-4-- S—(CHy)s~ 5-ul) £A]
693 |®dg 4-mdEEG-Ad  [S-(Clp)s- 5-(3H2d-1-d-£¥d)
694 uyg N-dlg-2-3 &3~ S—(CHz)s— 5-22=2
695 cycProp [¥ld 0-(CHy)5- 5-Al o}
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<526>

* 2c
A A Rl Rz A RG
696  [Me 4-oln|} =g - S-(CHy )5~ 5-HER
697  [Me 3-9 &9 S—CH,~CH=CH-CHj- 6-2=22
698  [Me SAtt o1 E-2-4 (CHy);~CH(CHs)—CHyCHy- [5-SF 0.2
699  [Me 6-Z22-07Hd-2-  [S-(CHy)s 5-UER
700 |% 4-v| E Ao d S-(CHy) s~ 5~ 5 A]
701 Me 3-Br-9 gl d-5-4- S-(CHy) s 5-UEZ
702 |[Prop N-Z29-gEg}ZY- |S-Cl,-CH=CH-CH,- 5-222
703 [Me 5-v]d o] v thE-4-U- | (CHy)-CH(Cly)-Cl,CHy- (3359
704 L= FtEEAIN & S-(CHy) s -ZF0=
705  [Me 2~y 2= d- S-(CHy) 5~ 5-1| £ A
706 (#€ ¥ d- CO-(CHp)s~ 6~ E A|
707 Me 4-olu| &Y - S-(CHy)s— 5~ 5]
708 Me #Hd- CO-(CHz)s~ 6-1] 5 A
709 |Me HEHZY- S-CH,~C(=CH,)-CH, 5-UER
710 cycProp |N-vl€-2-3&9Y- S-(CHz)s— 58228
711 cycProp [AE2HA- S-(CHy)s— 5-UE=
712 cycProp [Fl2EANE S-(CHy)s- 5-228
713 iProp 2,5-ddg-Fehd-3- |S-(CHy)s- 5-EFQ 2
714 Me oju] S-CHy—cycProp—(CHy)y- [5-ZF 92
715 Me 3-glod (CHz);~CH(CH;)-CHy~CHy~ [5-ZF 0.2
716 Me 3-gdd 0-(CHy) 3~ 5-UEZ
717 |Me a5 CO-(CHz) s~ 6~ 5 A)
718 |Me o) S-(CHp)s- 5-1 5 A]
719  [Me 2-Me-4-SAHEE - S-(CHy)s~ -EF02
720  |Et HESEH- S-CH-C(CHy)=CH-CHp-  [5-¥|EA)
721 Prop FtEBAN S-(CHz)s 5-82F
722  |[Et 4-vjdE]o}E-5-Y S-(CHy)s- 5-u)| & A]
723 Me 4-olu|t}EY- S-(CHy)s— -EFe=
724 |Me 4-vj g g olE-5-Y S-(CHy)s~ 5-£F02
725  [Et 2-Me-4-SALE Y- S-(CHy) s~ 5-d| 54
726 54 R EE! S—(CHy)s -E208
727 |Me 2,5-tdd-F&d-3- |S-(CHy)s- 5- 54|
728  |Me 3-Br-3 gl 9-5-Y- S-(CHy)s- 5-ZFQ=
729 He N-v€-2-5 £9- S-(CHy)5- 5-EF2=2
730 cycProp |N-vj€-2-¥E9- S-(CHp)s- 5-yE=Z
731 Prop AgzAd- S-(CHp)5~ 5882
732 cycProp |3-¥@ld S-(CHp)7~ 5-2=2=2
733 cycProp [N E2d4- S-(CHp)5~ 5-EE%
734 |Me N-Z2H-HEgGED- [S-(CH)s 5-"| £ A]
735 Me v g o}u] S-(CHz)s— 5-UEZ
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<527>
<528>

<529>

<530>

<531>

<532>

<533>

<534>

<535>

<536>

<537>

<538>

<539>

<540>

<541>

# 2d
Al A] o]] Rl Rz A Rs
736 |Me 2 d-3-4- S—(CHz) s~ 5-UE=
737 |Me 2-olu] - EJo}Z-4-d-  |S-(CHy)s- 5-HER
738 Bt St ol E-2-d S-(CHz)s- 5-19| 5 A
739 [Me 3-Alo}-5d S-CH,~C(=CH,)~CH, 5-(A g d-1-9-£¥d)
740 cycProp |#d- CO-(CHy) s~ 6-v 5 4|
741 Me 2-Me-4-SAL= - (CH),~CH(CH3)—CH,CHy-  [5-(RE2EZA-1-Y-£X¥d)
742 Et 2-o}u| - E] o} Z=-4-U- | S-CH,-CH=CH-CHy~ 5-v| EA]
743 [Me 2,5-tig-Fed-3-  |S-(CHy);- 5-UEZ
744 [Me #Hd C00-(CHy) 5~ 5-(FHd-1-4-£¥d)
745 Me 2-Me-4-SAHEHY- S-(CHy)s— -S5F92
746 iProp g d-4-d- S—(CHz)s- 5-EF902
747 Me v go}u] S-CHy—cycProp—(CHy) o~ 5-0| S A|
748 |Me 5-dd o]u|hE-4-"- |S-(CHy)s- 5-HEZ
749 Me 2-Me-4-SAE Y- S~(CHy)s~ 5-Alo}x
750 cycProp |FFEEAINE S-(CHz) 3~ 5-AJo}b=
751 |Me HEZ#ZY- S-(CHy)s~ -Z808
752 0 Al g2 S-(CHy)s~ 5-EFLE
753 Prop N‘uﬂ Q—Z—ﬁ] %g" S‘(CHz)a‘ 5‘%&&
754 Me N-ve-2-9 E4- S-(CHy)s~ -ZF0=
755  |cycProp |N-Z=2H-HEZFZI- |S-CH-CH=CH-CH,- 5,6-t22=2
756 ne =y C0-(CHy)s~ 5-1 5 A]
757 Me 4-v 5 A Hd S-(CHp)s~ - 5-JER
758  |Me z2g C0-(CHy)s- 5-1| £ A)
759  |Me 2-Me-4-S A =D~ S-(CHz)5~ 5-1 5 A]
760 cycProp |3ld CONH-(CHz) 4~ 5-Alolx
761  |Me FtE2 B e S-(CHz)5~ 5-A o}
762 Et 3gy S—CHy-cycProp—(CHz) o~ 5-9| 5 A]
763 cycProp |N-vj€-2-3]&4- S—(CHz) s~ 5-EF0=
okstd o go] o
A) A
st7] 2 E AAlv= T4H WHoeR GA| AV ANA TFEESITE.
A 125EH9 &2 40mg
S AR 120mg
Azl 13.5mg
dEQ A 45mg
oo 22 (Aerosil (5-5H2F3E)) 2.25mg( AT F 4 A Ei4H ] gty oz =43 F4h)

6.75mg(6%2] FH o] 1~E)

B) ¥9A
A A 3025 E E4 20mg
Fo(core) A= 60mg
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<542>

<543>

<544>

<545>

<546>

<547>

<548>

<549>

<550>

<551>

<552>

<553>

<554>

<555>

<556>

<557>

<558>

S=S3| 10-0775720
BEHA A - 584 AF AT
DD, A% A9

29 E A Dy z
=24 2 De- 8 A -3 CCL 1,3 vk~ AR A E{Res. Biochemicals Internat. (W= 01760-2418 =jA}

FAZF Y 9 2Egsve] 2o 2A)ERE TAMSIE A ATE A9 Assan

_Hl3 AR=% & =%
=0 AEE 10% F-efobd % (GIBCO No. 041-32400 N), Y2 /ml 100 U 2 0.2% ~EEwlo] Al (v vfH

A=F AE| 22 1 24 GIBO BRL #13%)S 3 RPMI-164001 4 FAAIZ T, 48A17F $, AIZES PBSE Al

3t 0.05% EFA-T PBSE 587F wjekstget. 1 &, 8IS wjXE =3HA]7] L A ES 300go A LA
g5t FASAT.  MEE &3 (lyse)A717] Hal, ZAS &3] W (lysis buffer)(5mM E;i—HCl pH
7.4, ZEAE 10% T PEA AAT, ool &8l My 1wl F 10748 AE FE 2 4C9 itoﬂ*‘i 3
AT, 7] AIEE 200g0 4 1023 AR A 71, ARES AA D4 Fol 7;1%]'3}‘21‘;+ :
2% A%

D84 AT AW gdal, AW BFE 250 wF ok 10740 AE R, Wk 3 [120m NaCl, Sml

KCl. 2mM CaCl,, 2mM MgCl,, 10uM F=a], 0.1% of2~3 =B Ak @ 0.1% BSAS 3851 Ea] 2~-HCl 50 mM(pH
= = — p
7.0)] Fol WHHAS AT, AY B F = 5 L
JEREL C A B EA mE Aol A, 30T | RQeEET
, L0 E%ygto]l= 0.1 nM
o Wl MR, 10" Mo AvH RS 3 n
FA . Me| 3 AEE ALgEte] MEoly AFE AR,

MEZ M3 447 (Skatron cell harvester) (=2 o] o2 A A Skatron AE) AolAl GF/B &
(4= Whatman AF)E Tl AHGAA 8 Warezis 2 A PAE =S Ry, DEE

HC1 H']J’](DH 7.4)2 A ‘}i = R = = , Bf=
o geaae o, 9 A=(Packard) 2200 CA o1 A A BA 7] 2 AL&ate] HE Ao 5A

Ki 3t 27+=(LIGAND) T2 & ALg3ts nAdg saREaos AAS .

2) D, 2% AE

AE Hj e

o} A 3] 135 =3 = o

: A ZEd <7k =yw _1 D2A & A4S 2= HEK-293 AlEE ZFEhe) 2 (Glutamix) [(AFF) - RPMI 1640
10% $-Elo}d ) 23wl 4 HEPES 25 mM oA mlgA AT, RE vjx:= 18 o fyadd 100 §5 21

nLg ~E#AEuo]Al 100 ugs 3Rt 056%) T FE 97 2 37T AXS %Xl/\l?ﬂ;}M )

a-= A .

Al Q. hy =1 =

ALoA 3 YA 587 AEE EHA AL (EHA 0.05% &X)3lo] Agle] B3 ATE 93 AEE A x3A

:. oJojAl, o] MEZE 250 gollA 103 GAREAIZI I, 4Tl A 303t &3 W (E] 2=-HCl 5 mM :Lal:i?

Z 10%, pH 7.4)2 A3}, %%ﬂﬁl%ﬂ}%ﬂﬁﬂ]li ﬁ%%%Aﬁ}ﬂmﬂ—mcwqﬁﬂam

Tl o

o

FeA 4% g
125
-A 3 =L 2.3 2] & ]
[-29HA2S AF83F A3 Ao =347 D =84 (81 TBg/mmol, DuPont de Nemours, Dreieich)
AlE S SHE 3
18 E£3E(1 ml)S ek W (5omM E=l2, 120mM NaCl, 5mM KCl, 2mM MgCl, 2 2mM CaCl,, HClel )& pH
3) =] =] = = -
742 2A) 2 0.mM -2 B(FAF B 27140 1p) SR s Sy 4F) £k Y 24 =
o AE 1x 1042 FA%}

}\0164 SHES 25TCAA 607 wlFAIZ &, 2INER NE FAV(SY ZFAFEZE A ZinsserZ2FH
— a-
7 ) 2 C]A GM/B ‘n‘j/]}\ JEJH( oi Wharman ;"ﬂ o )“ ‘SH 04%”\] ] ‘\L]H o]/g F/V\ Cl ]:HA(
: 7 = = = -H DH
7.4, 50 mM)i /\Mcfjr, J—H‘ ﬂv_. 2200 CA ﬁx‘]]}?j"’]’ﬁﬂ—r7] /\|——9—0F03] J’]Ei*l‘oﬂ =7 %E] o/\|—§]'/‘3———: Zéako,ﬂ-ofoi[jr
il = = o .
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<559>

2l (Cheng and Prusoff

A

e

3]

21!

]
N

ol

<560>

3] 100 nmol ™

wr

=

A (1p = mw

al

1

<561>

}_

(=)e =2}t % D, F&A

ke
=]

45 W54

Q]
=

4

pK; (D3) %}'{D:s f,‘—%iﬂoﬂ ]

§l_

2 7] Skl o

Ald 3, 4

Al
=

<562>

3ol HEb.

obel %

173 (K (D) /K; (Dg) )&

b

o &

¥ 3

0

!

~

78

67
81

pK; (D3)
8.02
7.96
8.37

Al el

<563>

wgo &7
ol

Q13 D,

spgow

=
-

1513
=

i

<564>

o

I

el

H

viel

PR e

KeN
=

] ZF(stroke)

o
=

<565>

(o], =

2-g+ A (GABA chloride channel

A

=

F2hol

(o], MiztjobAlA), LSD, ZhpH]|izo]

GABA

]

)

&
L3t =

ok
=

ysd,

A=}
-

complex), ZAA,

A el ZA T,

ol

D (N =E A,

3, 4-vil & /o) 5 A -N-v & ]

o

Njo
B
TH

viel

<566>
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