(19) 3 =53 H(KR)
(12) =553 FEB1)
(51) . Int. CL (45) Fd=}

CO7D 401/04 (2006.01) (1D $35¥%
(24) 5543

ol

=53] 10-0642231

2006d11402¢¥
10-0642231
200631049274

(2]) =499 =% 10-2003-7010839 (65 TS 10-2003-0082940

(22) =d4d= 20031084184 (43) E7HL = 2003¥110423¢
HgE A=At 20031084184

(86) TAIE=AHS PCT/EP2002/001746 87) AT HNHE WO 2002/66458
A E=A LAt 200211024194 = A& 7)< A} 200211084294

(30) A5 10107683.5 20011024194 =< (DE)

(73) 5314 w222 Al <l st

£9] ¥-89079 && 1t T-ol=F-FFEZH 3

(72) v+ =} 2}-9-3 g7 el
5URI143E T AL FE A 65/2
AT, Eok
£9189073% 59 o Yol - E kA 22

R R
£9]18914382}9-H A -nlo] e nto] & & 1| 39

ExtItZ2 2
5U651102 AL AFTE A 18
TFEFOI S SR ERIAI6/7

(74) Rl 2l B
)%

AARRE s H 5t

(564) 2-E] - & o|ntE F=AF R Ao Mg I &=

e o) Quka(Dow el 2-F 0 -A 8 ojugE § 24

i
z
=,
2
o



olrt

=53] 10-0642231

RI
|

R4 N
T s
R3 N

4 %, AR RL RE RY U RN AN 2112 vhsl 00 2 ol o9 sk e ey R/ Aol R
Aal 75 AAEE e} Axd ol akat BdE Aol A wo 4 s
5191 0]

2-E| 2 A& o HE F A

g Al A

Bouge Agag 9 Aol E7 BE Ad 715S 2t 2-He-A @ ol nE FEAF, o) F HPES LY b4 £
HE R AN T Go] B Aol

Wl A7) &=
el A4S 717 oFgl sty o7 Fado] 9l ot E: 5 E S oju] LA At L Tl M, 4,5- (3 EH| Z)oFH o] ]
UF F328 71 gt Eo] o AASHA AES I 9o, 15| ZHE okAISHA 7] Fo]l & A Atk S A 29 2] 7t A
3yl shgtEo] &ElA T v =53] 4,585,771 = A2 A7 229, 1=, olvthEY T EHolEd YUYz E A
g3 g 9 gdy A A4S 7H 4,5-H Do) ntE F2A /7 WA E ] At w53 4,528,298 H 4,402,960
of =, A2/ X7 e, Aud e AxdV|E AXA dAd, g, N-SA T2, 9grd F%o}}—a‘ E= Eelld 2
oz il%‘rﬂﬂ AT F Faex] A48 717 4, 5-tGEIH R) ot ol utkE: f- A7 7F 7] XHQO% e
4,461,770 ! 4,584,310°0 = A2 X 7F El o, A¥d = XLV E AAA XS = v X3 Zlﬂ&f ehsl A2 23k
1 B3 §9%F a9E 7F 4-(5-0}2)-5-(4-3| €| Zo} ) ol t}E LA F 7} 7] A= o] Q).

DE 198 42 833 A2 X7} sl d <A E o7 = 2|34 4-s g 2ot -5-gldo|n| v =4 Foll &3k Aolt}. o] = 3}
SEL g5 L Aol E W& Aa) Al 24 ZH&-3kt, W099/03837 E W093/140810l = th 9] &4 Aol E7H
o #d& Asfshs 2-A % Olﬂhﬂrzeﬂ 71 = o] Stk W093/140810 71 A= o] Sl= ka2 A29 Ao & A=
7%7% H2E oE-f X 87] i ol i S Eold X8| S zh=th W091/1066200 &= oA € -CoA: 8| 2~ H =
O-o}4 Edl v ebA 9} Eiﬁﬂ TxA, 9 A& Adstes olnthE: fr=AlF7E 7141= o] Atk W095/0050100 = A&
ZEAAGA A A ZA AFESE 5 e oluthE A 77 71 A E o] Atk DE 28 23 197A°] 7 Al H olv|thE &

ARE FAF FLAA 2 WAAT 15 e

J. Med. Chem. 1996, 39, 3927-37l = 5-2] LA AlUA| - E Al ZZZ A AUA] A8l 7]5& 2HaL, Egk Ao E7] A &)
7158 2t 3R 2-(4-WEdTded)-4-4-ZF 22 d-5-(F P =-4-Y)olut}ZFo] 7| A= o] 9l

TA 9 = E s B, Axet] ofya, 3 150 frade] el deA ok



=53] 10-0642231

llll
R4 N
T s

R3 N
(4%,
Rle
AIA R B, s B NS SR B O -Cym AR, B b B 670 0] fhelAbeh N, O B SE o] Fofxl &
oM Aelw)i= A2 A 1 EE 279 sz AAE 2hs 0 geE B go g A$E C-C-2:

WIS EE, S ol4e] @Rl € i C,-C- AT R A o

o
=)
s
N
N
i)
N
o
t
o
_O|L
id
t
(e
4t

Mo C,-C,~¢ A7 & A8 opv] =-C,-C,~ % ;

oF 717k 1A R S, S B e C)Cym AR AR orleol e

b X+ 67“-(:4 Q%Z}—S’}, N, O ‘3‘1 S= O]‘?‘ﬂﬂ 301]/\1 /;jEu]QT‘:— /ﬂi %%Xj]?l 1= 27]1;4 fﬂ]Eﬂi%x}—g— 771_&1: Ho]'f—’g:é— o
= e B giu (o] HA%A Ao v X3 e, 1,2,3 B 4709 Cl_c4_?:'_]'§.'—__17], o}l mi O]—E]E—Cl—
Ci-2A7 = A84)

2 o] F oy oA Melw

Cl_c6_%_]'7‘:_l;

A9717} C,-C,- %2, #2270, C,-C,-L AT, C,-C ~% A7 Y 9 C,-C,~FAAEUY R o] Fo]7 o] A A

He Az 5949 sy B F e 1875 e 2L 99-C,-C, -2,



=53] 10-0642231

Shb i A)S] R A W/ AR B Cy-Cp- AL (Y1 BRH 0 B e T A9 C,-C,-
A e TR QAR ATl E F5);
C _C6_OEL?]1év

WA B, S Fe) C,-C -k i @2 9A% A8E o & Y2 X 2E Cy-Cy- 271

= 670e] SRS N, O % SE o) ol Q el Hes e AR HYHl 1 270 SR AAE 2 g
Ara A, C,-C,-2 A, €, ~C,- R4 = € -C, -2t A o] o8] A2 C,-C-2t;

C,-C,~%7, 22, C,-C,~%A 45, C,-C, ~F AT T C,-C,-FAHTY 2 o] 2ol oA Aus A=

R'3} R%= 3] -CH,CH,-, E+& -CH,CH,CH ,- o] 1

A2 R R R F SUE C-C-2 A, &

= o7l oA e M2 =Y
91 EE 27 R RAE 2 B 8

=
GE1Ze C -Cy- 2, o, C,-C,-

u

ezl obr] e, H-C,~C,~ 2oy i, d-C,~C, - Zo}v] xR RPCONRS-2 o] o7 ol A Aes = Nz SYHe)
,C

1= 2709 (8718 7P % £, o714 R%= C,-C,-22: C-Cy- -CmU A W BEAOE o] FolH 7
A MEsE A= 5PN ) EE F o) AR E PR B A YEE Cy-Cq-A FREA )0l 3, RO H; C)-
C,~%7; = M gl)o]ar, w3

iz RY E RIS OhE dhubs € _Ce-4, e WA S i, $27 YA A ofolm, 1 YL RIL R F &
A Byl C-Cy-golof e Fa,

R'o] o}2-Cy-Co- 27 Hi= ov] -C-Co- %S e ™, R%E $AH T Y- B S0 85 b -C,-Co- 4 S

LHERE.)

A7) 21D 9] 3H3HEo] v A & e ol A=, RIS afu e F 9] Sl =2a7) wi uEakE B g A%
A B3k C-Cy=2 s Cy-Cy=EAId; Cy-Cy-A 2L 3l o1 o el 97} i C,-C, - a5y

2 A ghE A v ghE of-; ofn| Y] 7) sk = 7S] C-Cy -7 = A& E A

1 ¥4 =
opH )7k St B 7H9] C-Cy- A7 2 A G E A v #hE obn] tmobdls ob-C-Cy - 5 B 671 9] Bl
Ak N, O B S&2 o] Fojxl ol A e M2 53]l 1 = 2719 sﬂ 292 2hs W3S Be g 54
A A (o] HagA Ao dE vA e B, 12,3 B 4719 C-Cy -], ofd B o} -C-Cy -7 = A&

el

R%E H; C-Cy-22; A 9717k C,-C,-%2, &24, C,-C,-¢AAnd, C,-C,-<¢ 24 3d 2 C,-C,~¢AAxd=
o] Fo R Tl e = Az HYHl st = F NS VS TR 2 9 E-C-Cy -2 Cy-Cym 2 3
U= e A 94 g/ Hd T2 A8k Cp-Cy-L A (Gl 7= C

~



Nz

.

PES

1
T

=53] 10-0642231

SEROERSEIIE PUBCE TS
o) ol Al A EE =

=
-

=

=1
6-0.2 o] o]zl ol 4 Aels]

S& o]

=

]’"]' T ":l_.‘ 7H‘q Cl_c4_
)

29k N, O

°©

opH] i, H-Cy-Cy= Aot ke, 9 -C;-Cy~ & otr] 1= B R’CONR

y

-
Rs

Zkek, N, O

R

2

-

)i Co=Cy=271d; v & =,
6712 &

195 C,-Ce=71d; 5 4= 6709 3

271¢] el 2 YA ZE= vlw
Cl_c6

R

ARES

271¢] e =

i<

1

s

TC

R

1

d o)
BE\__
7

S
S

=
)z R 2R &
z%gll
_o}
=

=

4

=
C

o
=) il ol 11 = = ) N :
E Moo = B B I o I B 2}
— - : 0
S i £ W W e e ow w
Mo N © B oy m,. ° O W
W 0 M 2y i o T o = )
A R o 4 5 T owo W i
u} :i —_ OTd | N - q —_— z..:o L LE sl -
< X T = e o o9 = ‘
T o= e g Ty DS A
L LU B " L s B W o =T > B
L9 x . ® IR W O gl m
O e - 70 o R ol S S = =
O W oy T = X X I B w
ST s A T o4 Te 27 b w )
Boor e K =% 5 S - s !
- Mo M_. W o5 B N B X <
SN T T N =5 1
R o X Togim W R .
ST P 2@ m®E R oo A
| 0 ‘_l N i . - - - s
S T E T W ® = ow 22 L °
- o © 3 0 ) o W S X ~ !
M ~ o . wjr & N
w4 O o ) Hoow B T _ iy
2 K e - ~ ) TR | JJ) — e us o =
T T S M w4 MR ] TS W
- b o B = N al = < o
Cow T B L Gl How o ww Py -z B
- N & =l T SO " o H o} Hn
@] Top =K o MM M © . MHC < o~ P_v4 ﬂn_ﬂ il o o )mﬁ A_T
_,Wf Koo N WE ™ ‘h 1‘Ur| —_— o mI — ~ E__l ADAA X Lty OC
2 2o F ) BT O = o
T 2 R o W T wouw T Ty Yy ARG i
=N - T Mo o owK RE LT B oo
Nk A oF —— X < . fyl 50
T O,OFE o E o owmom o FT2FT oy owog e D
M= o B X ooy o3 W o =r R T L
i w,.# N_.O an 12_@ #ni @W ‘_Mlo.ﬁ O,ﬁ :.L ,;Imﬂ Exﬁ E__n ﬂv_ﬁ ! oy LC ;‘m“ ™ o)
o Tom LR " oo m M @Y = SIS Lk
O WI oﬁ o MM = woo< o  Hr i T me gt -
T = X 2 T - 3l = £ T N o ~
Sox o d T ok Smo ok ¥ 4% T L %% zE <
EE m o o) Hﬁa B ‘EE " #7: ;Iofﬂ iy ~n OE rL iy N o) ~
- = - ~ | T - _ T = &) BN %o
By - o Kl Bl R = w wooow L By T
L A S T wm o w O O o
XK T By Ta po® T o 8w om e " mﬂ o
T op M T T P B ) T = - ) o
= ol # X ) ) | il a3 =y
< o #H oo W B = =mE A T G =
D - o = = L SO ) MR 9 R
[~ v il NV oy ol H = B e WE M — 00
wowo e mo LW P od oms wEa N ® o A® F
u o =y R % ok ol ‘ol LU NI s = on o i -
i oLw Ba L oo Moods g R OO, B og .
T35 9 ® mﬂﬂo T 9 e m i w - O Y ol g i~
TR LR T T 22K yr 2Py L2 o CZw 0w
7 o® oo Px Py o N % oy woig ¢ X2 T® 0=
o Tox g Fgog TOMOT wm o wmp P o8 £ T® 0w
ok oo oW wmlw 2 P S TH OTMT T o W xR f

Rus

A A}

-

Foel

°©

sy
a-

3 A= ol

S

Hhe4

st

°©

ARA Dol v

=

1
A

0

izl <

)



==

= 53%] 10-0642231

RIE C-Cy-94, Cy-Co-AF RS, B3] AFRZRY, Bt sh} Bt T /9 42948 2E 23 24284 9y
b 53] 9)sel e i 2,2,6,6-H Sk e s o @) o] wek sk, S8 vk A sl e, sl d EE 2,2,6,6-¢
R EEEEEN SRR R RS EE P B

[ m“l

R%= 7] 9F o] A @H o £, C-Co-2A (M, o, -2 2% £ i-7d) B §d-C,-C,-¢7, 53], 2

o mhgrajsteh, 53] nhgra s, R2 & 58 A4 Ao, C,-C,-2A85hd, C,-C,- 4243, EE C)-C,- 204
Edz AE C,-C,-2A B M dolv,

g o] Ao, A EA 0 HEI e T G A HUE i 4] H7) dolol e Bt A b el A, B
L Q2 o] 1Y)ak i B2 ERE AL, A|EEA 2|1k, Fukal whal wheal Al of g a2 H AL FREA So] §7)
ko] Ahg-#l T

Bk o] o] gk R2+HQ 3 EL 20 FAH o Z AxAct A1GAN A, A Lol X3k o]n|t}E-2-E] &(R?=H)& A%
Sk Uh, o] A S A2 Al A Dl X377 EYHES d-S-A] 7Y

Doln|thE 2-F]29] Az

=

2709 34 WA (variant) = o] 7| thE-2-E] £9] A ol AL& 8 5= vt L F o] WP A S Rio] 4-Z
3RV 4-9]2 99l B FES AL EE AE A WA o Audt) o guZd RP 2 RIS 2 g EE
o2 Axg 4 Ut

R84 (1)

ST GTEE EUATDE ST, S o, 2ok 2 (- ER LAY

FE()ow Hﬂwvm} 0SB S BEHEAAOR AR 2 oAb o Mo 9

A Alo}iﬂ%—xﬂﬂé}ﬂﬁ—(zl—% o2 Y)-1-(U-T 2 D ER=(FFH2(2)E v, 1 0L wAeIA, 62 51,

oww% Eas o}@&omo}% So] o} Al S ALR Tl o)) SR (29 A2 Ao UER 23S AT, 1 A% A
© 23 9)-1-(4-5 2 D)-a- o] =5 A o] 1] 1ol BH A=)

ml

o] %ﬂiﬂ%— AFESA, 312(50~90C), & EA (o eh2) Fol A, 1,3,6-E& X3 AAlslo]|=2-1,3,5-Eg ol oz
R Au] H,C=NRIe] ojqlz} 123} kg2 f3to2M, 4(4) o2 YehlE oln|thE Wg Al A3 Ao da

Aol 2 $7] R1E 2h 28 5-(4-BF 0 29 d)-4-4-9] 2 D)o] v & N-Sabe] 22 Q=th, 71 the, 4(4)e] o] 1]
UE N-S AL 28 2,2,4 4-F| Eehi| 9-3-F] 0.4 F 2 EH=0] Gash §AISH WA A Tl Seh 3-H 8 5-(4- BT
29)

ZHd)-4-(4-9] ol thE-2-E] (3= (5); R%=H<l 2/(D9] 3¢8)& du.
H]—.Q-)\]!l!:
gl o3 Bl 2o 94 AE=AEA 1)



ol

=53] 10-0642231

o
_C.H Q CN
AN 0o NC
| + NaOC,H, | A
N = F N -
F

)
‘ 48% HBr

O,
‘
O,
N ?
| N NaNO, | B
N~ N =
F F
@ @)
J H,C=NRI
N=— N=

N Y/ 1zu ",

iy o y/
“ITC. AT

N
\
H
F F
@ )
N=
4 P
N
| )—SH

L]

8 A (2)

L ( D)-a-s| =FA o m| o gk G A (DNl A 7] A 7 ukot
ol Alxzdv(teA 1, @A 1~3). o] & 245 AHE-8te], jES-A(2)0l] whef A& o] nthE-2-F] 9] 945 e

o,

H]—g)\]gzz;
i ol o3t E]>o] Al AR (HEA 2)




T =

53553 10-0642231

o, N= )
R1
0] /N \ I\{
X H,N-R1, HCHO | >=o
I i
N~ N
F \
H
)] F ©)
POCI,
N=— o

) Y

olo
>

1)l whe}, 2-(4-BF 0 2 Y)-1-(4-3 2 D)-a-5] =2 A o] v el §&, AN NH,-R! Fol 4 A 85 ofml
S5 = ok WS A A, A 7H A(6)9] B, F, 1K 3 4-(4-FF 2. 23)-5-(4-] 2 D)e] v thE-2-
)AL Y] SAPTL T A A DS HTHE, Z, 1-7 8 A-U-F5.9 2 d)-5-(1-7] e Dol
S8 YA o) SHES, D100~ 150T), 49 AR S} FoIA), 4-F2 20 AE) 23}
£ 1-X 8 4-U-EF 0 2309)-5-(1-9] 2] D)-o] v} -2-E L FHF BG)E P&

!

olo i o
Y n2 nlm
i
i
BN
E

>
A
Ee)
oo
_O|L

e e
.ﬂ

(T O orlo wE rE

ik il 5)= A291 Aol A o] & At 2] ghol| )& 2 ol o] gt
shghe = E‘i%‘r%ﬁ‘r. %71 ilii%, E-5-21(3)] B shghE ol thall oAl g 2 ol yEkd wpe} o], X3
<] EE(5)S BE4 T4 A(d, &) FoA, RE-Xo} WA 71T X &2
a E

rt
oy
By
1o
o
>
o
fl
09;2
:(I:vl:
)
k0
£
N
— 0O
=

ruL
S
E
a
N
o

FAAH 2 (acuna) ] Al29 %] 7F H] kel 2-F] Qo t}E 33tE2 3
7hell o8l A& 7 Atk A=, 33kE %EH%%}%%Q A7(A = 5, &2y F5

G0 e 48 .

F Ao e sguG)e A9y
FFApol )5k HES R F, AE

3-A8 2-FRE-4-(4- BT 22 D)-5-(4-31 ] D)oV h 234 (2)9] HFB(D)HE v]5H= 1] 20bE] oof
H2RE Az PR NP4 SR, LRI = $)F) A B ol E 29w w3 te] 4

S 21 (5)o]] whet 53l YA o] A A FFES AXT 5= At 1-U-ZF L 2HY)-2-4-1] 8] d)-a-3]| =5 A o] 1
ol (-2 (1) 3} FALSHAl Do) S SR EA R Fho] vhe-2) (1) 2] WhH I} upzl 7R &2 A §Fek ol Wl 3} "Hk-S-A] ] o 2 4
21(15)9] 3L A=) 33E(13)2 WO 93/140810) 71 A R o= Az 4 9l



3.1
N y/ ]\{Rl N / R

N
| />—s—CH,
N

F F
[©] 3)
3.2
- N=—
AP AT p
N
[ D= — [ s
N N
F F
) ©)
3.3,
N= N=
1/ P /] F
N o]
| :>:S —_— l >—SI
N

m
m

) @10)

) (1)

HE S Al 4:

H| 2ol E]Q o H = F

N= N=
N N}u 2 m.@ . »fm
e e
F F
) 12

=
=

5] 10-0642231



==

= 53%] 10-0642231

(13) (14)

A4 2ol C-Cy-LA 7] & zte= oM uSH &, A1 B 2)3} vV =2, t)-8-8h= a3 =5 A] o] 1] o] B= (3}
7] Wb 2(6)¢] 3= (17/19) 258 A=t

H}E-S A 6:
4-molm £ =7
6.1.
NN
I/ o
——
X
NWO H
a”n (18)
6.2.
N
F .
—
0 N
S [ )=
Nowg e N

s (20)

_10_



=53] 10-0642231

1

bol, B9 WP O 2 ASkAI AN, WS BHE C-Cym

S

¢

el

el

gl
23|

=y

=

F

F
F

s, o] A=

2(8)el whet Al

(e} [e}
FES U

ﬂ_é‘

]

EERERY

)

_11_

HLo Al Q-



COOH
Y Ac,0 Y KMnO, o
Nez —— Nz e Nz —
NH HN._.O HN._O
2
T A
(24) (25) (26)
F
CN
N N /@/\
| N
col Nod /| e =
_— - —_ N CN ,
HN‘fo NaH HN._O
) Y
(CDI = L2 LCI0I0ICHS ) (27)
F
o F i
X
Ac,0 |
HBr (48%) (s Ne o
N HN.__O
g
(28) (29)
F o
F o
2 CH,=NR, N
OlE Aol A T E ~ >
—_— | | —— | XD N‘ —_—
N~ N.OH or Ne R1
HN_ O R1\N/\N,R1
Y (3™ e
e
R1
30
(30) @1
E F
F
n
(o] ‘ S N\
X N | D—sH
——— | k1 == I A N —_—
N~ N R1
HN\rO HN\ro
(32)
F F
N N
) -R2 N ~-R2
R2—I S |N>—s HCI (10%) N IN>_ s
(32) —_— | k1 —_— \
Nz Naz R
HN\ro NH,
(33) @5)
F F
CI\_R5
N g N
| »—s-R? o, | Y»—s-R2
S N o N
Nz R1 N = R1
NH, HN\n,RS
o)
(35) (36)

_12_

=1
o

=
=

E
=

[¢]

1 10-0642231



T =

53553 10-0642231

F F
Br—R7 N
‘>—S*R2 : | s
NH, HN.
(35) (37)
F F
N ro N
N 2Br-R7 [ y—s-Re
N
NI ‘R1 —_— S N\
Z N~ R1
NH,
N
R77 Ry
(35) 38)
F F
- N
‘)‘S R2 , [ )—s-Re
~r N LIAH, N
: R1 — Y N
N =z No = R1
HN. RS YRS
o) HH
(36) (39)

F B 2-olu e —y-¥FA(24) ] ol 7] A F W TR EAS ALEEte] ol & YT O RN HEE
ok 2L o, SR (259 W' e, 20~90T 9] 84 wiA Foll A, AEbLE 58 AHEste] 7
o}

A} oj7l 9 HAHA26)} 4-FF oS o EL EY S 2 W
Q1% AA G 2 A3t el s el opvlwsl 4] o AR/} AA Slo] B3t (8)e] B4 H .

L1 A3 dY
)l A 714 &k mt

zd
il
G

Ao A, okl ks o & B, oA EAE AHEtel ob e & B F R, B W
0)& MPA (1 E 2)9} gol, B2 B3 WHHLh o HEEol, W43, 4 2

, Y8k A2 RPE EYE.

oo O
i o T
\]-ﬂ

o

2ok A1 AL D71 B AN, Aol A 0 P 2 Ao Agistel SR AR
o o2 @S Qv obl AGLE 59, o, A Eeelolm e i 05 Sol Ry §, 5

= e Gk, W Fazeho] = s 1,2-6) Bz ol €) FoA Ul gk 4 Faebol = RCOCIE ool
o =N 4] obaHE B4 G71(el, Bl Fobi)] £ stel A SEFOE WA

A5 okl BERS AxS] A, HEEES, FASNES Fol @710 24 stol, B84 SAI(e, MY EE
SPEIE) F ol 1 i BT ee] QAN Erfo] i AU AN 2ofe] ms g A, HHEGT B (39 Dtk
2 ol ke, o

S (34) = (36)2 A& 59, HESS| =g ToA, gadFrastel=eto| == g9
0]

_13_



olrt

=53] 10-0642231

=)
o,
2
1o
o
L)
%
il

AN Un vitro) 2 AN (Un VJVO)Oﬂ SR |
Ao A Fa3st &S 3= TNF-a 2 IL- 13%4 L]
7113ko], W A] =8l o] A} 445'4% 2 o] x| 7o

2 Aol E7-"E AE) 7] 5S 2=tk A}
Ao}, & o o g3tES 159
Hgsiy, 152, dE 59, AMEY

(o3
o2
o

_—

olr oX rlo

2

o B

W > 9 r
)
™ rlo

oz T
2
:(u)l:"

o
o ofN ffy oF O HTI
2

o
=
o
[»
ox
e
i

A, 5%, WEF &, o5, ABH T T35, HIVE g4k HIVA X ujj, vle] ] 24 A4,
2k AW A 2= %Ei, HIV 224 == AIDS°ﬂ AA Y T-AHIL &, A4, 34 #1449,
2] A

!

ult4
OIN 12 (o
oX,

U

F

A%, 5 3%, 0F 253, ool g, W P AP W 3

CECREE TN

o F}‘N

o

N
2w X

1€ 4

i ol -

in fammatory bowel disease: IBD), Wy g /Qz;é o) A
d TP EFE A TE Y ZTZA(ARDS) U s &Y =

1‘
% X
_urﬂlr

I
o)
o|\
L
M

£

Mo rte
HU 29
X g

2

)
Lo
(o] ]I?l',

N
w

-
Sl
2 2

4
u!
ol

i
¥

= -
o; ek ol

¥,
(o

A 28 s G S A9l S ASh Rof Bl e B2 378 2%
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o] A ~ANEZHL C. Donat B S. Lauferel] &) Arch. Pharm. Med. Chem. 333, Suppl. 1, 1-40, 20001 7] A€ w}
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AP EHE 7 ZH-EDTA A8 A&l H7hetar 2 &S 37C 9 CO, F271(6% CO,; 95% 5 71-2£3}F g 71l
A, 1583 A kgteh, 1 vk, 471 &S 37T CO, F271(5% COZ; 95% +371-E3F 371l A 4A17¢ &3t LPS
6)

Tpg/mb 2 AFFAIZITE 7] BES Dgof Fo] uhgS X 1%]71 , DPBS ¢+F S #7138k & 1000xg
o= 155—& QA Ee gt} 1 v, ELISA] & g3 A F9 -1 2 TNF(H oS AA 3}

1

oL

PBMCsE A&3 A& 3] A ¢

1:30.% 3|A4% A3te] ZF-EDTA A 255 d g4 28] (Histopaque-1.077)(3E )l 23] w3 A&
(PBMCs)E w83t} #2ld MXEE DPBS &5H o2 23] Mlgstar, vpa 2312 SFM v Aol QA EAA A L35

1} 1004 3 /me = =A 8k},

Aozl PBMCs @& (HE 247k 390p0) % A8 B2 S 37T, CO, 3-271(5% COy 95% 571 -2E38F 7Dl A 1587t
Avjekatel, 1 ohg, MES, 7] Aol 37C, CO, F271(6% CO2Z; 95% 5 7]1-2E3F F 7))l A 4A13F F3F, 1ub/
mIéA LPS(E.coli 026:B

6)2 A= (stimulate) A1tk AMES &5l Fo] w52 AX|A]7] 1, DPBS &% < % 7|3k
3 15880xg® 1287F QAR st} 1 thS ELISAY & 83 AN 9 -1 @ TNFa 48 AA s}
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ol o)k shghE W a5 Al WS 5h7] AAldel ofate] o Ao R dAuEtA|ul, o] & Wy o] A gy =
o}

A 1:4-(4-ZFF 0 2o d)-1-vd-5-(4-9] 2] H)-2-F] 9 o] m| T} =

a) 2-Alote-2-(4-ZF o 2Hd)-1-(4-1) g )l et

Tto] o ghZ 250mE 55 YHEF(17.3g/0.5)0l AstAA H7lstdlth. L ths, o] Ay B4t € (75.8g/0.5%) 3
4-ZF L 2o EYEZ(67.62/0.58)% Aetst -, 1 EF=S 1583 &7l 74t B2 5, = SF
T 600mE F7bekith 1 EHES F AHHCDE AHE-she] pH1E A stA 3 & w), st 3HehE 2-Alofw-2-
(4-=Fe=2dd)-1-(4-v g d)oleo] 4 Ad=ax JAHAJTG Ad=s ofdstal TFF2 Algsto] gatstelA
2218131(P,0,) 0.2 AXA 7tk 482 85.0g(62%) 3 T
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b) 2-(4-ZF Q29 d)-1-(4-9 &)l E}=

A 1a)oll A DRl 2-AJo}w=~2-(4~ %%9&\1%) 1-(4-3) 2] g)ol &l (40.6g/0.15%)S 48% <] 7+ B E 54241

(HBr) 300meoll AEA] 7] a1, 1 Hh-g 3+ S ShFsloll 18A17F &<t 7k 3ttt o] £3tE S, W7t &, 4= Yol5& A}

43to] pHOZE A3, o] 24 &<k H A4, xﬂ soll 711 st S o deta, SRR AR § 7Hetel PO &
J

AZNAY. &2 25.6g(80%) L.

0) 2-(U-ZF 22 d)-1-(4- 2 D)-a-3| EFA o] W] 1o B} =
AT 1b)ol A ol 2-(4-EF =2 d)-1-(4-3 2 D)ol Bh= 15.02(0.078) S 3F oFA EAL 70meell &3iA 2T &
11mel NaNO, 4.8g(0.072)& &3 &85 2753wl A3 et A H7hshar, 1 whe EE& A2 A ank

SFOITE 3R &, SRS 400w E A 7F8kaL, 1 E3HES A2olA] 3417 o wnkEglv) zﬂioﬂ 717 sk (3)e] A
A 2 A shee Addetar, SRTFE AT 5 skl P02 A=A R Y &2 15.2g(90%)

d) 4-(4-F 72 23 d)-1-M P -5-(4-3] 2] &)o] v ThE N-SA}e] =

71 A e 1o)ell A &

2 2-(4-FF 29 d)-1-U4-1 g d)-a- O]‘:E/\] olu| o El= 2.0g¥} 1,3,5-E g H & A3
=2-1,3,5-E o7 23S 20m 2] =gfo] o ek &SH*W] 3}l 107\]7} ZhE et Wz &, 3] Sk
(rotary evaporator)& AFE-3to] o &F2-& A ATl 2k o L2 gk xL}oq = Hodd el 25 H7tste] askAZ Y 1

A3 doj A =s ofFstar gt AxAR Y & % 82% A }.

AA 1AM d2 5-4-EF L= lé) 4-(4-v]2]d)-3-vd o] m|th& N-FA}Fo] = 0.5g& 20me 2] CHCl ol &34

&9 2,2,4,4-HEZVE-3-F L A FZHE} =9 CHCl, LHS %
&A% ARe AN A BAhe e, 1@%—3 A& %014 3087 kel ). A& % (ice-bath)E A7 8}, 2
1A% 5o kg A%t 1 F, 57 S8 A8 ale] 8418 AA T, 1A WAE ol DelH = A
3

IR:1/A(cm™D)=1601, 1506, 1229, 1004, 843, 832
'H NMR(dg=DMSO, ppm):12.95(bs, 1H), 8.69-8.66(m, 2H), 7.45-7.42(m, 2H), 7.27-7.12(m, 4H), 3.39(s, 3H)

Al 2: 1-olg-4-(4-FF wmdd)-5-(4-9]2]d)-2-F] 9 o] m| T} =

a) 1-"-4-4-EF23d)-5-U-Tgd)olv|thE-2-2

Aol 2-(4-EF 2.2 9)-1-(4-] 2 D)-a- 3 EFA o] 1] o B=2 WAl 19] WA (a)~(0)ol 7] A whsh o] A
ool £0a% 524 ATl £ LELENA =G0 4 ) FEA 5] 2
ARFESE At 37 F, g EFES GRS ALg el $4 8441731 CHCL 33 &

AZAE ol shatel A 34 S8 T AHEe] 4

1
Ak
Q o
N
2
il
Mo
a
=
i)
=
=
il
i
atad
N
NN

A2 <k slo] Al AT 1 A3 doR I AES ofwpste] 733t
of AZAZAT F&-2 63%A Tt
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POCly 35m¢ 9} A %Fe] NH,Cl& 2.0g9] 1-8-4-4-ZF 229 d)-5-4-F e D)ojnthE-2-2¢ H7tstar, 1 v-g
EFES skl 97 7kt WA F, 9] POCly tit-E& SFato] Al71etal, SR4E 2A=HA dol=
of F7bsholth. L E9E& 20%°] 4 NaOHE Abg-ato] T3hAA Al59 shgheo] Ades A 2 ddes o va

AL ghstatel P,Os = A Z2A 2 782 81%3th

o) 1-olg-4-(4-2F 229 d)-5-(4-d g &d)o|ut}ZH-2-E] &

NaH(4.53 %)= 10mee] DMFo| A 711, 4-F 2 2 M ZE] S(4.53%)S HAH3] A3tA17 H7iskdct. 1 vks 235
& Aol A 4523 wnbe vt 11 vy, 7] @Al A dojRl 2-F R E-1-0o"d-4-(4-EF 2 d)-5-(4-¥] )

o ugES Hrtsldeh I EFHES %‘r%aoﬂ 10713 7k ekl B2t & S8 SHTE H7tskal, 55 HCIS A

£340] pHE 12 248t1 7 232 Tl Lol 22 63 A4k 20%2) 72 NaOHZ 542 584474 A= 3}
el DAL Aot 1 AT Aoi7l AALE ol shela ekshel P02 XA - 50%3lEh

IR:1/A(cm™H)=3059, 1587, 1498, 1220, 837, 814

'H NMR(CDCl,, ppm):12.63(bs, 1H), 8.74-8.72(m, 2H), 7.27-7.17(m, 4H), 7.0-6.90(m, 2H), 4.08(q, 2H, J=7.1Hz)
, 1.21(t, 3H, J=7.1Hz)

AA 3A 4-U-FF R 2Hd)-1-n-2FH-5-4-F g d)-2-F] 2 o]n|}=

S )l 2-(4-FF 2 d)-1-4-T 2 D)-a-s| EFA o] M ol Bh= S 29 9] 1,3,5-Ed]-n-Z 2 A IS =R -
1.3,5-Edkolzlat w3170 A Slell = AAle] 13 BA% PE 0w Gakgich. &S 60~91%2] ¥ 919t

IR:1/AM(cm™1)=2932, 1586, 1500, 1221, 831, 814

'H NMR(CDCl,, ppm):12.47(bs, 1H), 8.76-8.73(m, 2H), 7.26-7.13(m, 4H), 7.0-6.96(m, 2H), 3.98(t, 2H, J=7.8Hz),
1.65(m, 2H), 0.82(t, 3H, J=7.4Hz)

A 3B: 4-(4-ZFF O ZFd)-1-n->2H-5-(4-9] & I)-2-F] @ o] W]t} =

Dol ek, A%el g Axs] ANA, B a9 2-U-FF L2 H)-1-(4-7] 2 H)-a-3] = FA] o] v] o] £}
=g SEFe) -T2 PobRl T W A7) Sl Aol 29k HAF o2 Pk 442 32~72%9) WAL

A 4:4-(4-ZFQ 2Hd)-1-0]h T2 A -5-(4-9]2]d)-2-E] Q o] 0|t} F

A% e Azar] A4, B 29 2-U-EF 0 2o d)-1-(4- 2] D)-a-5 =5 Al o] v o epie & 5 Eepo)
Vst ob 1ok 0511 A o A £5F B0 . Aol

IR:1/A(cm™H)=3040, 1584, 1500, 1230, 841, 819

'H NMR(CDCl,, ppm):11.73(bs, 1H), 8.76-8.74(m, 2H), 7.28(m, 2H), 7.17-7.10(m, 2H), 7.0-6.92(m, 2H), 4.89(m,
1H), 1.48(s, 3H), 1.45(s, 3H)

AA 5 1-ANEFRZAA-4-4-FF =5 d)-5-(4-F 2] d)-2-E] S o] W]t} =

A5l shE S Azek7] 984, @A a)e] 2-(4-E 52 25 d)-1-(4-7] 2 D)-a- 8 =2 A o] n] teo E= g 5B e
AEE Aokt kg A7 A glolt Ao 290 FAF PO Wehgch

IR:1/AM(cm™1)=2934, 1560, 1505, 1228, 842
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'H NMR(CDCl,, ppm):11.32(bs, 1H), 8.76-8.73(m, 2H), 7.30-7.31(m, 2H), 7.15-7.08(m, 2H), 7.01-6.92(m, 2H),
4.60-4.25(m, 1H), 2.0-1.18(m, 10H)

AA 6: 1-ANEFRIRH-4-(4-FF 27 H)-5-(4-F| & d)-2-F] @ o] W]t}

9A )9 2-(4-ZF o 2Hd)-1-(4-9 g d)-a- 6]5% olu| o El+=S 1,3,5-EFA SR 2 AN =2 -],3,5-
Egolxl 297 vEZ A7 A Qo= A A d 29 g i o2 sttt

IR:1/AM(cm™H)=3013, 1589, 1515, 1499, 1487, 1223, 830, 685

'H NMR(CDCly, ppm):12.76(bs, 1H), 8.68-8.65(m, 2H), 7.26-7.19(m, 4H), 7.07-6.99(m, 2H), 3.12-3.08(m, 1H),
1.02-0.95(m, 2H), 0.76-0.71(m, 2H)

AAd 7:4-(4-FF e wid)-1-9d-5-(4-I] g )-2-E] @ o] v t}=

A=) sgHes Axstr] A, @Al a)9 2-U-EF 2 d)-1-4-9 g D)-a-3| =FA| o]V .o Bh= s T =
obd R Wb AL A ofoll= A Al 29t 5L ?'& W o= Pl

IR:1/AM(cm™1)=2880, 1597, 1504, 1227, 844, 825
'H NMR(CDCly, ppm):11.58(bs, 1H), 8.48-8.41(m, 2H), 7.78-6.74(m, 11H)

A 8: 1-W1A-4-(4-FF w3 d)-5-(4-92d)-2-F] @ o] |t} =

A% S5HES A7) NN, A 9] 2-(4-F 72 2l d)-1-(4-5] 2] D)-a- 3| =5 A o] v ool ER= g B8
sl okRl s kA7 A Sloll = ] 291 A 0w Basict

IR:1/A(cm™H)=3032, 1587, 1497, 1225, 1158, 837, 816
'H NMR(CDCl,, ppm):12.88(bs, 1H), 8.56-8.53(m, 2H), 7.27-6.90(m, 11H), 5.28(s, 2H)

Al 9t 1-dweotredd-4-(4-FF 2o d)-5-(4-9] & d)-2-F] @ o]u|t}=

A%e] S22 Azs] AN, DA )9 2-(4-EF 0 2o d)-1-(4-3 2 D)-a-3| =ZA| o] u] ol Bl g S E o]
4-vl o] e Aok Rl st W A7) Slel = Ao 25 FAF W o2 st

IR:1/A(cm™H)=2891, 1606, 1500, 1357, 1225, 835, 816
'H NMR(dg-DMSO, ppm):13.05(bs, 1H), 8.43-8.41(m, 2H), 7.37-7.03(m, 8H), 6.98-6.60(m, 2H), 2.89(s, 6H)

AA 10 4-4-FF e 23l d)-1-(3-I 2] e)-5-(4-9] 2| D)-2-F] @ o] W]t} =

A% HEEE Aza] 984, B )9 2-U-EF e 2 d)-1-(4- 2] D)0 =5 Al o] o Bz & 5 B ake)
3-v)e Dol v g A7) 9o AAle] 29 FUT gy oZ Bl

IR:1/A(cm™H)=3035, 1597, 1478, 1433, 1224, 813, 708

'H NMR(dg-DMSO, ppm):13.34(s, 1H), 8.54-8.45(m, 4H), 7.76-7.75(m, 1H), 7.40-7.13(m, 7H)
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AA 11 1-vEoeir o9 -4-(4-FF 2 2o d)-5-(4-F] & I)-2-E] @ o] W]t} =

A D)9 2-(4-EFL2IE)-1-(4-9 2 d)-a-3| =FA] o] 1|

o 1,3,6-Eg (-t olr| o &) FAls| =2
-1,3,5-EglolR 2G=} v A7 A Lol = A Ao 13 FY

= et

o e
o

IR:1/A(ecm™H)=2772, 1597, 1503, 1225, 835, 815

'H NMR(CDCly, ppm):8.74-8.72(m, 2H), 7.30-7.17(m, 4H), 7.04-6.94(m, 2H), 4.13(t, 2H, J=6.8H2z), 2.56(t, 2H,
J=6.7Hz), 2.11(s, 6H)

A 12:4-4-FF = d)-5-4-9&I)-1-(2.2.6 6-HEAH I A e]H-4-9)-2-F] 2 o] m|t}=

"474] d)e] 2-U4-EF=2dd)-1-(4-9 & D)-a- B‘]EEA]o]ulioﬂE}g% 2,2,6,6—E| E g} e -4 - & dlo}n] - o 2]
2 NS A A ool A o] 19 E A3 o= Skl

R:1/A(ecm™1)=2964, 1587, 1498, 1352, 1234, 838, 815

A 13 1-guEoju a2 d-4-(4-FFQ 25 d)-5-(4-9] g J)-2-E] Qo]u|t} =

A DY 2-U-FF 29 D)-1-(4-FHdD)-a-3| =FA o] 1] ol E} =S 1,3,56-E](3-H | d opn| = 2 ) 3 A}3] =
2-1,3,5-Egolzl 29ZF [FHIAZ A Qo= AAldo 17} L3t oz slgit),

AA 14:4-A-EF 2 D)-1-(3-N-EF 222 3)-5-(4-9] & d)-2-F] @ o] W]t} =

A DY 2-U-EF 29 D)-1-(4-F D) -a-3| =EFA o] 1] ol B} =S 1,3,5-E(N-2 X 2| = X 22N 3| =2 -
1,3,5-Ezglo}xl 29333} kS A1 71 A el &= AAld 13} Fd3 iy o= gslg )

IR:1/A(cm™1)=2847, 1502, 1233, 1114, 842, 817

'H NMR(CDClg, ppm):12.11(bs, 1H), 8.75-8.71(m, 2H), 7.26-7.18(m, 4H), 7.05-6.95(m, 2H), 4.15-4.07(m, 2H),
3.61-3.57(m, 4H), 2.32-2.23(m, 6H), 1.86-1.75(m, 2H)

AA 15:4-U4-FFe milld)-1-(4-vdd I s d)-5-(4-9] 2| H)-2-F @ o] vt} =

GA D)o 2-(4-EF 2 d)-1-(4-9 g HD)-a-3| =F A o] 1] = lE}Eé 1,3,5-Egj(4-mE oo d)AAs| == -
1,3.5-Egjobd 293} wh-g A7 2 Qo= Al 13} $d3 B o= Pt

IR:1/AMcm™1)=2693, 1597, 1495, 1220, 844, 817

'H NMR(CDCl,, ppm):12.43(bs, 1H), 8.47-8.44(m, 2H), 7.32-7.12(m, 6H), 7.06-6.97(m, 2H), 6.90-6.87(m, 2H),
2.50(s, 3H)

A 16:4-U-FF e 2Hd)-1-N-F¥ 2= 8-5-(4-IgD)-2-E] 2 o|n|t} &

G Aol 2-(4-EF 29 d)-1-(4-F 2 D) -a-3d| =FA o] v ol E}=5 1,3,5-Eg|(N-E X2 o &) I =2 -
1,3,6-Ezglo}xl 29333} vk-gA171 A el &= A Ao 13} FU3 iy o= gYalg )

IR:1/A(cm™H)=2813, 1599, 1508, 1232, 1117, 850, 835

_22_



T =

53553 10-0642231

'H NMR(dg-DMSO, ppm):12.91(bs, 1H), 8.71-8.68(m, 2H), 7.49-7.46(m, 2H), 7.25-7.16(m, 4H), 4.04(t, 2H, J=
Hz), 2.40(t, 2H, J= Hz), 2.16(t, 4H, J=3.8Hz)

A 17 4-U-ZF e w2dd)-1-3-d|=FA = d)-5-(4-T] g d)-2-F] 2 o|n|t}=

A DY 2-(4-EF 21~ D)-a 1Mol Eh=S 1,3,6-E8(B-3| =S A 222 ALs| =2 -
1,3,5-Eg ok 293} w3 1Zl 94 o= 4 ] | 19 FL 3 o= il

IR:1/A(cm™H)=3049, 2926, 1499, 1223, 1162, 1061, 838

'H NMR(dg=DMSO, ppm):12.98(s, 1H), 8.71-8.68(m, 2H), 7.47-7.44(m, 2H), 7.29-7.12(m, 4H), 4.47-4.43(bs,
1H), 3.97(t, 2H, J=7.4Hz), 3.27(t, 2H, J=6.2Hz), 1.68-1.54(m, 2H)

Ao 18 1-(-wldadeld-4-)-4-U-ZF 23 D)-5-(4-F e d)-2-F| e o]m|t}=

A D] 2-(4-EF 2o d)-1-(4-F g D)-a-3| =FA o] M| o Bh=& 1-wld -4-vd ot v g ol 23} vt
SAZ A Sfoll= AAle 13 Fd 3 e gl

IR:1/AM(cm™1)=2903, 1504, 1247, 1227, 853, 741

'H NMR(dg-DMSO, ppm):12.93(s, 1H), 8.73-8.70(m, 2H), 7.50-7.47(m, 2H), 7.29-7.11(m, 9H), 3.96-4.12(m,
1H), 3.38(s, 2H), 3.85-3.75(m, 2H), 2.31-2.18(m, 2H), 1.93-1.64(m, 4H)

A 19: 1-9H-4-(4-FFQ 27 d)-5-(4-3]g|dd)-2-F] e o]n]t}=

G D)o 2-(4-ZF 2 d)-1-4-F g E)-a-3| =FA] o] 1| = lE} £ 1,35-Eg)(ZR2Z-2-¢-1-Q)FA}3| =2 -
1,3,5-Egjold 2%} vk A 71 A 2]o= A Ao 13} 53 636}9,13}.

IR:1/A(cm™H)=2695, 1700, 1600, 1506, 1421, 1227, 1005, 934, 927, 841, 829, 817

'H NMR(CDCl,, ppm):12.49(bs, 1H), 8.72-8.65(m, 2H), 7.29-7.22(m, 4H), 7.04-6.96(m, 2H), 6.00-5.81(m, 1H),
5.25-5.19(m, 1H), 5.02-4.93(m, 1H), 4.66-4.64(m, 2H)

A 20 4-U-FFe 2 d)-1-mE-2-HE ¥ e -5-(4-v]g]d o] ]t} =)

a) ol9l 3= 2 1,3,5-Ed g IS =513 5-Eg ol & H7tsto], Ao 1o 7] A7 upef o], 1-A] 2k 4-(4-
EFezIHY)-5-4-v g)ol v vhE-2-F (52 (1) 9] 8=(5)S A =38 A

~

b) & wEstelr] fsiA, 9oz Bl 38t E(5) 0.7gS, HE7F A8, 20m o] =ato] o ek
OrgAdsolE ki fda =g HArtegitt 1 2958 £39 Na,CO, &5 H7Het o, ¥h&

b rdskelth W7 5, 37 F19 S o dete] Al A sk Bl SRV E AFSste] A& Zﬂﬂ 5} 3
AR =S 24 denEdgy e X* gAsHA T &2 43%A 0
IR:1/A(cm™H)=1603, 1510, 1220, 1160, 850, 830, 814

'H NMR(CDCly, ppm):8.70-8.67(m, 2H), 7.43-7.36(m, 2H), 7.24=7.22(m, 2H), 6.98-6.89(m, 2H), 3.47(s, 3H),
2.72(s, 3H)
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A 211 4-U-FF e 2Hlld)-2-wElE] 0 ~1-n-T 2 A-5-(4-d ) o]w|t}=

m N
flo
o

ojmthE stet=ol aelstel 1,3,5-Eg-n-Z =LA =R -]1,3,5-Eg| ol & ARERE A 9]ell=, A Al 209 &
How A 3hgta S Akl

IR:1/A(cm™H)=2929, 1601, 1511, 1221, 849, 829, 816

'H NMR(CDClg, ppm):8.71-8.68(m, 2H), 7.41-7.34(m, 2H), 7.26-7.23(m, 2H), 6.96-6.87(m, 2H), 3.79(t, 2H,
J=7.7Hz), 2.74(s, 3H), 1.64-1.52(m, 2H), 0.80(t, 3H, J=7.4Hz)

A 22 1-NFEERH-4-(4-ZFQ 2Hd)-2-HEE]Q-5-(4-T g )o]v|t}E

vtk 3}gHE-0] g3l 1,3,5-EQAFEZRE AN =R -1 3 5-E] oS AR A o=, AAd 203 5
o g AEo] 31558 Al 2T

% o

'H NMR(CDClg, ppm):8.64-8.61(m, 2H), 7.41-7.34(m, 2H), 7.27-7.24(m, 2H), 6.98-6.90(m, 2H), 3.13-3.02(m,
1H), 2.74(s, 3H), 0.95-0.91(m, 2H), 0.70-0.66(m, 2H)

A 23 4-4-FF 2 A )-2-WEE] 0 -1-N-=x¥ & e-5-(4-gg)oln|t}=

olu|tt= 3}gHE o] gl dtol] 1,3,5-E(N-E X8 m)o|d A =2 -1,3,5-Eg] ol o eho}rl S ALE-3F 7 2]o+=, 4
Aol 207} 22 W o2 A E9] 3528 Al x5l T

IR:1/A(cm H)=2852, 1600, 1509, 1215, 1114, 871, 841, 813

'H NMR(CDCl,, ppm):8.71-8.68(m, 2H), 7.41-7.34(m, 2H), 7.30(m, 2H), 6.96-6.87(m, 2H), 3.96(t, 3H, J=7.0Hz),
3.60(t, 4H, J=4.6Hz), 2.74(s, 3H), 2.46(t, 2H, J=7.0Hz), 2.32(t, 4H, J=4.7Hz)

A 24t 4-(A-ZF o mHd)-2-HEE o -1-N-=¥ex2Fd-5-(4-vgd)o]n|t}=

ojmthE ste=o aelste] 1,3,5-E@(-N-=xg =22 3)AA3| =2 -1,3,5-EF| o} & AFE-g 21 9]ell=, AA] o
207 g2 o s Al shghme Al

IR:1/A(cm™H)=2814, 1509, 1219, 1114, 842

'H NMR(CDClg, ppm):8.71-8.68(m, 2H), 7.41-7.36(m, 2H), 7.27-7.23(m, 2H), 6.96-6.87(m, 2H), 3.98-3.90(m,
2H), 3.64-3.59(m, 4H), 2.74(s, 3H), 2.27-2.19(m, 6H), 1.77-1.68(m, 2H)

AAH 250 4-4-ZF e mHlld)-2-HElE] @ -5-(4-J2]eD)-1-(2.2.6.6-H EctH &l -g] Fl 2] d -4 - o] m] t} =

hﬂhﬂre ﬁ%%o a3t 2,2,6,6-8H|EdtE-4-vgdoln] =3 2] P S AFE3E A Qo= A A4 203 A5 W)

IR:1/A(ecm™1)=2968, 1600, 1509, 1343, 1229, 1033, 835, 813

'H NMR(CDCl,, ppm):8.73-8.70(m, 2H), 7.37-7.22(m, 4H), 6.94-6.86(m, 2H), 4.41-4.28(m, 1H), 2.75(s, 3H),
2.05-2.04(m, 2H), 1.74-1.66(m, 2H), 1.16-1.04(2s, 12H)

Al 26 1-dgde|d-4-U-4-4-SF =29 d)-2-WEHE 2 -5-4-Tg[d)-o|n|t}=
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o

1“11’%1 shehz o] g stel 1-wd-4-viddlopv] ey A g W& AR A o]oll=, AAJd] 203 §L T WP o= A=

FES Az

IOFU

i‘i

IR:1/A(cm™1)=2929, 2809, 1602, 1509, 1220, 1158, 840, 828, 814, 743, 701

'H NMR(dg-DMSO, ppm):8.72-8.69(m, 2H), 7.41-7.38(m, 2H), 7.30-7.21(m, 7H), 7.09-7.0(m, 2H), 3.60-3.72(m,
1H), 3.40(s, 1H), 2.85-2.80(m, 2H), 2.42-2.22(m, 2H), 1.81-1.76(m, 4H)

A 27 1= 8 -4-4-ZF 2o d)-2-4U-vEAX DN AE] 2 -5-(4-F D)o t}E

a) oFRl 3t 2 A ol ”olul g H7bste], Al 200 71 A7 ne} o], 1-A 8 4-(4-EF 223 d)-5-(4-3] 2] )| 7|
TE-2-E 2= (R4 (2) 9] 3hgh=(5) & Azl

b) B WAS 7] S804, 471014 Pol B HFEG) 0.4g2, REThas e, 15n9) Eefe] o ghgo] @ELA L,
Sgare) o-nE-H TN AZ 2o o R A bAT | 2o el Na,COE UhE hg, T e EHES B
Ftoll 5217k 7HAsslth 94 F, Na,COy ol hake] AlAS L 34 S 2 ALg3te] §412 AASE A% 83

o MDA ES 29 AZvtEa 92 A Y. 782 55%3 T
IR:1/AMcm™H)=1510, 1304, 1149, 841, 766

'H NMR(CDCl,, ppm):8.71-8.69(m, 2H), 7.91-7.87(m, 2H), 7.62-7.58(m, 2H), 7.41-7.34(m, 2H), 7.26-7.21(m,
2H), 6.98-6.91(m, 2H), 4.52(s, 2H), 3.73(q, 2H, J=7.2Hz), 3.05(s, 3H), 1.07(t, 3H, J=7.2Hz)

AA] 28: 2-WIAE] @ -4-(4-FF e wdd)-1-n-Z 2 A-5-(4-Fe)olv|t}=

a) o|¥l 3 EE XA 1,3,5-Ed-n-Z2 I =2-1,3,5-Eg) o} HA7sle], AA o 1] 71 A3 vl o], 1-2] 3¢
4-(4-Z2F 229 9)-5-(4-T g D)ol n| t}ZF-2-E| 2 (WF5-21(1) 9] 3}3H=(5))S A =3kt

b) WA I Zefo| =5 AEate] 45 M set &, A ¢ 279 WR(EA b) & d33int.
IR:1/Mem™)=1602, 1510, 1220, 851, 833, 815, 695

'H NMR(CDCly, ppm):8.70-8.67(m, 2H), 7.43-7.26(m, 6H), 7.19-7.16(m, 2H), 6.98-6.89(m, 2H), 4.39(s, 2H),
3.56(t, 2H, J=7.6Hz), 1.42-1.30(m, 2H), 0.66(t, 3H, J=7.4Hz)

A 29: 2-(4-FZZWAE]Q -4-(4-ZFQ W U)-1-n-TE2H-5-(4-v]g|d)-o]u|}FE

WA stol] -2 22w SRebo] =g AL H A ol Ao 28] 7] AG el Zo] A= o] HHES Az
[R:1/Mcm™1)=2927, 1602, 1509, 1343, 1222, 1092, 844, 828, 816, 743, 698

'H NMR(CDCl,, ppm):8.71-8.68(m, 2H), 7.41-7.34(m, 2H), 7.27-7.26(m, 4H), 7.19-7.16(m, 2H), 6.98-6.89(m,
2H), 4.38(s, 2H), 3.61(t, 2H, J=7.6Hz), 1.45-1.33(m, 2H), 0.68(t, 3H, J=7.4Hz)

AAld 30: 4-4-ZF e mHlld)-2-(4-rdHEE e -1-n-F = H-5-(4-3] & d)-o|Ht}=

WA stol] 4-mduld S2elo] =5 ARE3E A oo, A A ol 280l 7] A 7E upek ko] A o] 5} ekES Al x5
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IR:1/A(cm™H)=2927, 1603, 1510, 1222, 849, 831, 815

'H NMR(CDCl,, ppm):8.70-8.67(m, 2H), 7.43-7.36(m, 2H), 7.23-7.09(m, 6H), 6.98-6.89(m, 2H), 4.37(s, 2H),
3.59(t, 2H, J=7.7Hz), 2.34(s, 3H), 1.44-1.33(m, 2H), 0.67(t, 3H, J=7.4Hz)

A 31 4-U-FFe 2l d)-2-(4-HHE Q)MHAE| @ ~1-n-T 2 -5-(4-v]g)-o|rt}=

Al ()l n- EE%O}U]*Q AstE el dAlb)ell 4-mEd el el d Szefo] =8 ARSEE Al 9o, A Al
273 sL YL Al z=3k3 T
IR:1/Mem™)=2922, 1602, 1508, 1405, 1222, 848, 814

'H NMR(CDCly, ppm):8.70-8.67(m, 2H), 7.42-7.35(m, 2H), 7.24=7.15(m, 6H), 6.98-6.89(m, 2H), 4.37(s, 2H),
3.60(t, 2H, J=7.6Hz), 2.48(s, 3H), 1.44-1.33(m, 2H), 0.68(t, 3H, J=7.4Hz)

A 32:4-4-FF e mHlld)-2-(4-vHHIDHHE]Q -1 -n-Z 2 -5-(4-d g e)-o]w|t}=

W skE e dAb)el 4-HE A It SR 28 ARETE A 2ol =, Aol 319 & W el
IR:1/Mem™)=2959, 1602, 1509, 1407, 1221, 1089, 1048, 842, 816

'H NMR(CDClg, ppm):8.71-8.68(m, 2H), 7.63-7.51(m, 4H), 7.41-7.34(m, 2H), 7.21-7.18(m, 2H), 6.98-6.90(m,
2H), 4.48(s, 2H), 3.64(t, 2H, J=7.6Hz), 2.72(s, 3H), 1.42-1.35(m, 2H), 0.69(t, 3H, J=7.4Hz)

A 33 4-(4-FFe wdd)-2-4-rEHATDHAE @ -1-n-Z 2 A -5-(4-d 2] g)-on|t}F

HAsE 9l dAl(b)el 4-wE AT Il d Sreto] =5 AHEE A Qo= AAld 319 WS whEEelt
R:1/A(ecm™H=1509, 1306, 1219, 1150, 964, 844, 768, 744

'H NMR(CDCl,, ppm):8.70-8.68(m, 2H), 7.91-7.87(m, 2H), 7.62-7.58(m, 2H), 7.41-7.26(m, 4H), 7.0-6.92(m,
2H), 4.55(s, 2H), 3.66(t, 2H, J=7.6Hz), 3.05(s, 3H), 1.48-1.37(m, 2H), 0.71(t, 3H, J=7.5Hz)

A 34: 2-(U-ZZZHAE]Q -4-(4-FF O ZFU)-1-0lAr2I-5-(4-F ) -o]nt}F

A (a)9l] o]
277 U3t

ol
i
>
2

Ea
HO

Z2gopnl g Abgstar, MAstE fla] dA(b)o] 4-FREME SR =5 ARERE A 9]
How A 3hgta S Akl

IR:1/A(cm™H)=1509, 1222, 1092, 850, 815

'H NMR(CDCl,, ppm):8.73-8.71(m, 2H), 7.38-7.21(m, 8H), 6.97-6.88(m, 2H), 4.49(s, 2H), 4.27-4.20(m, 1H),
1.38(s, 3H), 1.27(s, 3H)

AA 350 4-(U-ZF e = d)-2-(4-r& A ¥ )l A ¥

o
L
o
i

K
!
il
i
a
|l
A
iy
o
=
|,
IR

G (a)e]] o] AZ 2 Holrl S A
of 273 FAI WH O R A &0 3= S A FE T

_,d
oo
_?L
K
=,
i
oty
il
4o
:<|>le
i
X
@
2
W~
=

jus
il

£
{io
=
X,
|
i
)
o
[
it

>~
>,
o
ot
Py
fo
2
rr
L
>
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IR:1/A(cm H)=1510, 1306, 1219, 1149, 843, 766, 744

'H NMR(CDCl,, ppm):8.72-8.69(m, 2H), 7.92-7.88(m, 2H), 7.67-7.62(m, 2H), 7.35-7.21(m, 4H), 4.60(s, 2H),
4.25-4.18(m, 1H), 3.05(s, 3H), 1.39-1.35(2s, 6H)

AA 36 1-AEFR IR A-4-4-FF O ZIAD)-2-(1-Ad 23 DE 0 -5-(4-v]g]d)-o|nt}=

GAl(a)l 1,3,5-EA SRz 2d s =2 -1,3,5-Egolxl& AFE-star, WA stE s8] dA(b)d 1-dd =221~
old FRefo|=E AR A 9ol =, A 283 FA3 Yo 2|59 3H5HES Al 2383

IR:1/A(cm™H)=1603, 1509, 1388, 1221, 842, 816, 753, 688

'H NMR(CDCly, ppm):8.64-8.61(m, 2H), 7.44-7.22(m, 9H), 6.99-6.91(m, 2H), 4.31(s, 2H), 3.18-3.11(m, 1H),
0.97-0.90(m, 2H), 0.75-0.69(m, 2H)

AAA3TN-A S eI A-4-4-FFe e d)-2-(1-4-F2=)ddIZ 23D e -5-(4- Jge)-o|rr}=

HAsts A8 dAb) 1-U-F22-dd) 22T -1-dd SR =S AMERE A 9=, AAd 363} =L WS
2 8

'H NMR(CDCl,, ppm):8.64-8.61(m, 2H), 7.42-7.35(m, 2H), 7.29-7.26(m, 4H), 7.23-7.20(m, 2H), 7.0-6.91(m,

2H), 6.60(d, 1H, J=15.7Hz), 6.48-6.37(m, 1H), 4.11(d, 2H, J=6.5Hz), 3.12-3.0(m, 1H), 0.94-0.90(m, 2H), 0.68-
0.64(m, 2H)

Aol 38 1-Alem e d-4-dd-2-(1-4-ZFe 2 d T2 s d)E o -5-(4-ve|g)-o]rt}=

MAsE 9lal dA(b)ol] 1-dHdZ22-1-old SR =5 283 3 2ol =, Ao 363 5Le WS 4831300
IR:1/A(cm™H)=3025, 1599, 1509, 1384, 1219, 963, 838, 824, 815, 750, 692

'H NMR(CDCl,, ppm):8.64-8.61(m, 2H), 7.44=7.28(m, 7H), 7.23-7.20(m, 2H), 7.02-6.92(m, 2H), 6.65(d, 2H,
J=15.8Hz), 6.51-6.40(m, 1H), 4.13(d, 2H, J=6.7Hz), 3.11-3.04(m, 1H), 0.95-0.88(m, 2H), 0.71-0.65(m, 2H)

2] 39: 1-AEF2AH-4-4-FF0 23 d)-2-4-wFHF W AE] 2 -5-(4-F g d)o]v|t}=

Al (a)ell A F 2 Aol S AL-g3ta, WlA3E 9 GAl(b)dl 4-HEAd T I 2 FR2efo] =2 AL-&3F A 2o =, AA|
of 273 FAI WH o2 A& IgES Az

IR:1/A(ecm™1)=2930, 1599, 1509, 1304, 1149, 838, 763

'H NMR(CDClg, ppm):8.73-8.70(m, 2H), 7.92-7.88(m, 2H), 7.67-7.63(m, 2H), 7.34-7.21(m, 4H), 6.97-6.88(m,
2H), 4.64(s, 2H), 3.73-3.71(m, 1H), 2.10-1.62(m, 10H)

Al 40:4-U-ZFF e mdlld)-2-4-vdH T DHHE Q0 -1 -Fd-5-(4-d] o] vt}

S @)l bR AL E A Sloli=, WAl el 395 BAF P A gahedv,

R:1/A(cm H)=1598, 1510, 1408, 1303, 1149, 1090, 840, 765, 694
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'H NMR(CDCl,, ppm):8.41-8.38(m, 2H), 7.89-7.85(m, 2H), 7.61-7.38(m, 7H), 7.07-6.92(m, 6H), 4.50(s, 2H),
3.04(s, 3H)

AN 41 1-WH-4-4-FF 0 2 d)-2-4-HEHFDHHAE] 0 -5-(4-F] 2| d)-o| v t}=

Al @)l ARE-H o wlo] Ml olRIQl & Al9|shal=, AAd 399 AR & A8t
IR:1/Mem™)=1600, 1509, 1304, 1220, 1147, 1090, 843, 767, 725

'H NMR(CDCl,, ppm):8.57-8.54(m, 2H), 7.90-7.85(m, 2H), 7.58-7.54(m, 2H), 7.45-7.38(m, 2H), 7.26-7.23(m,
3H), 7.08-6.97(m, 4H), 6.80-6.79(m, 2H), 4.93(s, 2H), 4.47(s, 2H), 3.05(s, 3H)

A 42: 2-WIHE] @ —4-(4-FF e wHld)-1-N-=F =8 -5-(4-v]ge)-o]nt}=

(@)l N-= 2] ol doprl & ARg-star, MAstE fla] dA(b)ol] id S zeto] =8 AR A 9fdll=, Ao 279}
A o A5 shghes Alzsklt

IR:1/A(cm™H)=2802, 1603, 1510, 1219, 1116, 870, 836, 814, 712, 695

'H NMR(CDClg, ppm):8.71-8.68(m, 2H), 7.44-7.37(m, 2H), 7.30-7.26(m, 5H), 7.26-7.19(m, 2H), 6.99-6.90(m,
2H), 4.37(s, 2H), 3.80-3.54(m, 6H), 2.24-2.17(m, 6H)

A 43: 2-WIAE] @ -4-(4-FF e 2dld)-1-N-=x¥ew 2 gd-5-(4-d e g)-o|n|t}=

Al (@)l H7FE = ol shgHE o] 1,3,6-E(B-N-= X g =T 2a)dAs| =g -1,3,5-Egolxlel AS AQlstas, 4
Aol 285 WEESFIT)

IR:1/A(cm 1)=2814, 1602, 1509, 1460, 1218, 1114, 970, 842, 812, 696

'H NMR(CDCl,, ppm):8.70-8.67(m, 2H), 7.43-7.26(m, 7H), 7.20-7.17(m, 2H), 6.98-6.89(m, 2H), 4.39(s, 2H),
3.74-3.56(m, 6H), 2.19-2.06(m, 6H), 1.55-1.36(m, 2H)

A 44 4-A-ZF e mHld)-2-4-reHF DM AE] O -1 -N-= ¥ 2o d-5-(4-3] D)ol n|t}=

Al 1,3,5-E8(3-N-&EX =22 F )3 =2 - 13 5-Egolxl & ALg-star, WA sE 9l dAl(b)el 4-Hd -
Al

dxdwd %EE}OL% AREE A 2ol i, A o] 283 AT B O AR HFES
IR:1/AMem™)=2924, 1600, 1510, 1302, 1147, 1115, 839, 765

'H NMR(CDCl,, ppm):8.71-8.68(m, 2H), 7.91-7.87(m, 2H), 7.59-7.55(m, 2H), 7.40-7.33(m, 2H), 7.22-7.19(m,

2H), 6.99-6.90(m, 2H), 4.49(s, 2H), 3.77(t, 2H, J=5.7Hz), 3.63-3.58(m, 4H), 3.06(s, 3H), 2.23-2.12(m, 6H),
1.60-1.41(m, 2H)

A 450 4-4-ZF e mHlld)-2-(4-HHHIDRMHE Q-1 -N-=F 2|0 d-5-(4-v] D)ol v t}=

GA(a)ell 1,3,5-E8(3-N-EX g =T F)3MA 3| =g

-1,3,5 Aol 4-mE
Auld-wld FEeto] =5 AHEEE A floll=, Al 2 J%%a‘ii

Ee)oba & ALg), 5
o AB BEES Axs,
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IR:1/A(cm™1)=2956, 1601, 1509, 1406, 1220, 1115, 1047, 837, 815

'H NMR(CDCl,, ppm):8.71-8.68(m, 2H), 7.63-7.50(m, 4H), 7.41-7.34(m, 2H), 7.22-7.19(m, 2H), 6.98-6.90(m,
2H), 4.47(s, 2H), 3.78(t, 2H, J=7.8Hz), 3.60-3.56(m, 4H), 2.73(s, 3H), 2.20-2.09(m, 6H), 1.60-1.41(m, 2H)

2] 46: 2-WIHE]Q -4-4-FF 0 =9 d)-1-(2.2.6.6-H Ectr I dgd-4-)o]n|t}=

o l(a)<>ﬂ 2,2,6,6-Hl Edtrld —4-rd dlopr| ) v 2 d & AF-shaL, Wl skE 9l @Al(b)oll Wl FEEo| =8 AHE
g A eloll=, Aol 283 F A3 o= Ao SHHE S A8l

R:1/A(cm™H)=2739, 1602, 1510, 1390, 1354, 1224, 1158, 840, 700

AA AT 4-(4-FF e 2Hld)-1-wE-2-N-=¥e]wo|dE e -5-(4-gge)-o]nt}=

a) ol SHHE R 1,3,5- S M QeS| 21,3 5- 22 ol & A7kate], AAle] 1o 7] A& vhep o], 1-X & 4-(4-
£59 29 d)-5-(4-7) 2| o] Mt E-2-E] £ (1S A1) 2] 32 (5) < AZ3ATh

b) & x3317] S8, A7l o Bl 8HHE(5) 0.4gS BT 7F2sko] 20m 2] =eto] o ehgo] AEAZ] & &
FAN-C-ZFRrdDEEY ste|=rFRetol =5 HIletqlth 1 2958 £% 9] Na,CO49 1 2352 39| Nal
S AH7FS v, g ERHES SRSt 5A1ZE Bt 7ttt Wt -, A7) 98 ot Al Ast A 3 FHUE
Ab-&-3fo] &% l‘“— A ARt A& 3HHERHE2(3)2] 3= (10)9) Nﬁ* < 24 A=vEaH 2 A ¢
2 72%% ).

IR:1/A(cm™H)=2930, 2806, 1602, 1508, 1218, 1131, 1113, 1072, 1007, 865, 850, 829, 814

'H NMR(CDCl,, ppm):8.70-8.67(m, 2H), 7.41-7.34(m, 2H), 7.26-7.21(m, 2H), 6.97-6.88(m, 2H), 3.69(t, 4H,
J=4.6Hz), 3.50(s, 3H), 3.39(t, 3H, J=6.9Hz), 2.79(t, 2H, J=7.0Hz), 2.52(t, 4H, J=4.6Hz)

A 47 1-Al2-F o HdEH e -4-(4-FF o ZHd)-1-vd-5-(4-3]g]d)-o|nt}=

a) ol SFEE 1,3,5-Ee P A = 2-1,3 5-Eelob S A7kstel, AAel 10] 7] AG uksk o], 1-X1 % 4-(4-
E7.0 250 d)-5-(4-] 2 D)e] v thE-2-8] L34 (1)) B35S A=t

~

b) 0.1g 4 545 YEF 275 HE =gto] o & A

FEE dldolAgdas Hrrstsin. o ?, s S ES f&%o}oil 627 ot 7}20}@3}. 3zt ?: &%

of 93 MfolEl 22 33 FEAT F714¢ ARAAT. $714¢ A TRV 5HAAL 9, Ao

21(3)9] 3gtE(11)o] I AFH A, =82 72% S o}

IR:1/AMcm™1)=3380, 1600, 1513, 1226, 842

'H NMR(CDCl,, ppm):8.72-8.69(m, 2H), 7.52-7.23(m, 9H), 6.99-6.90(m, 3H), 6.74(d, 1M, J=10.6Hz), 3.52(s, 3H)

A 49: 1-A - oA HIE]Q -4-(4-FF @ Hd)-1-n-22FA-5-(4-F g]g)-olu|t}&

GAl(a)ell F7 e = ol 3§HEo] 1,3,5-Ed]-n-Z2F S| =2 -1 3,5-Ed o}l A 2o, AA|d 483} o] A
o] 58-S A %3k}

IR:1/AMcm ™ 1)=1596, 1217, 835, 776, 682

_29_
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'H NMR(CDCl,, ppm):8.74-8.71(m, 2H), 7.49-7.25(m, 9H), 7.02-6.89(m, 3H), 6.73(d, 1H, J=10.7Hz), 3.86(t, 2H,
J=7.7Hz), 1.66-1.51(m, 2H), 0.78(t, 3H, J=7.4Hz)

A 50: 2-A - A HIE]Q-1-AFEITZHA-4-4-ZFQ ¥ I)-5-4-T -] t}&

dAl(a)dl] B7LE = o)Wl 313Eo] 1,3, 5-ETANEFRZ 2RI ER-1,3,5-Eol7¢ A o=, AAd 487 Y
SHA, A 9] 8}5t&E & A x3HSI T

IR:1/A(ecm H)=1596, 1509, 1385, 1217, 832, 785, 686

Iy NMR(CDCIS, ppm):8.67-8.64(m, 2H), 7.54-7.26(m, 10H), 7.0-6.92(m, 2H), 6.76(d, 1H, J=10.8Hz), 3.17-3.13
(m, 1H), 1.0-0.96(m, 2H), 0.72-0.68(m, 2H)

A 51: (1.2-tBER-2-FHHJE)E L -4U-FF 23 d)-1-n-22F-5-4-F g d)-o| 7|t} =

Ao Bt kEs Alxst] A, AAld 499] sheh= 0.4gS CHyClyol &8 A17]aL, S=%e] BaS ek 16m ol
CH,Clys 3 8] A3 Asta|A H7bshsieh 2 J% =HEs *E%M SAIZE &t wHkgk F =4 Bl e AU EF &
of o= wk A A AT f7174dS Nay,SO, = A xA 714, 47 5

SAE AATH. &2 98%31 Tt

IR:1/AMem™1)=2963, 1631, 1603, 1513, 1224, 1158, 840, 815, 697

'H NMR(CDCl,, ppm):8.74-8.72(m, 2H), 7.59-7.25(m, 9H), 6.99-6.90(m, 2H), 6.21(d, 1H, J=7.2H2), 5.74(d, 1H,
J=7.1Hz), 3.89-3.85(m, 2H), 1.55-1.51(m, 2H), 0.77(t, 3H, J=7.3Hz)

Hl 2o} e E] Qo g =

A 52: 4-(4-FF w i d)-2-9HE] 0 -1-n-F 2 A-5-4-I ) o]v|t}=

a) ofW1 0%, Aol 3B A7, n-Z 20Nl ARgste], Ao 29} S A} YO R, 2-FRE-1-n-L2A-4-(4-F
FLRIH)-5-(d-T e Dol uthEMHEA ()] 332 (7)& A=At

b) 1o, A71AA Qo olwthE SR (T) =
< 10mee] =&}o] DMFe |EA 7] a1, B] Q.9 =(2F
7} Wkslk 5 31gE(4) 0.3g2 HUbskid o £ 33l 55412 7FEsith W & ziﬂgoﬂ THTE
AobehaL, % HCIS AL8he] pHE 12 24 thg tlol ol el =2 63 A48tk 20%] % NaOHE AF8-8he] 1
SAES TIAA, AT SFENEA (D] SRHE(12)S AAAFT doX FAHES o Fetar 7Hstel PO =
ZA Y. &L T0% T

Plsohel B gopel 2 AR A, o9 3] 1944, Nall(29%)
& W05 AsHAA B AT 1 kg EFES Ao M 458
=

KR
T

Ry r}°1

IR:1/AM(cm™H)=1509, 1226, 847, 729, 685

'H NMR(CDClg, ppm):8.75-8.72(m, 2H), 7.45-7.26(m, 9H), 6.98-6.89(m, 2H), 3.95-3.87(m, 2H), 1.49-1.34(m,
2H), 0.71(t, 3H, J=7.4Hz)

A 53: 2-U-ZZZHADE] QL -4-4-FF O ZHU)-1-n-T2H-5-(4-3] g )o]|n|}E

&

at

ol

SAD)NAM 4-F2RE Q=& AHERE A ofoll=, AAld 529 AT W om Ax
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IR:1/A(cm 1)=2958, 1601, 1511, 1473, 1226, 1090, 1013, 854, 824

'H NMR(CDCl,, ppm):8.74-8.71(m, 2H), 7.49-7.32(m, 8H), 7.14-7.05(m, 2H), 3.92(t, 2H, J=7.5Hz), 1.37-1.26(m,
2H), 0.59(t, 3H, J=7.4Hz)

A 54 4-A-FF e | d)-2-(4-rEds ) A dHdsd-1-n-2 2P -5-(4d-F e g)o|nt}=

SA(b)ol A 4-w R D sbdE] @ o5& AHEEE A 2)oll =, A Aol 529 T A7 W o Azl
IR:1/AMcm™H=2961, 1602, 1510, 1478, 1226, 1103, 851, 796

'H NMR(CDCl,, ppm):8.74-8.71(m, 2H), 7.43-7.17(m, 8H), 6.97-6.88(m, 2H), 3.90(t, 2H, J=7.7Hz), 2.47(s, 3H),
1.50-1.38(m, 2H), 0.72(t, 3H, J=7.4Hz)

AA 55 4-U-FF e wHd)-2-[U-HEEda DA L]|He -1-n->=F-5-(4-ggd)o]v|t}=

Ao 549 B = 0.4g5 10me] CHyClyoll &alA7] 3L, m-E 22 M4 0.99%S J7edn. 1 e
ol A 3417 Bt aaloith 1 A Qol AAEL i) 2 AmrlE T 2 AAGYTE SRS

IR:1/AMcm™H)=1602, 1510, 1226, 1056, 814, 699

'H NMR(CDCl,, ppm):8.77-8.74(m, 2H), 7.61-7.57(m, 2H), 7.46-7.37(m, 4H), 7.30-7.28(m, 2H), 6.98-6.90(m,
2H), 3.92(t, 2H, J=7.7Hz), 2.72(s, 3H), 1.49-1.45(m, 2H), 0.72(t, 3H, J=7.4Hz)

A 56:4-U-FF e 2HD)-2-[U-dHHT DA H]E-1-n-~2H-5-(4-F )| v t}=

A A]of] 549 *ﬂ” & 0.4g< 10me2] CH,CI, Oﬂ LA 71 L m-FEEH A 259 S HUskith L £

IR:1/Mcm™H)=2967, 1604, 1510, 1316, 1226, 1153, 1094, 1078, 954, 815, 771

'H NMR(CDCl,, ppm):8.79-8.76(m, 2H), 7.88-7.83(m, 2H), 7.45-7.27(m, 6H), 6.99-6.90(m, 2H), 3.92(t, 2H,
J=7.7THz), 3.04(s, 3H), 1.50-1.43(m, 2H), 0.73(t, 3H, J=7.4Hz)

4ol e & F

AN 57 1-U-FFmHd)-4-we-5-(4-Je|)o|n}E-2-F &

5 a-3| EFA o v ol B (R34 (6) 9] St (17)ZF- Al ell13} 3 A o2 A5 ghgha s A=l
IR:1/Mem™)=3039, 1591, 1516, 1372, 849, 832, 780
'H NMR(dg-DMSO, ppm):12.76(bs, 1H), 8.47-8.44(m, 2H), 7.28-7.24(m, 4H), 7.03-7.0(m, 21, 2.19(s, 31

AAe] 58:4-4-FF e mHd)-5-HEel-1-(3-ye)o|n}E-2-F] &

& a-8| =FA o] | ol BR=(RE-5-2(6) 9] SFeh=(19)ZH-8 Ao 29 3d 3

L
o
fu
I
S
i
itd
tlo
g
%2
O
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IR:1/A(cm 1)=3035, 1515, 1482, 1430, 1367, 1227, 844, 815, 711

'H NMR(dg-DMSO, ppm):12.67(bs, 1H), 8.50-8.49(m, 1H), 8.48-8.47(m, 1H), 7.69-7.65(m, 1H), 7.45-7.41(m,
1H), 7.16-7.12(m, 4H), 2.08(s, 3H)

ARl H Bl S F

A 59: 5-(U-FF 2| d)-1-n-ZZH-4-(4-F Do t}E-2-E] &

a) 1-(4-2F 2239 d)-2-(4- &) -a-8| EFA o] W] ;o B} =

1 (4-ZFe29d)-2-(4-v D)o B=(T3-4(5) 9] 315H=(13)) 2.2g(0.01=)& 10me 2] Ik opA| EAbe] &3 A ZiTt.
= 1meell 0.7g] NaNO,Z 373 &5 275 &0l HsAA d7bsta 1w % Tes A2 2413 FF wt

ottt 275 50mE Arbebar A7 Bok wukS A&t dold A dFE(14), 1-U-ZF 2 29d)-2-(4-5]

g d)-a-s| EFA o ol Bh=E o apatar, SR Al ste] Zebatel PyOs = 7d A AT 82 2.0g(80%) A T,

b) 4-(4-EF S 2o d)-1-HEd-5-(4-9] D)ol v|thE-2-H &

3}eh=(14) 0.5g%, 1,3,5-EgWE AAs| =2 -1,3,5-Eg|opxl 2%} &7, 20me 2] =2fo] ol gkl &8 A7) oL 57
atoll 24213t E<t 7k skl W7 F, 314 SRS ARESte] SAlE AA ST S DaFoll A ¥R 20me ]
CHClol ¥z, 2,24 4-H EStE-3-F| L .= A| S 2 Bt wkefol]l M 38 H7hetley. o v 525 A7 st
A2 A 1AZE o wkE A&l 313 SRS ARESke] SAIE AlA sk 1 A dofRl {49 dol=& Hol
dollel 25 H7sto] astA R ol A =(15)& o datar A2 stell ol AAIsAT &2 15% 3t

o[N >
=
N

R:1/A(cm™1)=2727, 1604, 1397, 1223, 833, 817

'H NMR(CDCl,, ppm):12.03(bs, 1H), 8.50-8.47(m, 2H), 7.39-7.20(m, 4H), 7.10-7.07(m, 2H), 3.93-3.85(m, 2H),
1.72-1.56(m, 2H), 0.82(t, 3H, J=7.4Hz)

A Ao 60: 5-4-ZFZ o @ Id)-1-N-Z¥ggd-4-(4-F g g)o|nt}Z-2-E] &

GAl(b)e] ol o2 N-w=& &l -(N-Z 3£ )0l gholrl & AHE-3E A o]0l = Ao 593} T3 WS 48383l
IR:1/AM(ecm™1)=2803, 1605, 1220, 1118, 849, 833

'H NMR(CDCl,, ppm):13.09(bs, 1H), 8.44-8.41(m, 2H), 7.63-7.56(m, 2H), 7.47-7.38(m, 2H), 7.14-7.11(m, 2H),
3.93(t, 2H, J=6.8Hz), 3.44(t, 4H, J=4.5Hz), 2.42(t, 2H, J=6.8Hz), 2.14(t, 4H, J=4.4Hz)

A Ao 61~65

(3% Aa e g2 (8)el diat 2 9)

a) 2-ofA Eojn| =-4 - & 5] 2] T (25)

4-t)gobn] =72 d 100mgS 2-obv] =3 =7 200.0g3} F5=ob A EAL 400meel] H71sta, 7L T8-S 5478 Bt 3

FAAT W7 F, o] FrobAEA RS R3] AANL, T S Ak Y 1 EFELS
82 A1gate] SR HAAAT. 1 A7 ol AAEQ5)E A AT el P02 DEAAT &L 209,

(75%) % vt
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b) 2-obAl Eotn e v 2] -4 -7} A AH(26)

U, FTECD) 214058 1605e] HILVIEE 4T 3ol o) 234
Shalol] 234 BAlzk] 2AA B A7HEh o714, g EFRe] SR 90TE 235 ghelok Bk, 2

5T ke The el kb, 012 o 39S 5 HOLS AHE3ho] pHi3-42 4 8T, 7 A3} ol 4 AT26)
o ghato] 7Hekatel PO &= AE=A T 82 108.02(42%) S .

mlo - rﬂlo FJ

0) 2-Alohe-2-(4-EF 9 2F )1 -(2-opH Eohv] E-4-5] 2 &) o ER=(27)

3}gHE(26) 18.0g2 F W g £ Eoln| =(DMF) 50m¢ol] ¥ar, 7k d o] mth=(CDD) 17.0gS H71eta 1 &5 5
Ao A 4583 —”ﬂ'??}r/} 4-ZF Q2o EYEHY 14.9ngL ﬂe tert-F-5A}o| = 14.6gS H7bstar, o ukg 5
S 120TColA 2412 7FE bt @7t &, SFES A 204 o}%ﬂ‘ WHESTE, T ok, T S0 dES A

FE=E 55 HCLE AREsto] SAsAIT 2 A3 Aol JAHEQ2NE AstaL 7statel PO 2 XA 788
18.1g(65%) 31t}

d) 2-(4-ZF 223 d)-1-(2-ot] =-4-3] g &) o] E}=(28)

48% 2 7% BE 324k 150meel 3H8HE(27) 27.9gS M7 ehal, 1 whg £35S 30417 B9t 23}t Al #Qlt) Wizt
I EgEe el i w5 g Yol R TSI 1 A dojid A =@8e +d A /\] 7131, A4t ol H 2 9}
274 ol g gl 22 whEa) A Mgt a, AXA AN =88 11.7g(55%) ok

e) 2-(4-EF 2 25 d)-1-(2-ob Al Eo}v] -4 -3] 2] D) Bh=(29)

813 8(28) 12.0g2 F5obAI EAF 100neo] AEFAZ1 3, 1 2bE et £30] 4-v vl Fopv] 3] ¥ e Hoheh ohg, 7
 EGEES BRSO 5A7 B A Gh 7 o] PP AEA U RS FF ] AAS D, 1 W] B2 SRR e
0O EFES FE GRS Abgste] pHTE 24T 11 A% ol BRd AAEQ0S o nste] getstol
P02 7AZA 7T 82 13.5¢(94%) % th.

) 2-(4-ZEF2=29d)-1-(2-oA Eoln| -4 -3] 2] ) -q- 3] =5 A o] v] = of E}F=(30)

H e 30meel AT H|EALo] = & M(30% in methanol) 2.1gS H7tstar, o] £FES ofAalo] Lol |
20me 2] Mgk &-oMof Hrhstet, wukelH A, 83 (29) 3.0gS zzw 234 A7Me S, 2 EEES A2 247
o wwksit}, 8415 S/735HY xﬂﬂﬂ 1 3A Ao ES Bo| Wil 10%9] 7 HCIS AFg-8to] pH7 2 =A%}, 1 A3
dojxl T3 FAE(B0)S o st gHestel PyOs= A=A 2T ’“%% 1.8g(54%) 31t}

g) 3HE(BD Y A=

FHEGEOS, Fulge) Agd
ER P
7 A3} ol B 3

1_ .
R'=-C,H,: 62%
R'=226,6-8Egtv e el d-4-2:81%

RI=N-B¥gw2X29-:72%
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Rl=3-3 =2 A2 -:56%
h) 3+gH=(32)9 A=

=9 2,24 4-HEZMEAN S ZH-T-3-
= dFxol A 30t wnkgh, A3
A

AASHAL L LA ol &S

H

E] @ HE}=9] CHCL, &1 %

£ AAsIAL Aol A 1A FQt awkE ALt
teldel s 2 FalA At 2 43} Ao FHE(32)FE o 7st
& :R'=-CH;: 96%

1_ .
Rl=-C,H,: 74%

R'=226.6-8Eg e el d-4-2:61%

i) 3-3H=(33)9] A=

B 7h o), SR (32E T ol eeel AEAYIR, FRY) g o s A7) 1 29kEe 23] NayCo,
2 A 0 whg EFES B Aol 498 Wi WA BRAZE 97 F, 4] T2 o nstel AAs D
84 FUI)E AFEete] SAE AATT Pol AN BEDS 2 ARvpET R A BTh

A 61:4-U-FF e 2 d)-1-mE-5-(2-clA| Eo}n| -4 -]

A
e
[\:')
E
i
|
Auj
o
1o
=
A
kN

R1=-CHj,: & 63%

NMR(CDCl,, ppm): 8.75(bs, 1H), 8.26-8.24(m, 2H), 7.46-7.39(m, 2H), 6.97-6.88(m, 3H), 3.53(s, 3H), 2.71(s,
3H), 2.23(s, 3H)

IR(1/cm): 1669, 1607, 1543, 1505, 1416, 1268, 1218, 843

A 62:4-U-FF2Hd)-1-n-ZZA-5--¢clEcInE-4-F&d)-2-wE -] 2 o]n]t}=

R1=-C,H;: & 28%

NMR(CDCl,, ppm): 8.28-8.25(m, 2H), 7.44-7.37(m, 2H), 6.96-6.88(m, 2H), 3.85(t, 2H, J=7.7Hz), 2.73(s, 3H),
2.24(s, 3H), 1.65-1.57(m, 2H), 0.83(t, 3H, J=7.4Hz)

IR(1/cm): 3303, 1674, 1544, 1501, 1416, 1264, 1213, 845

A 63:4-(U-ZF e mdlld)-1-(2.26.6-HEAHAI A e]Hd-4-9)-5-2-clA Eojr=-4-d] ] d)-2-H Bl E] &

olnm =

R'=2,2,6,6-ElEgti e Held-4-2: & 23%

_84_



T =

53553 10-0642231

NMR(CDCl,, ppm): 10.62(s, 1H), 8.38-8.35(m, 2H), 8.01(s, 1H), 7.33-7.26(m, 2H), 7.04-6.95(m, 3H), 4.19-4.03
(m, 1H), 2.61(s, 3H), 2.00(s, 3H), 1.87-1.81(m, 2H), 1.52-1.47(m, 2H), 0.93(s, 6H), 0.78(s, 6H)

IR(1/cm): 2976, 1699, 1533, 1407, 1255, 838

A 64:4-U-FF 2l d)-1-[3-(N-=F =) T2 [|-5-(2-ot Eotn] -4 -T] 2| e)-2-m & ¥ @ o] n] t}=

NMR(CDCl,, ppm): 8.29(m, 1H), 8.12(s, 1H), 7.42-7.35(m, 2H), 6.96-6.87(m, 3H), 4.08-3.92(m, 6H), 3.17-3.00
(m, 6H), 2.74(s, 3H), 2.41-2.34(m, 2H), 2.24(s, 3H)

A 65 4-A-ZF o wmHd)-1-3-3|=FAxwH)-5-(2-otM Ecln| L -4-3]g]d)-2-w|E E] @ o]0t}

Rl=3-3| =2 A 223 58 32%

NMR(CDCl,, ppm): 8.69(bs, 1H), 8.23-8.19(m, 2H), 7.44-7.37(m, 2H), 6.98-6.86(m, 3H), 4.04(t, 2H, J=7.9Hz2),
3.70(t, 2H, J=7.2Hz), 2.74(s, 3H), 2.25(s, 3H), 2.13-2.05(m, 2H)

Ao 66: 4-(4-Z %9 23d)-1-v] &l -5-(2-0kv] e -4 -] 2] =)-2-v] &) —E] o] ] T}
A 619 35S 10%9] 2 HCIol 83141713, 14413 5 SR AT W2 3, 1 388 20%9) 7 NaOHE 5
REANT, 2 AT Boj T % d g o} a3 7ket ol PO, AEAITh

T8 1 82%

NMR(CDC]B, ppm): 8.16-8.13(m, 1H), 7.50-7.43(m, 2H), 6.98-6.86(m, 2H), 6.60-6.57(m, 1H), 6.41(s, 1H), 4.60
(bs, 2H), 3.46(s, 3H), 2.70(s, 3H)

IR(1/cm): 1629, 1542, 1509, 1215, 837, 814

A Aol 67~69

[o

Aol 669 e T H St = e 7131, Bl golr g 12w el o Frhat. 1o,
TS EYEE Agol A JAAULE DA, FGREE 12000 Fo2 A3AA Yrkeha o o S
of EABA F& WA A% WAFTE 2 kg EFES o Fstste] oAl ool Axste] FHANG EAY RS
EEEER L SEEEE e

_u.:

A 67 4-([&F U] -FF0 2o d)-1-wd-5-[2-(4-mEA| Ml =o}n| = )-4-T] T |-2-w|HE] 2 o] W]t} =

T 62%

NMR(CDCls, ppm): 8.66(s, 1H), 8.44(s, 1H), 8.30(s, 1H), 8.29-8.28(m, 1H), 7.94-7.89(m, 2H), 7.49-7.42(m, 2H),
6.95-6.90(m, 4H), 3.90(s, 3H), 3.58(s, 3H), 2.72(s, 3H)

IR(1/cm): 3410, 1674, 1500, 1412, 1253, 1175, 759

AN 68 4-([AF U - F 2o d)-1-wEd-b-[2-AFexzeFdoln|=-4-32|d)-2-H HE] Q o] m]t}=
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NMR(CDCl,, ppm): 8.67-8.62(m, 1H), 7.63-7.38(m, 3H), 6.98-6.85(m, 3H), 3.90(s, 3H), 2.73(s, 3H), 2.05-1.98
(m, 1H), 1.26-1.14(m, 2H), 1.21-1.14(m, 2H)

AN 69 4-([etF ] -ZF e mald)-1-we-5-Q-A Sz olr -4 -T2 el)-2-w & E] 0 o] m] t} =

TE :53%

NMR(CDC]B, ppm): 8.28-8.22(m, 3H), 7.46-7.39(m, 2H), 6.97-6.87(m, 3H), 3.54(s, 3H), 2.69(s, 3H), 1.97-1.67
(m, 8H)

AA A 70~72

NaH 1.2 DMFe] 84417150, 41204 669] 315 B8 9780w Eihes ALl 143 5at i

o, R WA Erte] = Ei S dognnte| 22 Yrsta 1 BFES O o4 FWE Ao EASHA 2w
A SRA, 1 0g EHES BE 4545 0 A5} Qol7 DARE oo}k, Qo7 2ANEE 2 ARrE

) = A gt

A 70: 4-(4-ZF o =H)-1-ve-5-C-wldoln -4 -3l g|d)-2-HH-E @ o]0t} =

TE13%

NMR(CDCl,, ppm): 8.12-8.16(m, 1H), 7.47-7.26(m, 7H), 6.95-6.86(m, 2H), 6.53-6.50(m, 1H), 6.24(s, 1H), 5.30
(bs, 1H), 4.47(d, 2H, J=5.8Hz), 3.32(s, 3H), 2.68(s, 3H)

IR(1/cm): 3241, 1610, 1507, 1219, 839, 813, 737, 698

AAd 710 4-4-ZF e mHlld)-1-m 8l -5-2-Fld e EDor]r=—4-] 2] Y | -2-w & E] 0 o] m] t} =

5 1 54%

NMR(CDCl,, ppm): 8.12-8.10(m, 1H), 7.41-7.19(m, 7H), 6.92-6.84(m, 2H), 6.46-6.43(m, 1H), 6.06(s, 1H), 5.18
(d, 1H, J=6.3Hz), 4.63-4.57(m, 1H), 3.11(s, 3H), 2.70(s, 3H)

IR(1/cm): 1605, 1505, 1432, 1219, 839, 701

WA B 2ulo]=o] oF& 2. 5u 2 HIMe A, 7] AA(13)

fr

22 ghe

AA 72: 4-(4-=Fe mld)-1-v & -5-Q-tulHoln|=—4-v]e]d)-2-wH -¥ @ o]t}

TE 1 81%

NMR(CDCl,, ppm): 8.27-8.24(m, 1H), 7.45-7.19(m, 12H), 6.95-6.86(m, 2H), 6.51-6.48(m, 1H), 6.31(s, 1H), 4.80
(s, 4H), 3.17(s, 3H), 2.66(s, 3H)

IR(1/cm): 1598, 1496, 1427, 1219, 840, 831, 734, 702

A Ao 73~75
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Aol 61, 62 Bi= 639 3H3HE-S THRo &84 7] a1, anbaba A, LIAIH,E 108 ‘@A H71eh, o o

S 2AR ES rEE T W § & , 1 EFES CHCLE W 5610, 499 77 4&
Na,SO,= HAEAZH. o] AxAE E AAGR. 1 A3 fofxl NM%% el ARvE Y
J] & A gt

AA 73 4-U-FF e 2 d)-1-wE-5-(2-ddo}r] = -4-T &) -2-HHE] @ o] W]t} =

T 70%

NMR(CDCl,, ppm): 8.17-8.15(m, 1H), 7.53-7.46(m, 2H), 6.98-6.89(m, 2H), 6.52-6.49(m, 1H), 6.27-6.26(m, 1H),
4.59(t, 1H, J=6.0Hz), 3.47(s, 3H), 3.29-3.23(m, 2H), 2.70(s, 3H), 1.23(t, 3H, J=7.1Hz)

IR(1/cm): 3235, 1604, 1562, 1506, 1435, 1221, 844, 806

AA 74:4-U-FF 2 d)-1-n-T 2 A-5-2-oHo}n -4 -Fe]H)-2-H ¥ e o]r] t}=

T 25%

NMR(CDCl,, ppm): 8.17-8.14(m, 1H), 7.51-7.43(m, 2H), 6.98-6.87(m, 2H), 6.53-6.50(m, 1H), 6.27(s, 1H), 4.61

(t, 1H, J=2.8Hz), 3.79(t, 2H, 7.7Hz), 3.28-3.22(m, 2H), 2.71(s, 3H), 1.66-1.54(m, 2H), 1.24(t, 3H, J=7.2Hz), 0.83
(t, 3H, J=7.4Hz)

IR(1/cm): 3275, 2930, 1607, 1525, 1507, 1219, 846, 813

A 75 4-(U-FFe wHlld)-1-(2.2.6.6-HEdWII Hed-4-9D)-5-2-c & ot =-4-3] g &) -2-H €1 ] © o]

NMR(CDCl,, ppm): 8.10-8.07(m, 2H), 7.47-7.40(m, 2H), 7.12-7.03(m, 2H), 6.44-6.41(m, 1H), 6.37(s, 1H), 4.30-
4.14(m, 1H), 3.27-3.21(m, 2H), 2.66(s, 3H), 2.11-1.91(m, 2H), 1.59-1.52(m, 2H), 1.12-1.01(m, 9H), 0.90(s, 6H)

IR(1/cm): 3325, 2959, 1603, 1516, 1499, 1217, 1158, 849, 812

AAd 7
ol =

6:4-(U-FF A D)-1-(3-N-EF& =22 g)-5-Q-ofEcluw-4-Fa|d)-2-4-WIH I I A E]Q

HE 7k Bl 4-(4-Z 5
T 011%%01] ffi%*l 713, =
]

2ok B obu] 1 -4-5] 2] D) o] W]} E-2-E &8 %
%7]—5]—1’4— 1 /“J}gﬂ "?‘BkA Na2COBE 7]'?:517 'ZIS:,
1

% =g
shd e Watd WA BRAAY. W7 A7) 2R gnate] AAG T 1 LAE 3
wb 129 2 A g,

NMR(CDCl,, ppm): 8.67(bs, 1H), 8.28-8.25(m, 2H), 8.12(s, 1H), 7.64=7.49(m, 2H), 7.44-7.37(m, 2H), 6.98-6.86
(m, 3H), 4.45(s, 2H), 3.81-3.65(m, 6H), 2.72(s, 3H), 2.54-2.52(m, 6H), 2.22(s, 3H), 1.85-1.73(m, 2H)

FEd e ARk, B17] 9 Egte e ATk

_87_



=53] 10-0642231

N=
A4 P
[ -
F
A1 A0l R R?
77 AI22-CgHqq CH3
78 -(CH2)2-N(CH3)2 CHs;
79 -(CH2)3-OH CHs;
80 -(CH2)3-OCH3 CH3
81 CH3; -(CH2)2 S CH;j
82 CH3; -(CH2)2 SO CH3
83 A22-CeH1y CH2-Ph-4-SO CHj3;
84 ANZ22-CeHiq CH2-Ph-4-SCH3
R 8
7\N /R
N=
! P
N
| 2>— SCHs
F
ALAIOH R1 R7 R8
85 HG o, COCH; H
NH
Ha CH
86 HG o, C2Hs H
NH
e CH
87 n-CsH; H H
88 CHs, benzyl benzyl

AT 1L

8171 (D2 e 2-81 6 A3 o]r|thE fEA), B 150) 40 5§ o

21(D)
R
Ra
| />—s—R2,
R3 N
4%,
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1219}, N, O 2 SE o] Fo]d

O
Mol sHl 2 AAE 2t A EEs 548 vz e 28E C -C-< A

.\_4

BX g e, St o] B2l A} Ei= C,-C,-L ATy 2 Mg AY;
olml 7|7} WA 8 e, S} i )9 C,-C,- 7] = A8 ofn) e, -C, -2

opm| 7] 7k Bl & Bz, st Ei= 79 C-Cy -2 X g ofv| g

= AZ SYH L EE )Y A AR 2 PE
3= 4709 C-C -7, #lld = #Hd-C, -

= o] o]l ol A AeE 1

R%:=

9717} C,-C,- 22, #2740, C,-C -2 AT, C,-C,- A7 Y 4 C,-C,~AAANEUIR o] Fo]7 o] A A8l
T

= RiY
AR YA st EE e A 8718 PR £ Hd-C,-C -2 Y;

Sh} e % je) @27 94 EE A9/ AHE C,-CeANGIEAE YA 02 S wi F A C,-C,-2
wi ged 942 A BE ol E £8)
C2_C6_OEL?]1év

A E R, S EE F 9] C,-C,-9 w22 42 A BE 0w & #Y]2 AFE C,-Cpm DY

= 670 3 Ma} N, O 2 S o] Foj 7l ol A el qz BgAel 1 w27 de 2dAE 2 nuas
g_w Tl ZE, C,-C,-LAM T, C,~C,~2 A7 Y Tz C,-C,~ AT Yol ]3] T C,-Com2;

C,-C,~9, @A, C,-C,~ A4, C-C,~2 A3 2L C -C,~S AN LR o] Fol 7l o A s = A=
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Z o] Fo 3l el A dEHAY, e
R'3} R?7} 3], ~CH,CH,-, %= ~CH,CH,CH,- ©] 1L,

R3S stz oz 28y Hdo|a,

—_l

L C=Cy=ohn) e, 9 d-C,~C, - obn] i B RPCONR-2 X 8hl 4-v] 2] do]3(e] 7] R°& C
C,m~¢4, C-C= A 9 %iﬂzi o] F-o1xl el A Ae s = Mz HHAl st B 5 o] 287

e

B AR L 9Y; B Cy-Ca- Al 22U 7o) a1, RO H; C,-Cy -2 = Wil g)), 3t

Rlo] #d-C -Cs- 27 ®i opn]~C~CoL A& YERI = A 5(714, obv] 7] = v X 8 &=, sl i 7 )

)

Lo

C,-C,- A7) = 2| hg), R2

rr
2
my
i
3
e,
|
32!
rr
2
e
il
o
{io
)
mIL
HO
|
(@)
i |
2
i
o
T
Au
s

AT 2.
A1 oA,
247 selde] 2-91x0] 4 X g A9, 47) A0 el 2-810 A5 o] vtk FEA] i 5] Aelehho
= 387k 9,

3T% 3.

A 13} == A 23k glo] A,

fuy
o
E;El
=
rlr
5
il

R 59-C,-C,- 2o 2 X ghel 4-3] 29 el, 47] (Do el 2-8 2 2% o] vt}
o YelgA oz 5875 9.

AT 4

A1 = A2l glojA,

RS0l 4-Z 70239l 47] Ao e 2-6 9 A8 o]n|thE fuA] B 159 4elot 0w 587w

ol
.

3T 5.

A

3T 6.

A

AT

244
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AT 8.
A& B A2l 9heiA,

Rlo] C,-Cy-24, Cy-Cy=A

=
= = =
MoE SEA mE 1se) Ao 8

6-HlEtE A E ], 7] (Do 2 YEhl= 2-8].2 2]k o]

373 0.
A8l lofA,

Rle] C, -Co- == 2,2,6,6-HlEgtHE v Hl g r dl, A7) Aoz Yetdl= 2-8H 2 A& o] nuE 24| &
aso Aty o g &gk s A

rr

7% 10.

A1 == A28 oA,

R27} C;=Cq=27 B ¥ d-C,-C, -2 (4714, 3l 7] C,-C,-¢AA Y, C,-C,-4 A4 ¥ d £ C,-C,~4 44
A2 X)), A7) A(Do2 VEhE 2-E 2 X3 on|thE FEA EE 150 Ao § 8 9.

AT 11

2kA)
3T 12.
Al1F el lef A,

RLE w8 wi, s} £ 5 7)) s}z%g F= C-Cym S FA], B 5 EE 6719 #9491 N, 0 ¥ S& o] o]
A = IH dlE = AtE 2 Hl%}}é— Haga el ofsf A%k C-Cy-
Aess A2 59420 1 Ee 2709

al
SH 2 AAE 2t S e | “Jfﬂﬁé ii‘i‘r” fﬂmﬂ(cﬂ 714, % A Qe v A =, 1,2,3 B 4709

R%= C,-Ce=¢4: 9717k C-Cy =24, &=, C,-C - AATd, C-C-¢Adud B C-C-¢AEE IR o] F
o7 el A M E= AR 5HA v e F 9] AU E AR £ Hd-C-Cy-g s Ald b B
AL} N, O 2 S2 o] Folx To A AEls= Az =849l 1 T 279 FHZYAE 2= vk
781-7 C _C a a]}\q'q'é C _C _oa]—?]}\qvl’]é U:L_ Cl C4 Oal-ﬁ/éf—j]__ ilpj’g C C6 OE]—?E]’ EJEE Cl C4 OE]-?Ey E}:
C,-C,-¢dAad, C -4AAd9d B C-C - AA TR o] o oA MEH = AR SyAQd st e
Me] X275 Zh= iﬂé I AL}, B

00(
JN
o
[
I RNON

R 7} R? 7} &7, ~CH,CH,-, %+ -CH,CH,CH,- ©] i,

R? &

i)

2707 X3ty Hdo|a
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R* & ol i, C\-C - L obr i, #d-C,-C, - L7 obr] i = RPCONRS-0.2 2] 3% 4-3) 2] (o] 714 R%& C,-C,-
]

47 C-Cym2A, C-Cy-&=A R ErA o= o] Fofxl oA AEy = M= 54l e = 5 Jle] A&7 E

A7 13.
A12%el ghelAl,

Rle] C;-C,=27, C;=Cy=~]

=
= =
HohE f A B B Ao 3

6-Hl=etu g oA e, 47] A(1) o ehii 2-52 2| o]

AT 14.
A128 B= #1380 oA,

R27} C;-Cq= 27 ®= ¥ d-C,-C, -2 (4714, 3l 7] C,-C,-¢AA Y, C,-C,-4 A4 ¥ d £ C,-C,~¢4A
TR X)), A7) (D02 VEhE 2-E 2 X3 on|thE FEA EE 150 Ao 87 9.

T8 15.
2123 = 211380 glo] A,

R17} #9-C -C, -k okml i A9 4-9129Q), 47] A(DO e 2-F 2 A% o]tk fuA] £ 15

|2
o gelg A o R H 875 9.
7% 16.
FAGH 02 G5 T St ool WAl E M ALY B A2F EE A 128 B2 A13F F o= & 3o

A5 Aol shhe] A7) ANz Yehls 2-E 0 A% o]u|hE f 54 £ 250 4K ow 587158 o
H,

F&es, Mo 24 U Alo] E7] W3 A 2Fgo) o3k &l W gkele] x| A AR kA S A ZAE

rulo

A 13 = A 23 = A 123 = A 133 F o] = 3k 3o glo]A],

vel 24 @ Afol 7l WE Ae) AHgol ol @ Aol @ e AAE P 2] Ao AGHE AL B
2 o, A7) Aoz JehE 2-8 0 A8 ovtE fu4 B 150 Aelsdow 5 87b e o

273 18.
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