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2-FE-1-[(3'-((1-FIEA -1-o & &) & A ) -2-w D -n}o] H d -4~ ) W & | -4~ 23] 2 Alo] F 2 3 A -1l]-o] | T} E-
5(4H)-<;

2= =-1-[ (3 =175 A1, I-H e v ) 54D -2-w 2 -vpe] s d -4- ) v | | -4~y R Afo] F 2 8 A -1-o] v o}
E-5(41) -

2-F8-1-[(3'-((1-7HEA-1-(1, 1-t W e W &) Wl &) S A -2-H & -vlo] d I -4- L) W & | -4-~ ] ZALo| S 2 8 Al -
1H-o] v o} 2-5(4H) -2

2-FE-1-[(3'-((1-7FEA-1, 1-t W & W &) S A vlo] d d-3-4 ) W & | -4- 2~ 3] 2 AL o| S 23 -1H-o] v| v} Z-
5(4H) -3

2-FE-1-[(2'-((1-7FEA-1, 1-t W e W e) S A vlo] d d-3-4 ) W & | -4- 2~ 3] 2 AL o| S 23 -1H-o] v| v} &~
5(4H) -

2-BE-1-[(3'"-((1-7}E A -1, 1-0) W & H &) & A )-6 ' - 2 g -n}o] 7| d-4- ) v & | 4- A 3] 2 A}o]| ZF 2 3 €l -1H-0] 7]
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oFE-5(4H)-2;

2-5-E-1-[(4'-((1-7}EA]-1, I-9 v 2 &) S A ) vlo] d -3~ ) | & | -4~ 23] A} o] S 2 H €& - 1[]-o] 7| T} &~
5(4H)—;

2-5E-1-[(3'-((I-7HEAI-1, 1-t W E W & ) S A])-2' - ZF 9 Z-vo] H d-4-A ) W & | 4-~ 3] ZALo| S Z A E 11~
olnt}=-5(4H)-2;

2-F-E-1-[(3'-((1-7FEA-1, 1-t W W &) S A ) -4 ' -t ZA]-vlo] | -4~ ) W & | -4~ ~T] ZAPo] S 2 H & -1H-9]
n| ohE-5(4H)-&;

oFE-5(4H)-2;

2-F-E-1-[(3'-((1-7FEA-1, 1-t W W &) S A ) -4 ' -o] 2 F-E-nlo| | d-4-) | & | -4-2~T] 2 Alo] S 2 A -1H-
olnt}=-5(41)-2;

2-59-1-[(3'-((1-7FHE5A-1, 1-t W E H &) S A] ) -3-w| F A -vlo] H d~4-U) i & | -4-~ T ZALo| 2 7 e -1H-0] 7]
oFE-5(4H)-2;

2-F-9-1-[(3'-((1-FHEA - 1-H D W) A )-6' -Z 2 -vlo] H d-4-U ) W& ]4- 2T 2 Alo] S 2 A -1H-0o| | T} &~
5(4H)—;

2-FE-1-[ (3" - (-7 A M) A )-6' - Z 2 -nlo] ¥ -4~ ) v & | -4-~ 9] 2 Ao F 23l 2 -TH-o] v Y&~
5(4H)-<;

2-F-9-1-[(3'-((1-FHEA - 1-o D W &) & A )-6' -2 2 -vlo] H d-4-U ) W & |4- 2T 2 Alo] S 2 -1H-0o| | T} &~
5(4H)—<;

2-F-E-1-[(3'-((1-7FEA1-1-(1, I-9 W E W& ) W& ) S A])-6' - 2 A -vlo| s d-4-A ) W & | 4-~T] ZAlo] F2 3 &
-1H-o] 1| -Z&-5(4H) -2

2-F-E-1-[(3'-((1-7FEA-1, 1-t W W &) S A]) -6 ' -o] 2 F-E-nlo] | d-4-A) W & | -4-~T] 2 Alo] S 2 A L -1H-
olnt}=-5(41)-2;

2-2-8-1-[(3'-((1-7H2A|-1, 1-T] 9 Qo] &) S 4] )-2-o &tk o] o) d-4-91) W @ ] -4-2:5] ZAto] Z = A Y- 1H-o] v] o}
E-5(4)-2;

2-F-E-1-[(3'-((1-7FEA-1, 1-t W W &) § A ) -6 ' - A] o} vl o] o D -4~ ) | & | -4~ T] Z Apo] S 2 H €& -1H-9]
n|ohE-5(4H)-2;

2-59-1-[(3'-((1-7FHEA-1, 1-t W E W &) S A] ) -2-w| F A -vl o] H d~4-) i & | -4-~ T ZALo| S 2 7 e -1H-0] 7]
oFE-5(4H)-2;

2-28-1-[(3'~((1-7H2A|-1, 1-T] 9 Q] &) S 4] )-3-] & -tk o] ) I-4-91) W @ ] -4-2=5] ZAto] Z = A D -1H-o] v] o}
E-5(4)-2

2= -1 [2-[(4-(1-7H5 A1, - v v D S 4] o D) -6-ml E-El op£ 23, 2-b] (1,2, 4] Eg] obE-5-A vl & ] -
4-2=3) 2 Ato] Z R A E-1H-o] v thE-5(4H) -2

2= -1 [2-[(3-(1-7H5 A1 -1, - v v D S 4] #l D) -6-rl E-El o} £ 23, 2-b] (1,2, 4] Ee] obE-5-A vl & ] -
4-2=3) 2 Ato] Z R A E-1H-o] W thE-5(4H) -2

2-FE-1-[(3'-((1-F+EA -1, 1-0) W g W &) & A )-2-Z 2 I -vlo| H d—4-U ) | & | -4-AT] ZA}o| 2 3 € - 1H-0] 1]
oFE-5(4H)-2;

2-59-1-[(3'-((1-7FEA1-1, 1-t W E W &) A ) -4 - E Z-nfo] H d-4-A ) v & | -4-23] ZAlo] S 2 HE -11]-9]
n|ohE-5(4H)-2;

2-5-E-1-[(3'-((1-7FHF A -1, -t W e &) S A] ) -2-E] EF 2 2 g -nlo] o d-4- ) | & | -4-2 T ZAfo] S =231
g-1H-o] v vh5-5(4H) -2

H_
2~ -1 (3'~((1-7H3A|-1, 1] | & ) S A])-2-U] E 2-vho] 5 d—4-01 )] ] -4-22 5] = AL o] F 21 & 1H-o]
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fEeHtH R olE YERA sk Aom olFojxin. o3 Fejo] AE2 AduA Aol 9ds 4
"AAZIaL 7 B AsE sl 8ste] 1 AaE /Eder udd = A FHIAET, I T)

Zeldletol =l BAjol 4
3 }oqmmKKetm 2006). s b el B ek A ab o uAl
= Aoz BelgVera T et al., 2005). 53&9Y WO 2004/017896+ PPARa/
Aol ol Wi, dAA FFE Sol FE8FL AAEAT.

Benson et al. (Benson SC et al., 2004) HE3t AA|Q®IA 1T A&A 42 2 PPARy 284 A IAE BF
zb= A7 A S AR &S AFeralth. kA I AadAlE A4 o=® PPARYy & &4
A7 o] B aE AT} (Benson SC, Pershadsingh HA, Ho CI, Chittiboyina A, Desai P, Pravenec M, Qi N,
Wang J, Avery MA and Kurtz TW, 2004, Kurtz TW, 2005). ©]#]3t &3+ PPARy ol 5eo]¥ol e, PPARa E
PPAR § &= EA3A71A] &okt). ElotEggut]2 (PPARy ZF&A)E H3F ATl 483 2dS A3 73t
, O15 FEAE ART A2 AYES ATForN o] FEdA HALEALY Aads Hte] 3
grdy, WA Wi dA4 9 s 2EY2E AFt(Kintscher U et al., 2004). 53 WO
2004/060399 % WO 2004/014308+= PPAR 2h-g-#l Bl kA Q@A 1T =84 A H2d& 2= std=ol AT &
F W A" 23] Xm % JEd-AY S5 aFH A RS sk .

gt Ao 99 9
y
Al

jud

L
R
al

=
B el AAR EATE IR ASAATL AT 48 AAn 9 Al G4 SRl den B9s
S, 2AEE, FUASE, dAwAAE, A, U, SR 5, Aad AT, A2,
o T Ze AL B G g ol 9 st %‘?ﬂ% A A5 g AvbARl AdaA AF e Airel v
fr&atrh. 2 qHo] W SFES 53 1XIF /e 1¥(ES] 1ATFE FRIstAY FukelA e
AEY /s GuE FUstAY FikebA] & adeh o] A gl f&sith
ol Lz ¢l e HFHE 2 ol fa dAdHT, 2 IS syl dnky (Del wE oA g
(polysubstituted)® o|Ht}EE F=A, o592 ¢4 Tt T3] A o) AAZA(FE YA o|dAA, F3 o
BAA), epAm EkE, 718t o] dEA, EEW, o, FEE, &uistE, 1¥SE e o5 EitEd #d
Aoltt:
Xy %
Ry 7 X4
Ra L4 X4

(D

2
R1& F4 93 = 427], Alo|ZF294747], 447, 4 o7, dAd7], L7d7], o7, ofdLdZ
] o

R2 % R3E FYUIAL HoldHl, SHAHCRE 4 U T 47, LAY, &1dV], AelEFReA 7], of

T R2 B R3E o]Ee] A wad 3 ae] B HE s dAdska;

olr

X= FAREe] 1 WA 6 Sadas £3ehe dA7|ol /Y B FAREC] 2 WA 6 &

e
e
)
i
e
b
ol
ok
rlr
>
&
[
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<40>

<41>
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<43>

<44>

<45>

<46>

<47>

<48>
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(i) s¥=xg, ==
(iii) sh71ef o] A== 2(11)7]o]H:

EAQX'S
X5 Xy
(1D
X'1, X'2, X'3, X'4, & X'5&5 FL3AY AolgA, HHHZ 4 T =2 9z, Nov|, UEHY], &

A7), AlelEF 2L, LAY, L71d7], otdy], olFYZY], -0R47], -SR47], -NR4R57], -SOR67] T+
-S0.R67] = sEHlZaalela, X'1, X'2, X'3, X'4 ¥ X'5 F = L20]H;

L2+

A
L 5_'1___"

(1)
(ii)

of

|

%
BdI71(00), ==

II

Y

}_

(iii) Ata EE Fx

-
hul

T -
s B

(iv) el &l 7] (CHy) o] ;

X7F o7 shte] ®ha dAE ZtE A9dE L1 3 L2E SA IRAFY F flen;

X1, X2, X3, X4 ¥ X565 YA olsiA, mH™oR 4 T 24 92, NOvl, HEHY], 4471,
ApolF 2 A7, LAY, LIId7], o], ofHL ], -0R4”7], -SR47], -NR4R57], -SOR67], -SO.,R67], 3l
Hl2aeg w= -Y-E g9 7loly, X1, X2, X3, X4 & X57] F s} o|Ae -Y-E §7lon;

R4 2 R5E LAY AolatAl, SHHoR FA9R EE A7), Ale]EF2dAY], DAY, 4797, o}
27] I:E‘—‘ 0}201—2217] ]Eﬂifﬂﬂo]7-]1/}'v

TE R4 2 REE o]5o] A AU} 7 sHZnYE A5,

R6E A SEAY X FH A e, HyPHoR AV, Al ER2UAT], SAE], &71d7], ofH7] Ee olHY
7] =& ez,
YE XSHAY X3E A ke wddr], Aba, 3 = Ay 9AF, S07], S0.71, Se07], Se0,7], TE NR7
ol 7|l RS AU T &Y, Alo|FRUEZAY], GALY], ¢7IdY], ol¥y], & ofddAy], T
= e Ragoe|H;
Ex sl o] Y1 71E 2dstAY X838k Zor skt o) Wrldl 93] X sE &, Ale|g2dd, &
Ad T dv)d AlEoly,

V12 Aba EE 97, EE R BY7leln, RE #*%1} Ee @A), AlEREA], A7), 47197,
obd7], Ee okddAT|eH, 53] FadA B O e,

Wizt

(i) ZHFAAH(-C00H) W= o =B Z(-CO0R4), E] 2ol 2e] Z(-C0SR4), obm]= (-CONR4R5), E]@olm= (-

CSNR4R5), U EH (-CN) EZﬂ T

(ii) o}l FEolm = 7] (-CONHSO.R6) , B+
(iii) HEZZE, ==

(iv)  o|&FALE, E=

) ZAEAE (-S04,

5
s
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rr

(vi) -S0;R4 H= -SONR4RS F:A], &

(vii)  3|=2FA= (-CONHNR4R5) o] ™,
R4, R5 9 R6E 747] Gojd npe} A},

B odbdo) A "d(alkyl)"S 1 WA 24, vlEAs A= 1 WA 10709 A QxS ke AY 22X r= g
ol X3 H= vXF ¥3} geleiuds Ao, WE, JdE, n-X2d, oA 2d p-HE, olx

28 3x-H = (tert-butyl), 2x-FE(sec-butyl), &, He#HE p-d4 e Ao]Faaa ),

2 Ao A "dAd(al keny)“o 2 WA 24, vt A= 2 WA 10709 B4 AAE s A, BxE E£e=
13 == v X3 B¥3)} edleadt A (shu o)At olF AdS JHE)S A AL, dEHY, 1-%
24, 2-z24d | 1-5ed, 2-Fud, 1-9dgd, 2-Fed, 3-WE-3-Fed).

2 "7l alkynyD)" € 2 UA 24, WRERSAE 2 U4 10719 Ba ARE e Y, $AY EE
sge) A wE WA BE BHFLGUBGRE ol 4F AFE DS A
-z, 1-PE, 2-Ed, 1-AEY EE 2,

aglAol Sl (lel 2 AF) Aol
g Asw Aels ”E}(Oﬂ WAL SISA, m2REA, ol 4r e

o
E-RESA, 2 REGA, E SASA).

 golA "SAE @ (alkylthio)"s SFdAtel olsf(Hoel= A bl A

5
e A%d Aol Pk A=A, WgEe, ddEe, nZeREe, oaZeAEe, n-FUH, ok
PEe, HE-RUEe, 2-PEEe 2 AAHLE 5 5 9
2ol A "ol (ary)" S whEAEA 6 WA 14 BadAE e A mE aHS IEE Beles g
2 AQFY. ol 53 st oo F2A AX, B, HolEFA, HE, BASA E GAEL GUB E
B UEZIEIN0)E ASE 4 ol dEAeA B owge] me ofd guze Ad, umE(d, 1=y
Et 2-Ed), dheldd(el, 2-,3- EE 4-vpeldd), EY wi TRod U Add F k. A@wA
U 2@ ge Hdr)7t 53 vhgr s

SHRol e A, 3 9 abash 2L HAH2zAAE s o) e A wE NA BEE dasa o)
= = A 2

e AFP o= 53 st olge] FRA A4, FUCYY] Aeld wish 2E), sol=SA], )
NI AR uksh 2%), AP AR vk ), EE UERIS/IN0)E A8 5 Uk o
g 59, vy, WuAd, dend, ded, Edobdd, %Y, JaEd, onuEd, (1,2.3) %
(124)-Eeel®d, slebAd, devod, gEGEY, F2, god, o|SA5Y, o, o|$A5Y, ¥
SAEY) B E 5 9

RSyl e 4Usle AR 94 49 G908 A9RT. (UL R 0 408 A% 2
ok SAvEs], ks s A
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A71o A Aol wmiel At} (Bernhart C et al., 1993, Black SL et al., 2003, McElwain S and Nelson J,
1942) (WH-g%= 5).

wH
R{—C=N —_—
1 R1/C\O/\
(XX)
(XIX)

ghal (XX) gHghe2 A sgeRA, ddHeR st FeAel & ezl sl wek Axd 5
.

¥ 1o

2 3 AR upebA, duka (XVD) FE(7]A, R1, R2 R R3= 7|l Aojw wie} 2a, 7= A
2 YAPelth 2 AF wiEdA, guby] (XXDQ opue-oim= o dwkal (XXIDY ¢
QEEg2EHZ(7] A, R, R2 B R3E 7|4 Aojw vie} 2, R'0E &2 €24 AFE(C1-CHolth & A}
g3to] Aol #F AR e wel A Z¥(Bernhart C, Perreaut P, Ferrari B, Muneaux Y, Assens J,
Clement J, Haudricourt F, Muneaux C, Taillades J, and Vignal M, 1993) (¥F$% 6).

R, R "z
2 R " Rb\o Ry RZ\% (
HoN L e - AN
-~ R’
0] R1/ \O/ 0 .
;
(XXI) (XXI1) (XVI)

(W31 6)

gukAl (XXI) @ (XXID) 8EHE(o37]oA, R'0, Rl, R2 % R3: A7|ox AHod nle} Zhe FX
SIERA, AdHoz AFsAY FaA & L FAUH wEl Az 4 ).

A A el uhel, dukal (XVDEFHE (o3 7]el A, R1, R2 2 R3& Ad7]olA Aod we} 2o, 7+ Akx
Aatolth) & gukal (XXIID) 9 AF dahol=(o]7|o A, R1S A7]olA AH ulel 2a, Hale &4, vpgz
AE Ax AAtolth o Ak (XX1)9] ofm|im-ofm= (o} 7]o A, R2 % R3E A7lolA Aold upsel gr})te]
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<494>

<495>

<496>

<497>

<498>

<499>
<500>

<501>

<502>

<503>
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Hhgo o3 AxdTt (W% 7).

R, R R R[S (Z
H,N Nz E —_— 2 N NH
2 PN X
R1 Hal
o Y
(XXI) (XXl XVI)

H

gul

~~

qo

=7

dub (XXI) 2 (XXITD (1714, R1, R2 2 R3= A7IelA Aold wiel 2uh) stehed o4 ez, 4
dHow dsAd FRA 2 Azl SA el wek Axzd 4 v

A (XVID) shgtEe] A%

Ak (XVID) SHgHE(e]7]el A, X, L1, L2, X1, X2, X3, X4 2 X5:= A7]ellA Aojd wheh 23, X1, X2, X3,
X4 HEE X5 F s o)A Y-E' B YoM, Lok BEA, uigAsltE HE, 94, Ei AFEolE
@ﬂﬂg.ﬂ@ﬂ]g_gt45@ﬂﬂ§ﬂ-%%-ﬂ%ﬂ1qﬁfmmﬁ]]Q‘%ﬁﬂ»ﬁ%@ﬂ~§ stoll A, Ak
(XXIV) 3hgHE(e7]el A, X, L1, L2, X1, X2, X3, X4 2 X5% A7]elq Aed vhel 2ow, X1, X2, X3, X4
TE X5 F }LP ol Y-E' EBFd7Iolvh & AREshe] Al (b= 8). X7F wiEy]elar, L1o] A7) A9
2ag Ee agel A4, gk (XVID SEE06E F2a 492, ugAsAs BE a5t
A8t FhA 2 dEA e 24N AU Sz2Aste] 9§ Y = dok(ht

Xz Xz

X4 X

L L4
HO\X/ \L2 LG‘)(/ \L2

X5 X5

(XXIV) (XVII)

(3= 8)

°”=LW (XXIV) s}3t 71904, X, L1, L2, X1, X2, X3, X4 & X5& A7]oA Aod wket ¢, X1, X2, X3,
X4 == X5 5 oPHL 1*% -E' Bg7lolth2 2 LG-E' s3hET 24 (XXIVa) 3E=E(97]elA, X, L1, L2,
X1, X2, X3, X4 2 X5%& A7l AH wel 2, X1, X2, X3, X4 E£E X5 F al o] Y-H Elgl7] oy,
Y& b b s gedx } 1th o] whgell o) FEHETH(THgE 9) E'v 7hrisl, @Hoﬁ EE AR
o o8] E7]E AT = Jd= 7o, Lee 8 5 A , BE, 94 Ee i B B4 P
< AXUolE EjI7IAA HEE = ojgr]oln | Theg 3 T 1 1*1 ZdH R AsA EAlEl A o] Fo

A},

A7 LGE' SEFNESE Ggdlel 48R oy wWye Fe oFo4d £ 9l E =R
gEzzve, FEIXE, todoe 2, HEHSo|=2Fed, ofEYEY Ee T 1%420}1
M2 et Aow FAPT. o3l Wk Af slo]=glo]= i FlR Yo E(XEEHT FFR Yo

F 7MRMO|ES} Ze)et 22 ¢17] EAstel A ey, Ar] vk -25T WA 250T, u}%ﬂo}ﬂ—z -107
WA gufe] v RreA " gl

Xy X; Xz X
X4 X
/L1 X, LG-E /L1 X4
HO~ N e HO~ y \12 %
(XXIVa) (XXIV)
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<505>

<506>

<507>

<508>

<509>

<510>

<511>

<512>

<513>

<514>

<515>

<516>

<517>

ZIHS3d 10-2009-0038469

T

(S= 9
A (XXIVa) 3HE(7)olA, X, L1, L2, X1, X2, X3, X4 @ X5& Ab7)oA A= nle} 3, X1, X2, X3,
X4 T X5 F 3l o] Y-H Elgd7loly, YiE AbA T stdxtolthE ¥4 3gEEA, AdFow 43}
A FdAlel & A FAH weE AlzE 5 o)
21 (XVID) 33 46 vt st 344 A2+ oo 2ok
- L27F a6A%tela, L1o] A (11)7]2] Lykal (XVID) 3FE(d7]oA, X'1, X'2, X'3, X'4 2 X'55 A7
A AolE whel Zhel el E £33 A~=7] 98 (Zou Y et al., 2004)& HEdE AR,
- L27F Ata9A e hAiola, Lol 4 (I1)7]19 dwvkal (XVID) 3FE(97]d4, X'1, X'2, X'3, X'4 &
X'55 A7lolA AHoE wiel Zrhe| dside 53] Wk A X3 wk-S-(Sawyer JS et al., 1998) A&
e AR,
- L27} kR 7)ola, Li1o] A (11)7]21 Ukl (XVID) 3FE(ed7]o4, X'1, X'2, X'3, X'4 2 X'55 A7
A o E vkel Zohel gisiAE 53 ZE-AYZE wgS HEte A=,
E3) upgbdst 3 AzE A (XVID) 3EHE(97)olA, L2¥ 7tRd7]ola, L1S A (I1D)7]oH, X'1, X'2,
£3to] L27) wEdiz]eolar, L1

X'3, X'4 2 X'5% A7lolA AH nle} Trh e AHFHoz AYdle S 8
o] 2l (ID)7]elH, X'1, X'2, X'3, X'4 ¥ X'5& A7|oA AHoH uiel 22 24 (XVID) 3gES 53 A
& 283},

2 (Ib) 3}3tEo] A=z

X, X1, X2, X3, X4 2 X5& A7)olA 4w uvpel g, X1, X2, X3, X4 £ X5 F s} o] AL OR47]o|H,
A EHAlE slo| =2 A7) e WEAV| o L2E FfA%gel, L1 X'1, X'2, X'3, X'4 2 X'57F A7d
A Aolw whe} e A (1D 710 d HPA (Ib) e 8l7] kol wa vz 59 & o (7hs
T 10), A7) WS salFo T oduky (XXV) fEAe 227 B AZFH WeS AMEsa, A
Aol A X6, X7, X8, X9 % X10& % 6}%»} AHolalAl, EHHOoR i i A2 gxf, A EE HE oA
HZ7], NO,, UEH, ¢Z, Apo]ZF=2dZ, IAd, o47] o}, o=k, -0R4, -SR4, -NR4R5, -SOR6,
-SO.R67], slElZae]elm, X6, X7, X8, X9 ¥ X10 T svpe =2, HEa T BHEX oy Ee e RG

.

i

rr

F47) D Ak (VDS FEFE FEAlE, d7lolA X1, X2, X3, X4 2 X6 AlolA AelE el g,
L2t FHAToIM, RGE T2zl EE RENT 2 BAvloln, Bl 2 deiA Jx FE ) EAle
ol A o] ol 21t}

(Y2 % 10)

L1, L2, X, X1, X2, X3, X4 2 X5& A7|olA A" ve} 23, X1, X2, X3, X4 EE X5 F 3} o]4fo] dlo]
== B9 0R47]Q1 AwkA (Ib) 3FFES A 2 44 ¢ W BHE EgHRrlol= &
Astel L1, L2, X, X1, X2, X3, X4 2 X57} 4714 A9 wpel 23, X1, X2, X3, X4, == X5 & sk o]
ol wWlEAl Bl 0R47I 4wt (Ib) shghEe] guds) ukgo) ofs) nigxsta FestA 52 4 Ao
A (XXV) 3= Az

X6, X7, X8, X9 # X107} sLstAY JolsiAl, sHAoR 4 e T2 YA}, A e BHE g xgHE7],
NO,, HEH, &4, Alo|g2dd, dAd, dv)d, o, ofddZ -0R4, -SR4, -NR4R5, -SOR6, -SO,R671, 3l
H= wmEola, X6, X7, X8, X9 ¥ X10 & 3kt fgiﬂ ElY], BHEAF E}O’, EE BHE JAHZE E9le g4

71Q1 duka (XXV)shgtE2 IAldA 2 & e ASIAl EAlstel, duka (XVD) 9] slel=aE] FEA
(R1, R2, R3 % 77} A7)elA A" vt %Tﬂr)sﬂr kAl (XXVID) Exﬂ(omoﬂ A, X, X6, X7, X8, X9 #
X102 A7)olA AR uvlel 723, L6E o8 S (Lo, BE i) = gqiot EAm 7o A
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<598>
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<603>

<604>
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Edlo|E7]e1M AgsEE ojgslelthel 3] el 35 wrgel wet wgAsA fesA F5E F Ak
<% 11).

X7 % X7 X
R 8 X
. 3z Xo Ry 7z 7
2\%__( Xe Ry~ X

N NH + LG~y —_— N N~

Y X Y X X10

R 10
1 Ri
(XVI) (XXVII) (XXV)
(8= 11)

of Z 4 o8 WHE T o]Fold 4 ot niEA e ARE tEEave, 2
getolmR2Fe, ofAEVUEY E UWEXFolu|=gr e SR AQjsE Fo
2F dlol=glol= = JMH Y o|E(XEEE JHHYOE 28 FHEMo|Es}t
FATt, A7) wee -25TC WA 250C, vtEASAE -10C WA €99 HA Y

e rle

=3

L2, X, X1, X2, X3, X4 2 X6& A7|olA Aeojd npe} #ar, X6, X7, X8, X9 ¥ X10&= LAY FolshAl,
EPAoR £h EE T2 9x, A BE HE o ~HZ7], NO,, UELH, &7 Alo]Fad7], <

o, o}, o} -0R4, -SR4, -NR4R5, -SOR6, -SO.R6 71, slElZxa]e]w, X6, X7, X8, X9 ¥ X10 Z sty

= RG @437, o5 5W 2, HEA EE HEJ2AHE gnkal (XXVI) @ (XXVID) 3EEe A 8
-

d Al 9

7] AN B ouEe A AF Aow Boays Awetd gt s A, g v
ol BHER BASYT. FROPS ANE EAHN, 5¥% dFl g & uEe 424 ol 53
=94k

ALDI-TOF (wjE#& 2~ Bz golA ©x+/o]L3}-H]

MEg-dd. 2AED A4S A9 7] ol AgHAG: st UFA

=
=1 = <, =
olF A, t¥ AFA, tde olFHNFA, g AFSA, quinte LFA, sextv §FA, m

[N
r
°
of
o
oL
o,

Y 1A A48 UEL(le)) S 0CAA 714 Qo2 ¥ahd T olgrgsollel stk e THES
CoA 96 AZESE warselTh, olF 47 B3 ! 3
 ofg ol

—_

Ho|E sto|=2F2eto]l =g o Falal 20

Az7IelA Az

Wy 1B AEd UEH(leq)S 0ColA 714 drtoz x3td 55 o eh-&-& AU (6.3eq) el 71siitt. whg &
dEs A2olA 18 AbEet wnteint. W EES st Swsta, Axrivels Hdxskelt
AAd 1.1. o8 HAGolu|Ho|E lo|=rF2}o|E

NH  Hl
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<615>
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<624>
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<626>
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<629>

<630>

ZIHSd 10-2009-0038469

IR: vC=N: 1650 cm

MR H (DMSO-ds): 0.87 (t, 38H, J=7.3Hz); 1.23-1.35 (m, 5H); 1.56 (quint, 2H, J=7.3Hz); 2.62 (t, 2H,
J=7.30z); 4.42 (q, 2H, J=7Hz); 1117 (sl, 1H); 12.11 (sl, 1H).

AN 1.2, oE ol Eo|n|Ho|E Folz=zFRelo|=

II\IIH HCI
/C\o/\
HEUELS A8l AET Av HACEY Wl W wa pue A 2ot

T8 27%

MP: 112-114C

NMR 1H (DMSO-d;): 1.15 (t, 3H, J=7.3Hz); 2.38 (s, 3H); 4.42 (q, 2H, J=7.3Hz); 11.10 (sl, 1H); 12.12
(sl, 1H).

A 1.3, & ZZFolu|go]E Fo|=2F 2T o=

Ian HCI

E2dQUEYS Agetel A%T Aut FFCPY 1ol uheh WA Pue Axshe,

& 29%

4

NMR H (DMSO-ds): 1.18 (t, 3H, J=7.3Hz): 1.27 (t, 3H, J=7.6Hz); 2.62 (q, 2H, J=7.3Hz); 4.21 (q, 2H,
J=THz); 11.20 (sl, 1H); 12.02 (sl, 1H).
AAld 1.4, A€ HEgo|n|Ho|E o=z FE ot

’I\I‘H HCI
/\/C\o/\

FHEUEHS AR&ate] dsdh oduk 3g iy 1A)el wheh ol Eae A 2shgivt.

F& 31%

MP: 74-79°C

MR H (DMSO-ds): 0.87 (t, 3H, J=7.3Hz); 1.27 (t, 3H, J=7.6Hz); 1.62 (sext, 2H, J=7.3Hz); 2.60 (t, 2H,
J=7.3Hz); 4.42 (q, 20, J=7.6Hz); 11.19 (sl, 1H); 12.11 (sl, 1H).

AAld 1.5. € 3-HEEEO|HHO|E So|=2F2Eo|=
[I\IIH HA
//L\/C\O/\\
SFUERERYUEL S ARS8l Asst Ayt g8 1B)ol| whep A Bua A =Sl
& 99%

NIR H (DMSO-ds): 0.92 (d, 6H, J=7.6Hz); 1.18 (t, 3H, J=7.6Hz); 2.04 (m, 1H); 2.51 (d, 2H, J=5Hz); 4.42

(q, 2H, J=7.6Hz); 11.42 (sl, 2H).
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<632>
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<654>

<655>

ZIHS3d 10-2009-0038469

AAd 1.6, g Alo|FEZ2GFEA U] Ho|E JolmrF R0l

IRIH HCI

v e
APl Z 2 X2 RIIR Y EZ S A8l st Ak B (U9 1B)ol| whe) WA BEE AZ3F3iT).
T8:83%
MR H (DMSO-dy): 1.10-1.21 (m, 4H): 1.23 (t, 3H, J=7.6Hz): 2.22 (m, 1H); 4.39 (q, 2H, J=7.6Hz): 11.10
(s, 1H); 12.18 (s1, 1H).

AAld 1.7, o 2-3 oA EH]E|o| E o] =R S 20| E

NH HCl
h
C\O/\

2-HdolNEYEZHS ALgste] Heeh vk g (i 1B) ol whe} WA = A 2319

5 :96%

NMR 'H (DMSO-dy): 1.30 (t, 3H, J=7.6Hz): 4.02 (s, 2H): 4.40 (q, 2H, J=7.6Hz); 7.24-7.42 (m, 5H); 11.82
(sl, 2H).

A 1.8, g 2-(E|2H-3-L) oA EH H[o|E Bo]|==F 2 o=

2-(E] e #ll-3-A) oM EUEHS AFEdte] A&t vk (i 1B)ol whe} W) Baz 2z},

5 :99%

NMR H (DMSO-dcy): 1.26 (t, 3H, J=7.6Hz): 4.02 (s, 2H);: 4.42 (q, 2H, J=7.6Hz): 7.12 (dd, 1H, J=4lz,
J=1Hz); 7.20-7.50 (m, 2H); 7.52 (d, 1H, J=1Hz); 7.59 (g, 1H, J=3Hz, J=1Hz).

AN 2. ofrlito] 2E2 AxE AT AWH 34

oPW 7k A leq) & 0TOIA AR FROIRE Ex olge)dl Aaia, 47 ERFRE T4 duon %3
AT Bl 2RdeEE oF Arlsdtt, we ERES BFHUA 1247 Bk wikslch. wE B3
B Pl FH5A OolFH2E 2 olBe etk YHHE BRE olsin Yooz A
aleh.

A 2.1 1-ohn Al FRAVARAN WG o 2E2 o= 2ete|s

& 91%
Rf (dE=2ve/mek2 9/1): 0.5

WP: 157-159C
IR: vCO: 1742 cm

NMR H (DMSO-ds): 1.68-1.84 (m, 6H); 2.04 (m, 2H); 3.71 (s, 3H).

_49_



ZIHS3d 10-2009-0038469

<656> AAd 2.2, 1-olH| Ao S 2R ETHEALL o qAHE Jlo|=2F R o=
HCl HoN 1
<657> A
<658> Aol ZF2 Al B o eh-S-S A8t AEd At I upg) WA Buks A 23519
<659> & 82%
<660> Rf (Z2=2ve/de2 9/1): 0.5
<661> IR: vCO: 1736 cm
<662> NMR 'H (DMSO-ds): 1.22 (t, 3H, 7 Hz): 1.70-2.13 (m, 8H): 4.17 (q, 2H, 7Hz): 8.83 (s, 3H).
<663> AA 4 2.3, 1-o}H| Ao | 22 A AFIE A HE JAHE Ffo|EE2F 2o =

<664>
<665> Lol Alol S el H sk B vee s Algate] ALd Qv ol we) WA B Axse.
<666> 8 69%
<667> Rf (EZZHeh/weE& 9/1): 0.5
<668> MP: 210°C
<669> IR: vCO: 1741 cm |
<670> MR H (DMSO-di): 1.38-1.97 (m, 10H); 3.73 (s, 3H); 8.82 (sl, 3H).
<671> Ao 2.4, 1-olH| o] AR E| 24 WY JAHE So|mR2FERF|E
o

<672> e o=
<673> 1-otu| o) ARE 24 F Wehe-S ARgste] HEgh Al Tgel whet A edS A3
<674> g 81%
<675> Rf (EZZHeh/weE 9/1): 0.5
<676> IR: vCO: 1746 cm |
<677> MIR H (CDCLy): 1.70 (s, 6H); 3.80 (s, 3H).
<678> A Ao 2.5. DL-2-sd 2l vE oXHE Fe|=RFReo|=

Qy
70 Wi b
<680> DL-2-dld=glsl 2 We&Ss ALgste] AEs it oA opel Az,
<681> S8 67%
<682> Rf (EZZHeh/weE 9/1): 0.5
<683> MP: 207-209°C
<684> IR: vCO: 1742 cm |
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<685>

<686>

<687>

<688>

<689>

<690>

<691>

<692>

<693>

<694>

<695>

<696>

<697>

<698>

<699>

<700>

<701>

<702>

<703>

<704>

<705>

<706>

NMR H (DMSO-ds): 3.69 (s, 3H); 5.23 (s, 1H); 7.43-7.55 (m, 5H);

A4 2.6. Hg 2-o}u| -2~ PR EL o] E o] FR o=

2-o}u] (e—2-of gl FLERAL W)
S 47.5%

Rf (Z2=Z2vet/ve2 9/1): 0.5

MR H (DMSO-ds): 1.01 (t, 6H, J=7.6Hz); 1.97 (q, 4H, J=7.6Hz); 3.80 (s, 3H).

AAld] 3. oHUEE AZE Y3 gyt AA

E

(0.06eq) W oﬂ*EﬂE 1Hltﬂ OJEE 7Pok°ﬂﬂr(1eq)
7

B!
sweleith, £4ES

A4 3.1, 2-w|d-4-2 3] ZA}o| F 2 H g -1H-o| v T} &-5(4H) -
"~
1-opr| Ao 2 TS24 WE o ~HE stojlm2F 2o =(AHAd 2.1)
gzl (AAel 1.2)E AHgstel A%e A wpgol we Alzsin,
gaetgrh(gES tEFE2de/veL 98/2, o]F 97/3,
o,
FE: 20%
NMR H (CDCI): 1.60-2.15 (m, 8H): 2.16 (s, 3H).

AAl4 3.2. - g-4-25] 2Alo| G2 A E-1H-o] v }&-5(4H) -2

1-olu| Ao F2HETHEAM HE o AHE SelmE o] =(HAld 2.1) 2
2R E(HAd 1.3)5 AMEste] dedh gt Hgol] weEh A Z T
g9 R THEES tEFE R e/ WS 98/2, ©]F 95/5, ©o]F 90/102 AT}
T8 20%

MR H (CDCI3): 1.34 (t, 3H, J=7Hz); 1.75-2.04 (m, 8H); 2.50 (q, 2H, J=7Hz).

AA e 3.3, - 2P 4-A3 ZA}o| E 2 MY -1[-o] | }Z-5(40)-&

1-o}u] =A}o] stole2E R o= (A 2.1) ¥

SRATHEAL HY o ~H =

_51_
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AEL A gl A
o]F 96/4% IJIFTh). AHES A odm F£EFQ
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9.17 (s, 3H).

A1EE ATAZAA LA

g opAE T

od ZEolnHo]E §}o]

e AerhAas 011*1 iiU}E

ALE-©
T

g FeeluHolE

o}-O]E
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IR E(EA A 1.4)5 AHgste] Az dnt Aol whet Alzsioln. dbwe durbAdeld ARnEa
et (E&Fe SRR/ Mg 98/2, ©1F 97/3, o1F 96/4% JAhH. AHEL YR FEHUL.
T 32%

MR H (CDCI3): 1.05 (t, 3H, J=7Hz); 1.75 (sext, 2H, J=7Hz); 1.80-2.02 (m, 8H); 2.49 (t, 2H, J=7Hz).

AAd 3.4, 2-FE-4-23| 2Ato| S 2 AL -1H-0| v T} &-5(4H) -2

1-otm| = Ato] SR AEFE AL HE A2 solmgIFRaol=(AAd 2.1) 2 odE deeludolE alo]=
zaRgo|=(HA 1.1)E AMEste] HEdh dwk Ao web Axslch. S AEgbAdeA AzntED
ot (&E HERRue/mMes 95/5). A2 edE F5HAH.

T8 88%
Rf (OE= 2 ek/vee 95/5): 0.25

IR: vCO: 1725 cm

NR H (CDCI3): 0.95 (t, 38H, J=7.3Hz); 1.4 (sext, 2H, J=7.6Hz); 1.66 (quint, 2H, J=7.9Hz); 1.80-1.94
(m, 8H); 2.46 (t, 2H, J=7.6Hz); 9.38 (s, 1H).

AA 3.5, 2-FE-4-23| 2ALo| S 2L -1H-o| M| E-5(4H) -2

1-obr Aol S 2 AAFHE AL T o] e 2
22zeols (A LDE Agdtel A&e Au 340
ehlatol (g5 ¢

& 49%

stolegF 2ol =(AArd 2.3) @ old FEou|Ho]E slo|=
w}ﬂ‘r A zspA . AES A glAAe ] AR ED
=

ultl
f
frt
=
e
Ny
=
)
o
©
(@2
~
NS
=
=
M
=)
ft
¥
AW
Y

Rf (HEEZwet/me-& 95/5): 0.25

MP: 123-125C

IR: vCO: 1732 cm |

MR 'H (CDCI): 0.95 (t, 3H, J=7.3Hz); 1.39 (sext, 2H, J=7.6Hz); 1.40-1.73 (m, 12H); 2.48 (t, 2H,
J=7.6Hz): 9.32 (s, 1H).

A4 3.6. 2-38-4 4-tv|d-1H-0| v Z-5(4H) -2

[¢]

l-opu o] ARE 24k wE o A2 slo|mr I Reo] B(AAd 2. 4) g oe fgto|wHlo]E slel=rF R}

E(EAG 1L1E Agste] A%d Au sl wet Axsh, AR AesbAgels AmehE1esl s
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ZIHS3d 10-2009-0038469

tH&=9d tZ22de/qere 95/5), AHES od=a FE5ET).
2= 28%
Rf (YE=Z=2veh/vere 95/5): 0.25

IR: vCO: 1733 cm

MR H (CDCI3): 0.94 (t, 3H, J=7.3Hz); 1.32 (s, 6H); 1.39 (quint, 2H, J=7.6Hz); 1.65 (sext, 2H,
J=7.6Hz); 2.46 (t, 2H, J=7.6Hz); 9.64 (s, 1H).

AN 3.7. 2-F g -4-¥d-1H-o] v| t}S-5(4H)-=

DL-2-#ld 22 A wWE o A= &o]= go|=(AAld 2.5) 2 o€ FEoju|E|o]E Jlo|m2F R o]
(AAd 1.DE 285t Ass A Ao we} AzsGch. AAEe Aegglddels A=2rtE ety sied (&
o gEE2 /v 95/5), N4 FHR F55AY.

& 5%

Rf (OE= 29 ek/vee 95/5): 0.25

MP: 211-220°C

IR: vCO: 1732 cm

MR H (DMSO-di): 0.92 (t, 3H, J=7.3Hz): 1.33 (sext, 2, J=7.6Hz): 1.65 (quint, 2H, J=7.9Hz): 2.57 (t,

2H, J=7.3Hz); 5.13 (s, 1H); 7.20-7.70 (m, 5H); 8,66 (s, 1H).
2 Ao 3.8. 2-0| &K E-4-23] ZAlo| S 2 A Y-1H-o| 7| hZ-5(4H) -2
L
\N?NH
1-olu|mAlo] S 2 A E T EAA WE o AHE FtolmzFE2alolm(AAd 2.1) 2 01]% 3-w g F-gholmHlo] E
stol=R IR efol=(AAe 1.5)F AHEste sk dvk ol whet Axsivh. 2HEe Aol At

ntE a2y E R tHEEL dE2 2 e/mete 98/2, o]%F 97/3, o]F 96/4% o}OﬂB}) AES A odr 4
SE ).

NMR H (CDCI3): 1.32 (d, 6H, J=7.6Hz); 1.61 (m, 2H); 1.71-1.96 (m, 8H); 2.10 (m, 1H).

A 3.9. 2-A-4-~ ¥ 2 Alo| F 2 E-11-o] v] }Z-5(4H) -
1-opr|APe] SR ETHE AL W oA E Sfo|ER2ERefo]|=(AAd 2.1) 2 od 2-HdolAEn|Ho]E

sfolEemF 2ol =(HA ) 1.7)E AREete] dad ARt Aol w2t Axsdiv. b= Aol Azt
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<760>
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<765>

SIHE S 10-2009-0038469
ntE g9 gri(EELe fZE 29 E/eL 99/1, o]F 97/30.2 3. AEL Mo dr FE5HT).
2= 28%

MR H (CDCLs): 1.74-2.07 (m, 8H); 3.75 (s, 2H); 7.22-7.41 (m, 5H).
AAd 3.10. 2-Ao|E 2 X2 Y423 ZAlo| S 2 HME-11-0| vt} E-5(4H)-
aL
N§§ZH
1-oln|=Ato] R ETE A WY ol AvE2 slolmrdRelo] (Al 2.1) B oY Alo]ERE 2 F e AN

golE slo]m2F 2 o] = (HAl 1.6)5 AFEsle] A&3t At 3o wE} A XS, AL A glait
A At E 2SI SIR THEES S22 e/ WES 95/50 2 3. AL 242 55 Y.

MR H (DMSO-ds): 0.95 (m, 4H); 1.50-1.84 (m, 8H); 2.12 (m, 1H).

AA 4 3.11. 2-(E]2.8-3-49)-4-2A5] ZA}o| 2 HE-11-o] v|}S&-5(4H)-&

1-olu| Ao S 2 AT wE o ~HE slo|lm2E2 ol T (Al 2.1) B odE 2-(E]31-3-Y) oA E
ugo]E slo|=2 TR epo|E(HAld 1.8)5 AME3te] dedt At o] wel Axse. e

oA FAgtE 1t PtH(EES UFEEME/Mee 99/1, o]F 97/302 3th). AES FAodr 5
A

=8 21%

MR H (CDCILy): 1.78-2.05 (m, 8H); 3.85 (s, 2H); 7.02 (dd, 1H, J=4Hz, J=1Hz); 7.20 (d, 1H, J=1Hz); 7.38
(q, 1H, J=3Hz, J=1Hz).

AAd 3.12. 2-8E-4 4-t]o|&-1H-o] v t}Z-5(4H)-<

He 2-opn| -2 B ol o] E slo]=g I mefo] E(HdAld 2.6) R ol sEoluHo|E Slo]=mF R etol

T(AAA 1.D)E AFEsle] dest Ik Bl whet AT, AR AEgbAe A AgetE ekl v
(&9 Sz de/veLe] F= = 100/0 oA 98/2& sth. AtEe o Uz S5},

e
3

01

T8 43.3%

MMR 'H (CDCI): 0.76 (t, 3H. J=7.6Hz); 0.93 (m, 6H); 1.4 (m, 2H): 1.74 (m, 6H); 2.25 (t. 1H, J=7.3Hz);
2.52 (t, 1H, J=7.7Hz).

AN 4: ¢ GAHE 20T AZXE 93 dutg A

a7 o 2E|Z2 22 =(Alkyl ester iodides)v HEHEF % yYolAZzHolvle] A sl WY 2-HE X 2yl
olo]E Hl Hgko] 47 t]QQr=3tke] 317 Ao wE whgo| o) AzHUTH EFA di7Istel A, N,N-to]
A2 Hol(1.1leq)S HEZS | =2F & (10eq)ol] AT A7 84S 0CTE WYZAANS n-FEHgE(l.1le
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= A7kt o]F §4E& 70T YA 2-ddz2dit(leq) S 7FeI. 7] EFES -70TAA
1537 wRbehglh, A ko) Hae =3t F5=4(2eq) S -70TAAN H7HE 5, A171 ks ERES PuHoew A
2744 Zkdstar, 20413 EQk wRkeITh. o] AbA pHb = w) 74A] HCT 2N & 7hste] ZhEEajaisitt.
S g oMHelER FEIUAT. fUSS LueR AFea, ~F A 1E*¥oﬂx1 Azxsa, oae & 7
shatel Al LA, efEs dughd ZelA AmvtE1ed] sl

tlo

Mg 2- MEzEvhedoE ¥ 1,3-teeEzene A8se A%d ANAGL e Azsdr. T
AT AzvhE ST §E Aol FRAMN), WS 9 B eUR FEHS.
Rf (Alo] S 2/ ddolAEH o] E 98/2): 0.32

NMR 1H (CDCI3): 1.20 (s, 6H); 1.62 (m, 2H); 1.78 (m, 2H); 3.15 (t, 2H, J=7Hz); 3.69 (s, 2H).

AAld 4.2, W€ 2,2-HHE-8-8 2 =-SE o] E

Mg o- gzEvheololE 9 16-Teosaie gl 44T AN whe Az Felwe 2
DA A AR T SATH S E A 2R, AEE e TA 0dR FEH

8 82%
Rf (Afo]ZF =&AL/ o EHolAE|o]E 98/2): 0.43

NMR H (CDCI3): 1.15 (s, 6H); 1.10-1.60 (m, 8H); 1.8 (m, 2H); 3.19 (m, 2H); 3.65 (s, 3H).

AAld 4.3, A€E 2,2-HWE-3-8 2 =-Z 20| 0] E

g 2 uﬂmaw cAoI= 3 HASEUSE ASae Gt AWABE det AT, dolE 4
" .

=g Aot
T Atol R/ opAlHIOlE 9/1). AHES d

14]

o
=
KX
o <!

Rf (Aol E 235/ dolAEH o] E 98/2): 0.45
MR H (CDCI3): 1.35 (s, 6H); 3.35 (s, 2H); 3.72 (s, 3H).

AAld 5. AvE BEF3E AxE AT v 3A

Hule B E3HE (Phenethyl bromides)e A3 2-(FFo|=EAH ) &S ALE3lo] HE7]E &dssta, o
S A7 A& slo|=EA7|E HESSIE 2 GAR A ZEHAT

S

AAF oMEUE-Y dlE(leq) R AT BFEI FRA (le)) &Nl XElw ZHRUIE dHIAS
7kttt 37 wke ERES FRSEA 12413 Hok wwks IN 8-

b wwkEkglth. EFES deow WAska, A4k IN &
o7 s &, od obAHolER FEANT. 715 Fotel ntaulg o] Bl HAxstal zhetst

ol skt XJO%%% Aehd el ARvtEISY] e



<788>

<789>

<790>

<791>

<792>

<793>

<794>

<795>

<796>

<797>

<798>

<799>

<800>

<801>

<802>

<803>

<804>

<805>

<806>

<807>

<808>

<809>

<810>
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s
v Az AFE(leq) B EdALdEX = 5] H
H(1.2eq) & 7Feldlch. wbe Et=S A2 Oﬂ/ﬂ 5’\]7J EQh wRkgE 3 pgdstel A Skl JoEd A

FhA A AR v E 1eke ekl ).

:
NJ
(¢}
2
o
)
iy
it
U
2
)
2

AAle 5.1, dE 2-(2-(2-ERRA D) HA)-2-HD L2 Ao o] E
5.1.1 9" 2-(2-(2-3sle| =F Ao &) 5 A] )-2-HH Z 2 3 o] o] E

HO ? 0737\0/\
2-(2-3fol EFA ) HE 2L oY 2-nFolar e ERTE A&d A AT Aol wel Axseirh,
& AN AehETASAH(EESN Aol F RN/ HobAElOlE 70/30). S FA &

Rf (AlolE 28t/ ol EolAlH el E 7/3): 0.30
IR: vCO: 1733 cm

NR H (CDCIy): 1.23 (t, 3H, J=7Hz); 1.65 (s, 6H); 2.93 (t, 2H, J=6.2Hz); 3.85 (t, 2H, J=6.2Hz); 4.21
(a, 2H, J=7Hz); 6.68 (d, 1H, J=8.3Hz); 6.93 (t, 1H, J=6.4Hz); 7.05-7.19 (m, 2H).

5.1.2 A48 2-(2-(2-B 2R ) F5A])-2-HE 223} o o] E

Ejﬁ

old 2-(2-(2-3lo|EFAld ) HsAD)-2-mE X2 o o] E(H Al 5.1.1)A 7] A&edt gt BEI)
HAol| w} AZAT. AES Al AZuEIHISAHEEY A|FZ I/ dHolMH ol E
95/5). e FA od=R F553)

& 33%
Rf (Afo]EFZ @ At/odolAE|o]E 9/1): 0.40
IR: vCO: 1736 cm

NMR H (CDCTy): 1.22 (t, 3H, J=7Hz): 1.65 (s, 6H); 3.19 (t, 2H, J=7.9Hz): 3.62 (t, 2H, J=7.9Hz): 4.22
(q, 20, J=THz);: 6.66 (d, 1H, J=8.2Hz): 6.92 (t, 1, J=7.3Hz); 7.15 (m, 2H).
A4 5.2, ddE 2-(3-(2-ER2EAE)HFA)-2-HEd L2510 E

5.2.1 olg 2-(3-(2-sfe| =F Ao D) 5 A] )-2-H P ZE 3} o o] E

HO. ‘ { o o
3-(2-3fol =HA N B o E 2-BFoI2NE|AER FE AT A AF Hgol we Az, A
5% AEAPAN 2ehE el AT B E S Aol E R G R EIOlE T0/30). e T4 edlz

F5H A
T8 71%

Rf (Afe] S 2/ HolAE|OE 6/4): 0.45
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IR: vCO: 1732 cm |

MR 'H (CDCLs): 1.22 (t. 3H. J=7THz):; 1.57 (s, 6H); 2.75 (t, 2H, J=6.7Hz); 3.81 (t, 2H, J=6.7Hz); 4.24
(q, 2H, J=7Hz); 6.65 (d, 1H, J=8.2Hz); 6.71 (s, 1H); 6.81 (d, 1H, J=7.6Hz); 7.13 (t, 1H, J=7.9Hz).
5.2.2 98 2-(3-(2-B 2R ) H5A])-2-wE L2l of o] E

o}

\v/“\[/f\\j/ o \/<J\o RS
~F )

e 2-(3-(2-sfol=FAol &) H A 2-mE T2 sl iof o] E(HAA] 5.2.1)olM 7] dadh dibdel BE3}
Aol weh Azt Ates HegpAded A ARviEIY ST (EES Ao SR/ A H oA H ol E
98/2, o|F AtolE =L/ cHotAH Ol E 95/5). AHE2 FA edd® F5HUY.

T8 29%
Rf (Alo]ZFZ 8 AL/oEolAE|o]E 98/2): 0.3

IR: vCO: 1734 cm

NMR 'H (CDCTy): 1.26 (t, 3H, J=7Hz): 1.63 (s, 6H); 3.10 (t, 2H, J=7.6Hz); 3.53 (t, 2H, J=7.9Hz); 4.24
(q. 2H, J=7.3Hz); 6.72 (m, 2H); 6.83 (d, 1H, J=7.6Hz); 7.18 (t, 1H, J=7.6Hz).
AAld) 5.3. ¥ 2-(4-(2-EE2RIAL)FHA)-2-HEdZ 2o 0| E

5.3.1 olg 2-(4-(2-sfe| =F Ao D) 5 A] )-2-H P Z 2 3} ol o] E

4-(2-3lol=EA o e) s % od 2-HEolAREHER BEH At Avt Xg HAo wa} Ak, A
& APl ARrtEIfISATH(EE e AtolF R/ oAH O E 70/30). AbEE A ed=

Rf (Ao]E 2/ o HolAHOIE 7/3): 0.2
IR: vCO: 1732 cm

1
NMR H (CDCI;): 1.26 (t, 3H, J=7.3Hz); 1.59 (s, 6H); 2.8 (t, 2H, J=6.7Hz); 3.81 (m, 2H); 4.24 (q, 2H,
J=7Hz); 6.80 (d, 2H, J=8.5Hz); 7.1 (d, 2H, J=8.5Hz).

5.3.2 olg 2-(4-(2-B 2R E)H=5A])-2-HE X210 o] E

o
/\/Q/O%O/\
Br
e AN -2-mE Z 2o o] E(F A 5.3. Dol 7] dAsdd dubzd BES

B AUAAYANA AZUHEISHACHEE Y Aol F 2 A/ A oAl elo] =

-
2 F5HAH.

e 2-(4-(2-3fo|==A
Ao mEk A28

=
95/5). Ab=d FA &

>
dn o

e
1)

T8 88%

Rf (Afe] S 2/ dldolAE| o] E 95/5): 0.30
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IR: vCO: 1733 cm

NUR 'H (CDCIy): 1.26 (t, 3H, J=7Hz): 1.60 (s, 6H); 3.10 (t, 2H, J=7.6Hz); 3.53 (i 2H, J=7.9Hz); 4.24
(q, 2, J=7.3Hz); 6.80 (d, 2H, J=8.5Hz): 7.08 (d, 2H, J=8.5Hz).

A4 6. vlolold wd EFBE] AxE AT duHA

Hpolobd vle B 53 (Biarylmethyl bromides)& at7] WMol me 7he] @A AlxH At

WY 6A AU AET)E 2 AR B
5 0RE vge Af-ehtd BEsult.

HE s X3
SIAEVEZY H3e HREE(leq) 2D HE3 S2As %A (3eq) £ XElE FIHRUOE HE
(Beq) = 7Fetdlt. A7) W EFES SRt 12430 wwksilth, 37 Edtes AR Wzbsial @it
g Eel A Azxsta 7

W 8o WY F AGLAAER £EAAT. H7138 HoHeh b2 44
olato] Zuratgivh. 7

<=7 v

HEZI|2(EZlod¥x23)ZeE (PA[P(Ph);])FX=A(0.0leq) 2 72l AxH 0-&Z3 2E(leq) S HEZ
REorly Baulo]=(3.7eq)d A Aol duf 711 120CE 71Dttt TEEFIIRUOJE LM (2N) (leq)

2 ZHEgE BEAN(1.15eq)S 71eiTh. A7) g EFES 120TolA 30837 wHrEgiTth, o]F 2% E 60TCE
g oo 28 FosluA okl E3ES 83 A4 wnkst 2

o s, f5e dHzz £3 At #7152 Fetel shal#

OFUK

stoll A SEAIZE. dojes Ae7had el A ﬂiU}EI&MﬂﬂE}.

Wy BEs

N-B R R =(1.2eq), WEAHEGAI]=(0.08eq), P WE] AxE vloldldmdf Al (leq) & FREEF
of =rk. W E3hES (500 Wstell A Fhrstr ambsiivk. Eebwd wik & 158 F ZYoR Ws)
dom, Nz FPHor gopyrh EHEL AL dAsn B2 ARG, $3¢ tFRdveR
FEoT. F715S skl vhadls Ao BN dxstar il A ST Aojes AeTHAd
AN AEeEINNEAG. JAE e BAY A3 WFE nele] BE RS 2 FEA PR EAY
o] A=A,

B 6B AAT BEY Al et 227 wg ¥ 0-2AsEAY. ofF WIFE v} Af-doin
B 55k vt

1,2-t)H E Ao EF(100eq) W A A3 HE4H(1.25eq) ¥ AA3 BERHE(leq) Mo A4 7|3l A HEZ
23 Z2HF (PA[P(Ph); 1) =4 (0.034eq) & 7}31STE. WHg EFES 12417 85
25 Jleta EES od olAElolER 33 FEFT. f715S §ele] &AF Auo|EAdA A
st Al AT, A ES AY7tAdo A AR utE e 59t

Al
Iy
(m
AC)
o
e
%ﬂ

e Foln =yl njg] Ax3 dHdHEm(leg) EHol] FH BES FEA(deq)E 80ToNA 7Iekar, EEME
FtHUO] E(3eq) S AHA7IEH . g EFES 80Tl 1241%F wuksta thA] BE3} FiA(deq) B EEMF
FtEUol E(deq) S 71kt A7) WhE EFES 80Tl 2043 awkslith. tWd EEolu =g 79kEl &
AT FAES old oA HE H B2 FulEdltt. 555 c"olMH ol ER AFHE. 175
o &AF Ao|EAA Axsta, ofFeta, 7etstelA FEAZTE, o ES AItAdA ARnE LT
skt

He BE3)
g AzE 712 HEGSFEZTo]=(80eq) W HioldldHE FEA(leq) &N N-HEXRSAoln=(1.2¢eq) H

ol
-
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2,2'-ofF-H|2-o| 2R E|ZYEZ (AIBN) (0.015eq) S H7bakdch. A7) vhg £FES 801

J C SRS,
31, AIBN (0.016eq)° A7VEAY, TS B 1247 ey, e SRS Aotz W7kt
N . L = - = PN
. AAHE AAES Addetar, ggstedA s FEAAT. FdES tEEEdEe] Fste] X3} &~FH
A 8EA 71%S Fato] 2w AdHolE AollA dxst

y
oHselE 4 Boow AL oF AFEE
3l A

Z2H(30eq) Wl BEREFA(leq) &0l A7 sto]=FA AL EN(1.1eq), HEZTA(ELALELT
Zehg (PA[P(Ph)s] )+ 5=41(0.03eq) R FEHE 7FE U] E(Beq)E H7FsIH. WHEEFES 100T

m&gﬂ

e Alzd yuEzgetn = o] 4'-vdutoldlE (leq)&Nell, EEHE 7RO E(deq) S 7FotiTt. 7] &
RTIA=

2 A
Act. d2AE FEAS Qs v

el
QUL

H O 9 = : -

oza 80°Co A 1 uks} L3325 80T 48X 7F HoF wmulkslith,

& JIHU0]EE oFsta tuexEoln=g 7AddsdA] SEAHET. JFJES dE ol HOIEY FHsta A&
222 AHEAY. F5& 2F AUE oA dxsta, AqFsta, #AdstdA AR Y. FES A

g
L RIEEE R BT
HeH =3}

vlg] Azxgh FJFEHEZDERE 0] E(80eq) Ul vlolHldHE FEA|(leq) &l N-HEE AW =(0.
2.2'-o}Z-H] -0 AKE|2YEZH(AIBN) (0.5eq)S 7Fallth. 7] Wb E3ES 80TolA 6413t
g E3ES A7k WY, AdEE HAES oFsta, @Ayt ofd
SERuge] Hato] X3t AFEQLAMACE F4 &HoR MHIL o

Ao E AollA ixstar, ofFstar, gdstelA wFsisitt. tolE

f
rNH

95e

ol
ol &
Vs, 47158 A
B RIEELEEEE LT Y

H 6D A 1,2, 4-ER|olE-3-E2& ARERTh. CAHEYE e EolERELolE S Axsil. e
sk cl=H =TS ﬂ%ok"ﬂﬂr o]F Fo|EFAVE N-EEESMNoE 9 EdEavion HES S

ElolE 2 EeolEol A 1,2, 4-EelobE-3-E| &2| 12]3}

T olEgdl 1,2,4-EFolE-3-HE& (leq) &Ml od 2-FZ R EAEH | ES A2 A A7Lstgltt. v
[e) 5 SFE E . iy
& THES RSN 1242 Rkt A EE AAES oFeta, CdEEE AlFsta dAxT|dA Hx
shair. .
H = 3
AzE o228 2(leq)E FF THRO I8tk A7 &85 d5 wizdA Wasigltt. & vHEsto| =2 e
o] E(leq)E &4 7FIGIth. v £S5 2A1F wilegitt. &, &F S| EFAlolE N &9 o] &
P2 sk olnakeh. o ag gl FAAL. AR EYE

= 7t §, ouke EReE 15
el AdAs

BESE Aol Ax

U_lxﬂ AzxE oAEUEL W &E(leq) dENl 0T EfuldE20(Beq)& 254 7hapsitt. 53k wnk
T, NHEESAOIME(3eq) S 2w 0TAA 718kt whe Edhas Ao 1243t il
A SRR, Aelms HaFe HI R Heta dehadel A

AAd 6.1 € 2-(@'-BErdEnlofd-2-d)SA)-2-HEdZ23d L E & JE 2-((-EER-4'-HE R
ghloldd-2-d) SAD-2-HEZ2 3o E
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6.1.1 o€ 2-(2-H 2RI -2-vE T2 1o o] E

Br [e}
0.
©/ %OA

-8 20 E 9 2-HIEHO|AREFHO|ESE AMESte] AEdt At X3 AT 64)o uwhel Azl
A ATt Al A AR2utEIZIEUTHEEY AP SR/ A ol H | E 95/5). AtELS T4 oY=
TEHA
TE 47%

Rf (Alo]EFZ @ At/odolAE|o]E 9/1): 0.55
IR: vC0: 1734 cm

1
NMR H (CDCIs): 1.27 (t, 3H, J=7Hz); 1.63 (s, 6H); 4.26 (q, 2H, J=7Hz); 6.84-6.89 (m, 2H); 7.17 (td,
1H, J=6.7Hz, J=1.5Hz); 7.54 (dd, 1H, J=6.7Hz, J=1.5Hz).

6.1.2 olE 2-((4'-wguto]#d-2-)ZA])-2-w P T 2 v}1zof o

»

g 2-(2-BERIILA)-2-vEaZagroo]E(AA Y 6.1.1) L 4-EUHEAS ALEe] ALd ~=7] 4b
S (A 6A)°ﬂ we} Az, AR ATt A A2etE SIS THEE Y Aol E2 A/ HER R
B 7/3). AHES FA odR S5FHAT.

T8 58%

Rf (AfolS 2/ Z2vEr 7/3): 0.30
IR: vCO: 1735 cm

MR H (CDCI3): 1.27 (t, 3H, J=7Hz); 1.44 (s, 6H); 2.41 (s, 3H); 4.25 (q, 2H, J=7.3Hz); 6.89 (d, 1H,

J=8.2Hz); 7.08 (t, 1H, J=7.3Hz); 7.23 (m, 3H); 7.35 (dd, 1H, J=7.3Hz, J=1.5Hz,); 7.49 (d, 2H,
J=8.2Hz).

6.1.3 g 2-((4'-BErddulo]dd-2-A)SA)-2-HEZ2 o E 9 oe 2-((5-BRX-4'-BH a2 wdn}
ol d-2-4)S A -2-HE X 2o E

O

og 2-((4'-Hufo] A d-2- %1)%/\1) -E T2l ool E(AAld 6.1.2)& AM&3le] HAedt rE3 S
Ho6A) o weEt Az, AR A gtAddA Z2rEISH S tHEEY Ate] 2/ d-EolAH ol E
95/5). AHEe A o A7 FEHJTHT 35Ee E3E).

AATE: 61%
Rf (Afo]ZF 2/ o EolAEo]E 8/2): 0.70
IR: vCO: 1733 cm

MR H (CDCL) (&= ma)ade] Hl-n2sby §w2): 1.26 (¢, 3H, J=7Hz); 1.65 (s, 6H); 4.24 (q, 2H,
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J=z); 4.56 (s, 2H); 6.87 (d, 2H, J=7.6Hz); 7.08 (t, 1H, J=7.3Hz); 7.15-7.25 (m, 2H); 7.33 (dd, 1H,
J=7.6Hz, J=1.8Hz); 7.55 (d, 2H, J=7.6Hz).
MR H (CDCI3) (e aeEldel BEstd FXAD: 1.29 (t, 3H, J=THz); 1.65 (s, 6H); 4.29 (q, 2H,

J=THz); 4.57 (s, 2H); 6.78 (dd, 1H, J=8.2Hz, J=2.9Hz); 6.88 (d, 1H, J=2.9Hz); 7.17 (d, 2H, J=8Hz);
7.33 (d, 2H, J=7.6Hz); 7.50 (d, 1H, J=7.6Hz).

AAd 6.2 od 2-(4'-BErdEnlo]#d-3-A)3A)2-HEXagddE 2 oE 2-((EEE-4'-HERr
gulo]Hd3-d) S A )-2-HE T2 A= E

6.2.1 o€ 2-(3-HEZEIIEA)-2-vE T2 1o o] E

o
Br. ¢}
\O/ %o/\

3R RAE 9 Y 2-HIRO|LFEHES AMEste] A& At X3 A 6A)dl kel Al =318l
A A gt A ARutE IS (EEN Ate] F 2L/ HolA | L 9/1). AES FA Y=
F5HA
T8 85%

Rf (Afo]ZF 2/ ool Eo]E 9/1): 0.50
IR: vCO: 1736 cm

NWR H (CDCT,): 1.26 (t, 3, J=7.3Hz): 1.61 (s, 61): 4.25 (q, 2H, J=7.3Hz): 6.77 (d, 1H, J=7Hz); 7.03
(s, 1); 7.08 (m, 2H).
6.2.2 old 2-((4'-HErto] o d-3-) SA)-2-MA L2 3} ol o] E

Sorta

ofel 2-(3-HREREHAILA)-2-HEdIR2a oo E(AAY 6.2.1) L 4-EUHENS ALEe] dAedt ~=7] bl
ST 6h)ol whet AR, e ATt IAReE SIS THEEY Alo] SR/ U R 2
e 8/2, o]F EFal/Ato]FREAL 7/3). AES T A7 FEHT

Rf (AlelEFzdal/tEF 22 7/3): 0.30
IR: vCO: 1733 cm

MR H (CDCIy): 1.28 (t, 38H, J=7.3Hz); 1.66 (s, 6H); 2.42 (s, 3H); 4.27 (q, 2H, J=7.3Hz); 6.81 (m, 1H);
7.13 (m, 1H); 7.22-7.33 (m, 4H); 7.48 (d, 2H, J=8.2Hz).

6.2.3 o8 2-(4'-BEEdEnro]fd-3-d)SA))-2-HEZTEau o E 2 e 2-((~EEF-4'-HE FwEnt
olHd3-U)SAD-2-HE LR o E

od 2-((4'-vidnrto] | d-3-A) SA)-2-Hd Z2 v o o] E(H A o] 6.2.2)F AEsto] d=d BEFES W%
HoeA)el weEh Azt e Aurpddeld AzviEIRsltH(EE S AlelEF 2/ obAlE 97/3).
)

HEE B 007 FEAJHE AT EHE).
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AR 57%
Rf (Alo]F =8/ oA E 97/3): 0.25
IR: vCO: 1732 cm |

MR H (CDCI,) (&= we)abe] n-p28® $24): 1.26 (t, 30, J=7Hz): 1.66 (s, 6H): 4.27 (q, 2H,
J=THz); 4.56 (s, 2H); 6.81-6.86 (dd, 1H, J=8.2Hz, J=2.6Hz); 7.12 (t, 1H, J=1.7Hz); 7.21-7.26 (td, 1H,
J=6.5Hz, J=1.4Hz); 7.30-7.35 (m, 1H); 7.46 (d, 2H, J=8.5Hz); 7.55 (d, 2H, J=8.2Hz).

MR 'H (CDCI) (WFak= sajabe] B2std $%4): 1.29 (t, 30, J=7Hz):; 1.62 (s, 6H); 4.21-4.30 (m, 4H);

6.67-6.73 (dd, 1H, J=8.8Hz, J=2.9Hz); 6.86 (d, 1H, J=2.9Hz); 7.10-7.14 (d, 1H, J=7Hz); 7.26-7.32 (d,
2H, J=8.5Hz); 7.48-7.53 (d, 2H, J=8.8Hz).

AAle] 6.3, dE 2-((4'-BE2ErEnto|sd-4-4) 5] )-2-AEB Z2 9o o] E

6.3.1 AE 2-(4-B2RHAIEA])-2-HE L 2T} o o] E

4-22RHE 9 oY 2-HIRo|LFEHESE AMEstY dedt dut & A FH 6A)ol uhek Alx3)el )
e AP gtAgedA AZPEIZIIIGTHEEN Ao F 2 s/ HolHOIE 95/5). AR A od=
FEHA

& 60%

Rf (Alo]EFZ @At/ ool AE|o]E 9/1): 0.55
IR: vCO: 1734 cm

NMR H (CDCIy): 1.24 (t, 3H, J=7.1Hz): 1.58 (s, 6H): 4.19-4.26 (q, 2H, J=7.5Hz); 6.73 (d, 2H, J=9.1Hz);
7.33 (d, 2H, J=9.1Hz).
6.3.2 ol& 2-((4'-vlEnfolad-4-2d) 5] )2-Hd LR v o o] E

i

—o|R T R Tho o] E(AA]d] 6.3.1) D 4-EAREAS A N
(%ggAq:mqﬂiaﬁq.ﬂ%%:éﬂﬂeﬁﬂﬁ‘ﬂi4§1344%ﬂ~%§ Al 2t/ v E R 2
Py
T

=
i)
N}
fL
F
£
il
do
>
N
_11

Rf (Alo]EFzdat/tEF 22 6/4): 0.30
IR: vCO: 1722 cm

NR H (CDCI3): 1.27 (t, 3H, J=7.1Hz); 1.67 (s, 6H); 2.41 (s, 3H); 4.25-4.32 (q, 2H, J=7.1Hz); 6.93-

6.96 (d, 2H, J=8.7Hz); 7.24-7.26 (d, 2H, J=7.7Hz); 7.45-7.49 (d, 2H, J=8.2Hz); 7.48-7.53 (d, 2H,
J=8.2Hz).
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6.3.3 old 2-((4'-BE2udulo]fd-4-9) 2 A )-2-H e L& 1o E

old 2-((4'-vidutolsd-4-d)FA)-2-d L2 vl ieo o] E(H Ao 6.3.2)& AREsle] dad BES (%
|

Q]
Ho6A) o we AlZzEAT. AR A gtAAddA A2vEIHI S THEEN Ato]F 2t/ o ol Elo
95/5). AHee FA o A7 SEF A,

AAE: 58%
Rf (Alo] S 28/ A dolAE o] E 6/4): 0.35

IR: vCO: 1730 cm .

MR 'H (CDCL): 1.26 (t, 3H, J=7Hz); 1.66 (s, 6); 4.26-4.33 (q, 2H, J=7Hz); 4.56 (s, 2H); 6.93-6.96
(d, 2H, J=8.7Hz): 7.24-7.26 (d, 2H, J=7.7Hz): 7.45-7.49 (d, 2H, J=8.2Hz): 7.48-7.53 (d, 2H, J=8.2Hz).
A 6.4. HE-FE 2-((4'-BE2Rddulo|fd-3-U)SA|)-2-HE T2 o o] E

6.4.1 4'-vEnlo]dd-3-&

3uRwsE R 4-FURENE Sl 45T 227 $F HPOPY B Wek AxsRct, HEe de
FAgol A AzvhEebneledth (859 Abol R o dotHlolE 95/5, o]F 9/1). B A4 edw

FEH AT

FE& TT%

Rf (Afo] S =/ "obAH o] E 9/1): 0.30

MR T (CDCLy): 2.44 (s, 3H); 6.82 (d, 1H, J=8.5llz); 7.08 (s, 1M); 7.18 (d, 1, J=8llz); 7.27 (d, 2iI,
J=8.2Hz); 7.31 (t, 1M, J=8Hz); 7.50 (d, 2H, J=8.2Hz).

6.4.2 E|E-F9 2-((4'-Heuto] A d-3-YU) FA])-2-H e Z 2 3} 1o o] E

ot

A'-vvoldd-3-& (Al 6.4.1) B HE-RH-2-BRE|AREHES AHEsle] HEdh st e (Y
Wo6B)el wel Axsyh. Abed AFPAdelM ARvtEISI ST (EE Y Aol R A obAH o]
98/2, ol% 99/1). e A od=m F£EHAY.

2= 40%

MR 'H (CDCI9): 1.51 (s, 9H): 1.66 (s, 6H); 2.44 (s, 3M): 6.88 (d, 1H, J=8.5Hz); 7.17 (s, 1H); 7.21-
7.38 (m, 4H); 7.52 (d, 2H, J=8.2Hz).

6.4.3 HE-H € 2-(4'-BP2Rugnlo]dd-3-d) A -2-v e T2 1m0 o] E

HE-FE 2-((4'-vgnto] 3 d-3-) % A]
W

)-2- I
SO0 6Bl whet Alzskglt %%??@Vﬁfﬁ%%%%ﬂgﬁi:?
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32

A
& 90%
MR 'H (CDCIy): 1.45 (s, 9H): 1.62 (s, 6H): 4.56 (s, 2H): 6.88 (dd, 1H, J=8.2Hz, J=2.6Hz): 7.14 (s,

1H); 7.21-7.26 (d, 1H, J=6.5Hz); 7.30-7.35 (t, 1H, J=7Hz); 7.48 (d, 2H, J=8.5Hz); 7.56 (d, 2H,
J=8.5Hz).

AAd 6.5, 2-(4'-BE2RrdEnto]dd-3-4)SA ) oA EVE-
6.5.1 2-(3-ERREIH=A)IHNEUEY

i1
A
;i
o
i
2
JL
LJ
ft
=N
il
I
v}
=)
o
32
o |
o g
i\
%
;g
o
ultl
fet
1%
r)v
~
iu
iy r-
ft
=2
)
&
NS
r_|>_z hins3
i
rlo
-

T8 93%
Rf (F]Z 22 vEt/o|dolAHo]E 98/2): 0.70
IR: vCC: 1589 cm

MR H (CDCI3): 4.76 (s, 2H); 6.92-6.95 (m, 1H); 7.16 (s, 1H); 7.22-7.24 (m, 2H).

6.5.2 2-((4'-vEnlo]dd-3-L) AN EYEH

Dy

el 2-(3-BREAYSA)IAEUEL(AAH 6.5.1) B 4-SLdHEAS AFE3te] A&dt ~=7] WL
Aol el A3 *P%S A7 A AR EIHIFPT(EZEY Aol S Z2ELH/AE oM H | E
85/15). AHEL FA od=w F5FAT}.

& 70%

Rf (Alo]ZF 2@ At/oE olAHOIE 8/2): 0.50
IR: vCC: 1588 cm
1
MR 'H (CDCIy): 2.43 (s, 3H): 4.83 (s, 2H): 6.90-7.00 (m, 1H); 7.17 (d, 1H, J=1.8Hz); 7.24-7.36 (m,

3H); 7.40-7.45 (t, 1H, J=7.9Hz); 7.50 (d, 2H, J=7.9Hz).

6.5.3 2-((4'-BEEddulo]d-3-U) A oA EYEH

Br
/A\IIILTIID/O\//?N

2-((4' -G rbol s -3-9) S Ao E =R (Ao 6.5.2)% AHgste] A%d nE
Az, AHEE AR ArhETHAHEE Ao F A/ A
WA 3A 2 SEE g

28 16%
Rf (Alo]ZF =28 A/oEolAME|o]E 8/2): 0.80

IR: vCC: 1588 cm
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NR H (CDCI3): 4.57 (s, 2H); 4.85 (s, 2H); 6.98-7.03 (ddd, 1H, J=8.2Hz, J=2.6Hz, J=0.9Hz); 7.15-7.21

(dd, 1H, J=9.1Hz, J=2.6Hz); 7.30-7.36 (dd, 1H, J=6.4Hz, J=1.2Hz); 7.42-7.47 (t, 1H, J=7.9Hz); 7.47-
7.52 (d, 2H, J=8.5Hz); 7.55-7.60 (d, 2H, J=8.2Hz).

Ao 6.6. e 5-((4'-BEzR2r ol #d-4-d) &A])-2,2-tH|E HEloo]E

6.6.1. 4'-venlo] v d-4-&

4-B 2R EFd g 4-3lo]EFRAIH B EAS AFEEY] A&t 227 vS(EH 600 wEl Azssit. e
& AggtAeld AzutEatd At EF 9 Ao F R A/ EHolAHOlE 9/1). AHES @S 3 AR
FEH AT
8 49%

Rf (Afo]ZF 2/ ool AEo]E 8/2): 0.37

NMR 'H (CDCI): 2.44 (s, 3H): 4.83 (s, 1H): 6.94 (d, 2H, J=8Hz): 7.30 (d, 2H J=8Hz): 7.50 (t, 4H,
J=8Hz)

6.6.2 wE 2 2-tuE-5-((4'-v|ulo]# d-4-A ) A HE} =0 o] E

QE-FE | E(HAl 4.1)E AMEst H&E
A A A AReE 1T e tH(EE Y Aol E R

©
6
E
rlo HTE
01
ko

€]
%%N}T%?F%%%60ﬂt%4ﬂiﬂﬁq.ﬂ%
9 o]

Rf (Ate]E =34/ oY obAlElo] E 8/2): 0.56

MR 'H (CDCIy): 1.30 (s, 6H); 1.79 (m, 4H); 2.43 (s, 3H); 3.72 (s, 3H);: 4.02 (t. 2H, J=6Hz); 6.99 (d,
2H, J=8Hz); 7.29 (t, 2H, J=8Hz); 7.50 (d, 2H, J=8Hz); 7.55 (d, 2H, J=8Hz).
6.6.3 WY 5-((4'-BE2RuEnlo]dd-4-U)SA])-2,2-tw| e e} o] E

OV\>§(O\
)
o S

A)SADFE o o] E(HAH 6.6.2)S AFEStY] W& HES ubs
g FtAAdo A ARt E IS SATHEEN Alo] SR 8 At/ o 2ol g o]

Rf (Aol E 235t/ o FolAElo]E 8/2): 0.45

NIR H (CDCLy): 1.25 (s, 6H); 1.76 (m, 4H); 3.70 (s, 3H); 4.00 (t, 2H, J=6Hz): 4.56 (s, 2H): 6.98 (d,
2H, J=8Hz); 7.46 (d, 2H, J=8Hz): 7.53 (t, 4H, J=8Hz).
AAd 6.7. HdE 5-((4'-BEE2RHDHo]dd-3-A)&A))-2,2-HHd A==
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6.7.1. Wg 2 2-t|g-5-(4"-w&-n}o] # d-3-

©
>
]
o
2
o
m

4'-veutol A d-3-2 (A4 6.4.1) 2 #HE 2,2- ]u%]'a 5-g e e-dEtoo] E(EAl] 4.1)& AHESt] M
gk dut 23k 3 (LY 6C)°ﬂ ureh Alzskgint. Abee A7l ARvtE ISl (SE Y Al R
S/ dobAH O E 98/2). AHee @ A4 edw F5HAT.

T8 82%

Rf (Afo]ZF 2/ o EolAEo]E 8/2): 0.57

NMR 'H (CDCI): 1.30 (s, 6H); 1.72 (m, 4H); 2.40 (s, 3H): 3.68 (s, 3H): 3.99 (t, 2H, J=6Hz): 6.85 (dd,
1H, J=8.5Hz ; J=2Hz); 7.10 (t, 1H, J=2Hz); 7.20-7.38 (m, 4H); 7.49 (d, 2H, J=8.2Hz).

6.7.2 wE 5-(4'-B2EdEule]dd-3-9)5A])-2, 2-t i & -FE} =0 o] E

wel 2 2-tjuel-5-(4'-vE-nlo]Hd-3- )& A HE o o] E(AA G 6.7.1)E Al&sle] ALst BE3 s
(I 60)el whet Az, AHES AFbA A ARt RIS THEEN Ato]F 2 At/ " oAl
O|E 99/1, o]% 98/2). AHE-S FAl odw F£EFAT}

550 %
Rf (Afo]ZF 2/ oE olAH|O|E 8/2): 0.44
NMR 'H (CDCI): 1.25 (s, 6H); 1.40-1.55 (m, 2H): 1.65-1.80 (m, 2H): 3.65 (s, 3H); 4.00 (t, 2H, J=6Hz);

4.53 (s, 2H); 6.88 (dd, 1H, J=8.5Hz ; J=2Hz); 7.10 (t, 1H, J=2Hz); 7.20-7.38 (m, 4H); 7.49 (d, 2H,
J=8.2Hz).

A4 6.8. HE 5-((4'-BEZ22rgulolnd-2-d)&A])-2,2-tiHd el o]E
6.8.1. 4'-vEnlo] ¥ d-2-&

(T

4-BERET 9 2-3o|EEAF LB EAS ALt A& A=) - 60)0] wel AlxER A
& AggtArelA AzutE A tH(AFe]| F R A/ "olAH Ol E 95/5, °o]F 9/1). AES d g%l

Rf (Afo]ZF 2/ ool AEo]E 8/2): 0.55
NMR 'H (CDCI): 2.40 (s, 3H): 5.25 (s, 1H0); 6.99 (m, 2H); 7.18-7.50 (m, 6H).

6.8.2 wE 2 2-tuE-5-((4'-v|ulo] ¥ d-2-U )2 A]) HE} o O] E

vpol A d-2-2 (Al 6.8.1) B wE 2 2-vHd-5-2 2 =-El o o] E(HA ] 4.1)F A&t dE
A WY 60wk Axzsivt. e g ARvtEat ST EE N Ao]ER

S
(ol

-
|
e &



<1014>

<1015>

<1016>

<1017>

<1018>

<1019>

<1020>

<1021>

<1022>

<1023>

<1024>

<1025>

<1026>

<1027>

<1028>

<1029>

<1030>

<1031>
<1032>

<1033>

<1034>

<1035>
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ANat/ol e ofAlElo]E 98/2, ©]% 95/5). AbEe A o AR FEET.

FE69%

R (AFe]Z 2L/ o e opAlE| o] E 8/2): 0.55

MR H (CDCIy): 1.15 (s, 6H): 1.63 (m, 4H); 2.40 (s, 3H): 3.65 (s, 3H): 3.92 (t, 2H, J=6Hz): 6.99 (m,
2H); 7.15-7.38 (m, 4H); 7.45 (d, 2H, J=8Hz).

6.8.3 W4 5-((4'-HErddulo]dd-2-9)%A])-2,2-t]H|e e} ol o] E

Hg 2 2-tjue-5-((4' -m o] H d-2-A) ZA]) FEf o o) E(HA A 6.8.2)S A-E3te] A&d BFES g
(3 60) o wt Az, AR AggtAAol AzutE SR THEE N Ao F R F AL/ o ElolA H| o]
E 100/0 oA 96/4). AtE& A o d7 FEFLL.

TE& 49%

Rf (Ate] S =3t/ oldobAElo] E 8/2): 0.45

MR 'H (CDCIy): 1.15 (s, 6H); 1.62 (m, 41); 3.60 (s, 3M): 3.95 (t, 2H, J=6llz): 4.54 (s, 2I); 6.99 (m,
2H); 7.20-7.45 (m, 4H): 7.55 (m, 2H).

Al 6.9, HE 8-((U'-BEEdguto|dd-2-9)&A])-2,2-tHE e o|E

6.9.1. "Wd 2 2-tJuEd-8-(4' - &-njo] F d-2- ) §A) SEP o o] E

4'-o] ol A d-2-2 (A Ae] 6.8.1) R WY 2,2-U D800 E-Sehwol o E(HAe] 4.2)F ALg3] A%
F A A P 0ol wet AzSAT. ABS AAAAYel N AZrhEeAATH§E Aol T2
s/ ol A Ho E 08/2, olF 95/5). AHEE Re A eUR FEHIT.

& 85%

RE (AFe] S &3/ ol HolAlE o] E 8/2): 0.55

MR H (CDCI,): 1.15 (s, 6H); 1.20-1.30 (m, 2H); 1.42-1.55 (m, 6H); 1.70 (t, 2H, J=7Hz); 2.39 (s, 3H);
3.65 (s, 3H); 3.95 (t, 2H, J=6Hz): 6.99 (m, 2H): 7.15-7.38 (m, 4H); 7.44 (d, 2H, J=8Hz).

6.9.2 g 8-((4'-Brrvduto]dd-2-U)%A])-2,2-t W E-SEf o o] E

) :
© O OWO/
wE 2, 2-vrE-8-(4' - E-vol s d-2-) A SE ol o] E(A Al 6.9.1)F AHEste] e BES} W

] =
(9 60l wel AxsAt. AR AugbAde A ARrtEaSTSRT(EEN Alo] 2R A Y obAE
O|E 98/2, o]% 96/4). AEE A oA FEFUL.

$ 48%
Rf (Afo]E 2/ " ofAlH O] E 8/2): 0.45
MR H (CDCLy): 1.15 (s, 6H); 1.18-1.59 (m, 8H); 1.70 (quint, 2H, J=7lHz); 3.64 (s, 3H); 3.95 (¢, 20
J=6Hz); 4.55 (s, 2H); 6.99 (m, 2H); 7.15-7.38 (m, 4H); 7.44 (d, 2H, J=8Hz).
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<1036>

<1037>

<1038>
<1039>

<1040>

<1041>

<1042>

<1043>

<1044>

<1045>

<1046>

<1047>

<1048>

<1049>

<1050>

<1051>

<1052>

<1053>

<1054>

<1055>

<1056>
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AN 6.10. "E 3-((4'-BRRrdulo]|Hd-3-U)A])-2,2-trd T g o]E
6.10.1. Wg 2 2-trE-3-(4'-Wdulo] | d-3-2) S A T2} -do] E

e

4'-vEutol A d-3-& (A Ao 6.4.1) 2 W 2.2-TvE-3-2 0 =-Tavwoo] E(AA ¢ 4.3)F ARgste] A
$ 2 AR AP OA B AT VBE FAHAYAN 22AEIAARATH S Aol
2/ ool A Eo]| E 98/2). A

n
ﬂo

n2
ﬂo
oi‘l
=

to

O
HU
< rlo
i
i,
32
v

5 70%

Rf (Ale]E= gt/ olAH o] E 8/2): 0.50

MR 'H (CDCIy): 1.20 (s, 6H); 2.38 (s, 3H); 3.53 (s, 3H): 3.95 (s, 2H); 6.95 (m, 2H); 7.10-7.50 (m,
6H) .

6.10.2 HE 3-(4'-BERygnlo]dd-3-2)SA])-2 2-t)HE-Z 2 3o o] E

Hg 2 -t E-3-(4' -wE-nle]Hd-3-d) FA) L2 o o] E(H Al 6.10.1)F AMEsle] dedt 2ES
S8H 60 wE Az, e Aol AZeEOEI A HEEY ALl EFZ s/ E oA
Ho|E 98/2, o]F 95/5). A& 3l o A7 F=EFAT}

=

TE T4%

Rf (Ato]ZZ /ol E obAEHOIE 8/2): 0.46

MR H (CDCIy): 1.15 (s, 6H): 3.55 (s, 3M); 3.95 (s, 2H); 4.58 (s, 2M); 7.00 (m, 20): 7.20-7.50 (m,
611) .

Ao 6.11. 5-HERAE-2-(4-H S 3 d)-6-HE-E|o}ZZ[3,2-b][1,2,4] EFo}=

6.11.1 5~ 5A 7hR I -2-(4-H FA ol D) -6~ D-E] o} £ 2 [3,2-b][1,2, 4] EE]o}&

g

5-(4-mEAHY)-2H-1,2 4-EFo}E-3-E| S L odZE R 2ol EolAEo|EE Algale] A& a3l vh-3-(3F
HoeD)oll wEl AZEA. e WA A2 FEFHAT

=% 52%
Rf (Afo]ZF 2/ oE olAEH|o]E 70/30): 0.6

IR: vCO: 1706 cm

NR T (DMSO): 1.33 (t, 3H, J=7.3Hz); 2.84 (s, 3H); 3.82 (s, 3H); 4.35 (q, 2H, J=7.3Hz); 7.05 (d, 2H,
J=8.8Hz); 8.02 (d, 2H, J=8.8Hz).
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<1057>

<1058>

<1059>

<1060>

<1061>

<1062>

<1063>

<1064>

<1065>

<1066>

<1067>

<1068>

<1069>

<1070>

<1071>

<1072>

<1073>

<1074>

<1075>

<1076>

<1077>

<1078>
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6.11.2 5-3fo] == AW € -2-(4-W| ZA| H d)-6-| & -E]o} = 2 [3,2-b] [1,2,4] Ego}=

|

5- EA 7L A -2-(4-w| BA A D )-6-H & -E] o} Z 2 [3,2-b][1,2, 4] EF|o}Z(AA o 6.11.1)S Al&sle] A%
AATS-( 6D)oll wEl A3, AES oMAEYE-Y AAA o] AASUTE. e WA A=
FEE AT
8 34%

Rf (Afo]ZF 2/ oE olAEH|]E 60/40): 0.2

1
NMR H (Methanol-d4): 2.55 (s, 3H); 3.86 (s, 3H); 4.76 (s, 2H); 7.01 (d, 2H, J=8.8Hz); 8.03 (d, 2H,
J=8.8Hz).

6.11.3 5-B 2R u|g-2-(4-w| ZA]# d)-6-w|&-E]o} Z= 2 [3,2-b][1,2,4] Eglo}=

|

5-3lo] EEA W E-2-(4-v| EA| H d ) -6-1 & -E] } 2[3,2-b][1,2,41E&o}F (HA]d 6.11.2)S AH838to s
3 B2 WSO 6Dl wEl Alxsik. AFERS AgFtAd A A RutE Y E Gt (RS0 Alo] F R
A/ o EolAEI0] E 70/30). AHES 48 A 1xﬂi F5H A

& 35%

Rf (Afe]EZ /o "olAlE|o] E 70/30): 0.4

MR H (DNSO): 2.53 (s, 3H); 3.82 (s, 3M); 5.15 (s, 2H): 7.05 (d, 2, J=8.8Hz); 8.00 (d, 2H, J=8.8Mz).
AA ) 6.12. 5-EZRHE-2-(3-wFA| o d)-6-"E-Fo}=2[3,2-b][1,2,4] EFo}&

6.12.1 5~ EA 7k I-2-(3-w| A 3 d)-6- D-E] o} = 2 [3,2-b] [1,2, 4] E&] o} =

5-(3-ml5A 3 d)-20-1,2,4-Eg]o}5-3-El& B IR 2ol EoAEH O ES A&ste] Hadh aelst whe
W o6D)ell whet Az, sgtee WA A2 sS55I

T8 33.3%
Rf (Ale]E 2/ dE olMEH©]E 70/30): 0.5

IR: vCO: 1694 cm

MR T (DMSO): 1.43 (t, 3H, J=7.2Hz); 2.95 (s, 3H); 3.91 (s, 3H); 4.41 (q, 2H, J=7.2Hz); 7.01 (m, 1H);
7.39 (m, 1H); 7.72 (m, 1H); 7.80 (d, 2H, J=7.6Hz).

6.12.2 5-3Fo| =Z A E-2-(3-W| Z A d)-6-H|D-E]o} = Z[3,2-b][1,2,4] Eg]o}=
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<1079>

<1080>

<1081>

<1082>

<1083>

<1084>

<1085>

<1086>

<1087>

<1088>

<1089>

<1090>

<1091>

<1092>

<1093>

<1094>

<1095>

<1096>

<1097>

<1098>
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5 EAFF R A -2-(3-H BA D )-6-H & -E]o}Z 2 [3,2-b][1,2, 4] EF|o}Z(AA o] 6.12.1)S Al&sle] A%
FAATS- (Y 6D)oll Wl AFEAT. AR AggtAddA FZetEatd Rt (EEY gEFE 2/ v
S 98/2). AHES WA AR FEFAC

T8 55.4%

Rf (AFo]E 2/ o E olAH 0] E 70/30): 0.15

NMR H (CDCly): 2.53 (s, 3H): 3.91 (s, 3H): 4.78 (s, 2H); 6.98 (m, 1H): 7.37 (m, 1H); 7.27 (m, 1H);
7.78 (m, 1H).

6.12.3 5-B 22 u|g-2-(3-w|EA|Hd)-6-w|&-E]o} Z= 2 [3,2-b][1,2,4] Eglo}=

5-3lo| =2 A W E-2-(3-W EA Hd)-6-m&-E]o}Z =2 [3,2-b][1,2, 4] ER]o}E (A 6.12.2) A}&3le] H<=
g 128l WSO8 D)ol weEl AZFH T, AR AFtAd A AReEIE S THEEY Alo] E 2 Y
A/ EolAEI0)E 70/30). AFELS d& A uA R FEEUY.

8 31%

Rf (Afo]EF 23/ o EHolAEo]E 70/30): 0.5

NMR H (CDCly): 2.60 (s, 3H): 3.91 (s, 3H): 4.67 (s, 2H); 7.00 (m, 1H): 7.39 (m, 1H); 7.72 (m, 1H);
7.78 (m, 1H).

AAd 7. Mzgild BEIE AZE 93 499y 4A

MEdMAnFaEe B2 L A EANEY FReoEE Agsel 3 EE 4 BAR AxHAY. =
IE oplst w3 F SAVIE Essa, olF 0-UUFNIL AT WFE vEe oF 2

JE(1.1eq) §9ol 0CAA A o}d Fmeto=(leq)E A7bsigith. whg
ok el 3]

eSS ARl 1247 o] % yl % B3 A8 do 7R § oot o
Er FEIAT. §715E Fote] ntadls Aol ERCA xsta bt A et does Hest
A Ao A FEnE 2835k o).

Sk

Axd FREXE W w5A FE2A4 &0 0ColA BRE EfHzmol=(2eq)E #7Fsklt. ¥ E3ES
Ao A 24-48 ARF WS, o] % Eites B ﬂ%iiuﬂﬁru}ﬂ Bujsladtl, 6712 nayg Aol
Exfol A Azstal gstel A Ssigivh. ol ES AegbA Aelx] A RutE et skl

gl Axd oMEUELY Hle(leg) ¥ A3 BHESE FEA(2eq) SAU XENE 71RO E(3eq) HE
< 7FRgiTh. WS EFES FRSHAA 12413 wRkegly. E3ES ARo® WAA7|a, @4k IN §do=
Ak, dEolM e ER FEEUT. V1SS @bl ntadle AFolEdAA] Axsta st A S
sl Tl B8 AebA Aol Ag2vulE gk s
tﬂE] __E‘

SRRZIEUY N-HEHRSA0HE(1.2eq), MZY HFHAE=(0.08¢q) 2 "E Alzxd dAdELHEE
EA(leq)&HE BFalHA] FUstel A (500 W) nHEs} gom

A W

KN
1=

Mzro] Ao glo]
3.

H
[ = “P:LH]% Ao EAFol A Hxstal gstetol A skl



<1099>

<1100>

<1101>

<1102>

<1103>

<1104>

<1105>

<1106>

<1107>

<1108>
<1109>

<1110>

<1111>

<1112>

<1113>

<1114>

<1115>

<1116>

<1117>

<1118>

<1119>

<1120>

<1121>
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2rlE ey 33t
AA G 7.1. 2-((1-9EA 7t -1, 1-trEde) SADH D) -(BEE2rYE)sd) vel=

7.1.1 2-vE5A ) (p-EL) v Ep=

o} [eNg

EF 3 2-vSA MR SReGOIEE ARgdte] ey Zd-AYLE vkl wel Azt
27PN ArrtEaRs et (EE e Aol R/ A HoAE I E 95/5). AbEe FA4
=t

fo 32

Rf (AfolS 2/ Z2ZvEr 9/1): 0.32
IR: vCO: 1661 cm

NR H (CDCI3): 2.50 (s, 3H); 3.75 (s, 3H); 6.97-7.09 (m, 2H); 7.22-7.26 (d, 2H, J=8.2Hz); 7.32-7.38

(dd, 1H, J=7.6Hz, J=1.4Hz);); 7.42-7.52 (td, 1H, J=8.5Hz, J=1.4Hz); 7.71-7.78 (d, 2H, J=7.9Hz).

o OH

7.1.2 (2-3fo| =F A9 d) (p-E Y ) W El=

C-wEAIHE) (p-ED)MEl=(E Al 7.1.1)& AREste] =g gvd Wil wet A
7PN A ArvtE ISt 8& 9 Ate] 2/ dlHolAlEolE 95/5). At &
B Setee Y dAed Zed-AY2E whgo] FAERAE AZHJTH(EA A 6.1.1).

T8 30%
Rf (AfolS 2/ Z2ZvEr 9/1): 0.32

IR: vCO: 1627 cm

MR H (CDCLy): 2.52 (s, 3H); 6.85-6.93 (t, 2H, J=7.9Hz); 7.05-7.11 (d, 1H, J=8.5Hz); 7.22-7.35 (d. 2H,
J=7.9Hz); 7.45-7.52 (t, 1H, J=8.2Hz); 7.55-7.69 (d, 2H, J=7.9Hz); 12.09 (s, 1H).
7.1.3 -((1-ZA 7t E-1, 1-gHErE) S DA ) (p-EY ) v Eh=

1.2) B oolld 2-BREOAREYNES ARGt HdEd 0-¢As

(2-stol=5A19d) (p-& L)l Bh= (2 7
hEe APl ARvtEIRSATH(EE S Al F R/ cl oA EH ol E
T5 5

el weh Alzskelv

95/5). AHE& WA Burg

y

T8 40%

Rf (Ale] S 28/ ddolAEH o] E 8/2): 0.35
MP: 40-45C

IR: vCO: 1732 cm 5 1659 cm |

1
NMR H (CDCI;): 1.24 (t, 3H, J=7.3 Hz); 1.36 (s, 6H); 2.42 (s, 3H); 4.21 (q, 2H, J=7Hz); 6.77 (d, 1H,
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<1122>

<1123>

<1124>

<1125>

<1126>

<1127>

<1128>

<1129>

<1130>

<1131>

<1132>

<1133>

<1134>

<1135>

<1136>

<1137>

<1138>

<1139>

<1140>

<1141>

<1142>

<1143>

<1144>
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J=8.5Hz); 7.07 (t, 1H, J=7.6Hz); 7.23 (d, 2H, J=7.9Hz); 7.33-7.43 (m, 2H); 7.73 (d, 2H, J=8.2Hz).

7.1.4  2-((1-dlF5A7ERE-1, 1I-" i d e e) SA) ) -(4- (B 22w e) 3 d) v e =

(1o 51 1R S DA D G ED A=A 7198 8ol Uit wEaf Wy
of mel Azsc %fWHMVMW1liﬁilﬂA&“WGP“”Mﬂ%iﬂﬁwaﬂﬂﬂﬂE9ﬂx
R A E] «%1%@

5 60%
Rf (Afo]ZF 2/ ool Eo]E 8/2): 0.70
IR: vC0:1734 cm ; 1663 cm

NUR 'H (CDCIy): 1.24 (t, 3H, J=7Hz): 1.33 (s, 6H); 4.21 (q, 2H, J=7.3Hz); 4.52 (s, 2H); 6.75 (d, 1H,
J=8.5Hz); 7.09 (t, 1H, J=7Hz); 7.39 (t, 1H, J=7.3Hz): 7.44-7.48 (m, 3H); 7.80 (d, 2H, J=8.2Hz).
AAld 7.2 -(A-AEA7HEE-1, I-0HEr ) SA) #E) (- (B2 2 ) 3 d) v eh=

7.2.1 (3-HEAHD) (p-EL) v El=

20 9 3uEANEY FReEE Agee] A5 Ted-TenE wge] we Az, e A
YA AREIGASATHEEN  Alo]ER A/ dolAEHlolE 9/1).  AES FA oY=
FEH,
T8 72%

Rf (Ale]EFzdal/tEF 22 9/1): 0.32
IR: vCO: 1657 cm

MR H (CDCI3): 2.45 (s, 3H); 3.86 (s, 3H); 7.13 (dd, 1H, J=7.6Hz, J=1.8Hz); 7.27-7.30 (d, 2H,
J=7.3Hz); 7.32-7.41 (m, 3H); 7.75 (d, 2H, J=8.2Hz).

7.2.2 (3-sto]=FAHd) (p-& L) vl Eh=

(3-HEA D) (p-EDWER=(AA o) 7.2.1)E Agete] A&e Sid e W Axsad. Aue A
Ao Ao e AL E Y Afo]E R/ oA H O E §/2). HEE QA4 B
o}

& 60%
Rf (Alo]ZFZ &AL/ o EolAME|o]E 9/1): 0.20

WP: 113-115C
IR: vCO: 1638 cm

MR H (CDCI3): 2.42 (s, 3H); 7.12 (m, 1H); 7.22-7.31 (m, 4H); 7.40 (m, 1H); 7.61 (s, 1H); 7.72 (d, 2H,
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<1145>

<1146>

<1147>

<1148>

<1149>

<1150>

<1151>

<1152>

<1153>

<1154>

<1155>

<1156>

<1157>

<1158>

<1159>

<1160>

<l161>

<1162>

<1163>

<1164>

<1165>

<1166>

<1167>
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J=8.2Hz).
7.2.3 (3-((1-EAZ7IR -1, 1-gde v a) SAD) A L) (p-E L) HEl=

SO W

~Ed)mEl=(A A9 7.2.2) 2 oE 2-HZRo|ANE]Y
Atk abEe AEgtAdel A ARvtE 1Y 5 TS
2

=
A
ATk

(3-sto]==A1#d) (p
el wek Az

O|EE ALEsle] Hed 0-<44s)
%3 }_ ol
9/1). AHE& A 9

Aol E R 3L " oAl H o] E

Mw =
N

=
==
=

iﬂ

& 87%

Rf (Ate] S Z /o HobAE o] E 8/2): 0.35

IR: ©0C0:1737 cm ; 1657 cm

MR H (CDCL;): 1.24 (t, 3H, J=6.9lz); 1.62 (s, 6H); 2.43 (s, 31); 4.22 (q, 2, J=7.3lz); 7.07 (d, 1H,
J=THz); 7.25-7.42 (m, 5H); 7.70 (d, 2H, J=8.2Hz).

7.2.4  (3-((1-oAF5A 7RG -1, 1-0 W) S A d d)-(4- (B2 2w e) o d) ml ep=

oYY
o)ﬂ/o\/
o} [}

(B-((A-el5A 7k -1, 1-t e e D) S AD 3 d) (p-E D) vl Eh= (Ao 7.2.3) & *}% gto] dEgk BEst U
of wt AlFe. e A7l ARvtEIIEATH(EE S Al SR/ A HotAH o] E 9/1).

[N =1 o~
}“l' = T -Q—-OE]E‘T M‘:}.

Rf (Alo]EZ @At/ ool AE|o|E 8/2): 0.30
IR: vC0:1735 cm ; 1660 cm |

1
NMR H (CDCI;): 1.24 (t, 3H, J=7Hz); 1.63 (s, 6H); 4.22 (q, 2H, J=7Hz); 4.54 (s, 2H); 7.07-7.11 (ddd,

1H, J=7.9Hz, J=2.6Hz, J=1.2Hz); 7.26 (d, 1H, J=1.5Hz); 7.36 (t, 1H, J=7.9Hz); 7.44 (dd, 1H, J=7.9Hz,
J=1.2Hz); 7.51 (d, 2H, J=8.2Hz); 7.77 (d, 2H, J=8.2Hz).

AA G 7.3, (4-((1-9EA 7L GD-1, 1-trEde) SADH D) -(BEE2rYE)sd) vel=

7.3.1 (4-m| 52 D) (p-E L) vl B

29 9 4-mEA Y FRoEE Abgete]l AEd T d-IYIE ukdo] mel Az AEe A
g7pAgel A AzvteEagIadtHEEd  Ato]FR A/t H O E  9/1). AR WAl G
FEHATG
FE: 75%

Rf (Alo]EZ @ At/odolAE|o]|E 9/1): 0.32
WP: 77-79C
IR: vCO: 1644 cm

NR H (CDCIy): 2.46 (s, 3H);); 3.90 (s, 3H); 6.97 (d, 2H, J=9.1Hz); 7.29 (d, 2H, J=7.6Hz); 7.70 (d,
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<1170>

<1171>

<1172>

<1173>

<1174>

<1175>

<1176>

<1177>

<1178>

<1179>

<1180>

<1181>

<1182>

<1183>

<1184>

<1185>

<1186>

<1187>

<1188>

<1189>

<1190>
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2H, J=7.9Hz); 7.83 (d, 2H, J=8.8Hz).

7.3.2 (4-8lo| =5 A1) (p-E L) ¥ Eh=

OH

(- EA D) (p- B ER= (B4 6] 7.3. 1) AHgste] A%st Dol g we Azsln, AEe A9
AN AsebE 2 ST EE Y Alo]ER L/ PobH o £ 7/3), AHge WA Buw SEsgt

T8 86%
Rf (Afo]ZF 2/ ool Eo]E §8/2): 0.17
MP: 148-150C

IR: vCO: 1642 cm

NIR ' (CDCT): 2.46 (s, 3H):):i 6.66 (s, 1H): 6.93 (d, 2H, J=8.8Hz): 7.20 (d, 2H, J=8.8Hz): 7.70 (d,
2H, J=8.2Hz); 7.78 (d, 2H, J=8.5Hz).
7.3.3 (4=((1-AFA7FE -1, - e ) S 3l d) (p-5 L) vl Bk

(e¥enne

(4-3tol =2 A D) (p- B MER (DA 7.3.2) R A 2-BE R AREHCIES AHgse] A 0-2A5H
ol wel AT AHEE AUl AmehE ook B E Aol oo Lol o]
0/1). ArEe WA AR 5l

FE 7%
Rf (Alo]ZFZ &AL/ o EolAME|o]E 9/1): 0.28
MP: 82-84C

IR: v(C0:1737 cmﬂ; 1648 cmf1

1
NMR H (CDCI3): 1.25 (t, 3H, J=7.3Hz); 1.68 (s, 6H); 2.45 (s, 3H); 4.25 (q, 2H, J=7Hz); 6.87 (d, 2H,
J=8.8Hz); 7.28 (d, 2H, J=7.9Hz); 7.69 (d, 2H, J=7.9Hz); 7.75 (d, 2H, J=8.8Hz).

7.3.4 (4-((1-AEAZH -1, -t W EH E) SAD A ) -(4- (B2 v E) H d) H gl=

&/\]'DLWJilI/O#/ED/\\

(4=((1-N FA7HR -1, 1= ) S A) A (p-F ) ek (Ao 7.3,
Soirh. AR deibagls ARckELSrk(§Ee

2
=
kD
2,
BN
2
—|—‘ \./
2
iy
fil
)
2
~
S
. T
O
=
=,
)
2
[m
©
~
>

Rf (Ato]EFZ @ At/odolAE|o]|E 9/1): 0.25
IR: vC0:1734 cm ; 1653 cm |

1
NMR H (CDCI3): 1.19 (t, 3H, J=7Hz); 1.38 (s, 6H); 4.20 (q, 2H, J=7Hz); 4.48 (s, 2H); 6.83 (d, 2H,
J=8.8Hz); 7.45 (d, 2H, J=8.2Hz); 7.61-7.70 (m, 4H).
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<1191>

<1192>

<1193>

<1194>

<1195>

<1196>

<1197>

<1198>

<1199>

<1200>

<1201>

<1202>

<1203>

<1204>

<1205>

<1206>

<1207>

<1208>

<1209>

<1210>

<1211>
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AAle 8. (dAdrE)Nd BESE Ax dvty 3F
()i d BEstE S et (BeRE)(Ed) ez ghdol o) & AR Alx¥ At

ESF LA ELBOeq) W W] Az Wxdildnzriol= A(HA 6)(leq)oll E]lE A2, 6eq)
& A2olA Arlaiglith. e EFES 50TAA 147wk Arleigith. ke EfES A2k 34d ¥
s 7held. f71ee & 2 oE opAEe
Zl

Ew %aﬂas:m. FI5E Bl & Asfelmyels
Z5ha, ol F AYsAA FuAA 5

o_,
mZ
o
;i
E
[

fit
o
il
[
©
H o

S
AAld 8.1, ddE2-[3-[(4-E2RAE)ANA | dSA||-2-HE T 2o 0| E
O e

B3-((1-A EA7tR -1, I-tWe W e) AN A D) -d-(BRRYe) A d) v el = (Ao 7.2.4)8 AL3lo] A&
3k el e AxEgT. e AggtAdo A g EetE gy s dTHEE 9 Alo] F 23 AL/ o oA E o]
E 95/5, o]F 9/1). AFES A o dw SEFHAT.

TE 84%

Rf (Afo] S Z 4/ "obAH o] E 8/2): 0.35

MR H (CDCL): 1.19 (t, 3H, J=7Hz); 1.58 (s, 6H): 3.90 (s, 2H); 4.13 (q, 2H, J=7Hz); 4.48 (s, 2H);
6.62 (m, 2H); 6.80 (d, 1H, J=7.9Hz); 7.01-7.21 (m, 3H); 7.30 (d, 2H, J=8.2Hz).

A 8.2, dE2-[2-[(4-E2RvE)NA[HdSA||-2-vEd 22 oo E

Vs
o
O\{)\O/\

A -(U-(B2EdeE) ) veElR=(AA o 7.1.4)5 A&3e HAEs
52 A gtAod A2utE g d i (EE Y Ato]F 2t/ HolAH o]
FEH A}

(2-((1-o EA 7t I-1, 1-0) W D w E ) 24|
3 whHo| wma Z%ho} ik Ak
E 10/0914 9/12). &2 34 ¢

fU g

8 49%

Rf (Afo]ZF R/ o EolAHo]E 8/2): 0.34

NMR H (CDCI,): 1.22 (t, 3H, J=THz); 1.49 (s, 6H): 3.98 (s, 2H); 4.22 (q, 2H, J=THz): 4.50 (s, 2H);
6.62 (d, 1H, J=8Hz); 6.90 (d, 1H, J=7.9Hz); 7.00-7.31 (m, 6H).

AAd) 8.3, dE2-[4-[(4-EZERHYE)HNA ]I SA |-2-AE 2 g o] E

¢

(4=-((1-e FA|7FE -1, 1—E1uﬂ'auﬂ'a) A -(4-(BERAE) A HER=(AAd 7.3.4)5 AFEste Wd&dt
3 whHol wEk A A FtAgel A AR EIZHISATHEE Y ALo|Z R84t/ o dolAH| o]
E 95/5). A& 3

Jé B
[«0
e
£
2
o
ﬂo

8 49%
Rf (Afo]ZF 2/ ool Eo]E 8/2): 0.35

NR H (CDCIy): 1.21 (t, 38H, J=7Hz); 1.58 (s, 6H); 3.90 (s, 2H); 4.21 (q, 2H, J=7Hz); 4.50 (s, 2H);
6.78 (d, 2H, J=8Hz); 6.90-7.40 (m, 6H).
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<1212>

<1213>

<1214>

<1215>

<1216>

<1217>

<1218>

<1219>

<1220>

<1221>

<1222>

<1223>

<1224>

<1225>

<1226>

<1227>

<1228>
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Al 9. FdSA A BEESE 3 ddElelld BEESE AXE AT 4v #F
W oA HESANE BEstES wdds B Add g o toldESs ARgSte] 4dAR Alxdn. dEvle
dvgstE § ddstEn. 0-ddste]lF WS vd o] Ao BEs whgo] HuEn

AH =3

B34 di71eh, g8l G- @ =oluL(leq) S AEHoz HHI vEdE(1.4eq), TFHL22=(D)
(0.11leq), N N-gjHEZAl dfol=2F280]=(0.32¢q) ¥ AlF 7IHUOIE(2.1eq) S 7}8FAT}. WhHe E3HE
; | ] kS B

S 24A7F Bk 110TColA ks, W45, WeES 5 2 oEolAgelER Rulsdtt. #75E AR
o= ZAlo]= BAN), o]F AFER AHG F, 4AF HAC|EAAA HAxdta A7t F st S
A AT, A ES ATt A ARvE gy skt

e el 3]

%%“é 713k, wg AZzT dEACEHE FEA(leq) S YZFERu e =30, v 23ES 0CE ¥4
F UEEEYE(2eq)] HE EHZulolt 1& {98 7). wks EFELS 0ToA 3083 adtslar
Aol A 3A17F wHlElGITE. o] Z¥RES & g2 ehlo] Eajedct. §715S AF dto|=EA)o)

ol
=il =
= =) =
N o AFHY £35S pfl b Agsteta dERRdEoR FEAYt. #715S Bel aF 4

[
so|Edoll A Azstar 7Hetatol A
5 0-4A 3}

Ulﬂ_zﬂi% trld 5ot =] FlEm(leq) &Nl XEGS 7Folith(deq). 7] FE RS 80TolA uwbslal
BHESE 724 (deq)E A7Fetolvh. W E3=S 80TolA 20A12F wRbalgivh. XEHy 7HE V|0 ES Oﬁﬁrﬁﬁlﬂ

olN =0
o
z
>
3
£

B OYESeEE sl FRAA, FlRe oldeldrelE ¥ AgEulz Pulsidt. §71%

AE o AselEgAd  Aazsa.  asem  guseld SWARd.  GEE Ayl

SER SRR Ry o

e 5 5

U]E]Zﬂzﬂ FHEH EgEReto| =y &3t AFE(leq) & ol N-BHRZEHA0H]=(0.95eq) H 2.2'-0}Z-H]2-0]
RERUEL(0.5e0) 7M. Wg EFRES S0TAA 147 wuksiginh. W ¥ 0 EFEe ofvsta

AOHT FRADL. RATE FEadow HAshu 8 LF HoddolEgaon Aqsn AFE

E

AR, §7158 2F AdolEl A Az, ofssta skl FUALL. g Aol

EERLEEE LTS
W 0B sYEloMA BEHES 44 vPUEesE U 44 LoTolLS ol gl U AR
sl SEsn F aAss . -2 stel S WS Wee] Ag-ehtld HESE.

E] Q o ~E] =3}

I EIC R E I L

3 20 =olZ(leq) £ AxHozm AAs vLE O HE(1.4eq), T
=(I) (0.11leq), NN-TjHlE&Z]2 & "
o )

fol=2 22 eto]=(0.32eq) H AlF FHHUCIE(2.1leq) & 7183 T

2 fo oo fo

2e
EHFES A B 110TAlA wwkeglth, Wzhe, EHES B 9 ddolAgolER Rujsltt. §71%
AF BlolEFAtol= SA(N), o]F AFER AT &, 2F AAo|EdA Axstal s F 7HtEt]
SHA AT, FA =S ATtAel A ARvtE e Ekgl ).

Sels

=24 di7lsh, mE Az WEAELAEHE FEA(leg) & HEREZH ] vt b ZFES 0C=
7et & fEFR 2 (2eq)H] BE EfBEulol= 18 &5 Arieglth. vk EFELS 0TolA 303 wyt
atar, Ao 6412 wukslgith. o] F EES & 9 gIFERuehd] ®uisidit. §715S &F Sfo 5%

" - | ]
Afel= oN golow AFHs k. FF pH 174K AAseta HIFRRMgen FEdAT. 4715 Fsho
2 Aol Azt gl SEAZT

=

v Az E]‘fﬂ FEoh = #lE(leq) &Yl ZehE Pilﬂ O|EE 7ol tH(4eq). 7] FEAS 80TelA
=3 FA (de)E A7FSIAT. WS EFES 80TolA 20413F wntelgitt. EEHE JHE YO E
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<1229>

<1230>

<1231>

<1232>

<1233>
<1234>

<1235>

<1236>

<1237>

<1238>

<1239>

<1240>

<1241>

<1242>

<1243>

<1244>

<1245>

<1246>

<1247>

<1248>

<1249>
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£ o yWExFoiv=s st
Sl I A S o o
AzvtE ey 8kl

e x5 3}

Wel Azd shedEsE ool =y 2ush A
o) E 2 EY(0.500) % 7}
2RI AT 2ol
g2 ARG #7158 &
CERIEERTEEE LTS

AAd 9.1 HE-RHE 2-[4-(4-BEZ R d)SADH LA |-2-HEg T 25 o o] E

9.1.1 1-#5A-4-(p-FLdS5A) Al

ﬁ

u:1n
e
H,
o

4-vEl s Bl 4-Q e Eol &S Abgate] Hadh olzd st AR ool whel Axsdth Abee AdEgt
A A AZulE 189S TH RSN Alo| R &AL/ o € ol H o] E /W.Lﬁ%ﬂhﬂﬂﬂi

T8 85%
Rf (Afo]ZF 2/ ool Eo]E 9/1): 0.55

1
NMR H (CDCI3): 2.33 (s, 3H); 3.80 (s, 3H); 6.79-67.02 (m, 6H); 7.10 (d, 2H, J=8.2Hz).

9.1.2 4-(p-EL D=

1= EAA4-(p-ELSADHA(H A 9.1.1)& A3l A&et goeds)t vbg-(H 9A) o] whe} Alzskgl. 4t
2 Ho|xA nAR S5
& 95%

Rf (Aol E 235t/ o FolAElo]E 8/2): 0.32
MR H (CDCI3): 2.30 (s, 3H); 4.86 (s, 1H); 6.72-6.95 (m, 6H); 7.10 (d, 2H, J=8.2Hz).

9.1.3 HE-}€ 2-WE-2-(4-(p-ELFAD A L) SA) L2 T} -0 o] E
iy O>§r><
4-(p-ELSA A=

=95 (AAld 9.1.2) H HE-FE 2-HERo|ARECES AMEste] ded U3} w8y
oMl wh AxSGIT. Abee AegPldeld ARMEISYSATG(EEY Aol SR/ Y E
9/1). Abme A LR £5EAT.

& 71%
Rf (Alo]ZF =28 AL/ oEolAME|o]E 8/2): 0.65

MR H (CDCI3): 1.46 (s, 9H); 1.55 (s, 6H); 2.32 (s, 3H); 6.81-6.95 (m, 6H); 7.11 (d, 2H, J=8.2Hz).
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<1251>

<1252>

<1253>

<1254>

<1255>

<1256>

<1257>

<1258>

<1259>

<1260>

<1261>

<1262>

<1263>

<1264>

<1265>

<1266>

<1267>

<1268>

<1269>

<1270>

<1271>

<1272>

<1273>

<1274>

ZIHS3d 10-2009-0038469
9.1.4 HE-H4 2-[4-((4-Barme) s d SA) s d SA]|-2-vd ZZ o} 1=of o] E

I °OO>%0><

=
2] P%ﬂ_“‘)ﬂ/ﬂ JEH}EZE‘@ OPoﬂi‘r(%%‘%‘ /‘}01 Zqk/ o dobAEle

Rf (Afo]ZF 2/ o HolAEo]E 8/2): 0.45
NMR H (CDCI): 1.47 (s, 9H): 1.58 (s, 6H): 4.50 (s, 2H); 6.81-6.98 (m, 6H); 7.32 (d, 2H, J=8.2Hz).
AAd 9.2 HE-HHE 2-[3-(4-EZRME) LA I &A |-2-Fld T2 g o o] E

9.2.1 1-HEA-3-(p-EL A wl Al

T

4-vdos 2 3-2 ool ES ARSEte] dad olxvHEst (Y o)l wet Al dbee ATt
AgelAM ArvE 2SI THEE N Al SR/ Lo HOIE 9/1). b &4 edR F5EG

Rf (Ato] S 28/ ddolAE o] E 9/1): 0.55

MR H (CDCI3): 2.33 (s, 3H); 3.76 (s, 3H); 6.42-6.70 (m, 3H); 6.92 (d, 2H, J=8.2Hz); 7.08-7.25 (m,
3H).

9.2.2 3~(p-ELSADHE

1-HIEA-3-(p-FLSAD WA (A Ao 9.2.1)& AFEst A&d @uds) wvh-s-(F9 9yl w2k A=kt 4t
o 3 0Udr FEHAY
T8 98%

Rf (Ato]E 24/ ol dolAlH ol E 8/2): 0.32
NR H (CDCIy): 2.32 (s, 3H); 5.19 (s, 1H); 6.45 (s, 1H); 6.55 (d, 2H, J=8Hz); 6.92 (d, 2H, J=8Hz);
7.05-7.20 (m, 3H).

9.2.3 HE-H 2-v&-2-((3-(p-ELSAD AL KA T2 3} =0 o] E

Jonor s
(p-ELZADHAE (AN 9.2.2) ¥ HE-FE 2-HIZFo|AKE

OJEE A
on)oll welk Ax3S 2 AFtAd A AZReEIGR ISP THEE
95/5). At&E& A

{0

K
iéi TEE A

_1::0

T8 63%
Rf (Afo]ZF 2/ o HolAEo]E 8/2): 0.65

NR H (CDCI3): 1.41 (s, 9H); 1.55 (s, 6H); 2.32 (s, 3H); 6.45-6.65 (m, 3H); 6.90 (d, 2H, J=8.2Hz);
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<1275>

<1276>

<1277>

<1278>

<1279>

<1280>

<1281>

<1282>

<1283>

<1284>

<1285>

<1286>

<1287>

<1288>

<1289>

<1290>

<1291>

<1292>

<1293>

<1294>

<1295>

<1296>

<1297>
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7.08-7.20 (m, 3H).

9.2.4 BHE-3E 2-[3-((4-BREHeED)IA IS A H IS A ]-2-HE Z2 a0 o] E

OOrRS

HE-F8 2-vE-2-3-(p-ELSAD AL FAD AL Z 29 o] E(H Ao 9.2.3)5 A3l W&t BE3 v
(3 op)ddl mEr AT e ATt A A AZuE ST EATHEE N Ate] 2L/ HolA |
O|E 95/5). A& Q#AAA oAz FEEH T},

T8 66%

Rf (Afo]ZF R/ o HolAEH 0] E 8/2):0.45

NMR 'H (CDCIy): 1.42 (s, 9H); 1.57 (s, 6H): 4.50 (s, 2H): 6.45-6.70 (m, 3H); 6.95 (d, 2H, J=8Hz): 7.05
7.25 (m, 1H); 7.35 (d, 2H, J=8Hz).

A 9.3 HE-RHE 2-[4-(4-EZ R E)IFLE ) HdEA|-2-HEg T 20 o] E

9.3.1 1-"5A-4-(p-ELE ) Al

4~ EHAE] L W 4-Q 0T ol]& S AlL3e] AL E| Qo AH 23 I 9B)ol| ulel A23AT).
A7t Ao A AR EIHIFPT(EZEY Aol S 2L/ EolAHOlE 95/5). AHELS Wl A=

Jn o

o

Rf (Aol E 235t/ o FolAElo]E 9/1): 0.45

MR 'H (CDCI.): 2.28 (s, 3H); 3.82 (s, 3H); 6.85 (d, 2H, J=8.2Hz); 7.04 (d, 2H, J=8.2Hz): 7.12 (d, 2H,
J=8.2Hz); 7.37 (d, 2H, J=8.2Hz).
9.3.2 4-(p-EYEH)HE

1-HIEA-4-(p-SLE L)WAI (A A el 9.2.1)& AFEst HA&d @uds) wh-s-(U9 9B)ol wha} A==k, 4t
B2 Holxy mA R F5HE]
& 69%

Rf (Afo]ZF RN/ o olAEHo]E 8/2): 0.34
NMR 'H (CDCI,): 2.30 (s, 3H): 5.64 (s, 1H): 6.81 (d, 2H, J=8.2Hz): 7.01-7.21 (m, 4H); 7.30 (d, 2H,
J=8.2Hz)

9.3.3 HE-F4 2-tE-2-(4-p-ELH) AL SA) ZE T o o] E
o Q%(X
4~ (p-EUEI Q) H = (AAd 9.1.2) 2 EE-RE 2-HZ L] ARE

OJEEZ A
9Bl wat AZRsATE 4t % APt ARSI THEEC
98/2). AHEg A od7 FEHAT

Mn
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<1298>

<1299>

<1300>

<1301>

<1302>

<1303>

<1304>

<1305>

<1306>

<1307>

<1308>

<1309>

<1310>

<1311>

<1312>

<1313>

<1314>

<1315>

<1316>

<1317>

<1318>

<1319>

<1320>

<1321>

SIHE S 10-2009-0038469
Rf (Ale] S 2/ ddolAE| o] E 95/5): 0.65

NR H (CDCI3): 1.42 (s, 9H); 1.59 (s, 6H); 2.30 (s, 3H); 6.80 (d, 2H, J=8.2Hz); 7.08 (d, 2H, J=8Hz);
7.15 (d, 2H, J=8Hz); 7.28 (d, 2H, J=8.2Hz).

9.3.4 HE-{ € 2-[4-(4-22RdYE)HALE ) Hd A |-2-HE Z 21l o o] E

=
VAol A 2L ohE ek Shal C( B o) Abo] 2 oAl o] ElobA| el o] =

Rf (Afo]ZF 2/ ool Eo]E 9/1): 0.45

NMR 'H (CDCI): 1.45 (s, 9H); 1.60 (s, 6H): 4.45 (s, 2H): 6.83 (d, 2H, J=8.2Hz): 7.10 (d, 2H, J=8Hz):

7.25 (d, 2H, J=8Hz); 7.35 (d, 2H, J=8.2Hz).

AAd 9.4 HE-RHE 2-[3-(4-EZ R @) LE ) HdEA|-2-HEg T 25 o] E

9.4.1 1-WI5A-3-(p-ELE )"l

4~ A S 2 3-89 Tl &S ALE8te] A&Sh Elo~HE3 #g () 9B)ol| whel
A7t A AR2utE IS ATHEE A Ao ER2 L/ oA H ol E 95/5). At

Jn o

to

14

b s
o

Rf (Aol E 23t/ o FolAElo]E 9/1): 0.45
MR H (CDCI3): 2.36 (s, 3H); 3.72 (s, 3H); 6.65-6.95 (m, 3H); 7.02-7.25 (m, 3H); 7.30 (d, 2H, J=8Hz).

9.4.2 3-(p-EdEL)H=

Rf (Alo] S 28/ ddolAE o] E 8/2): 0.34

NR H (CDCI3): 2.35 (s, 3H); 4.90 (s, 1H); 6.61 (d, 1H, J=8Hz); 6.65 (s, 1H); 6.81 (dd, 1H, J=8Hz,
J=2Hz); 7.02-7.23 (m, 3H); 7.35 (d, 2H, J=8Hz).

9.4.3 HE-} € 2-vE-2-(3-(p-EL A FILE L) T2} 0 o] E

o)
/OSO/O%OX
3-(p-EI2ANFHAE(AAY 9.4.2) ¥ EHE-RE 2-HZHO|ALEHOESE A&3le] ALdt st ukS (W
t g E

2 i
9B)ell wt Az, At Aol ARvEIZSISATH(EES At SR/
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<1322>

<1323>

<1324>

<1325>

<1326>

<1327>

<1328>

<1329>

<1330>

<1331>

<1332>

<1333>

<1334>

<1335>

<1336>

<1337>

<1338>

<1339>

<1340>

<1341>

<1342>

<1343>

S S35l 10-2009-0038469
98/2). AH=e A AR FEEUT.
FE 4%
Rf (Afo] S =/ "obAH o] E 8/2): 0.68
MR H (CDCL): 1.39 (s, 91); 1.51 (s, 6H); 2.35 (s, 3H); 6.68 (dd, 1H, J=8lz, J=2Hz); 6.76 (t, II,
J=2Hz); 6.83 (dd, M, J=8Hz, J=2Hz); 7.05-7.19 (m, 3H); 7.29 (d, 2H, J=8Hz).
9.4.4 BE-%H 2-[3-((4-B2 R e) A dE o)A d S A |-2-wF ZE 5} 1 of o] E

Neaorsa

BE-2E 2-n]g-2-(3-(p-EUE Q)T DA T2 hof o] E(A Ao 9.4.3)% ALgdte] Aar B2l WS
= Ab/ ol e op Al B o] E

A 7Aoo A ARvtE 19U THEE N Alo]| SR
[e3]

Rf (Afo] S =M/ "ol H o] E 9/1): 0.48

MR H (CDCL;): 1.40 (s, 9H); 1.53 (s, 6H); 4.45 (s, 2H); 6.68 (dd, 1H, J=8Hz, J=2Hz); 6.76 (t, II,
J=2Hz); 6.83 (dd, 1H, J=8Hz, J=2Hz): 7.05-7.19 (m, 3H); 7.29 (d, 2H, J=8Hz).

AAd 10. BE229A AZE A% dvrE 34

W 10A: A HErvlale] ofbidst & Y7 SHelE ),

EDEEED EA-gN L)

w243 drlstld tIREve  EF0E A SRl (1.25eq) &R 0T Ad3 B2wmldl(le
C

Q< 108 Fek Arbaldt. Wb EFES 0CA 143 witsla, YEF22uehy] obd ZZ ko] =(1.05eq)
g Absglth. WS EFES 2 wud F Ago] Flth Aol RIHU. §715S 2FEE AHst
sloivlg Ao Eel A AxST Aetatel ] SRAAT. el B e el A AweiE e},

25435 g7)sl A gz veny vd AzE AE (leq)L o] 0
OE(2q) 2 ENEABGeq) S A2z ArleATt. WS TFBS Aol 2447 Eot
Aok #7159 2FE2 Adetn shade AsolEds Axetu et FRAAT. B ES el
Aol A A =utE 12}kw 6T,

By 108 A9E FEeznewd U e rdd e s et HERYES Azt

g 7)ol A tudEsohr =y Bas fe4 §od MeEdTd TS (1.5eq) S TtaT. EFEL 0
COHH T F 2F stol=gol=(Geq)E ML WS EFES ALolA mulEti, ofF W QAo
p 2744 2Hdska F oldeldbo| B2 F&aith. #71%5S 2382 AZeta vdlg AslolEgelA 2
Z3hal Zhekstell A AT, FES AehAdel A I RrtE ey st

- Gl %D BEdow FEdan £7128 ohiile AdelEAe Az
3t FEAE dol e AAgle] AH&Eatt

Yzeuen] WMeus(leq), N BEREA0ME(11leq) 2 WAEATSAE(0.0leq) &S 751 AT 244]
4

= A (
Aol Vsl B wkslgith, S RS EZ AHEL o)l AFEZ AFAY. §712S vlaus



<1344>

<1345>

<1346>

<1347>

<1348>

<1349>

<1350>

<1351>

<1352>

<1353>

<1354>

<1355>

<1356>

<1357>

<1358>

<1359>

<1360>

<1361>

<1362>

<1363>

ZIHS3d 10-2009-0038469

Ao EAFel M Hzstar, ojtstar, gt SEAZT. db=s AZAA os) AA S

25 BErdgdd(leg) 2 72205 (0.1eq)E o2 t)7]sle] B Egsto|m2F o] =9ith. A7) &9
& 1583 ~40ColA mrketa(=doopo] /o EU EY HHM) o] % ﬂl%wkidlﬁgiu}omuleq)% 7}at
Stk W EFEL WS 0T Jhdeln 243 wkd F duyIRel= 250 §48 . £¢E
& gERedgor 35390 §71%S A2FER ARs, o vl Egel A Axsta, 7shA
SIAZT. JAES AN A2rtE 255t

o 2B 2 8-9]

Azg o 2ElE(leq)E F4 TRl =tk W& EdES 4&F F2eol=g 374 dg wizroa Wzd &
g F HEZSo|E2AdFudolE(leq)E 2T 7l ws EgE 4 2
oA wgkelglth, o] F &, AF Sfo]=FAtol= N & 3
ATk ooks FuA7|aL, FlES vl AAlglol

Teppnevtels, olf solmzal
L aFlol Ao E 106 §91S Jlen EREL T
e, 47158 £3) 4F AudolE golow A, whidlg Ao 4

3 B AYAAFAA ArhE 1ok

w0
e
ot
i
°
i
ﬂﬂﬁ

Ci%‘—ahﬂ K %° ( eq)°ﬂ ofz3t t7]stell A HETSto] =2FH(1. leq) ] B

s wsi. AEANI=L RS

S B %ﬂl ﬂ%iiuﬂ%gi %%ﬂ%iq. %71%% Luwg AHsta, vtads A
=4} 2

m
[N}
=
fo
12
tilo
_1>~I o
ﬁd
ol
2
11
&
oo
M
>
oo
>
r¥
Z
fo
=2
x
ﬁ
O
OIN r
o
=)
uw,
i
)
o

=
O] B/l

A=gk el uE (U 100) .
Al 10.1. 3-EHE2RE-4-9EolU & Y 3-H2R-6-ddo &
10.1.1 1-(2-B2REA4-wEAH L) Els 2 1-(4-BHE2E-2-v 5 A 5 d) ol E}=

0] Br Br

OMe
@]
HEHoUE D ofMd ZReol=E 4%6?04 At Zyd-a gz Ex]d wat AZ3FATHEE 104A). 4
B2 A7 el A ﬂiﬂ}EJEM SIATHEZE T A oflHZ/odolAH ol E 98/2 oA 90/10). 1-(2-2
ZRA-WEAFGD)gEI=S FA 0d7 FEHT, -(4-HIZR-2-WEAFH D) EI=S WA 3H2 $EHY
o},
T8 55 % (1-(2-BER-4-HEAHD)oel= 2 18 % (1-(4-BER-2-HEAH ) e=)

RE (A4 olel2/cldolAEolE 95/5): 0.33 (1-(2-HRR-4-¥|EA A D) el=) F 0.5 (I-(4-HEE-2-¥ %
Alad) ol efe=)

_82_



<1364>

<1365>

<1366>

<1367>

<1368>

<1369>

<1370>

<1371>

<1372>

<1373>
<1374>

<1375>

<1376>

<1377>

<1378>

<1379>

<1380>

<1381>

<1382>

<1383>

ZIHS3d 10-2009-0038469

NR H (CDCly) (1-(2-PRE-4-WEAHAD)E=): 2.60 (s, 3H); 3.82 (s, 3H); 6.85 (d, 1M, J=1.9Hz);
7.13 (s, 1H); 7.58 (d, 1H, J=5.0Hz).

NR H (CDCl3) (1-(4-BRE-2-WEAHA L) E=): 2.61 (s, 3H); 3.94 (s, 3H); 7.15 (m, 2H); 7.64 (d,
1H, J=8.3Hz).
10.1.2 3-ERE-4-ddol&

Br

/\@\OME

(1-(2-B 204 SA A D A=) (A1) 10.1. 1S AHgste] A%d Bwol web AxseoRy 100).
AEE ATl Az kSt (g5 Af e/ dobaElol = 08/2). e T4 o=

FE5H A
8 93%
Rf (1 ol Z/oeolAEHelE 95/5): 0.5

NR H (DMSO): 1.10 (t, 38H, J=7.5Hz); 2.67 (q, 2H); 3.71 (s, 3H); 6.80 (dd, 1H, J=8.3Hz and J=2.8Hz);
6.93 (d, 1H, J=2.8Hz); 7.05 (d, 1H, J=8.3Hz).

10.1.3 3-BERE-6-o€ol&E

Br

OMe

(1-(4-B2EA4-HEAFH D)o Ef=) (A Ao 10.1.1)S AFgste] Hedt Ao wg) A=At 104)
AEL A I A ARAEIGISATHEEY AF dEHZ/dEolMEelE 98/2). AHES FA oY=
FE5H A
T8 82%

Rf (1 ol Z/oeolAEHelE 95/5): 0.8

NMR 'H (CDCly): 1.14 (t, 3H, J=7.5Hz): 2.54 (q, 2H): 3.74 (s, 3H): 6.92 (d, 10, J=1.7Hz): 6.96-7.02 (m,
2H).

AAd 10.2. 3-E2R-4-Z2HWol & U 3-HER--ZZYol]&

10.2.1 1-(2-BER-4-HEAHDZE2A-1-2 U [-(4-BER-2-HEAH )T H-1-2

o Br Br

\)‘\@\OME

OMe

% 2ased gRacsd Agdd 4T X agmEYe) ger AAA Y 100,
Qe gl A AmrtE s sdtk(§E Tl g oH2/dgobAelol = 99/1 o4 95/5). 1-(2-1.
CAEAAD TR ee 98 B aAR F5Rn, 1(nem e dEAA) D1t 14
= 5ich

)

8 33% (1-(2-RR2RA-HEAF I ZZH-1- 2 23% (1-4-ERE2E-2-HEAHI) T2 F-1-2)

Rf (A& dEHZ/ddolAHolE 95/5): 0.15 (1-(2-BERA-HEAHAD)Z2H-1-2) 9 0.33 (1-(4-B2H-

_83_



<1384>

<1385>

<1386>

<1387>

<1388>

<1389>

<1390>

<1391>

<1392>

<1393>

<1394>

<1395>

<1396>

<1397>

<1398>

<1399>

<1400>

<1401>

<1402>

ZIHS3d 10-2009-0038469
2-v| S A ) TR 1)

NR T (CDCl3) (1-(2-B2E~A-vEAAd)Z23-1-2): 1.18 (t, 3H, J=7.3Hz); 2.91 (q, 2H, J=7.3Hz);

3.81 (s, 3H); 6.85 (dd, 1H, J=8.6Hz and J=2.5Hz); 7.11 (d, 1H, J=2.5Hz); 7.47 (d, 1H, J=8.6Hz).

MR H (CDCly) (1-(4-PRE-2-WEA A Z23-1-2): 1.24 (t, 3H, J=7.2Hz); 3.00 (q, 20, J=7.2Hz);
7.03 (dd, 1H, J=8.6Hz and J=1.9Hz); 7.18 (d, 1H, J=1.9Hz); 7.61 (d, 1H, J=8.6Hz); 12.44 (s, 1H).

10.2.2 3-HER-4-T2 ol

QREE 4 EAAD 2R 12N 10.2.D8 AHgald AEd aewel weh AzsiTiy
104). e iAol ehE 1ok SArH &5 A6 24 9

A= FEHAL.

FE TT%

Rf (A olElZ/oldolAlEo]E 95/5): 0.4

MR 'H (CDCl): 0.95 (t, 3H, J=7.3Hz); 1.53-1.68 (m, 2H); 2.60-2.66 (m, 2H); 3.76 (s, 3H); 6.78 (dd,
1H, J=8.6Hz J=2.6Hz); 7.07-7.11 (m, 2H).

10.2.3 3-BEX-g-Z 2ol

Br

OMe

FA-BERA-HEA D Z29-1-2(H A 10.2.1)& AMEste] #A&d Sd¥el wE Axzsdd
104). AHES Ae7tados FEntE e dsideh(&E i olHZ/ddotAEolE 98/2). At=&

A2 F5HUA.

FE: 8%

Rf (Xf o2/l dolAE|o]E 95/5): 0.4

MR H (CDCLy): 0.91 (t, 3H, J=7.3Mz); 1.48-1.62 (m, 2H); 2.48-2.54 (m, 21); 3.79 (s, 3H); 6.93-6.98
(m, 3H).

AAld] 10.3. 3-HER-4-o|AREolUE 9 3-HZH-6-o|AREHol &

10.3.1 1-(2-B2R-4-HEAHY)-2-HEdZ23-1-2 L 1-(4-B2E-2-1EA g d)-2-fed T2 F-1-2

o Br Br

YKG\OMG

OMe

2 HolUE 9 olhbE FRgolEE AlESle] A&Eer ZE|d-FHZEHY wE} A|ZSITH(EH 104).
A A TS A ARPEIGHIEIGHH(EEN A dEHZ/d et H|E 99/1 oA 98/2). AtEES
S I odr FEFHATH

& 10% (1-(2-RERA-EAAD)-2-HEdZ23-1-2 L 16% (1-(4-BEE-2-HEAHY)-2-HE L2 7F-1-
<)
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<1403>

<1404>

<1405>

<1406>

<1407>

<1408>

<1409>

<1410>

<1411>

<1412>

<1413>

<1414>

<1415>

<1416>

<1417>

<1418>

<1419>

<1420>

<1421>

<1422>

ZIHS3d 10-2009-0038469

Rf (A5 o2/ doelAHolE 90/50): 0.3 (1-(2-BR2E-4-wEAHY)-2-HEdT23-1-2) ¢ 0.4 (1-
(4-BR2H-2-HEAHAL)-2-HEd L2 7-1-2)

MR H (CDCly) (1-(2-B2R—g4-wEAwd)-2-WedZ2d-1-2): 1.15 (d, 6H, J=6.9Hz); 3.28-3.45 (m,
1H); 3.80 (s, 3H); 6.85 (dd, 1H, J=8.6Hz J=2.4Hz); 7.11 (d, 1H, J=2.4Hz); 7.33 (d, 1H, J=8.6Hz).

MR T (CDCl3) (1-(4-BRE-2-WEAHL)-2-HdZ=23-1-): 1.12 (d, 6H, J=6.9Hz); 3.35-3.52 (m,
1H); 3.87 (s, 3H); 7.10-7.14 (m, 2H); 7.40 (d, 1H, J=8Hz).
10.3.2 3-HEFE-4-o|rFEolE&

Br

\T/»\I:E]\OMe

1-(2-BREA4-v| EA H)-2- D T2 -1-2 (DA o] 10.3.1)& AHEste] A& el web AzxsAcCd
W O104). AHEE AgpAdels AmvtEIaI ST (EE S ol 2/ddotAEHolE 98/2). AtEE 4
ez %1 At

8 82%
Rf (A4 oEH 2/ eolAEH o] E 90/50): 0.7

NR H (CDCl3): 0.90 (d, 6H, J=6.7Hz); 1.92 (hept, 1H, J=6.7Hz); 2.54 (d, 2H, J=7.2Hz); 3.71 (s, 3H);
6.73 (dd, 1H, J=8.5Hz J=2.7Hz); 7.02 (d, 1H, J=8.5Hz); 7.07 (d, 1H, J=2.7Hz).
10.3.3 3-BERE-6-o]|ifHol &

Br

OMe

1-(4-BER-2-{EAAY)-2-"Ed T2 A-1-2 (A d 10.3.1)& AFR3le] dest g wat AxsTon
HO10A). AEE AggtAded A F2etEat SRt (EEY AR oHZ/dHolAEH ol E 98/2). e FA
[e)

Rf (1 o2/ eolAEe]E 90/50): 0.75

NR H (CDCl3): 0.87 (d, 6H, J=6.6Hz); 1.78-1.94 (m, 1H); 2.41 (d, 2H, J=7.1Hz); 3.79 (s, 3H); 6.91-
7.02 (m, 3H).

AAd 10.4, 2-B2R-4-3fo| 22X HZEH

Br
OH

2HER4-EFORNZIELS A8ed A& HCPE 10B)e] W Axsth. 4Te AelragelA
azrtE e Ari§E Tl A e/ "ot Eol = 00/10914 80/20). AHEE WA ;AR £559)
o).

T8 95%

=

Rf (A dE[ 2/ LetAE o] E 70/30): 0.25



<1423>

<1424>

<1425>

<1426>

<1427>

<1428>

<1429>

<1430>

<1431>

<1432>

<1433>

<1434>

<1435>

<1436>

<1437>

<1438>

<1439>

<1440>

<1441>

<1442>

ZIHS3d 10-2009-0038469

MR H (CDCly): 5.95 (s, 1H): 6.87 (dd, 1H, J=8.5Hz, J=2.4Hz): 7.17 (d, 1H, J=2.4Hz): 7.54 (d, 1H,
J=8.5Hz).
AA 4 10.5. 4-E2P-1-(E22d)-2-9|EA A

4-B R R-1-(3to| =AW Y )-2-w| S A A S AbRate] dewd BHEst HOSE 100)0 wet Axsisitk. Ak
ELPA %

Rf (A olEl=): 0.75
NMR H (CDCls): 3.92 (s, 3H): 4.53 (s, 2H); 7.05 (s, 10): 7.10 (d, 1H, J=7.5Hz); 7.22 (d, 1H, J=7.5Hz).

AN 10.6. 4-EHZ2R-1-(EZ22ddE)-2-d dull=

10.6.1 WE 4-BER-3-(HL2Rue)dZx ol E

-~

il
~

e 4-BER-3-vgil ool ES AMEEte] dEe Af-utZ BEs BT 10D)e] wEk Alxsiek. 4
S e AEA oJe) AAlskih. A b A

& 76%

Rf (A oEHZ/odolAEH o] E 90/50): 0.45

MR 'H (CDCls): 3.95 (s, 3H); 4.64 (s, 2H); 7.68 (d, 1H, J=7.5Hz); 7.83 (d, 1H, J=7.5Hz); 8.13 (d, 1H,
J=2.5Hz).

10.6.2 WY 4-H 2 H-3-o gl %o o]|E

Br

WY 4-HER-3-(H2Rdd)zx
(a4 10D) o] o8 AlzsE . AF
=

HolE 98/2). A& 74 29

o] E(AAd 10.6.1)& AMg3le] A& f7|vtavlg FEAete] 43y
A7t A ] AR E Y THEE FHl A o2/l "olA

T8 54%
Rf (A5 g Z/dEolAEH o E 90/10): 0.53

IWRlH(UEM)I128(t,3H,J#ﬂ&h);ZﬁB(q,ZH,J#ﬁ&h);BQB(S,SHﬁ 7.62 (d, 1H, J=7.5Hz); 7.72
(dd, 1H, J=7.5Hz, J=2.5Hz); 7.92 (d, 1H, J=2.5Hz).

_86_



<1443>

<1444>

<1445>

<1446>

<1447>

<1448>

<1449>

<1450>

<1451>

<1452>

<1453>

<1454>

<1455>

<1456>

<1457>

<1458>

<1459>

<1460>

<1461>

<1462>

<1463>

ZIHS3d 10-2009-0038469

10.6.3 (4-B.2E-3-9Efd)Ee-&

WE 4-8B 2 R-3-of el Zo o] E(AAH 10.6.2)S A&l A3t SAHOTH 10D o8 AxsAT. AHE
o

& 75%

Rf (A7 e’ Z/cldolAlElo] E 90/10): 0.28

MR H (CDCIy): 1.26 (t, 3H, J=7.5lz); 2.04 (s, 1H); 2.84 (q, 2H, J=7.5lz); 4.64 (s, 2H); 7.07 (d, 1M,
J=7.5Hz); 7.25 (s, 1); 7.53 (d, 1H, J=7.5Hz).

10.6.4 4-BRX-1-(B 25 ug)-2-o gl

(4-B2E-3-d g )& (AAd 10.6.3)S AFE3t] A&t BEIPHEH 1000 os) A3, A=
2 R 0w S5
FE 7%

Rf (A olHZ): 0.36

MR H (CDCly): 1.28 (t, 3H, J=7.5Hz); 2.80 (q, 2H, J=7.5Hz); 4.47 (s, 2H); 7.12 (dd, 1H, J=7.5Hz,
J=2.5Hz); 7.29 (s, 10); 7.54 (d, 1H, J=7.5Hz).

AN 10.7. I-B2R-4-(B2rdE)-2-Z2dH04

10.7.1 WEg 4-HaR-3-X a2z o] E

COOMe

Br

HE 4-B2r-3-(Bardge)dzdo|E(AAd 10.6.1)S A83te] d<43 Wen1veg BEvlo]=ele] o

A Z
st O 10D)el whet ARSI, RS AEgbAgdA AZuE OSSR HEEY AF oHZ/dE
olAHIOIE 98/2). &S A oUd7 F5FHAIY
T8 33%

Rf (A olEHlZ): 0.45

MR H (CDCly): 1.01 (t, 3H, J=7.5Hz); 1.62-1.77 (m, 2H); 2.77 (t, 2H, J=7.5Hz); 3.93 (s, 3H); 7.62 (d,
1H, J=7.5Hz); 7.72 (dd, 1H, J=7.5Hz, J=2.5Hz); 7.90 (d, 1H, J=2.5Hz).
10.7.2 (4-B2R-3-Za2gHd)dEes

HO

O

Br
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<1464>

<1465>

<1466>

<1467>

<1468>

<1469>

<1470>

<1471>

<1472>

<1473>

<1474>

<1475>

<1476>

<1477>

<1478>

<1479>

<1480>

<1481>

<1482>

<1483>

<1484>

<1485>

<1486>

ZIHS3d 10-2009-0038469

g 4-B2R-3-x2 AWz o] E(HAY 10.7.1)& AFg3te] Hesh SAH T 10D s Az, A
B2 3 AR FE5HATH
T8 73%

Rf (A5 g Z/dEolAEH o E 90/10): 0.73

1
NMR H (CDCls): 1.02 (t, 3H, J=7.5Hz); 1.60-1.75 (m, 2H); 1.90 (s, 1H); 2.73 (g, 2H, J=7.5Hz); 4.65 (s,
2H); 7.06 (dd, 1H, J=7.5Hz, J=2.5Hz); 7.23 (d, 1H, J=2.5Hz); 7.53 (d, 1H, J=7.5Hz).
10.7.3 4-B2E-1-(BE2RudY)-2-Z 2 Al

Br.

Br

(4-B2R-3-T 245 ES(HAAd 10.7.2)& A&t A&d BESHEH 10090 o8 A=t 4
52 A od7 5T
5 96%

Rf (A olEH2):

MR H (CDCly): 1.03 (t, 3H, J=7.5lz); 1.61.1.76 (m, 2H); 2.73 (t, 2H, J=7.5Hz);: 4.46 (s, 2H0); 7.11
(dd, 1M, J=7.5Hz J=2.5Hz); 7.27 (d, 1H); 7.53 (d, 1H, J=7.5Hz).

AA ¢ 10.8. 1-BE2R-4-(BE22HE)-2-v S A 4l

10.8.1 (4-H2R-3-vEA ) et

HO

Br

@B-mEAH D) HehES AREste] ded WS BESPHCTE 10E)o] wheh Alzsigivt. dbaS AgghAldel
A AZuE ISR THEEY AR dEZ/dEolAEHlE 95/5). e HoX M uAZ F5EH A

& 86%

Rf (At ellH|Z/cldolAlEl o] E 90/10): 0.57

MR T (CDCL): 3.66 (s, 1H); 3.73 (s, 3H); 4.61 (s, 21); 6.64 (dd, 1M, J=7.5Hz, J=2.5Hz); 7.01 (d, 1H,
J=2.5Hz); 7.34 (d, 1, J=7.5Hz).

10.8.2 1-B2R-A4-(B 2R vE)-2-vEA Al

Br.

Br

(4-B2E-3-vEA ) etE (Al 10.8.1)S AFEste] Aed BESHOEHE 1000 o8] Ay, A
5o B od7 FEFHU.
5 88%

Rf (M4 olEl2): 0.7

MR I (CDC13): 3.82 (s, 3H); 4.58 (s, 2H); 6.76 (dd, 1H, J=7.5Hz and J=2.5Hz); 7.02 (d, 1H, J=2.5Hz);
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<1487>

<1488>

<1489>

<1490>

<1491>

<1492>

<1493>

<1494>

<1495>

<1496>

<1497>

<1498>

<1499>

<1500>

<1501>

<1502>

<1503>

<1504>

<1505>

<1506>

<1507>

<1508>

ZIHS3d 10-2009-0038469

7.48 (d, 1H, J=7.5Hz).
AN 10.9. 1-EZ2RA-(EZ22ddE)-3-vdull=
10.9.1 (4-PEr-2-Wedd)wee

HO,

E-3-rEEAS AHetel AET s BAWCPY 0P mek Az, 4B

o

A ede

Rf (A oEHZ/oeolAEH o E 90/10): 0.75
NMR H (CDCls): 1.95 (s, 1H): 2.33 (s, 3H); 4.63 (s, 2H); 7.22-7.36 (m, 3H).

10.9.2 1-B 2R -4- (B2 1 v g)-3-u <z

Br.

Br

2R--vwEA D) MEE (Aol 10.9. 1) AFSste] dad BESH Y 1000 ofsl Axzs3ivt. e
Al

Rf (M4 olEl2): 0.5

MR H (CDCly): 2.42 (s, 3H); 4.48 (s, 2H); 7.20 (d, 1H, J=7.5Hz); 7.33 (d, 1H, J=7.5Hz, J=2.5Hz); 7.38
(s, 1H, J=7.5Hz).

AAd 10.10. 1-EE2R-4-(BEE2ROE)-2-EgZTZo =4Al

10.10.1 (4-PER-3-(EgZFezde)dd) e

SPER-2-EETeEMYNENS Agetel AE A BUPOPY 0P we AxsAG. HEe WA
A 5 A,

28 93%

Rf (A5 olE 2/ oMo E 90/10): 0.3

MR H (CDCl3): 4.69 (s, 2H); 7.36 (d, 1H, J=7.5Hz); 7.66-7.68 (m, 2H).
10.10.2 1-HE2RA4-(B2rHeE)-2-Eg|ZF o zdduAl

Br.

-

Br F
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<1509>

<1510>

<1511>

<1512>

<1513>

<1514>

<1515>

<1516>

<1517>

<1518>

<1519>

<1520>

<1521>

<1522>

<1523>

<1524>

<1525>

<1526>

<1527>

<1528>

<1529>

<1530>

ZIHS3d 10-2009-0038469

ge (A 10.10.1) 2 AR&Ske] AEe BESP 8 100 o8] A

Rf (A4 olEH2):0.57
NMR 'H (CDCls): 4.45 (s, 2H): 7.42 (d. 1H, J=7.5Hz); 7.69 (m, 2H).

AAld] 10,11, 1-E2R4-(B2RWE)-2-UEZA

10.11.1 (4-BEHE-3-UEZ )&

4-BRR-O-YERWMEAE ARgsto] Hedh AF SHH O 10F) ol whet Al xsh ik, Ak
= et

5 95%

s
k
__>&‘
ffl
o
By

rlo

Rf (A5 olElZ/cdolAE o] E 70/30): 0.48

NMR H (CDCly): 2.52 (t, 1H, J=5Hz): 4.75 (d, 2H, J=5Hz): 7.42 (d, 1H, J=7.5Hz); 7.71 (d, 1H, J=7.5Hz);
7.84 (s, 1H).
10.11.2 1-BRE2R4-(B 2R dE)-2-1EZ =

Br.

Br

(A 10.11. D)5 AREste] dad BESPICEY 1000 o8 A=A

24

Rf (A4 o2/ dolAlElo]E 95/5): 0.34

MR H (CDCLy): 4.48 (s, 2H); 7.49 (dd, 1M, J=7.5lz, J=2.0Hz); 7.71 (d, 1M, J=7.5Hz); 7.90 (d, 1,
J=2.0Hz) .

A 11, B35 E HEZEY F=A AxE AT du 3A

AAle 11.1 (1-(AZ A HE)-1H-HEHE

HEZso| =2 g HEZHZE (leq) ¥ 4F VA(EWERA)om= 20 M (leq) S F5 HESIO|=R
0CNA 30%7F wutsla, WASZ2rEoEZ2(leq) S 7}

Fehpol opza A Sk, W1y EFES
ik, EFES AeolA 347 oF EFBE oUohdHIER FEAAT. #7152 Ftol
agER ARsa, skl Aol s Axstn et B R R EIEEL
E1ehs S8 %9 A frolH = /ol dobAElo| = 80/20). S T4

TE 43 %, R (AfFoEZ2/ddolAE ol E 70/30): 0.43
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<1531>

<1532>

<1533>

<1534>

<1535>

<1536>

<1537>

<1538>

<1539>

<1540>

<1541>

<1542>

<1543>

<1544>

<1545>

<1546>

ZIHS3d 10-2009-0038469

NMR H (CDC13): 4.67 (s, 2H); 5.96 (s, 2H); 7.29-7.40 (m, 5H); 8.61 (s, 1H).

ANd 1.2 -(1-(AASA D) -1H-H EdE-5-U) T2 H-1-

(- SAHED-1H-E E&}E(leq, 2Ad 11.1)5E o}2 ﬂM’SMW T4 HEZSlo| =2 F e Folal
-78C&E kqlth. n-HEEH (leq, I MDS HH3] 7k & v
ZRuedustel =g vtetal v EFES 78T A 15%37F ankskar
3} &AEs Treta WS EPES dEoMH O ER FEIUTE. fUITS
Azsta FEselnh. FoEs ArgbAideld  AzvlEYEti(EE Y 1Eﬂ€/°ﬂE‘°HﬂEﬂ°1
80/20). Ab=& FA SAR F5T
FET5 %

Rf (Mol 2/ EelAlE|o]E acetate 70/30): 0.48

MR 'H (CDCLy): 1.04 (t, 3H, J=7.5Hz): 1.97-2.12 (m, 2H): 3.04 (d, 1H, J=5liz); 4.69 (s, 2I); 5.02 (q,
IH, J=5Hz); 5.92 (s, 2H); 7.35-7.38 (m, 5H).
A 11.3 1-(1-(AZSAHE)-1-H ESE-5-U) T2 Y dwgd X v|o|E

1-(1-CAASA ) - ek E-5-2) T2 8-1-% (leq, HAN1L2) 2 WAZRe )= (1.2 b2 1
sl B4 OZEadle] 9. $9% -10CE JA8F S dobu(15e) & A7AT. W £
FEe AedA 22 meleh, v ERES UFEEdBoR FER 4713% 23R Ada, b
g Al Ee M Azstn FUAAL. AES T4 0dE F5T

AFE 99 %

NIR 'H (CDCLy): 1.10 (t, 3H, J=7.5Hz); 2.28 (m, 2H); 3.08 (s, 3H); 4.71 (s, 2H); 5.87 (t, 1, J=6.8Hz);
5.96 (s, 2H); 7.29-7.36 (m, 5H).
AAe] 12: o]HTEE X & Y Ak HA

oH|t}EE (leq) &N XEFF FMHRUO)E(2eq)E 71T, WHS &
=g 15¢7J 21 20l A ﬂﬂﬁ& —?F, 5} FEAE 7Hsta o —8—%@%3 90ColA 12417 wRksA Y, E3HES
A27tA YZstan dak gdoz AAsletar, odolAHelER FESIGT fUF S fetal, wiadle A
o| Bl A A zshal zhetsh B8 A gpddeA 22etEaeyselt.

o

B8 12B: N N-tiHdEEoln| =1 288t oln|tbZE(leq) E BE3Z} FEA(1.5eq) &N FEH: 7R U 0E
E 7HtH(2eq) . W EFES 12417 A2oA wtegitt. SulE FAStlA SHEAI7I I A ES dHolA
HolE/E ZdER 3} Z3stn A7sla

BHE3S 54 (leq) ¥ HEHFEAREE o] =214 9 0] E(0. 125eq)
RS TE. B olmthEE(1.15eq) 2 EEE o] =EAlo]|= %%”(2 75eq, SM)& "E] 40
shoith. o] E3ES AYstA 90TolA 1A17F wukstitt. whs = 5
I, T2 EFAdoE FEIGT. FUI5E AFERE AT F, AF Ao EA

STEAAG. FAol=s AP AzrtE Y] sl

AL oo
12
z Mo
(o}
o
@
=
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<1547>

<1548>

<1549>

<1550>

<1551>

<1552>

<1553>

<1554>

<1555>

<1556>

<1557>

<1558>

<1559>

<1560>

ZIHS3d 10-2009-0038469

Wy 12D oMAEYE™ i olrtkE (leq) &l 0TolA Za t7lstolr 2F shol=gte]=(3eq)E 2T
A7rsklth. Efr=S 2093wk 5, opEYE-RY BES FA &o(leq) e WG A8l HIbekAT.
S eSS ALolA 12 AIRE aRkegiTh. o] F =& Thstal oMEUEHS SR, Edes =/HE
zadg EFE sk, F715S ®Hdtal, AuEE AHT F, LF AoERCA Hdxsta ofdsa

= 5
Akl A FESGT. AelES Ao g AzrhE 1ok s

AAd 12,1, 2-FE-1-[@'-((1-A5A 7L E-1, I-g e Er ) S A Hto| i d-4-A) WD |-4-23] BALo| S 24
d-1H-olrgE-5(40)-2 2 1-[(6'-E2RE-3'-((1-FA|7tE d-1, 1I-"HdH &) A )ulo] #d-4-d) v E |-

2-2Q-4- 23] ZA}o| Z 2| - 1H-0] 1| thE-5(4H)- &
%ﬁ

ﬁgf“
2-HE-4-2-1 ZA}o] F 2 7 -1H-0| u| T} Z-5(4H) -2 (2 A] o 3.4) 9 g
2-((4'-BErddnte]dfd-3-A)SA)-2-HE 229 E 9 od 2-((-EREZE-4'-B 2Ry duto]#d-3-
DS A)-2-HEdZ 2o E EFE (A 6.2)2 AFgsle] dAed dukapg (g 124) 9] wel A 23k

AEs AugbAded A AmviEadsidti(EEd U Eadg/vEE 98/2, o|F Ato|Z R opAlE

85/15). A& FA 2d& FEHJY(F IFES EFE).

~

al
3

& 69%
Rf (tJEZ2=2veb/veke 98/2): 0.34

IR: vCO: 1732 cm ; 1633 cm

MR ' (CDCT3) (W& agdo v-BFstd FXA): 0.87 (t, 3H, J=7.3Hz); 1.23 (t, 3H, J=7.3Hz); 1.33

(sext, 2H, J=7.6Hz); 1.57 (quint, 2H, J=7.6Hz); 1.64 (s, 6H); 1.82-2.05 (m, 8H); 2.34 (t, 2H,
J=8.2Hz); 4.26 (q, 2H, J=6.7Hz); 4.72 (s, 2H); 6.82 (ddd, 1H, J=8.2Hz, J=2.3Hz, J=1.2Hz); 7.09 (t, 1H,
J=2.11z); 7.19-7.23 (m, 3H); 7.31 (t, 1H, J=7.9Hz); 7.52 (d, 2H, J=8.2Hz).

NR H (CDCLy) (e aeElidol BEste FxA): 0.87 (t, 3H, J=7.3Hz); 1.23 (t, 3H, J=7.3 Hz); 1.33

(sext, 2H, J=7.6Hz); 1.57 (quint, 2H, J=7.6Hz); 1.64 (s, 6H); 1.82-2.05 (m, 8H); 2.34 (t, 2H,
J=8.2Hz); 4.26 (q, 2H, J=6.7Hz); 4.74 (s, 2H); 6.70 (dd, 1H, J=8.8Hz, J=2.9Hz); 7.09 (t, 1H, J=2.1Hz);
7.19-7.23 (m, 2H); 7.36 (d, 1H, J=8.5Hz); 7.50 (d, 2H, J=7Hz).

AAd 12,2, 2-FE-1-[(4'-((1-ASA 7L E-1, 1I-0 v e 2) S A uto] 3 d-4-d ) v B ] -4-2 3 2ALo| 24

g-1H-o] 7| v}&-5(4H)-&
Q(o ) e
AN N\V/Ili[/'lll/

X

1H-o] M ThZ-5(4H) -2 (2 Al o] 3.4) et o

2-HE-4-223| ZALo] SR A E
DEAD2-AEZRR e E(HA ] 6.3)5 AMgete] ded dnbabd gy 12
/1

2-((4'-B 2 R o Enlo]dd-
Aol wat Az, AES
oAlAl 6/4). AtEL A U= F5HJUY.

)

& 35%

Rf (AlolE 284t/ ol EolAlH el E 5/5): 0.70
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<1561>

<1562>

<1563>

<1564>

<1565>

<1566>

<1567>

<1568>

<1569>

<1570>

<1571>

<1572>

<1573>

<1574>

<1575>

<1576>

ZIHS3d 10-2009-0038469

IR: vCO: 1730 cm

MR H (CDCI3): 0.86 (t, 3H, J=7.2Hz); 1.27 (t, 3H, J=6.9Hz); 1.25-1.40 (m, 2H); 1.52-1.65 (m, 2H);

1.64 (s, 6H); 1.75-1.90 (m, 2H); 1.90-2.10 (m, 6H); 2.34 (t, 2H, J=7.2Hz); 4.22-4.29 (q, 2H, J=7.2Hz);
4.71 (s, 2H); 6.91 (d, 2H, J=8.8Hz); 7.20 (d, 2H, J=8.2Hz); 7.45 (d, 2H, J=8.9Hz); 7.51 (d, 2H,
J=8.2Hz).

AAd 12.3. 2-FE-1-[2-(4- (-9 EA 7t E-1, 1-tdE W) SAD 3 d) ol € |-4-23 ZALo| S 2 HE-1H-9]
n| th&-5(4H)--&

2-F-E-4-2u 2 Lol F 2 HE-TH-0] v ThE-5(4H) -2 (A Ao 3.4) Z o€ 2-(4-(2-B 2R €&
2y o] E(AH A 5.3)5 AMESte] AEsh dutyA(FH 120)9] uhel AZ3s . AHES
FEEIHYGHEEN F22re/Hes 7/3). AES LA oAz FEE).
& 9%

Rf (Ato]ZF R/ HolAHOE 6/4): 0.30

IR: vC0:1730 cm ; 1629 cm

NR H (CDCI3): 0.91 (t, 38H, J=7.3Hz); 1.27 (t, 3H, J=7.3Hz); 1.34 (sext, 2H, J=7.3Hz); 1.45-1.64 (m,

2H); 1.59 (s, 6H); 1.65-1.83 (m, 2H); 1.83-2.00 (m, 6H); 2.07 (t, 2H, J=7.9Hz); 2.83 (t, 2H, J=7Hz);
3.63 (t, 2H, J=7Hz); 4.25 (g, 2H, J=7Hz); 6.78 (d, 2H, J=8.5Hz); 7.00 (d, 2H, J=8.5Hz).

AAld 12.4.  2-FE-1-[(2'-((1-AEA 7t G-1, I-U R W E ) S A uto] f d-4-L )W | -4-2 T 2 Al o| S22 H
gd-1H-o] v t&-5(40)-2 2 1-[(5'-BERRE-2'-((1-5A7td-1,1-t e E) S A ulol s d-4-d ) E ]-

2-Fg-4-2¥ ZA}o| Z 25 d-11-0| ] FE-5(4H)-&

PR ¥ ke

O
2- 4= RApo]l F R A Y- -0 vl -5 (41D & (2 Al o 3.4) g
2-((4'-BREvErtolid-2-eh A2 Z2 o] E % dE 2-((5-ERE-4'-B2Fvdubo]sd-2-
DEAD-2-E IR E FFE(HA 6.1 ARgste]l dEd Ay 120)0 wheh AlzsklT
AEs AP ARvtEaRd et (e HIRRuE/ddoaEelE 9/1). dwe 4 29w
ATCF =] =),

W”

pue)

Rf (FE 22 v|e/odolAMEHe]E 9/1): 0.30
IR: vC0:1737 cm ; 1633 cm |

MR H (CDCI3) (ks aig)’dol vl-B&Esbd F=A): 0.85 (t, 3H, J=7.3Hz); 1.23 (t, 3H, J=7Hz); 1.33

(sext, 2H, J=7.3Hz); 1.40 (s, 6H); 1.57 (quint, 2H, J=7Hz); 1.81-2.03 (m, 8H); 2.34 (t, 2H, J=7.9Hz);
4.23 (q, 2H, J=THz); 4.74 (s, 2H); 6.87 (d, 1H, J=8.2Hz); 7.07 (t, 1H, J=7.3Hz); 7.15-7.21 (d, 2H,
J=7.9Hz); 7.20-7.26 (dd, 1H, J=7.9Hz, J=1.8Hz); 7.29-7.34 (dd, 1H, J=7.6Hz, J=1.8Hz); 7.52 (d, 2H,
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<1577>

<1578>

<1579>

<1580>

<1581>

<1582>

<1583>

<1584>

<1585>

<1586>

<1587>

<1588>

<1589>

<1590>

<1591>

<1592>

ZIHS3d 10-2009-0038469
J=8.2Hz).

MR I (CDCI3) (W& agdo] BEste XA 0.90 (¢, 3H, J=7.3Hz); 1.23 (t, 3H, J=7Hz); 1.30-1.43

(m, 2H); 1.40 (s, 6H); 1.60-1.72 (quint, 2H, J=7.9Hz); 1.81-2.03 (m, 8H); 2.43 (t, 2H, J=7.9Hz); 4.23
(q, 2H, J=7Hz); 4.83 (s, 2H); 6.95 (d, 1H, J=8.2Hz); 7.07 (d, 2H, J=7.9Hz); 7.38 (dd, 1H, J=8.8Hz,
J=2.6Hz); 7.45 (d, 1H, J=2.6Hz); 7.57 (d, 2H, J=8.2Hz).

AAd 12,5, 2-FE-1-[(4-[(3-((1-EA 7R E-1, 1-UdEd ) SA)HA D) 7R d sl d | & | -4-2 5] 2 Ao
E=Hd-10-°] 7| }=-5(4H) -

2-F8-4-~u 2 Alo] S 2 A -1-0| v FE-5(4H) = (AAld 3.4) 2 B-((1-dEA7FR -1, 1-tvevE) =
AN (U-(B2rdE)dd)wEl=(2Ad 7.2)& AFEStY ek dutabd (8 1200 whEk Al =Sk
S AEgtAde A AZetE SIS (EEY S 2 e/dEolAHolE 8/2). e 4 odR
SE 3.

8 14%

pul
=
T

Rf (22 H et/ odolAE|o]E 8/2): 0.30
IR: 0C0:1729 cm ; 1659 cm

MR H (CDCI3): 0.88 (t, 3H, J=7.3Hz); 1.25 (t, 8H, J=7.3Hz); 1.34 (sext, 2H, J=7.6Hz); 1.50-1.68

(quint, 2H, J=7.9Hz); 1.63 (s, 6H); 1.70-2.05 (m, 8H); 2.32 (t, 2H, J=7.3Hz); 4.23 (q, 2H, J=7Hz);
4.77 (s, 2H); 7.08 (d, 1H, J=7.6Hz); 7.25-7.42 (m, 5H); 7.78 (d, 2H, J=7.9Hz).

AAd 12.6. 2-FE-1-[[4-[C-(Q-9EAFIRE-1,1-UdEd ) SA) A D) 7R d sl d | & | -4-2 5] 2 A} o
E=Hd-10-°] 7| E-5(4H) -2

2-F8 -4~ 2 Aol F 2 -1H-o| v FZ-5(4) -2 (A Aol 3.4) 2 2-((1-dEA 7R -1, -t W E W E) S A)])
Ad)U-(B2rde)ad)el=(FAld 7.1)8 AFEste] AEs At (8 120)0 weh Az, A
S A gtANd A AR E T8 ERTHEE N tF2 2 e/ HErS 98/2). AHES A o dz FEEQTH

8 81%
Rf (JZ 22 eh/verg 98/2): 0.30

IR: 0C0:1729 cm ; 1653 cm ; 1633 cm |

NR T (CDCI3): 0.87 (t, 8H, J=7.3Hz); 1.23 (t, 3H, J=7Hz); 1.28-1.40 (m, 2H); 1.31 (s, 6H); 1.58

(quint, 2H, J=7.6Hz); 1.80-2.01 (m, 8H); 2.27 (t, 2H, J=V.6Hz); 4.20 (q, 2H, J=7Hz); 4.74 (s, 2H);
6.75 (d, 1H, J=8.2Hz); 7.08 (t, 1H, J=7.3Hz); 7.21 (d, 2H, J=8.2Hz); 7.37 (td, 1H, J=8.7Hz, J=1.7Hz);
7.44 (dd, 1H, J=7.3Hz J=1.7Hz); 7.81 (d, 2H, J=8.2Hz).

A 12,7, 2-FE-1-[2-3-((1-AFAI 7L E-1, I-H e e &) S A H d) o & | -4-29] 2ALo| E 2 AL -1H-9]

_94_



<1593>

<1594>

<1595>

<1596>

<1597>

<1598>

<1599>

<1600>

<1601>

<1602>

<1603>

<1604>

<1605>

<1606>

<1607>

ZIHS3d 10-2009-0038469

u| o} &-5(4H)-&

2-3-8l-4-223] 2Ao| 2 ZAME-1H-o| M| chE-5(4l) - (A A o] 3.4) L P 2-(3-(2-BE R &) 3|54
2o o] E(AA 5.2)& AREsle] Hed Aukag (g 120)0 web Axskelch. AR

AZvtE U tHEEY tE22de/ddolAHolE 5/5, o]F fFZade/wWEE 9/1). AEL2 74

A= F5HAY.

I

|
S
4

|

o
> J
w
N
N
o
oy

5 18%
Rf (HJEZZ|g/ddolAE|o]E 5/5): 0.45

IR: vC0:1726 cm ; 1630 cm

MR H (CDCI3): 0.91 (t, 8H, J=7.3 Hz); 1.26 (t, 3H, J=7Hz); 1.25-1.39 (sext, 2H, J=7.6Hz); 1.50-1.61

(m, 8H); 1.65-1.85 (m, 2H); 1.85-2.02 (m, 6H); 2.08 (t, 2H, J=7.3Hz); 2.82 (t, 2H, J=V.3Hz); 3.64
(t, 2H, J=VHz); 4.24 (q, 2H, J=THz); 6.67-6.69 (d, 1H, J=6.4Hz); 6.69 (s, 1H); 6.75 (d, 1H, J=7.6Hz);
7.16 (t, 1H, J=7.6Hz)

AAd 12.8. 2-FE-1-[[4-[(4-(Q-EA 7R E-1, 1-UdEd ) SA)DHA D) 7R d sl d | & | -4-2 5] 2 A} o
E=Hd-10-°] 7| E-5(4H) -

2-F8-4-~u 2 Alo] F 2 A -1-o| v FE-5(4H) -2 (AAld 3.4) 2 (4-((1-dEA7FR -1, 1-tveve) =

) d-(B2EYE) ) ER= (A o 7.3)& A&t AEd vt (8 120)0] Wl AFRsA
AES A FtAgd A ARetEHY G tHEEY HUER e/ deS 98/2). AES A 2dR2 F=E5H
o}.

T8 79%

Rf (JZF 22 eh/verg 98/2): 0.30
IR: vCO: 1729 cm ; 1653 cm ; 1633 cm |

NR H (CDCI3): 0.87 (t, 38H, J=7.3Hz); 1.23 (t, 3H, J=7Hz); 1.23-1.40 (sext, 2H, J=7.6Hz); 1.50-1.66

(quint, 2H, J=7.6Hz); 1.67 (s, 6H); 1.75-2.06 (m, 8H); 2.32 (t, 2H, J=7.6Hz); 4.23 (q, 2H, J=7Hz);
4.76 (s, 2H); 6.85 (d, 2H, J=9Hz); 7.25 (d, 2H, J=8.2Hz); 7.75 (d, 4H, J=7.2Hz).

AAlY 12,9, 2-FE-1-[2-(2-((1-d &AL E-1, 1-d e E) S A H D) o 2 ]-4- 2T ZAlo]| F 2 HE-1H-9]
n| th&-5(4H)--&
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<1608>

<1609>

<1610>

<1611>

<1612>

<1613>

<1614>

<1615>

<1616>

<1617>

<1618>

<1619>

<1620>

<1621>

<1622>

<1623>

<1624>
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2-Hg-4-~ 3 ZAlo]| ZF 2 HE-1H-0]|n|t}Z-5(4H) - (A A4 3.4) E o€ 2-(2-(2-H 20
B2y oo]E(AAY 5.1)S A&3dte] A3 O‘HWJW(HW” 12A)0 wat A ZsFH Tk, A
ArrEIaY s (EEY gEEare/ves 97/3). AEL T odw 5T

)5 A])-2-HE =
=S AEFAdA

FE 20%
Rf (OE=Z 29 ek/veg 97/3): 0.30

IR: vCO: 1733 cm ; 1624 cm

NR H (CDCI3): 0.91 (t, 3H, J=7.3Hz); 1.23 (t, 38H, J=7.3Hz); 1.35 (sext, 2H, J=7.6Hz); 1.58 (quint,

2H, J=8.2Hz); 1.67 (s, 6H); 1.73-1.94 (m, 8H); 2.21 (t, 2H, J=7.3Hz); 2.91 (t, 2H, J=7.3Hz); 3.69 (t,
2H, J=THz); 4.23 (q, 2H, J=7Hz); 6.64 (d, 1H, J=7.9Hz); 6.87 (t, 1H, J=7.3Hz); 7.03 (dd, 1H, J=7.3Hz,
J=1.4 Hz); 7.11 (td, 1H, J=8.5Hz, J=1.7 Hz).

AAld 12.10. 2-F2-1-[[4-[(3-((1-d EA 7t -1, 1-H v vl d) SAD # ) 7k d | H d | v E | -4-2 9] 2A} o]
E294-1H-o| v vE-5(4)-2

2-F-d-4-~y ZAlo| F 2 A-H-olu|thE-5(4l)-& (A A d 3.5) Z  G-((1-EAI7IRE-1,1-gdErd) %
AN (U-(B2rdE)dd)wEl=(2Ad 7.2)& AFEStY At dutabd (8 1200wl Al =Sk
AES A FtAgd A ARetEHY G tHEEY HUER e/ des 98/2). AES B 2dR2 FEH

e

T8 78%
Rf (BJZF 22 eh/verg 98/2): 0.30

IR: vCO: 1,728 cm ; 1,660 cm : 1,636 cm

MR H (CDCI3): 0.88 (t, 8H, J=7.3Hz); 1.24 (t, 3H, J=7.3Hz); 1.36 (sext, 2H, J=7.6Hz); 1.52-1.80 (m,

12H); 1.62 (s, 6H); 2.33 (t, 2H, J=7.6Hz); 4.22 (q, 2H, J=7Hz); 4.75 (s, 2H); 7.08 (d, 1H, J=7.6Hz);
7.24-7.28 (m, 3H); 7.33-7.40 (m, 2H); 7.78 (d, 2H, J=8.5Hz).

AAd 12,11, 2-F8-4,4-HrE-1-[(3'-((1-d A 7kE E-1,1-t) vl d v D) A ) vl o] # d-4-< ) v & | - 1H-0] 7|
GE-5(4D)-2 R 1-[(6'-B2E-3'-((1-d F5A7tE d-1,1-tvild v €) SA] ) Hlo| F d-4-d ) v & | -2-F- -4, 4-H

v e -1H-o] v E-5(4l) -2
'S

=

2-%-9-4 4-t)iE-1H-o| 1} E-5(4) -2 (A Ao 3.6) B o9 2-((4'-22Eddulo]dd-3-d)SA))-2-vd
25 E 9 od 2-((-RERE-4'-B 2R dulo]dd-3-) SA)-2-HE Z2 3 o E EE (A Ao 6.2)%
AHgste] Aegh Avtrgd (9 124) ] ulke) ﬂho}"ﬂt} s S A7l A AR etE et T EE
Uz z2el/veg 98/2), AHES 3 oAz FEHJG(F e E9E).

& 5%

Rf (Y22 Zuet/oeolAHolE 5/5): 0.60
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<1625>

<1626>

<1627>

<1628>

<1629>

<1630>

<1631>

<1632>

<1633>

<1634>

<1635>

<1636>

<1637>

<1638>

<1639>

<1640>

<1641>

ZIHSd 10-2009-0038469

IR: vCO: 1728 cm ; 1635 cm

NR H (CDCI3) (8= meabe H-B23l9 §%A4)): 0.88 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7Hz); 1.35
(sext, 2H, J=7Hz); 1.39 (s, 6H); 1.61-1.68 (m, 2H); 1.64 (s, 6H); 2.34 (t, 2H, J=7.6Hz); 4.26 (q, 2H,
J=6.7Hz); 4.71 (s, 2H); 6.82 (d, 1H, J=8.2Hz); 7.09 (s, 1H); 7.19-7.37 (m, 4H); 7.53 (d, 2H, J=8.2Hz).
MR 'H (CDCI,) (&= walate] v2std S=a): 0.88 (t, 3H, J=7.3Hz): 1.25 (t, 3H, J=THz): 1.35

(sext, 2H, J=7Hz); 1.39 (s, 6H); 1.61-1.68 (m, 2H); 1.64 (s, 6H); 2.34 (t, 2H, J=7.6Hz); 4.26 (q, 2H,
J=6.7Hz); 4.73 (s, 2H); 6.70 (dd, 1H, J=8.2Hz, J=2.8Hz); 7.09 (s, 1H); 7.19-7.37 (m, 3H); 7.53 (d, 2H,
J=8.2Hz).

AAd 12,12, 2-8E-4,4-"HE-1-[[4-[ (G- ((1-AEAI 7t -1, 1-0HEH &) SAD El ) 7t d s d =g -
1H-o]u| t}&-5(4H) -2

‘\\
2-5-d-4 4-gre-1-o]n| TZE-5(40) -2 (A Al 3.6) 2 (3-((1-oAFA7tRE-1, I-0w 2 E) S A]) ) (4~
(BErda)dd)vel=(2Ald 7.2)S AREste] A&t ¢ &ﬂrﬂ(m% 120)0) wet Az, AES A
FHAA O A2utE et st EE Y YEFR2rE/HeS 98/2). AES A o d7 F5FHAY.

8 34%

Rf (YE=Z=Zveh/veke 98/2): 0.25
IR: vC0:1731 cm ; 1686 cm ; 1636 cm

NR H (CDCI3): 0.80 (t, 3H, J=7.3Hz); 1.16 (t, 3H, J=7Hz); 1.25 (sext, 2H, J=7.9Hz); 1.31 (s, 6H);

1.51-1.61 (m, 2H); 1.54 (s, 6H); 2.26 (t, 2H, J=7.3Hz); 4.14 (g, 2H, J=7Hz); 4.70 (s, 2H); 7.01 (dd,
1H, J=7.3Hz, J=2.1Hz); 7.20-7.33 (m, 5H); 7.71 (d, 2H, J=8.2Hz).

AAd 12,13, 2-FE-1-[[4-[(B-((1-NEAI 7t -1, 1-0HE &) S A sl d) 7t d 19 d [ W 1-4-5d-1H-9]

u| th&-5(4H)-&
)
o]

/—o

2-F-E-4-Hd-1l1-o] v T Z-5(4H) - (A Al el 3.7) E (3-((1-EA 7R E-1, -0 Ede) A Hd) (4-( B2
moE) A D) del=(AAld 7.2)8 Abgste] dedt dukmbd ol 124) 0] whel Al zEAh. eSS A At
ol ARvtEIGYIATHEEN 22 et/ ek 98/2). S 24 90Uz FEFQT},

T8 83%
Rf (tJEZ22veb/vekS 98/2): 0.34

IR: vCO: 1734 cm ; 1657 cm ; 1666 cm |

MR H (CDCI3): 0.84 (t, 38H, J=7.3Hz); 1.15-1.29 (m, 5H); 1.46 (quint, 2H, J=7.3Hz); 1.57 (s, 6H); 2.28
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<1642>

<1643>

<1644>

<1645>

<1646>

<1647>

<1648>
<1649>

<1650>

<1651>

<1652>

<1653>

<1654>

ZIHS3d 10-2009-0038469

(t, 2H, J=7.6Hz); 3.25-3.55 (m, 2H); 4.26 (q, 2H, J=6.7Hz); 5.29 (s, 1H); 7.01-7.11 (m, 2H); 7.27-7.45
(m, 7H); 7.60-7.82 (m, 4H).

AAd 12,14, 1-[(3'-((1-HE-RE A7t G-1, I-0HEHE) S A ) rlel g d-4-d) Mg ]-2- 22 g-4-A¥ =2
Aol F 2 HE-1H-o| v| t}&-5(4H) -2

S

2- 2R P4-2v ZALO| F R A -0 W THE-5(4l) -2 (Ao 3.3) B HE-FE 2-((4'-BE2Evdnlo] s d-3-
D) EA-2-H L LR o o] E(HAA o 6. 4)8 AHgEte] dEd AR 12B)l weh Azsigich e
Aol A ARvtE ey dth(&E ol AlelF R/ oFolAEH o E 8/2 oA 1/1). AHEe A
A odR FEHA.

ot o

&1 38%

4

1
NMR H (CDCI;): 0.85 (t, 3H, J=7.3Hz); 1.45 (s, 9H); 1.62 (s, 6H); 1.68 (sext, 2H, J=7.6Hz); 1.85 (m,

2H); 1.92-2.10 (m, 6H); 2.32 (g, 2H, J=7.3Hz); 4.73 (s, 2H); 6.85 (dd, 1H, J=8.2Hz, J=2Hz); 7.12 (s,
1H); 7.18-7.25 (m, 3H); 7.32 (t, 1H, J=7.9Hz); 7.55 (d, 2H, J=8Hz).

AAld 12,15,  1-[(3'-((1-HE-RE A7t -1, I-0]HE € ) S A] ) ulol g d-4-Y ) v g ] -2-d g -4- 2] 2 A}
o] ZZAE-1H-o]u|t}E&-5(4H)-&

{

2~ e-4-23 ZAlo| F 2 A E-1H-0] 1| T}E-5(4H) - (A Al o] 3.2) 2 HE-}&
2-((4'-B 2R v eulo] 3 d-3- E)% D-2-mE 2o o] E(AHA Y 6. 4)8 AHgEte] Aed AWt (U
12B)ell whet Alzxsgivk. Ahes APl A ARutEaSRIS gt (EE Tl Aol SR/ "ol H o] E
8/2 oA 1/1). &S A4 3 2dR FEEJIT.

NR H (CDCI3): 1.20 (t, 38H, J=7.3Hz); 1.45 (s, 9H); 1.62 (s, 6H); 1.85 (m, 2H); 1.94-2.08 (m, 6H);

2.39 (g, 2H, J=7.3Hz); 4.72 (s, 2H); 6.83 (dd, 1H, J=8.2Hz, J=2Hz); 7.09 (s, 1H); 7.15-7.25 (m, 3H);
7.30 (t, 1H, J=7.9Hz); 7.52 (d, 2H, J=8Hz).

AAd 12,16, 1-[G'-((-HE-FESA7REY-1, 1-0HEHE) S upol v d-4- ) wd | -2-v d-4-29 24}
o] Z= M- 1H-o| 7| thE-5(4H)-2

.

2-0 84223 2 A} o] F 2 M Y- 1H-0] v] ChE-5(41)-& (A Al o] 3.1) 2 HE-2Y
2-((4'-BE R Grtol | d-3-) A 2- A L e sheo o E(HA S 6.0)F AHgatel A&d Ay (3
1Bl Wk AxsAch. AR AelsAdeld azehEelusArk§E Aol 2R/ BolaH o =
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<1655>

<1656>

<1657>

<1658>

<1659>

<1660>

<1661>

<1662>

<1663>

<1664>

<1665>
<1666>

<1667>

<1668>

<1669>

<1670>

<1671>

ZIHS3d 10-2009-0038469

95/5 oA 20/80). A= HA FA U= FEHIAY.

O

T8 30%
MR H (CDCLy): 1.45 (s, 9H); 1.60 (s, 6H); 1.80 (m, 2H); 1.90-2.08 (m, 6H); 2.11 (s, 3H): 4.72 (s,

2H); 6.83 (dd, 1H, J=8.2Hz, J=2Hz); 7.09 (s, 1H); 7.19 (d, 1H, J=8Hz); 7.23 (d, 2H, J=8Hz); 7.30 (t,
11, J=7.9Hz); 7.52 (d, 2H, J=8Hz).

AN 12,17, 2-FE-1-[(3'-((1-elFA 7R E-1, 1-H D H D) SA] ) u}o] 3l d-4-d ) v & | -4-3 d-1H-°| V| T}&

-5(4H)-2
o>§‘/o\/
< z ) l [e]
AN N

2-FE-4-Ad-1H-o| | ThZ-5(4H)-=(H Al 3.7) F A€ 2-((4'-B2ZEHdulo]#d-3-) %A )-2-v| g Z 2 5}
o E 2 oE 2-((-HEE-4'-HRRuEule]fd-3-A) KA -2-HE L2y | E E3E(HAd 6.2)5 Al
gote] des Ak O 120)0] wel AxsIGITh. AR S ARgtAdd A ARvtE st (EE 9 o
SRR/ 098/2). AEE B4 edr £5HI

8 52%
Rf (OE=Z 29 ek/ve-g 95/5): 0.30

IR: vCO: 1732 cm ; 1642 cm

NR H (CDCI3): 0.82 (t, 38H, J=7.3Hz); 1.10-1.22 (sext, 2H, J=7.3Hz); 1.23 (t, 3H, J=7Hz); 1.40-1.51

(quint, 2H, J=7.3Hz); 1.64 (s, 6H); 2.34 (m, 2H); 3.33-3.52 (m, 2H); 4.26 (q, 2H, J=6.7Hz); 5.32 (s,
1H); 6.77-6.81 (dd, 1H, J=8.2Hz, J=1.8Hz); 7.09 (s, 1H); 7.15-7.45 (m, 9H); 7.75 (d, 2H, J=8.2Hz).

AAld 12,18, 2-F€E-1-[[4-[(4- (I~ EA 7hEd-1, -t e ) SAD =l d) 7t d s d 1o g 1-4-3 d-1H-9]
n| th&-5(4H)--&

2-F-E-4-Hd-1l1-o] v T Z-5(4H) - (A Aol 3.7) E (4-((1-EA 7R E-1, -t Ede) A Ed) (4-(B=2
moE) A D) del=(AAld 7.3)8 Abgste] dedt dukmbd dy 124) 0] whel Al zEch. eSS A At
ol ARvtEIGYIAHEEN 22 et/ ek 98/2). AHES F A oAz FEHT},

I 17%
Rf (t)Z 22 eh/verg 98/2): 0.25

IR: vCO: 1735 cm ; 1647 cm ; 1599 cm |

MR ' (CDCI3): 0.82 (t, 3H, J=7Hz); 1.17 (sext, 2H, J=7.9Hz); 1.23 (t, 3H, J=7.3Hz); 1.43 (quint, 2H,

J=7.3Hz); 1.66 (s, 6H); 2.27-2.33 (t, 2H, J=7.6Hz); 3.33-3.53 (m, 2H); 4.23 (q, 2H, J=7Hz); 5.33 (s,
1H); 6.83 (d, 2H, J=8.8Hz); 7.25-7.41 (m, 5H); 7.60 (d, 2H, J=7.9Hz); 7.70 (d, 4H, J=8.8Hz).

AAld 12,19, 2-FE-1-[(3'-((1-e SA 7k E-1, 1-H v 2 e D) SA Hho| H d-4-) W D | -4-2F EALo| S 2
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<1672>

<1673>

<1674>

<1675>

<1676>

<1677>

<1678>

<1679>

<1680>

<1681>

<1682>

<1683>

<1684>

<1685>

ZIHS3d 10-2009-0038469

A-1-o] 7 &E-5(4D)-2 £ 1-[(6'-E2R-3'-((1-5AI7tRd-1, 1-0dWEre) S A bl gl d-4-d) " ]-

2-FE-4-2V 2Abo| 2 2 A -1-o| W T E-5(4H) -2

2-He-4-1v] 2 A o] F 28 A -1l-o] n| T E-5(4H) - (A2 A o 3.5) 2L e
2-((4'-B2Eddnlo]dd-3-d)SA)-2-HEZ 2o E 9 e 2-((6-HEE-4'-H R Rugnto] s d-3-
) GA)-2-HEZZ o E EFE(HAY 6.2)5 Abgste] e A g gy 120)¢0 wel AlZsSic.
S AEFtA A A2 EDHI A (EEY I 22 E/ RS 93/2). e 44 9d=E F5HY]

t}.
T8 83%
Rf (FJEZZg/dE olMEHelE 5/5): 0.60

IR: vCO: 1727 cm ; 1634 cm

NR T (CDCI3) (Weks aegldol wl-BEstd f%A): 0.87 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7.3 Hz);
1.26-1.38 (sext, 2H, J=7.6Hz); 1.42-1.88 (m, 12H); 1.64 (s, 6H); 2.33-2.40 (t, 2H, J=8.2Hz); 4.25 (q,
2H, J=6.7Hz); 4.71 (s, 2H); 6.81 (ddd, 1H, J=9.1Hz, J=2.9Hz, J=1.5Hz); 7.08 (t, 1H, J=2.1Hz); 7.17-
7.24 (m, 3H); 7.31 (t, 1H, J=V.9Hz); 7.52 (d, 2H, J=8.2Hz).

NR H (CDCI) (8= ol BHEste f%4): 0.87 (t, 3H, J=7.3Hz); 1.24 (t, 3H, J=7.3 Hz); 1.26-

1.38 (sext, 2H, J=7.6Hz); 1.42-1.88 (m, 12H); 1.62 (s, 6H); 2.33-2.40 (t, 2H, J=8.2Hz); 4.25 (q, 2H,
J=6.7Hz); 4.73 (s, 2H); 6.68-6.72 (dd, 1H, J=8.8Hz, J=2.9Hz); 7.09 (t, 1H, J=2.1Hz); 7.17-7.24 (m,
2H); 7.36 (d, 1H, J=8.5Hz); 7.50 (d, 2H, J=7Hz).

AAle 12.20. 1-[(5'-BEE2E-2'-((1-dE5AI7tRd-1, 1-HEHE) A Hlol gl d-4-d)HE |-2-F E-4-A5 =2
Aol EZ A A -1-o] vt} &-5(4l)-2 Z 2-FE-1-[(2'-((1-EAI7tRY-1, 1-tHEr g ) S A )ulo] gl d-4-U ) A
g]-4-23 ZA}o| S 2 A A -1-0] v T E&-5(4H)-2

Qﬁ( e N\ON W
JR e 3

2-He-4-1v] 2 A o] F 2 8 A -1-o] n| T E-5(4H) - (A2 A o] 3.5) g e
2-((4'-B2Eddnto]dd-2-d)SA)-2-HEzZ2a o E 2 e 2-((5-HEE-4'-HR Rugnto] s d-2-
) EAD-2-HEZE2 e E EFE(HAY 6.1)S AFESl Aed dwragd oy 124)0] wheh Al 33
22 A gt A2rtEad 3P (EEd ERade/ves 95/5). A FA 2dR F559
(T BgtEe E3HE).

8 48%
Rf (tJZ 22 eh/veke 98/2): 0.25
IR: 0C0:1728 cm ; 1635 cm

NR H (CDCI3) (3= ag)/dol vl-B&Eshd FEA): 0.88 (t, 3H, J=7.3Hz); 1.28 (t, 3H, J=7Hz); 1.34

(sext, 2H, J=7.6Hz); 1.42 (s, 6H); 1.45-1.81 (m, 12H); 2.36 (m, 2H); 4.24 (q, 2H, J=7.3Hz); 4.73 (s,
2H); 6.88 (dd, 1H, J=8.2 Hz, J=0.9Hz); 7.07 (td, 1H, J=7.3Hz, J=0.9 Hz); 7.18 (d, 2H, J=7.9Hz); 7.22
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<1686>

<1687>

<1688>

<1689>

<1690>

<1691>

<1692>

<1693>

<1694>

<1695>
<1696>

<1697>

<1698>

<1699>

<1700>

ZIHS3d1 10-2009-0038469
(m, 1H); 7.31 (dd, 1H, J=7.3Hz, J=1.5Hz); 7.53 (d, 2H, J=8.2Hz).

MR H (CDCI3) (3= ag)/del BEstd F%A): 0.88 (t, 3H, J=7.3Hz); 1.28 (t, 3H, J=7Hz); 1.34

(sext, 2H, J=7.6Hz); 1.42 (s, 6H); 1.45-1.81 (m, 12H); 2.36 (m, 2H); 4.24 (q, 2H, J=7.3Hz); 4.73 (s,
2H); 6.76 (d, 1H, J=8.2 Hz); 7.18 (d, 2H, J=7.9Mz); 7.22 (m, 1H); 7.43 (m, 1H); 7.53 (d, 2H, J=8.2Hz).

AAd 12.21. 2-FE-1-[(4'-((1-5A 7L E-1, 1-" e E ) S A Hto] 3 d-4-A) W E |-4-2 T BALo| 2.9

A-1H-o] v }=&-5(4H)-=
} )
oye

2-3-6l-4-223] 2 Afo] 2 28 - 1i-o] vl ThE -5 (4H) -2 (4 Al o] 3.5) g o
(412 e el -1 A2 AR E o Bl 6,38 A83tel AT VAFOPY 12
AN AEPHE TS A §E Y Aol FZ ALY obElo] = 9/1

Aol wg} A zsHAT. S A
oAlAl 6/4). AHEL A LU= F5HJUY.

J

2= 28%
Rf (YE=Z=2veh/veke 98/2): 0.25

IR: vCO: 1726 cm ; 1635 cm

MR H (CDCI3): 0.85 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7Hz); 1.33 (sext, 2H, J=7.6Hz); 1.46-1.78 (m,

121); 1.62 (s, 6H); 2.33 (t, 2H, J=7.3Hz); 4.24 (q, 2H, J=7Hz): 4.68 (s, 2H); 6.89 (d, 2H, J=8.5Hz);
7.18 (d, 2H, J=8.2Hz); 7.43 (d, 2H, J=8.5Hz); 7.49 (d, 2H, J=7.9Hz).

AAd 12,22, 1-[(6'-BE2R-2'-((1-9 A7t -1, 1-t v € g) SA] ) ulo] o d-4-Y ) v g ] -2- R E-4-5 d~
-0l t}&-54l)-2& 2 1-[2'-((1-dEAFtEY-1, 1-tHErE) S A ) ulol sl d-4-U) v g ]-2- 3 2 -4-9d-

1H-o] 7| t}&-5(4H)-<
@ . ) @ . .
f Qe QL
.

2-5-e-4-wd-1H-o| 1| T}E-54l)-= (Aol 3.7) 2 g 2-((4'-BERudute]dd-2-A)ZA])-2-HE T2 3}
woE 9 od 2-((5-BEE-4'-Bauvdleldd-2-A)SA))2-vEZ 2 u o E EFE(HA Y
g8to] A& omwrx%(mﬂ 1200 wel Azsdt. AHES A ItAde A ARvlE ) a}ait}(%%%" =
SERIZuE/We-E 95/5). AES 3N odR FEHJU(T FE] E7E).

@
o
o

S
>

8 48%
Rf (t)Z 22 eh/vekg 98/2): 0.25

IR: vCO: 1732 cm ; 1645 cm

MR H (CDCI3) (3= gt H-BE23t9 F%=A): 0.86 (t, 3H, J=7.3Hz); 1.20-1.42 (m, 11H); 1.42-

1.60 (quint, 2H, J=7.3Hz); 2.31 (t, 2H, J=7.6Hz); 3.3-3.5 (m, 2H); 4.24 (q, 2H, J=7.3Hz); 5.32 (s,
1H); 6.90 (d, 1H, J=8.2 Hz); 7.08 (t, 1H, J=7.3Hz); 7.17-7.45 (m, 9H); 7.76 (d, 2H, J=8.2Hz).
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<1701>

<1702>

<1703>

<1704>

<1705>

<1706>

<1707>

<1708>

<1709>
<1710>

<1711>

<1712>

<1713>

ZIHS3d 10-2009-0038469

NR H (CDCI) (W& z;ede BEste f=41): 0.98 (t, 3H, J=7.3Hz); 1.20-1.42 (m, 11H); 1.80-1.95

(quint, 2H, J=7.3Hz); 2.79 (t, 2H, J=7.6Hz); 3.3-3.5 (m, 2H); 4.22 (q, 2H, J=7.3Hz); 5.32 (s, 1H);
6.79 (d, 1H, J=8.2 Hz); 7.17-7.45 (m, 9H); 7.82 (d, 2H, J=8.2Hz).

AAld 12.23. 1-[(3'-((I-HE-FE A7t d-1, 1-O e v ) S A] ) vlol s d-4-d) v E ]-2- (2" ) == g4~
A3 ZAo| 2 MY -1H-0]| 1] thE&-5(4H)-&

.

9-0] 23 F-4-2-3] EAto] F 2 A F-1H-0] M| hE-5(4I)- & (A A e 3.8) R EE-8 2-((4'-BR W] Dufo]5]
2 ARZZRANSANS 6O HERI AT ARAACPY TR et Az 42
A gl A Aot SH§E Ul At FRAA Dol EolE 0/1 oA 7/3). B B4

MR H (CDCI3): 0.96 (d, 6H, J=6.7Hz); 1.45 (s, 9H); 1.71 (s, 6H); 1.90-2.20 (m, 10H); 2.50 (m, 1H);

4.89 (s, 2H); 7.02 (d, 1H, J=7.3Hz); 7.21 (s, 1H); 7.25 (d, 2H, J=8.2Hz); 7.31 (m, 1H); 7.42 (¢, 1H,
J=7.9Hz); 7.60 (d, 2H, J=8.2Hz).

HPLC: &% 98%.

AAlY 12,24, 2-0E-1-[(3'-((I-HE-RFE ZA 7R D-1, 1-U v Ed€d) SA] ) uto] H d-4-d ) W & | -4-2 5] 2 A} o]
E=Hd-10-°] 7| }E-5(4H) -

o
NG

2-Ml A4~ Z A ol F R E - 1H-0] | TFE-5(4H) - (Z A o 3.9) 2 HE-3Y
2-((4'-B 2R gulo] 3 d-3- E) AN-2-HEZz2ueoo] E(AA A 6.4)5 AMgste] A&3 dukmby (U
12B)ell whet Al %33 AES A TtAG A ARet RIS EITHEEY Al F 2t/ o HolAH o E
9/1). AHEL A S’_Ei FEE AU

FE 7%
MR 'H (CDCI): 1.45 (s, 9H); 1.65 (s, 6H); 1.90-2.19 (m, 8H); 3.72 (s, 2H): 4.49 (s, 2H); 6.88 (dd,
1H, J=8.2Hz, J=2Hz); 7.12 (m, 1H); 7.21 (m, 2H); 7.28-7.40 (m, 2H); 7.52 (d, 2H, J=8Hz).

AAle) 12.25. 1-[(3'-((1-EHE-RE A7t Y-1, 1-TdEHe) S utol v d-4-d ) m e ]-2-Alo| E2 =2 F -4~
A3 ZAto| 2 MY -1H-0]| 1] thE&-5(4H) -2
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<1714>

<1715>

<1716>

<1717>

<1718>

<1719>

<1720>

<1721>

<1722>

<1723>

<1724>

<1725>

<1726>

ZIHS3d 10-2009-0038469

I

2—401%&2&%—4—&34&4 122 —olmthE-5(4) -2 (H Al 3.10) B HE-FH 2-((4'-BREvEn}
“1‘&—3—01)&'\1)—2—”11 23 ] 1 AAlel 6.4)5 ARESte] ded ARt Py 12B)ol whel Azl
s AT *o‘oﬂ*i iiﬂ}ilﬁ‘r«l} SIATH(EE N AtolF &2/ -olAE O] E 95/5). tae QU=

NR H (CDCI3): 0.85 (m, 2H); 0.88 (m, 2H); 1.45 (s, 9H); 1.52 (m, 1H); 1.61 (s, 6H); 1.78 (m, 2H);

1.88-2.05 (m, 6H); 4.85 (s, 2H); 6.85 (dd, 1H, J=8.2Hz, J=2Hz); 7.11 (s, 1H); 7.19 (d, 1H, J=7.9Hz);
7.22-7.33 (m, 3H); 7.53 (d, 2H, J=8Hz).

AAld 12.26. 1-[(3'-((I-HE-FEEA7lE I-1, I-UHE € ) A vlo] H d-4-L) W E | -2-(E] e.5-2-) v &
-4-23] 20| E 2 A E-1H-0] W] T ZE-5(4H) -2

LYY
Qe S
@)\/N\/‘/‘

2 H-2-9)-4-AF] ZAto] Z R AE-1-0] 1| T} Z-5(4D) - (A Ao 3.11) 2 HE-RE 2-((4'-Bz T g}
o= d-3- El)if\l) -HEZ2ulo o] E(HAY 6.4)F AME35le] Hed AwrnH (U 12B)o weEl AZE]

S ATt AR EOE TSI THEE Y Alo]F 2 A/ odolAH ol E 95/5, o]F 9/1). A=
i‘?:li F5H A

MR H (CDCI3): 1.50 (s, 9H); 1.68 (s, 6H); 1.89-2.20 (m, 8H); 3.75 (s, 2H); 4.59 (s, 2H); 6.90 (d, 1H,

J=8.2Hz); 6.99 (d, 1H, J=4Hz); 7.08 (s, 1H); 7.12-7.19 (m, 3H); 7.22 (d, 1H, J=7Hz); 7.31-7.40 (m,
2H); 7.55 (d, 2H, J=8Hz).

AAe 12.27. 2-5E-1-[[4-[(4-((1-FA 7t -1, 1-t]HEde A Hd) v e s d W e ]-4-29 2 Lo §=2
HE-18-o] 7| t}&-5(4H)-&

2~ 84223 A o FRAML-1H-0] W] ThE-5(4) -2 (Al ] 3.4) B ole 2-[4-[(4-BERADNA) A LS ]-

2~ E 2 shieol o] E(UAld] 8.3)% ALgsle] A%® AuIACIY 12B)e] W Azt Awe Aelsta

Aol x AmvbEeletdri(§% ul AtelZ e/l deldEelE o/1 WX 7/3, o]F 9/1). AHRE WA
]

AR F5HAL.

5 30%
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<1727>

<1728>

<1729>

<1730>

<1731>

<1732>

<1733>

<1734>

<1735>

<1736>

<1737>

<1738>

<1739>

<1740>

<1741>

ZIHS3d 10-2009-0038469

Rf (Afo]ZF 2/ ool Eo]E 7/3): 0.25

NR ' (CDCI3): 0.84 (t, 3H, J=7.2Hz); 1.24 (t, 3H, J=7Hz); 1.40-1.55 (m, 6H); 1.57 (s, 6H); 1.50-2.10

(m, 6H); 2.31 (t, 2H, J=8Hz); 3.88 (s, 2H); 4.24 (q, 2H, J=7Hz); 4.64 (s, 2H); 6.75 (d, 2H, J=8Hz);
6.94-7.12 (m, 6H).

AAd 12.28. 2-FE-1-[(4'-((4-H1EA TR D-4,4-T | R e-1-D) S A vto] H d-4- L) v D | -4- 23] ZA}o)| &
ZHE-1H-o] 7| v}&-5(4H)-&

2—-%%—4—&@401%%9—1}1 OIHE-SUN-2(AA ] 3.4) R vE 5-(4'-BE R E-nto] s P-4-2

o 6.6)2 A&l <43k Aty 12B)o wEl AlxETh. AHE
wﬂﬂ |l A2utE et st (EE 9 Alo]F 2 4/ dlEolAEHolE 7/3, o]F &% u| Alo|ZFz At/
olgrolAEl o] E 8/204 7/3). A& A od7 FE5EFHAY.

& 45%
RE (HolAE| o] E/ALe] S 284 6/4): 0.30
MR 'H (CDCLs): 0.88 (t, 3H, J=7.2Hz); 1.24 (s, 6H); 1.27 (m, 2H); 1.36 (sext, 2H. J=7.6Hz); 1.59

(quint, 2H, J=8.4Hz); 1.75 (m, 2H); 1.90-2.10 (m, 8H); 2.34 (t, 2H, J=8Hz); 3.68 (s, 3H); 4.00 (t, 2H
J=6Hz); 4.72 (s, 2H); 6.96 (d, 2H, J=9.2Hz); 7.21 (d, 2H, J=8Hz); 7.50 (d, 2H, J=8.8Hz); 7.52 (d, 2H,
J=8.4Hz) .

AR 12.20. 2-FE-1-[3'- (- FA T -4, 4T A DR G-1-9) S A ol o) d—4-91) o D |-4-225] 2 Afo] 2
2 Y- 1H-o] ¥ hE-5 (4H)-&

PPN < BUV

:

2-Fd-4-2y 2atol F 2 Y -1H-ol v HE-5(4H) -2 (2 Ald] 3.4) 2 wYE 5-(4'-Barvd-ulo]sd-3-d=
AD-2,2-dud-sEb o o] E(EA e 6.7)E ARt dEd AWt Oy 12B)°ﬂ mreb Azt AbeE
A7l ArvtEat st (EE e Al SRR/ A EHotAEolE 7/3). A2 4 e dE F5HS

o}

8 40%

Rf (Afo]ZF 2/ ool Eo]E 7/3): 0.25

NMR H (CDCI3): 0.85 (t, 3H, J=7.2Hz): 1.12 (s, 6H); 1.20-1.40 (m, 2H); 1.45-1.68 (m, 8H): 1.75-2.05

(m, 6H); 2.32 (t, 2H, J=8Hz); 3.60 (s, 3H); 3.90 (t, 2H, J=6Hz); 4.69 (s, 2H); 6.96 (m, 2H); 7.15 (d,
2H, J=8Hz); 7.20-7.30 (m, 2H); 7.50 (d, 2H, J=8.4Hz).

AAl¢ 12.30. 2-5€-1-[[4-[(4-(1-HE-FE A7t d-1, -0 HEdE SAD A D) S A [ed 1 E ] -4-2H 2 A}
o] ZZHME-1H-o|v]c}&-5(40)-2
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<1742>

<1743>

<1744>

<1745>

<1746>

<1747>

<1748>

<1749>

<1750>

<1751>

<1752>

<1753>

<1754>

<1755>

<1756>

ZIHSd 10-2009-0038469

7

2-Fe-4-2v 2Abo| S RAE- -0 M HE-5(4l) -2 (Ao 3.4) R HE-FY 2-[4-(4-B2rrdddSA)
A l-2-mgZz2sbieoo] E(HAd 9. D)E ARESte] HEd dntapgd (0 12B) el weh Azl s
At AmvtEaed st (EE Y Ato] 2RI/ A FotAEolE 7/3). e A4 MY edw

S5 At
=% 11%
Rf (Afe] S 2/ dolAE o] E 7/3): 0.30

MR H (CDCI3): 0.87 (t, 3H, J=7.2Hz); 1.33 (sext, 2H, J=7Hz); 1.48 (s, 9H); 1.55 (s, 6H); 1.50-1.65

(m, 2H); 1.80 (m, 2H); 1.87-2.08 (m, 6H); 2.32 (t, 2H, J=8Hz); 4.65 (s, 2H); 6.85-7.00 (m, 6H); 7.10
(d, 2H, J=8Hz).

AA ¢ 12.31. 2-FE-1-[[4-[4-(I-E E-RE A7t Y-1, I-U W E i Ed A Hd) S A 19 d [ d ] -4- 23] ZA}
o] F = 8l d-1H-o] | t}&-5(4H)-&

2-H-8-4-29 2 Ao F 28 A-11-0] vt E-5(4I)-& (AN o] 3.5) X HE-RE 2-[4-(4-BE LIz
dSA|-2-vE Z2up o o] E(HA] 9.1)5 AR&Ste] =g Arbabgd (U 12B)ell whet Az lek. A=
o]

A7 AmvtE2Zt ST (EE Y Aol R/ dolAH Ol E 8/2). AtEe A ¥4 2
TEE A

fU o

2= 18%
Rf (AlolE 28t/ ol EolAlH el E 7/3): 0.30
MR H (CDCI): 0.89 (t, 3H, J=7.2Hz): 1.34 (sext, 2H, J=THz); 1.40-1.50 (m, 2H); 1.48 (s, 9H); 1.55

(s, 6H); 1.50-1.90 (m, 10H); 2.32 (t, 2H, J=8Hz); 4.62 (s, 2H); 6.80-6.98 (m, 6H); 7.10 (d, 2H,
J=8Hz).

AAd 12.32. 2-BE-1-[[4-[(3-((1-dEA 7t -1, 1-H e d @ 3 AD H D E | H D D |-4-2F 2Alo]| 2
g -18-o] 1| th&-5(4H)-&

N o

X

2= d-4-29] 2] SR AT -0 v ThE-5(4l) - (Aol 3.4) B o d 2-[3-[4-B2medwld] s d £ ]-2-
g2 abieoo] E(AAI 8.1)F A&l dadt dutsbgd Ol 12B)el whel Alxsdich. AHES Arhas
ol A AzutEae} S TH(EEN Aol 2z /ot el E 8/2, o]F 7/3 B 6/4). AEE 2dZ $55
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<1757>

<1758>

<1759>

<1760>

<1761>

<1762>

<1763>

<1764>

<1765>

<1766>

<1767>

<1768>

<1769>

<1770>

<1771>

SIHE S 10-2009-0038469
Rf (Alo]F 28t/ EolAElo]E 7/3): 0.25

NR ' (CDCI3): 0.85 (t, 3H, J=7.2Hz); 1.20 (t, 3H, J=7Hz); 1.25 (sext, 2H, J=7Hz); 1.45-1.70 (m, 2H);

1.55 (s, 6H); 1.72-2.10 (m, 8H); 2.29 (t, 2H, J=8Hz); 3.90 (s, 2H); 4.17 (g, 2H, J=7Hz); 4.65 (s, 2H);
6.60-6.70 (m, 2H); 6.79 (d, 1H, J=8Hz); 7.02-7.20 (m, 5H).

AR 12.33. 2-RY-1-[[4-[G-((1-N AR L1, 1O AL DS A) s D) AL s) D | D] -4-25 2Apo] 22
o 44— 14-o] o] ThE-5 (41)- &

X

~98-4- 223 2 A o F 2 A-1H-0] W] HE-5 (4~ (F Ao 3.5) R oD 2-[3-[4-B 2R DN ]| DS A ] -2-
g Eshedo|E(AAd 8.1)F AFgte]l A&d AVIHCPY 1B)o] wel Az, AES Aelay
13|

N)

=)
f o

[ 8. el
oM AmvtEItISATHEE Tl Aol 2/ olFHoAlHOlE 8/2 oA 6/4, °]F 9/1). AEe o

FEHA.
2= 16%
Rf (AlolE2d /ol EolAlHeIE 7/3): 0.25

MR ' (CDCI3): 0.86 (t, 3H, J=7.2Hz); 1.20 (t, 3H, J=7Hz); 1.28 (sext, 2H, J=7Hz); 1.48-1.60 (m, 2H);

1.55 (s, 6H); 1.60-2.05 (m, 10H); 2.30 (t, 2H, J=8Hz); 3.89 (s, 2H); 4.18 (q, 2H, J=7Hz); 4.62 (s,
2H); 6.60-6.70 (m, 2H); 6.79 (d, 1H, J=8Hz); 7.00-7.20 (m, 5H).

AAld 12.34. 2-F€-1-[(4'-((4-"EAFE D4, - HE-1-d) S A vlo] Hl d-4-U ) v e | -4-2F] 2 Ao &
ZAA-11-o] vt} E-5(4H)-2

2-FE-4-2u 2 A}o| F 2 A A -Tl-o] v TE-5(4H) -2 (A Al 3.5) 2 HE 5-(4'-B2EuE-vlo]dd-4-9 =
AD=2,2-tjv e -gEl o o] E(H A o] 6. 6)?l AFgEte] Aesk AWk (bE 12B) o whel Al xS, AES
AY7LARo ] ARetEG 3R THEE N Alo]F 2 A/ "ol o] E 98/2, o|F 9/1 H 8/2). &L I
AR FEEAT

& 16%

Rf (A dolAE| o] E/ALe] S 284 6/4): 0.30

MR ' (CDCI3): 0.87 (t, 3H, J=7.2Hz); 1.22 (s, 6H); 1.27 (t, 2H, J=7.2 Hz); 1.35 (sext, 2H, J=7.6Hz);

1.45-1.63 (m, 4H); 1.65-1.88 (m, 10H); 2.36 (t, 2H, J=8Hz); 3.67 (s, 3H); 3.97 (t, 2H, J=6Hz); 4.69
(s, 2H); 6.94 (d, 2H, J=9.2Hz); 7.18 (d, 2H, J=8Hz); 7.47 (d, 2H, J=8.8Hz); 7.50 (d, 2H, J=8.4Hz).

AN 12,35, 2-RE-1-[[4-[(3-(1-HE-FREAFRE-1, -0 DA D 2D ) 9) A [ g e ] -4-2 9] 24
o] Z 23 A-11-o] v th&E-5(4H)-2
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<1772>

<1773>

<1774>

<1775>

<1776>

<1777>

<1778>

<1779>

<1780>

<1781>

<1782>

<1783>

<1784>

<1785>

<1786>

ZIHS3d 10-2009-0038469

[o]

LN
ooy

X

2-FE -4~ 2 Alo] F 2 A-1l-o| v} E-5(4) = (AAld 3.5) ¥ HE-FE 2-[3-(4-B2EdEidSA])
8|22 do|E(AA] 9.2)8 AHgete] A%d AWMIFOIY 1B)o] we AzeRch. AL
Aelgh Aol A A webE e s (£E el Alo] 2/ ol dolAEolE /1), AHEe 2
o},

& 19%
Rf (Afe] S 2/ dolAE| o] E 7/3): 0.30
NMR H (CDCI,): 0.89 (t, 3H, J=7.2Hz); 1.30-1.85 (m, 14H); 1.40 (s, 9H) 1.55 (s, 6H): 2.32 (t, 2H

J=8Hz); 4.65 (s, 2H); 6.51 (s, 1H); 6.60 (d, 2H, J=8Hz); 6.95 (d, 2H, J=8Hz); 7.10 (d, 2H, J=8Hz);
7.17 (t, 1H, J=8Hz).

AAe 12.36. 2-FE-1-[[4-[(3-((I-HE-FE AR d-1, I-UHEdEaSAD | d) SA Jad 1 E]-4-25 =2
Aol F =2 HE-1H-o| v| t}&-5(4H)-2

B
%ﬁl@f"cﬁf

2-H e -4-~3| 2 Alo| F 2 HE-1H-0| v =H-5(4H) -2 (A Al o] 3.4) 2 BE-}E 2-[3-(4-BZ 21 7
oA ]-2-HEZ 2o o] E(H Al 9.2)5 AMg3le] dedh dutapgd (i 12B)o] wel Az3u. AHES
APt A2 EOI S THEEN Ao F 2/ ol Eo]E 9/1). AHEL el
o}.

8 51%

Rf (Aol F 28t/ EolAElo]E 7/3): 0.30

MR H (CDCI3): 0.88 (t, 3H, J=7.2Hz); 1.32 (sext, 2H, J=7Hz); 1.42 (s, 9H); 1.50-1.68 (m, 2H); 1.55

(s, 6H); 1.70-2.08 (m, 8H); 2.32 (t, 2H, J=8Hz); 4.65 (s, 2H); 6.52 (d, 1H, J=2Hz); 6.61 (d, 2H,
J=8Hz); 6.98 (d, 2H, J=8Hz); 7.13 (d, 2H, J=8Hz); 7.15 (t, 1H, J=8Hz).

AAe 12.37. 2-5FE-1-[[4-[(2-((1-FA 7t -1, 1-t]HEde A ) v e s d W e |-4-29 ZA 0| §=2
HE-18-o] 7| t}&-5(4H)-&

2-F8 -4~ 2 Alo] F 2 AL -1l-0| v TFE-5(4H) = (A Ao 3.4) Z oE 2-[2-[4-B 2R e s dSA]]-2-
HE 23l o] E(A Ao 8. 2)E ARgEte] HAEd dutnb (3 12B)el wel Axeith. AHES Ay

ol ARvtEIHH I HEE FH] Ao]EFZ A/ EolAHIOIE 10/0 oA 7/3). AHERLE Al od7 £5
= Ak,
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<1787>

<1788>

<1789>

<1790>

<1791>

<1792>

<1793>

<1794>

<1795>

<1796>

<1797>

<1798>

<1799>

<1800>

<1801>

SIE S 10-2009-0038469
Rf (oldolAElo] E/ o] S 234t 6/4): 0.45

NR H (CDCI3): 0.85 (t, 3H, J=7Hz); 1.23 (t, 3H, J=VHz); 1.11-1.38 (m, 2H); 1.40-1.52 (m, 2H); 1.45

(s, 6H); 1.70-2.10 (m, 8H); 2.29 (t, 2H, J=8Hz); 3.96 (s, 2H); 4.21 (q, 2H, J=THz); 4.64 (s, 2H); 6.60
(dd, 1H, J=9.2Hz, J=2Hz); 6.838 (t, 1H, J=8Hz); 7.00-7.30 (m, 6H).

A 12.38. 2-FE-1-[(2'-((4-HISAI 7t -4, 4-THE F &-1-A) A Htel s d-4-L ) v E |-4-29 ZAo| €

2 H-1H-o| v o&-5(4H)-<&
; >‘f ’ l
N\ENO

2-HEl-4- 23] 2 Alo] F 2 3 Al -1[-o] v T} Z-5(4H) -2 (A A 4 3.5) L g
5-((4'-B 2R d-ulo] s d-2-d5A)-2,2-t) e el o] E(HA 4 6.8)5 AlEste] d&d dvtaygd (4
12B)ell uwhzt Az AES E
98/2, o]F 9/1 % 8/2). AHEL QAR FEHJ.

(T

T8 12%
Rf (Aol E 235t/ o FolAElo]E 7/3): 0.28
MR H (CDCI3): 0.87 (t, 3H, J=7Hz); 1.14 (s, 6H); 1.33 (sext, 2H, J=7.2Hz); 1.45-1.90 (m, 16H); 2.36

(t, 2H, J=8Hz); 3.62 (s, 3H); 3.93 (t, 2H, J=6Hz); 4.71 (s, 2H); 6.93 (d, 1H, J=8Hz); 7.02 (t, 1H,
J=8Hz); 7.17 (d, 2H, J=8Hz); 7.29 (d, 2H, J=8Hz); 7.52 (d, 2H, J=8Hz).

AAe 12.39. 2-FE-1-[@2'-((7-WIFAI 7t E-7, 7-HH B A &-1-) S A vto| H d-4-) | D |-4- A9 BAo| €

i?"‘,é_j—lH—O] l:l] l:] E‘5(4H)_‘9"1_
OV‘/,
Ny O OWV>L(O

X

2-Fe-4-~u 2 Alo] F 2 AL -1-0| v FE-5(4H) = (AAld 3.4) F WE 8- -Brdd-uio)dd-2-4=
AD=2,2-tjHld SEl-Oo]|E(AA e 6.9)F AFEste] Hed dwtdpg (i 12B)el whEk AlZzsSiTh e
A7t Ae ] ARREIGYSHTHEE AR/ HolAH O E  9/1). AEL A od=

F5H A

5 60%

Rf (Afo]ZF 2/ ool Eo]E 7/3): 0.26

NMR 'H (CDCIs): 0.87 (t, 3H, J=7Hz): 1.16 (s, 6H); 1.17-1.43 (m, 8H): 1.50 (m, 2H); 1.60 (m, 2H): 1.71

(m, 2H); 1.82 (m, 2H); 1.90-2.10 (m, 6H); 2.35 (t, 2H, J=8Hz); 3.63 (s, 3H); 3.95 (t, 2H, J=6Hz); 4.70
(s, 2); 6.93 (d, 1H, J=8Hz); 7.01 (t, 1H, J=8Hz); 7.15 (d, 2H, J=8Hz); 7.30 (d, 2H, J=8Hz); 7.51 (d,
2H, J=8Hz).

AA 12.40. 2-FE-1-[(2'-((4-HEAFtR D4, 4-UHE E&-1-A) S A vlo| H d-4-U )W E |-4-AF] ZALo| &
ZHE-1H-o] 7| v}&-5(4H)-&
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<1802>

<1803>

<1804>

<1805>

<1806>

<1807>

<1808>

<1809>

<1810>

<1811>

<1812>

<1813>

<1814>

<1815>

<1816>

ZIHS3d 10-2009-0038469

2-H-e-4-2d] ZAtol Z 2 -1H-o] M| thE-5(4H) -2 (A Al of 3.4) L Gl
5-((4'-BE R g-ulo]fd-2-UdSA)-2 2-t] & HEL o] E(HA]] 6.8)F A&ato] Hweh dvad (8
12B)ell wet Azt AHES ARgPAdA ARrtE SIS nHEE N Alo] SR "ol H o] E
98/2, o]% 9/1 % 8/2). AHEL odR FE5HJU.

=8 41%
Rf (AlolE 28t/ olEolAHelE 7/3): 0.26
MR 'H (CDCLy): 0.87 (t, 3H, J=THz); 1.14 (s, 6H); 1.33 (sext, 2H, J=7.2Hz); 1.52-1.73 (m., 8H); 1.90-

2.10 (m, 6H); 2.35 (t, 2H, J=8Hz); 3.63 (s, 3H); 3.93 (t, 2H, J=6Hz); 4.72 (s, 2H); 6.93 (d, 1H,
J=8Hz); 7.01 (t, 1H, J=8Hz); 7.18 (d, 2H, J=8Hz); 7.29 (d, 2H, J=8Hz); 7.52 (d, 2H, J=8Hz).

AR 12,41, 2-FP-1-[[4-[(2-((1-1 SAZE-1, 1T D D 4D D) D 1o D |45 2A}o] 22
) 9-1H- o] ¥| thE-5(4H)-&

ot

2-HE-4-~3y] 2 Alo| F 2 A A -1l-o]|n|T}E-5(4H) - (A Al ¢ 3.5) Z oE 2-[2-[4-H 2
HEIZZuoo|E(AA 8.2)8 A&l A& dutabgd (g 12B)d whet Az, eSS A
ol ARvEIGIFATHEEN Alo]FZ /o EolAHOlE 7/3). AMES FA od7 F=ELT}

5 16%
Rf (oldolAElo] E/ o] S 234t 6/4): 0.45
NMR 'H (CDCI): 0.85 (t, 3H, J=7Hz): 1.21 (t, 3H, J=7Hz): 1.21-1.40 (m, 2H): 1.40-1.60 (m, 4H); 1.42

(s, 6H); 1.61-1.88 (m, 8H); 2.30 (t, 2H, J=8Hz); 3.95 (s, 2H); 4.21 (q, 2H, J=7Hz); 4.62 (s, 2H); 6.61
(d, 1H, J=9Hz); 6.89 (t, 1H, J=8Hz); 6.99-7.22 (m, 6H).

AAd 12.42. 2-39-1-[[4-[(3-((I-g E-FE A7l d-1, 1-0 e d A D) E 2 19 d Id ]-4-A9 =2
Aol EF 2 HE-1H-o| v| t}&-5(4H)-2

Ak
Loy

X

2-F8 -4~ 2 Alo] F 2 -1-o v} E-5(4) = (A Al 3.4) ¥ HE-HE 2-[3-(4-22EdErdE )y
dEA|-2-Heza2gloo]E(HAld 9.4)5 AEste] Hesh dutapyg (H 12B)ol] bl A=kt AtES
A7t Ao ] AZutE DTSR THEE Y Ao F 2/ E oA EHOIE 9/1). AHEL T od7 F=5EFQ]
t}.

5 35%

- 109 -



<1817>

<1818>

<1819>

<1820>

<1821>

<1822>

<1823>

<1824>

<1825>

<1826>
<1827>

<1828>

<1829>

<1830>

<1831>

SIHESI 10-2009-0038469
Rf (Aol F 28t/ EolAElo]E 7/3): 0.30

1
NMR H (CDCI3): 0.85 (t, 3H, J=7.2Hz); 1.20-1.35 (m, 2H); 1.40 (s, 9H); 1.50-1.80 (m, 2H); 1.53 (s,

6H); 1.85-2.10 (m, 8H); 2.30 (t, 2H, J=8Hz); 4.64 (s, 2H); 6.73 (dd, 1H, J=8Hz, J=2Hz); 6.84 (t, 1H,
J=2Hz); 6.92 (d, 1H, J=8Hz); 7.10 (d, 2H, J=8Hz); 7.19 (t, 1H, J=8Hz); 7.28 (d, 2H, J=8Hz).

AAe 12.43. 2-F2-1-[[4-[(3-((I-EH E-FEEAI 7R E-1, I-HEr @ SAD D) H 2 s d v E ]-4-29 =

Rpo] 2 2.8 - 1H-o] v th-5 (41)-&
Q( Aiok

X

2-3--4-23] ZAbo] 22 8 - 1li-o] Pt E-5(4l)-2 (U A e 3.5) R EE-HE 2-[3-(-BERA P IE S)5
A2 g T Zaheoo E(AA e 9.4)8 Agetel AEd AWIAPCIY 12B)e] et Az, AE
AN AEVHETDHATHEE Y Aol Z A/ HobA O E 9/1). AHFE A 0UZ FEHY
o.

=8 21%
Rf (AlolE 284t/ ol EolAlH el E 7/3): 0.30

MR H (CDCI3): 0.88 (t, 3H, J=7.2Hz); 1.10-1.45 (m, 2H); 1.39 (s, 9H); 1.52 (s, 6H); 1.55-1.90 (m,

12H); 2.31 (t, 2H, J=8Hz); 4.62 (s, 2H); 6.73 (dd, 1H, J=8Hz, J=2Hz); 6.82 (d, 1H, J=2Hz); 6.93 (d,
1H, J=8Hz); 7.08 (d, 2H, J=8Hz); 7.19 (t, 1H, J=8Hz); 7.28 (d, 2H, J=8Hz).

AN 12,44, 2-3F-1-[[4-[(4- (B E-RESA 7R Y-1, -0 L D S AD s D) E 9 s d W -4-25] 2
}\]_o] g_iz‘_;_lﬂ/‘}z_]__]_H—O] tl] l:]-%—5(4H)_%

Cegonoty
Sadiae

2-F-d-4-~y ZAlo| F 2 A-1H-ou|thE-5(4l) - (A A4 3.5) 2 BHE-}Y 2-[4-(4-B22r g dE Q)
A ]-2-HEZ 2o o] E(A A G 9.3)5 A&l d&dh Adntabgd (g 12B)o] wel A3, AHES
A7t A ] FAZ2elEatd SR (EE Y Alo|EZE M/ dolAlEo]E 95/5). AR A odm 5
St}

=8 12%
Rf (Afe] S 2/ dolAE o E 7/3): 0.30
1
NMR H (CDCI3): 0.86 (t, 3H, J=7.2Hz); 1.20-1.38 (m, 2H); 1.42 (s, 9H); 1.60 (s, 6H); 1.50-1.85 (m,

12H); 2.29 (t, 2H, J=8Hz); 4.60 (s, 2H); 6.82 (d, 2H, J=8Hz); 7.00 (d, 2H, J=2Hz); 7.10 (d, 2H,
J=8Hz); 7.30 (d, 2H, J=8Hz).

AXNd 12.45. 2-FE-1-[(3'-((2-HI1EA7LR.9-2,2-T e d-1-LD )& A ) ulo] H d-4- Y ) v D | -4- 23] ZA}o]| &
ZHE-1H-o] 7| v}&-5(4H)-&
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<1832>

<1833>

<1834>

<1835>

<1836>

<1837>

<1838>

<1839>

<1840>

<1841>

<1842>

<1843>

<1844>

<1845>

<1846>

ZIHS3d 10-2009-0038469

2-3-8-4-223 24bo] Z 2 A Y- 1ol M -5 (UD-2 (A el 3.4) ¥ WY 3-(4'-B R E-ntold d-3-05
D-2,2-t1 g TRsbuwolo]E(HAd 6.10)% AHgste] HET AubCP 12B)e] wheh AlESYh, AR
& Aol ARelE e St (E] Afo] 2z at/olobAE|OIE 98/2, oF 9/1 R §/2). 2B
g ool $5H

N

5 34%

Rf (AlolE 28t/ ol EolAlH el E 7/3): 0.25

MR H (CDCI3): 0.87 (t, 3H, J=7.2Hz); 1.18 (s, 6H); 1.32 (sext, 2H, J=7Hz); 1.48-1.70 (m, 2H); 1.75-

2.10 (m, 8H); 2.33 (t, 2H, J=8Hz); 3.57 (s, 3H); 3.95 (s, 2H); 4.72 (s, 2H); 7.00 (m, 2H); 7.14 (d,
2H, J=8Hz); 7.21-7.35 (m, 4H); 7.44 (d, 2H, J=8.4Hz).

AN G 12.46. 2-BG-1-[[4-[(4-((1-A B AR E-1, 1D DD A A D) D] o D |-4-=5] 24} o] 2 2
¥ 8- 18-o] m] thE-5 (41) -2

A

X

2-Fg 43| 2 Ao SF R AN A -1[-o|n| T} E-5(4H) - (A Ao 3.5) D g 2-[4-[4-B2ruduzd) s d-SA]]-2-
HE L2l o o] E(HAIH 8.3)5 AME3dle] dedt It gd (W 12B)ol whel Az3eivh. e A Ay
oA AZmEIZHAIUTHEEY Ao F 2t/ HolHHOOIE 9/1, o]F 8/2). e FA 9d2 F5HG
o},

& 60%

Rf (AlolE 28t/ ol EolAlHelE 7/3): 0.25

MR I (CDCI3): 0.84 (t, 3H, J=7.2Hz); 1.24 (t, 3H, J=7Hz); 1.30-1.59 (m, 6H); 1.57 (s, 6H); 1.60-1.90

(m, 8H); 2.30 (t, 2H, J=8Hz); 3.838 (s, 2H); 4.22 (q, 2H, J=7Hz); 4.62 (s, 2H); 6.75 (d, 2H, J=8Hz);
6.90-7.15 (m, 6H).

A 12.47. 2-F8-1-[[4-[(4-((1-HE-FE A7t E-1, - Erd SAD A E L o d v E | -4-239] =
Atol &2 Y- 1H-o| 7| hE-5(4H) -2

e

2-F8 -~ 2 Alo] F 2 -1-0| v} E-5(4) = (A Ao 3.4) ¥ HE-HE 2-[4-(4-B2EdqEsidE )y
de A -2-fEdZ2 g oo E(AAd 9.3)5 AEEte] A3 dwkaby (Y 12B)o] we} Azstch. e
AggpAol A ARrtEa TG tHEE 9 Ao ZF 2 A/ EolAHolE 9/1, o]%F 8/2). AMES FAl o9

2 FEHI.
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<1847>

<1848>

<1849>

<1850>
<1851>

<1852>

<1853>

<1854>

<1855>

<1856>

<1857>

<1858>

<1859>

<1860>

<1861>

<1862>

<1863>

<1864>

<1865>

SIHE S 10-2009-0038469
Rf (Aol F 28t/ EolAElo]E 7/3): 0.30

1
NMR H (CDCIz): 0.85 (t, 3H, J=7.2Hz); 1.18-1.35 (m, 2H); 1.45 (s, 9H); 1.60 (s, 6H); 1.50-1.85 (m,

10H); 2.28 (t, 2H, J=8Hz); 4.60 (s, 2H); 6.82 (d, 2H, J=8Hz); 7.00 (d, 2H, J=2Hz); 7.09 (d, 2H,
J=8Hz); 7.31 (d, 2H, J=8Hz).

AN 12.48. 2-RE-1-[(4-BE2R2HY)vE ]-4-23 ZAlo]| F 2 3 A -1H-o| v t}&-5(4H) -2

9- ~4-(RERAE)HAE AHE-she]
7

vl

FE-A-AY RAb G R Ao M TE-5 (4D - (A 3.5) B 1-BE
=% WAy 1209 me Alxsdth. dEE A edR F5E
TE: 70%

RE (Ae] 223t/ ol opAlHl o] E 6/4): 0.60

NR H (CDCLy): 0.88 (t, 3H, J=7.3Hz); 1.35 (m, 2H); 1.54 (m, 4H); 1.74 (m, 8H); 2.31 (t, 2H, J=7.3H2);
4.62 (s, 2); 7.04 (d, 2H, J=8.5Hz): 7.47 (d, 2H, J=8.5Hz).

AA e 12.49. 2-FE-1-[(4-BE 2R HY)HE]-4,4-T] o E-1H-°] 1] T} S-5(4H)-=

\72(0 Br
N\ N\/©/

2-HE]l-4 4-v)oe-1H-o]n|t}Z=-5(4H) - (A A o] 3.12) @ 1-HEZR-4-(H2RE)HdS ALgste] d43 o
T A (3 120) 0wl AZSSIT. AHES A gtAddA AZutE a3t (EE N Alo]EF 2 o E
olAlEIO]E 80/20). AHES A o A7 FEE U],

S8 40.2%

Rf (Afo]EZ A/ eolAlEo]E 6/4): 0.5

MR H (CDCIy): 0.65 (t, 6H, J=7.3Hz); 0.84 (t, 3H, J=7.6Hz); 1.31 (m, 2H); 1.59 (m, 2H); 1.76 (q, 4II,
J=7.3Hz); 2.32 (t, 2H, J=7.3Hz); 4.57 (s, 2H); 7.06 (d, 2H, J=8.5Hz); 7.42 (d, 2H, J=8.2Hz).

AA 12.50. 2-FE-1-[(4-EZ2R2-3-WEdd)dE]-4-2Y ZAo| F 2P -11-o]| v| t}S-5(4H) -2

2-HEl-4-~y| 2 Aol F 2 A A -11-o]n| T} ZH-5(4H) -2 (A Ao 3.5) ¥ 1-B2F-4-(H2RoeE)-2-mddlAds Al
£35to] Az dut FAHCTH 120) 9] wEl Azt eSS AsHAst 1H AZvtE 123U THE&
4@%iﬂ&ﬁﬁ@“ﬁ%“5%ﬂm.ﬁ%%?ﬁﬂ¢%i4éﬂﬁq.

T8 81.4%

RE (Aol &3t/ ”olAEl o] E 7/3): 0.5
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<1866>

<1867>

<1868>

<1869>

<1870>

<1871>

<1872>

<1873>

<1874>

<1875>

<1876>

<1877>

<1878>

<1879>

<1880>

<1881>

<1882>

<1883>

ZIHS3d 10-2009-0038469

1
NMR H (CDCl3): 0.87 (t, 3H, J=7.3Hz); 1.33 (m, 2H); 1.44-1.79 (m, 12H); 2.3 (t, 2H, J=7.9Hz); 2.37 (s,
3H); 4.59 (s, 2H); 6.82 (m, 1H); 7.01 (m, 1H); 7.47 (d, 1H, J=8.2Hz).

AA ¢ 12.51. 2-RE-1-[(3-EE2R2HY)rE ]-4-23 ZAlo]| F 2 A E-1H-o| 7| }&-5(4H) -2

2-FE-4-2u 2Ato| F 2 HEY-1H-0o] v TE-5(4H) -2 (A Ald 3.4) F 1-H2R-3-(BEZRdE)dds A3+
Aesh At ALY 120000 wEt Az, AR A sbAAt e azetEady st e (&E e A
e 2/ eolAEH | E 100/0 oA 70/30). AtEL A 0w FEx G

& 75%
Rf (YE=22veh/vere 95/5): 0.13
MR H (CDCly): 0.87 (t. 3H, J=7.2Hz): 1.32 (m, 2H); 1.56 (m, 2H); 1.80-2.02 (m., 8H): 2.29 (t. 2H,

J=7.5Hz); 4.65 (s, 2H); 7.09 (d, 1H, J=7.3Hz); 7.21 (t, 1H, J=7.7Hz); 7.30 (s, 1H); 7.42 (d, 1H,
J=7.9Hz).

AAd 12.52. 2-FE-1-[(4-B 2R d)rE]-4-23] 2Alo| E 2 AL -1H-o| 7| }Z-5(4H) -2

2-F-d-4-23 2 Aol S 2L -1H-o| | }Z-5(41) - (E Al 3.4) ‘;‘ -2 R-A-(H2 R eE)iAds ALgshy
Aest dut ALY 1200 wet ARG, AES A A AR EIZGI S THEEN Al EE
AAt/oEolAH O] E 70/30). AHES T o A7 F=EFAT

228 45.4%

Rf (AlolE 28t/ olEolAlH eI E 7/3): 0.25

MR H (CDCly): 0.86 (t, 3H, J=7.3Hz); 1.31 (m, 2H); 1.55 (m, 2H); 1.80 (m, 2H); 1.96 (m, 6H); 2.27 (t,
2H, J=7.6Hz); 4.61 (s, 2H); 7.02 (d, 2H, J=8.5Hz); 7.45 (d, 2H, J=8.5Hz).

AAd 12,53, 2-FE-1-[(4-B2R-2-v|EA5d) v g |-4-AF 2Alo| S 2 HE-1H-0| 7|} E-5(4H)-2

Q(O Br
N\ N\/Q/
_0

2-F-e-4-~y ZAlo| F 2 A -1H-0] 1| TFE-54H) -2 (A A ¢ 3.4) E 4-B2R-1-(B 22 we)-2-1 S A ulA (2
Alel 10.5)& ARgshe] A&sh duk I (Y 120) 0] whet AlZsSit. AHES A sl A A2 vlE gy
SIATHES TH) Al dEH Z/odolAH o] E 100/0 oA 70/30). AFELS Al QA7 FEE QT

5 69%

Rf (A o2/ EolAEH el E 60/40): 0.38
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<1884>

<1885>

<1886>
<1887>

<1888>

<1889>

<1890>

<1891>

<1892>

<1893>

<1894>

<1895>

<1896>

<1897>

<1898>

<1899>

ZIHS3d 10-2009-0038469

NR H (CDCl3): 0.90 (t, 3H, J=7.5Hz); 1.33-1.39 (m, 2H); 1.52-1.64 (m, 2H); 1.80-2.00 (m, 8H); 2.29-

2.35 (m, 2H); 3.87 (s, 3H); 4.65 (s, 2H); 6.86 (d, 1H, J=7.5Hz); 7.03 (d, 1H, J=2.5Hz); 7.07 (dd, 1H,
J=7 .5z, J=2.5Hz).

AN 12.54. 2-RE-1-[(4-BEE2R-3-ddud)d]-4-25] 2Alo| FZ A E-11-o| 1] o} E-5(4H)-&

Q(O Br
N\ Nv@%

2-F e -4-2y Aol F 2 AE-1H-o| v thE-5(41) - (A A d 3.4) Z 4-BER-1-(B22vE)-3-o &l A (2 A]
o 10.6)& AH&ete] dad At FF0TY 12000 wt Azl Abws Aol AzvEas)et
ATHEZN A fo e 2/ olAE o] E 80/20). AFEL FA ¢odz FEE QT

T8 70%
Rf (1 ol Z /o eolAEH el E 70/30): 0.35
MR H (CDCly): 0.88 (t, 3H, J=7.5Hz): 1.21 (t, 3H, J=7.5Hz); 1.29-1.41 (m, 2H): 1.52-1.64 (m, 2H);

1.81-2.06 (m, 8H); 2.27-2.33 (m, 2H); 2.75 (q, 2H, J=7.5Hz); 4.63 (s, 2H); 6.86 (dd, 1H, J=7.5Hz,
J=2.5Hz); 7.03 (d, 1H, J=2.5Hz); 7.50 (d, 1H, J=7.5Hz).

AAd 12.55. 2-2€-1-[(4-(4,4,5,5-H EFHE-[1,3,2] o] A 2 F-2-U) Hd ) v ]-4-A 5 ZAlo| S22 Y

~1H-o| P HE-5(4l)-2
Ny N\V/I::j/ ’

2-FE-4-2u 2A}o| F 2 HEY-1H-o] v TE-5(4H) -2 (A A4 3.4) 2 2-(4-(R2EWE)HE)-4,4,5 5-HEZ
€-1,3,2-USALR 28-S ALEsle] ded dut 3400y 12 Bl wl Alx3s. %% g*ﬁ LA 5
Haow, foldel AgAlgle] AH-83Ft).

NMR 'H (CDCly): 0.83 (t, 3H, J=7.3Hz); 1.32-1.41 (m, 14H); 1.49-1.55 (m, 2H); 1.77-1.96 (m, 8H); 2.39-
2.45 (m, 2H); 4.68 (s, 2H); 7.13 (d, 2H, J=8.1Hz); 7.76 (d, 2H, J=8.1Hz).

AAd 12.56. 2-FE-1-[(4-B2R2-3-v| A3 d) | ]|-4-29 2Alo]| E 2 E-1H-°| M| TE-5(4l)-2
7

2-HE-4-~y 2 Alo|F 2 A E-1l-0o|n|T}E-5(4H) - (A Ao 3.4) ¥ 1-BRR-4-(B 22 vE)-2-1EA A2
Ale] 10. 8)% AREEE] Heh dwk IR 120)0 whek AlZzsklth. MRS A gtAldeA ARvE e
SHATHEE TH) ASoEl 2/ dolAlEH ol E 100/0 oA 70/30). AHES T*-H A2 FEFAL.

T8 70%

Rf (A ol Z/dEolAEH el E 60/40): 0.41
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<1900>

<1901>

<1902>

<1903>

<1904>

<1905>

<1906>

<1907>

<1908>

<1909>

<1910>

<1911>

<1912>

<1913>

<1914>

<1915>

<1916>

ZIHS3d 10-2009-0038469

NR H (CDCl3): 0.88 (t, 3H, J=7.5Hz); 1.31-1.39 (m, 2H); 1.56-1.62 (m, 2H); 1.84-2.05 (m, 8H); 2.27-

2.33 (m, 2H); 3.73 (s, 3H); 4.75 (s, 2H); 6.46 (d, 1H, J=2.5Hz); 6.72 (dd, 1H, J=7.5Hz, J=2.5Hz); 7.46
(d, 1H, J=7.5Hz).

AAe 12.57. 2-FE-1-[(4-BE22-2-vdHd)Ed]-4-23] 2 A}o| S 2 HE-1H-°] v]}S-5(4H) -2

E; ¢O Br
N\ Nv©/

2-H e -4-~3 2 Alo| F 2 HY-1H-0] v =-5(4H) -2 (Ao 3.4) B 1-HER-4-(B 2R uE)-3-v = ulAl (A A
d 10.9)% AFESte] A& Ak A 120)0] wek Al =3
ATHEZN A fo e Z/dEolAE o] E 80/20). AFEL WAl w1x|2 FE5EQTH

5 69%

Rf (A5 olEl 2/ dolAE o] E 70/30): 0.37

NMR 'H (CDCly): 0.86 (t, 3H, J=7.5Hz): 1.23-1.38 (m, 2H); 1.49-1.1.61 (m, 2H); 1.82-2.02 (m, SH): 2.20-
2.26 (m, 2H); 2.29 (s, 3H); 4.60 (s, 2H); 6.73 (d, 1H, J=7.5Hz); 7.29 (d, 1H, J=7.5Hz); 7.34 (s, 1H).

A 12.58. 2-FE-1-[(4-E22-3-Z 24 d]-4-23] 2A}o| S 2 HE-1H-°] v]}S-5(4H) -2

Q(o Br
N\ N\/q\

2-FE-4-2u 2 Lol F 2 HE -0 v TE-5(4H) -2 (A Ald 3.4) ¥ 1-RERA-(B2Evd)-2-Z 2 dulA (A
Alel] 10.7)& AFg3te] Aedh duk Ay 120) 0] upet AlFs . AES A st Al 2 ulE gy
SFATH & E N Al frolH EZ/oeolAHOIE 80/20). AHES FA4 oda FEHQuh

& 70%
Rf (A5 olEl 2/l EH o] E 70/30): 0.40
MR 'H (CDCly): 0.86 (t, 3H, J=7.5Hz); 0.93 (t, 3H, J=7.5Hz); 1.29-1.34 (m, 2H); 1.51-1.1.56 (m, 4H);

1.58-1.63 (m, 2H); 1.76-1.79 (m, 6H); 2.26-2.30 (m, 2H); 2.67 (t, 2H, J=7.5Hz); 4.60 (s, 2H); 6.84
(dd, 1H, J=7.5Hz, J=2.5Hz); 6.99 (d, 1H, J=2.5Hz); 7.47 (d, 1H, J=7.5Hz).

AAle 1259, 2-FE-1-[(4-E2R-3-E EF 2 g d)vd ]-4-29 2Alo| E2AE-1H-o| M| &~

5(4H)-2
Q{O Br
AN NV@/F
L

~5 g2 2Abol F 2 A Y- 1H-o] W] -5 (4 -2 (H A ¢l 3.4) B 1B RE-4-(BE
HAEA ] 10.10)€ Abgskel A%d Adwk BFCPE 1200 e A=
nhE b S TH(§ %9 Aol Bl /o] Dok AlH o] = 70/30). 2

ta
o
-
1=
to
e
fr
4
e
i
o

& 81%
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<1917>

<1918>

<1919>

<1920>

<1921>

<1922>

<1923>

<1924>

<1925>

<1926>
<1927>

<1928>

<1929>

<1930>

<1931>

SIHE S 10-2009-0038469
Rf (A1 olelZ/oeolAE ] E 60/40): 0.46

NR H (CDCl3): 0.85 (t, 3H, J=7.5Hz); 1.24-1.39 (m, 2H); 1.50-1.62 (m, 2H); 1.78-1.95 (m, 8H); 2.24-
2.30 (m, 2H); 4.65 (s, 2H); 7.17 (d, 1H, J=7.5Hz); 7.45 (s, 1H); 7.67 (d, 1H, J=7.5Hz).

A 12.60. 2-FE-1-[(4-E2E-3-UE=ZHY)HE]-4-23] 2A}o| S 2 HE-1H-°] v]}S-5(4H) -2

o-HEl-4-~3u] 2 Alo]| F 2 A E-
Al 10.11)S A}gste] A
A& A fol e 2/

1H-o] | T} E-5(4H)-& (A Ae] 3.4) 2 1-HER-4-(Bzrde)-2-EZd(2
b ARk B Y 12000 wE Azl AHES A gtAldel A Z2etE e
EolAH O E 70/30). AHEe FA oA FEFT.

& 8%

Rf (A olEHZ/oeolAEH o E 60/40): 0.33

MR 'H (CDCly): 0.90 (t, 3H, J=7.5Hz); 1.32-1.43 (m, 2H); 1.57-1.67 (m, 2H); 1.81-2.05 (m, 8H); 2.29-
2.35 (m, 2H); 4.70 (s, 2H); 7.26 (d, 1H, J=7.5Hz); 7.67 (s, 1H); 7.74 (d, 1H, J=7.5Hz).

ANe) 12,61, 2-RE-1-[[2-[ (-1 S A D]-6-rI D-E o} Z 2 [3,2-b][1,2,4] E&] o}&-5-A P 1]-4-25] =
Aol 22 A Y-1H-o| ¥ hE-5(4H)-&

[®)

2-HE-4-1 2 ol FRZAE-1-0n| TFE-54H) -2 (H Al o] 3.4) 2 5-BH2Eud-2-(4-v| EA 5 d)-6-1 & -E]
OFFR[3,2-b][1,2,4] ER]o}Z (A Aol 6.11)& ARl HEgh At (PR 12D)el whek Az, A
S AgFHASdA AZvELGIEATH(EE FH Al ZF2 A/ o EolAlH o] E 80/20 oA 50/50). AFES
A 997 $EH.

8 64%

Rf (AFo]ZF 2/ ool E o] E 50/50): 0.25

NMR 'H (CDCly): 0.95 (t, 3H, J=7.3Hz): 1.43 (m, 2H): 1.71 (m, 4H); 1.94 (m, 6H); 2.46 (t, 2H, J=7.3Hz);
2.64 (s, 3H); 3.86 (s, 3H); 4.76 (s, 2H); 6.97 (d, 2H, J=8.8Hz); 8.09 (d, 2H, J=8.8Hz).

AAd 12.62.  2-FE-1-[[2-[(3-HIZEA# d]-6-HE-Eo}&=2[3,2-b][1,2,4] E|o}&-5-dHE]-4-2F =2
Aol E =2 E-1H-o| v| t}&-5(4H)-2
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<1932>
<1933>

<1934>

<1935>

<1936>

<1937>

<1938>

<1939>

<1940>

<1941>

<1942>

<1943>

<1944>

<1945>

<1946>

<1947>

ZIHS3d 10-2009-0038469

A4) 2 5-HERuE-2-(3-vEAHY)-6-ve-¥E
A&3 03y 12D)ell weh Az=sTh. A
< 22 *JOM JEH}EZEMOF’W(%% ?LHH Ato| F 2 AL/ o HolAlH o] E 80/20 oA 50/50). ArES
“‘?‘}\—H —Q—OE]E T’—TE]ME]'-

@ o
e
l-n:
%

8 64.2%
Rf (Afo]EF 2/ o EHolAEo]E 50/50): 0.2
NMR H (CDCly): 0.90 (t, 3H, J=7.3Hz): 1.39 (m, 2H): 1.69 (m, 4H); 1.90 (m, 6H); 2.40 (t, 2H, J=7.9Hz);

2.58 (s, 3H); 3.84 (s, 3H); 4.68 (s, 2H); 6.92 (dd, 1H, J=1.8Hz, J=7.2Hz); 7.31 (t, 1H); 7.65 (m, 1H);
7.71 (d, 1H, J=7.6Hz).

AN 13, E AZE A% S9H Ay

FYHoE A bR He HEAS UgHE FUAOE AFbET BIENAS AgEAY Tt A%

Z25d .
E‘%ﬂ%( Teq) & 1*7}—‘0—}@@ HWE -78 cow 1/\17& At Lo A=

n- 5 142X 23 HolE
S THES A2 16A17F ket HYolEw EZ JleRdsla HEZSlo| 2 F TS BRAHo
2 A et SEAHY. FodES = -r]OLV— =}ES 0°C°ﬂ"1 OS"J W gHe

A AZT]

=
Stk AoEs Aol JdHER FHeta EdEs WEdt —18°Ci ‘@Z}@P‘ﬁq. 874 =]
I

2 4 T of oaf Azx), BEsh F=A(1 WA 1.5eq), lEi}ﬂi e

(0.03eq) 3 4 FEhr ZHEUICIEIN §-<(leq WA Seq)~ 2 2 1,4-T 540l Bl vt

st obF wk adkekivk. ghebstell A = ST, Zol=s " ofAEe]Ed FHsfaL
2 AdOlE el Azstal, ofdstal gtetel M FRARY. dbeE A7

BEN(leq, FPHOE YFIAL A& 130 Bl 8 Ax), BB FEA(ler), HEDE Do
(0.03q) % 54 ZehG AR $(leq) S A 1,4-T1G4k] HoT, Wg EFBS DR o7
W, geselA 1L4-USae FHAdt. gelEe A9 oddelEd Hstm AFEE
ARG, §715S AF A= oA Azsta, olststa getatld FUAZ. TS AT ol
CEELIRESEE Y

gg s e

gl

Az wWE5AS FeAdl(le) s FRZEFA 5300, EFES
1 o 2

9ea)E A7l Rbg E9E



<1948>

<1949>

<1950>

<1951>

<1952>

<1953>

<1954>

<1955>

<1956>

<1957>
<1958>

<1959>

<1960>

<1961>

<1962>

<1963>

3 IS5 10-2009-0038469

aersk ARG, e

=

)

o ERRdReR FEddth £7158 AF Aslel=eln Axsn, ol
& AeAgeln AErkE e,

ANl 131 2-BE-1-[(3'-3ho| 22 A uho] 5] d-4-2 )W |-4-2 5 2 Apo] 2 8 - 1H-] 1] hE-5(4H)-&

Q?

2-FE-1-[(4-B2 R d) e ]-4-23 20| S 2 A -1H-o v hZ-5(4H) - (H A ] 12.48) F 3-3lo]| =FA] )
R EALS AFSEe] AEst A=y - (abd 130) S what ﬂl;o}“t} AES AT e A AR vtE DR
SIATHEE Tl Alo]F 2t/ HolAHOIE 8/2 oA 7/3). 2 A od7 FEFHAY

ﬂilﬂ

S 41.4%

Rf (Afo]ZF R/ o HolAH 0] E 60/40): 0.4
IR: vCO 1712 cm

MR ' (CDCl3): 0.77 (t, 3H, J=7.3Hz); 1.25 (m, 2H); 1.67 (m, 12H); 2.38 (t, 2H J=7.9Hz); 4.74 (s, 2H

J=1.7. 7.9Hz); 6.86 (dd, 1H, J=8.2Hz); 7.05 (m, 1H); 7.1 (m, 1H); 7.19 (d, 2H, J=8.2Hz); 7.32 (t, 1H
J=7.2Hz); 7.5 (m, 2H, J=8.2Hz).

Al 13.2 2-79-1-[(6'-FF L 2-3'-spo| =5 A nto] ¥ d-4-A ) v D | -4-2F] BALo| 22 H-1H-o| ¥| T}
Z-5(4H)-&

13.2.1 2-5E-1-[(6'-ZF 2 2-3'-H EAju}lo] H d-4- ) W & | -4- 23] Z AJo] Z 2 3 A -1[-o| n| T} Z-5(4H)--&

2-5E-1-[(4- B2 R d) g ]-4-2 T ZAFe] S 2 A -1H-o| W] thE-5(4H) -2 (2 A o] 12.48) 2 6-FF 2 2-3-1]
EAYEZS AMEste] e 227 vhEObY 13B) S whiEh AlzElh. AHES AEsbAdelA AzvtE
TS ATHEZE Tl Ate] SR/ HobAH O] E 8/2 oA 7/3). AES T 2R S5

& 66.6%
Rf (Afo]EF 2/ o EHolAEH o] E 70/30): 0.3

IR: vCO 1721 cm

MR H (CDC13): 0.88 (t, 3H, J=7.3Hz); 1.35 (m, 2H); 1.67 (m, 12H); 2.37 (t, 2H, J=7.9Hz); 3.83 (s,

3H); 4.73 (s, 2H); 6.84 (m, 1H); 6.92 (m, 1H); 7.08 (t, 1H, J=9.1Hz); 7.23 (d, 2H, J=7.9Hz); 7.52 (d,
2H, J=7.9Hz).

13.2.2 2-R8-1-[(6'-Z %2 2-3'-3to] == Alu}o] o d-4-2 ) v & |-4- 23] Z A} o] Z 2 8 2~ 1H-0] n] T}E-5(4H) &
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<1964>

<1965>

<1966>

<1967>

<1968>

<1969>

<1970>

<1971>

<1972>

<1973>

<1974>

<1975>

<1976>

<1977>

<1978>

<1979>

<1980>

ZIHS3d 10-2009-0038469

O
O
N

2-3--1-[(6' - 55 23" -] 5 A uho] o -4~ ) v & -4~ 223 2 A o] F2 8 21— 1] v T E-5(4ID) - & (4] o]
13.2.1)% AHgstel A%d SrEst Wy 133)011 e Azstlnh, AR desbagl A AzvhEe
S SATH( &% Ful Atel 2z e/ dobAlElol = 100/0 ol4 95/5). AHEE §4 Puw S5

TE 84.7%
Rf (=2 vE/vWe-2 95/5): 0.3

IR: vCO 1728 cm |

1
NMR H (CDCl3z): 0.79 (t, 3H, J=7.3Hz); 1.27 (m, 2H); 1.67 (m, 12H); 2.39 (t, 2H, J=7.6Hz); 4.74 (s,

2H); 6.8 (m, 1H); 6.86 (m, 1H); 7.02 (t, 1H, J=8.8Hz); 7.19 (d, 2H, J=8.2Hz); 7.47 (d, 2H, J=7Hz);
7.73 (s, 1H).

AAd 13.3 2-2d-1-[(3'-3lo| =& A vlo| s d-4-A ) v d ]-4,4-T] o D -1H-o| 1] T} E-5(4H) -

Ty

2-HE-1-[4-BE2rdAd)dE]-4 4-t)od-1H-0o]n|t}Z-54H) -2 (2 A o] 12.49) % 3-3fo|=E2A A HEALS
AHEEte] dEdt 2=y v (Y 130) S whel AlFREIT. RS At ZRuE Rt (EE
THl Alo]EF 2 A/ RHolAH O E 8/2 oA 7/3). AHEL WA uAZ FE5FJT

S 45.9%

Rf (Afo]ZF R/ ool EH o] E 60/40): 0.22
IR: vCO 1720 cm

MR I (CDC13): 0.76 (m, 9H); 1.32 (m, 2H); 1.58 (m, 2H); 1.9 (q, 4H, J=7.3Hz); 2.45 (t, 2H, J=7.9Hz);

4.74 (s, 21); 6.86 (dd, 1H, J=1.7, J=7.9Hz); 7.05 (m, 1H); 7.09 (d, 1H, J=7.9Hz); 7.31 (m, 3H); 7.51
(d, 2H, J=8.2Hz); 7.65 (s, 1H).

Ao 13.4 2-HE-1-[(6'-ZEF L 2-3'-3lo| =Z A ulo| H F-4-Y )& ]4,4-T] o D-1H-o] v T} Z=-5(4H) -2

13.4.1 2-5€-1-[(6'-ZEF 2 Z-3'-vEA|n}o] F d—4-d ) v & ]-4, 4-t] o & - 1H- o] ] U} Z-5(4H)

H
o
3.

2-HE-1-[(-E 2 ) mE 4, 4-H o D -TH-o v -5(4) —2 (A A o] 12.49) B 6-ZF L 2-3-m S A d 5.
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<1981>

<1982>

<1983>

<1984>

<1985>

<1986>

<1987>

<1988>

<1989>

<1990>

<1991>

<1992>

<1993>

<1994>

<1995>

<1996>

<1997>

<1998>

SIHE S 10-2009-0038469
2Abe ALgEte] dedt 227 WS (WY 13B)S uhet AZET. e S AEFbAded A AR eE s
H(&E Fuf Alo]F R A/ oEolAH Ol E 8/2 oA 7/3). AR A o A7 F=EFHAT}
& 50%
Rf (AlolE 284t/ o EolAH o E 60/40): 0.45

IR: vCO 1721 cm |

1
NMR H (CDCl3): 0.74 (t, 6H, J=7.6Hz); 0.89 (t, 3H, J=7.3Hz); 1.37 (m, 2H); 1.65 (m, 2H); 1.83 (q, 4H,

J=7.3Hz); 2.42 (t, 2H, J=7.2Hz); 3.82 (s, 3H); 4.72 (s, 2H); 6.84 (m, 1H); 6.91 (m, 1H); 7.07 (m, 1H);
7.29 (d, 2H, J=8.5Hz); 7.52 (d, 2H, J=7.3Hz).

13.4.2 2-59-1-[(6'-ZF 2 2-3'-slo] =E A ulol g d-4-L ) W& |4, 4-T] | D ——1H-o| 1| T} Z-5(4H) -

o
o
EN

S E-1-[ (6 -F . 2 -] A vho] # -0l ) ] ) -4- 2] 2 AL o] 2 28] A 1H-o0] 1] CFE-5(4H) - (4 Al
13.4.)& AHg3tel %% Sidst WPy 13B)e] Wb Alxslorh, Age A bAgeld AmnhEoe
S SHEE Tl At 2R A/ EOIE 8/2 oA 7/3). AHES WA RE FEHh

& 41.9%
Rf (AFe]E 235t/ dolAEH o] E 60/40): 0.2

IR: vCO 1738 cm

MmlH(ﬂEb)2074(m 9H); 1.27 (m, 2H); 1.55 (m, 2H); 1.89 (q, 4H, J=7.6Hz); 2.45 (t, 2H, J=7.9Hz);
4.73 (s, 2H); 6.83 (m, 2H); 7.02 (t, 1H, J=9.3Hz); 7.27 (m, 2H); 7.47 (d, 2H, J=7.6Hz); 8.1 (s, 1H).

AN 135 2-3g-1-[(3'~3ho| 22 A 2-m| P vk o] 5] d-4- 2 ) W) |-4-2 7] 2 Apo] 2 8 A1-TH- o] W]} &-

5(4H)-<
(L
O
%

2-RE-1-[(4-B2r-3-vEfd) g ]-4-AT ZAlo| F R A -1-o|u| t}Z-5(4H)-< (AA]d 12.50) @ 3-3}0]
2N B EAS AFESle] A4d A2=7] v 130) S wet Axs Y. AHES A gtAAe A Z 20
Eafsiti(&F ol Aol S 2/ dolAHolE 8/2 oA 7/3). AHE 3N IAR FEHAT

& 75%
Rf (Afo]EF 2/ o HolAH o] E 60/40): 0.4

IR: vCO 1727 cm

MR H (CDC13): 0.8 (t, 3H, J=7.3Hz); 1.29 (m, 2H); 1.69 (m, 12H); 2.23 (s, 3H); 2.42 (t, 2H, J=8.2Hz);

4.69 (s, 2H); 6.83 (m, 3H); 7.02 (m, 2H); 7.16 (d, 1H, J=7.9Hz); 7.28 (m, 1H).
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<1999>

<2000>
<2001>

<2002>

<2003>

<2004>

<2005>

<2006>

<2007>

<2008>

<2009>

<2010>

<2011>

<2012>

<2013>

<2014>

<2015>

ZIHS3d 10-2009-0038469

AAl] 13.6 2-FE-1-[(3'-3to| =FAluto| #'d-3-A) W & | -4-2 3] ZALo| S 2 A - 1H-0| v T}E&-5(4H) -2

3
OH

2-HE-1-[(3-E 2R Y)H g ]-4-23 ZAlo] F 2 A Y -1H-o] v th=E-5(4H) -2 (H A o] 12.51) E 3-3}o] =ZA] ¥
JdB 228 AFgsle] Aed A2=7]) 9y 1830) 8wkl A%} *P%% A FtAg A A Z2eE ety
SIATHEZE Y Alo]ZFZE A/ o HolAH o] E 60/40). e FA od7 $5F o},

T8 76%
Rf (A folEl 2/ EolAE o] E 60/40): 0.36

IR: vCO 1722 cm

MR T (CDC13): 0.77 (t, 3H, J=7.3Hz); 1.25 (m, 2H); 1.53 (m, 2H); 1.85-2.07 (m, 8H); 2.35 (t, 2H,

J=7.6Hz); 4.75 (s, 2H); 6.84 (ddd, 1H, J=8Hz, J=2.4Hz, J=0.8Hz); 7.03 (d, 1H, J=1.4Hz); 7.04 (m, 1H);
7.09 (d, 1H, J=7.8Hz); 7.23 (d, 1H, J=8.0Hz); 7.33 (m, 1H); 7.36 (t, 1H, J=7.8Hz); 7.45 (dt, 1H,
J=7.6Hz, J=1.7Hz); 8.11 (s, 1H).

AAle] 13.7 2-FE-1-[(2'-3}o| =FAluto| #l'd-3-A) W& | -4-2 3] ZALo| S 2 A - 1H-0| 7| T}E-5(4H) -2

G
p

2-38-1-[ (3-DL2 B3 D) W ® | -4-223] 2 4] F 2 A Y- 10| M| -5 (4I)-2 (A Al o] 12.51) 2 2-3ho] = A5
UEAE ALgle] A%T 227] MR 13D weh AZSAT e AuAgel ek
SATHEF Aol Fzt/o HoblElol = 70/30). AHEE P4 0% F5HT

Rf (A5l 62/ EolAlElo] E 70/30): 0.43
IR: vCO 1724 cm
NMR 'H (CDCls): 0.78 (t, 3H, J=7.2Hz): 1.25 (m, 2H, J=7.5Hz): 1.55 (m, 2H, J=7.5Hz); 1.80-2.04 (m, 8H);

2.34 (t, 2H, J=7.5Hz); 4.73 (s, 2H); 6.94 (m, 2H); 7.10-7.25 (m, 3H); 7.35-7.45 (m, 3H); 7.63 (s, 1H).

A4 13.8 2-BE-1-[(3'-3lo]| =& A|-6'-Z 2 g} o| H| d-4- Y )W e |-4-A X ZA}o| FZ HE-1H-o| | T} -
5(40)-2

13.8.1 2-58-1-[(3'- V1 % A|-6' - 2 2 Fupo] 9] d-4- 2 ) v & ] -4-2-3) £ A o] F 2 A1 - -] v THE-5(41D) &
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<2016>

<2017>

<2018>

<2019>

<2020>

<2021>

<2022>

<2023>

<2024>

<2025>

<2026>

<2027>

<2028>

<2029>

<2030>

<2031>

<2032>

<2033>

<2034>

ZIHSd 10-2009-0038469

2-RE-1-[(4-B2rHd)md]-4-23 2Alo] 2 A E-1H-o|n t}E-54H) -2 (2 A ¢ 12.52) B 3-HEA|-6-Z2
Ao d R EZ2N(B-BER-4-T2 ol & (¢ 10.2.2)5 AFEslY] d&dt Py 1340w AxR)S AL
sto] Aedt ~27] RR0TH 13A) S mEl Alxselth. RS AegtAdd A ARutE 28 v (EE
A folu 2/ ol H ol E 8/2 oA 6/4). 2L A o A7 FEHJT,

T8 60%
Rf (AfolE 2/ EolAEl o] E 60/40): 0.5

IR: vCO 1719 cm

NR H (CDCl3): 0.78 (t, 3H, J=7.3Hz); 0.86 (t, 3H, J=7.3Hz); 1.28-1.47 (m, 4H); 1.52-1.64 (m, 2H);

1.81-2.04 (m, 8H); 2.31-2.38 (m, 2H); 2.41-2.48 (m, 2H); 3.79 (s, 3H); 4.73 (s, 2H); 6.71 (d, 1H,
J=2.8Hz); 6.85 (dd, 1H, J=8.4Hz, J=2.8Hz); 7.16-7.20 (m, 3H); 7.28 (d, 2H, J=8.4Hz).

13.8.2 2-RE-1-[(3'-3fo| =5 A|-6'-Z 2 g o H d-4-A ) v & | -4-2=3] ZALo] S 2 A -1H-| W thE-5(4H) -

2-5-E-1-[(3' - HA]-6' -2 gnlo] ¥ d-4-<d ) v | -4-29] R ALo] F R A -1H-0] V| ThE-5(41) - (Al
13.8.1)& Abgate]l A&d @olgs) v (g 3B)°ﬂ e AzSGT RS AelsbAe N AzelEe)
e H(EEe IR/ 2 100/0 oA 95/5). Ab=e wlo|A| A T F5H AT,

T8 96%
Rf (Aol 2/ el o] E 80/20): 0.55

IR: vCO 1726 cm

1
NMR H (CDCls): 0.71-0.80 (m, 6H); 1.16-1.54 (m, 6H); 1.82-2.03 (m, 8H); 2.33-2.44 (m, 4H); 4.72 (s,
2H); 6.65 (d, 1H, J=2.6Hz); 6.79 (dd, 1H, J=8.3Hz, J=2.6Hz); 7.11-7.26 (m, 5H).

AAd 13.9 2-2d-1-[(4'-3lo| =F A vlo] Y -3-Y )W E | 4-23 ZAlo| F 2 #E-1H-o| v| T} &-5(4H) -2

Y-1-[(3- B2 R ) & ]-4-23] 2Abo] F 2 - 1li-o] M hE-5(4ID-S (DA o] 12.51) 2 4-so] =53]
HELS Agete] AT 227 WECPE 1302 weh Axsgh, AR Aesbasel A AzvE el
CHEE ) A Fol el =/ gol Aol = 80/20 A 70/30). AHBE FA oA FEHA,

e
i

}

T8 82%

ol
%4,

Rf (Aol g2/ ol ol E 70/30): 0.5
R: 000 1725 cm

NR H (CDCl3): 0.83 (t, 3H, J=7.3Hz); 1.23-1.34 (m, 2H); 1.51-1.63 (m, 2H); 1.82-2.06 (m, 8H); 2.32-

2.38 (m, 2H); 4.76 (s, 2H); 6.61 (s, 1H); 6.9 (d, 2H, J=8.6Hz); 7.09 (d, 1H, J=7.4Hz); 7.34-7.47 (m,
41).
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<2035>

<2036>

<2037>
<2038>

<2039>

<2040>

<2041>

<2042>

<2043>

<2044>

<2045>

<2046>

<2047>

<2048>

<2049>

SIHESI 10-2009-0038469
AA ¢ 13.10 2-RE-1-[(2'-EF 2 2-3'-Fo| EZA|ulo] H d-4-Y ) v e |-4-2 5] 2 Ao S 2 A E-1H-0] v] T}
Z-5(4H)-2

13.10.1 2-%"-1-[(2'-EF e 2-3-m A Hlo] o] d-4- ) W & | -4-2= 9] 2. Afo] S =3l - 1H-o] W] tF&-5(4H) -2

N;
e
2-1g-1-[(4-BErdd)dd]-4-~d ZAlo| F 2 A E-1H-o| 1| t}E-5(4H) - (A A o] 12.52) % 2'-ZF Qo 7-

S-HEAFE LB 2SS AFREe] AEd A7) vS(CTE 13B) S wEk AXSETE AHES AggbAdA A=
ol 12 ] G TH(EE N Ao E| 2/ "ol Elo] E 80/20 oA 40/60). AHEL A o7 FELHQT).

T8 67%
Rf (AFolE 2/ dolAlH ol E 40/60): 0.5

IR: vCO 1721 cm

MR H (CDC13): 0.86 (t, 3H, J=7.3Hz); 1.26-1.41 (m, 2H); 1.52-1.64 (m, 2H); 1.81-2.05 (m, 8H); 2.31-

2.37 (m, 2H); 3.92 (s, 3H); 4.72 (s, 2H); 6.92-7.00 (m, 2H); 7.10 (dd, 1H, J=8.0Hz, J=1.2Hz); 7.23 (d,
2H, J=8.2Hz); 7.52 (dd, 2H, J=8.2Hz, J=1.5Hz).

13.10.2 2-H9-1-[(2'-E 22 2-3'-3ko| == A o] 5 U-4-9) v] €] | ~4-2~ 7] 2 A}o] 2 & A & -1H-o0] 1] hE-5(4H) -

K
O
%

2-HE-1-[(2'-EF L 2-3-v| S A nto]H d-4-A ) W & | 4-3] ZALo] F 2 A E-11-0] v] T} Z=-5(4H) -2 (A Al 4
13.10.1)& AMg&te] A3 @rdsl 933y 183B)el wet AxsFut. AES AgstAi AzutEa
IEAHEZY tS22de/ehe 98/2). A B4 Fus F5H

T8 79%
Rf (AFolEl 2/ dolAH ol E 20/80): 0.6
NMR 'H (CDCly): 0.78 (t, 3H, J=7.4Hz); 1.19-1.28 (m, 2H): 1.47-1.56 (m, 2H); 1.86-2.06 (m, 8H); 2.33-

2.40 (m, 2H); 4.73 (s, 2H); 6.82-6.88 (m, 1H); 6.92-7.05 (m, 2H); 7.21 (d, 2H, J=8.2Hz); 7.48 (d, 2H,
J=8.0Hz).

AAd 13.11 2-5d-1-[(3'-3}o| EZA|-4"'-H| A H}o| | I -4~ ) W & | -4- 23] 2 A} o] S 2 HE-1H-0| 1| T} &~
5(40)-2
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<2050>

<2051>

<2052>

<2053>

<2054>

<2055>

<2056>

<2057>

<2058>

<2059>

<2060>

<2061>

<2062>

<2063>

ZIHS3d 10-2009-0038469

2-RE-1-[(4-B2RHd)w g |-4- A3 Z2Alo] F 2 € -1H-o]| 7| T}Z-5(4H) - (A A o] 12.52) @ 3-8lo] =EA|-4-
HEAHEHEANS AFEete] A4dt 227 v 130wl AxET. AES AgstAstelA I =2u)
Eagtgegdi (2 P AfdEIZ/dEelAElo]E 80/20 oA 60/40). AFEL gle A uA=
T’—TE]ME]'-

T8 69%
Rf (Aol Z/ddolAE o] E 40/60): 0.4

IR: vCO 1730 cm

MR H (CDC13): 0.85 (t, 3H, J=7.3Hz); 1.26-1.37 (m, 2H); 1.51-1.63 (m, 2H); 1.81-2.02 (m, 8H); 2.30-

2.36 (m, 2H); 3.92 (s, 3H); 4.70 (s, 2H); 5.97 (sl, 1H); 6.91 (d, 1H, J=8.4Hz); 7.06 (dd, 1H, J=8.3Hz,
J=2.2Hz); 7.16-7.20 (m, 3H); 7.50 (d, 2H, J=8.2Hz).

AAle] 13.12 2-FE-1-[(6'-o2-3"'-3lo]| =F A vto| # d-4-U ) | & | -4- 23] ZALo| S 2 AL -1H-0| | T} E-
5(4H)-=

13.12.1 2-39-1-[(6'-o &-3' -v| ZA|vlo] | d-4-L ) W & | -4-251] 2 A}o| F 2 A Y -1H-o] v t}E-5(4H)-&

Rf (ASoE 2/ eolAE|o]E 60/40): 0.35
IR: vC0 1718 cm

MR H (CDCl3): 0.85 (t, 3H, J=7.3Hz); 1.04 (t, 3H, J=7.5Hz); 1.29-1.38 (m, 2H); 1.54-1.62 (m, 2H);

1.82-2.05 (m, 8H); 2.34-2.37 (m, 2H); 2.47-2.52 (m, 2H); 3.78 (s, 3H); 4.73 (s, 2H); 6.72 (d, 1H,
J=2.8Hz); 6.86 (dd, 1H, J=8.7Hz J=2.8Hz); 7.18-7.21 (m, 2H); 7.29 (d, 3H, J=8.1Hz).
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<2064>

<2065>
<2066>

<2067>

<2068>

<2069>

<2070>

<2071>

<2072>

<2073>

<2074>

<2075>

<2076>

<2077>

<2078>

ZIHS3d 10-2009-0038469

13.12.2 2-FE-1-[(6'-o &-3'-3o] =& A nlo] | d-4-d ) v & | -4- 23] 2 ALo] E 23 E-1H-o] W] v} Z-5(4H) -

’ 3.%

2-F9-1-[(6' -l E-3' v S A upo] sl d-4-< ) vl © | -4-29] 2 Abo] S 2 A H-1H-o| M| Th5-5(4H) -2 (A A] o]

13.12.1)& AHg3te]l A&3 gl uk3( Jt‘d 13B)ll wka} zﬂiﬂsﬁﬂ AHES A gpAsdel A ArvtE )
et {E T tEF 22 e/ e 100/0 oA 95/5). ol x| A Bure 59T}
S8 91%

RE (Arolel /o FolAge] E 20/80): 0.65

MR H (CDC13): 0.84 (t, 3H, J=7.3Hz); 1.03 (t, 3H, J=7.5Hz); 1.27-1.42 (m, 2H); 1.57-1.69 (m, 2H);

1.98-2.12 (m, 8H); 2.41-2.50 (m, 4H); 4.83 (s, 2H); 6.66 (d, 1H, J=2.7Hz); 6.83 (dd, 1H, J=8.3Hz,
J=2.7Hz); 7.14-7.18 (m, 3H); 7.29 (d, 2H, J=8.1Hz).

AAle 13.13 2-78-1-[(3'-3o| =EFA|-4'-o] &R Prlo| 3 d-4-U) M| E | -4-23] ZALo| 22 M E-1H-o] 7|t}
E-5(4H)-=

13.13.1 2-F"-1-[(4'-o] 2F-d-3' -v| FEA| nlo] d d-4-<d ) v d | -4- 23] 2 Ao F 2l E - 1H-o] v v -5 (4H) -

K
&
7,

-5 e-1-[(4-B 2 e d)d]-4-23 ZAlo| F 2 A Y-1H-o | tZH-5(4H)-L (A 1] ¢ 12.52) E 4-0] A E-3-1

EXNH YR EA(3-BEF-6-0] AR Eol& (A4 10.3.3)2 Abgste] ALd WHE 1300 wat Axg)

—% A}&é}ﬁ Aedt ~227) vgOFH 13B)S whet Alxsqlth. AHES AEgpAded A A ZvelE ey el
Z Tl AfolEE/dEolAH O E 80/20 oA 70/30). AHEL A odz FEHIL.

FE 79%
RE (A} ol B2 /ol QoA Hl o] £ 60/40): 0.4

IR: vCO 1718 cm

MR H (CDC13): 0.83-0.93 (m, 9H); 1.26-1.40 (m, 2H); 1.52-1.64 (m, 2H); 1.81-2.04 (m, 9H); 2.31-2.37

(m, 2H); 2.51 (d, 2H, J=7.1Hz); 3.85 (s, 3H); 4.71 (s, 2H); 7.02-7.15 (m, 3H); 7.21 (d, 2H, J=8.1Hz);
7.55 (d, 2H, J=8.1Hz).

13.13.2 2-FE-1-[(3'-slo| =E5A| 4" -o| A F e -vlo|H d-4-U) | & | -4-2F] ZALo| E 2 H E -11-°] 7] ThE-5(4H) -
KeX

L.
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<2079>

<2080>

<2081>

<2082>

<2083>

<2084>

<2085>

<2086>
<2087>

<2088>

<2089>

<2090>

<2091>

<2092>

ZIHS3d 10-2009-0038469

2-RE-1-[(4'-0] A RE-3' -H| E A ulo] H d-4-L )W & | -4-2 3] ZAlo] 2 A & -1[-o]| m] T} ZF-5(4H) -2 (AA 4
13.13.1)& Abgete] A%3 grest vk (Y 1313)011 upe} A2t S A gbAldel A A=ntE e
A tHEEY S22 e/meE 95/5). AHES A FuE 559

=% 92%
Rf (Aol Z/dgolAEl o] E 20/80): 0.7

IR: vCO 1728 cm

MR H (CDCl3): 0.73 (t, 3H, J=7.3Hz); 0.94 (d, 6H, J=6.6Hz); 1.18-1.28 (m, 2H); 1.48-1.66 (m, 2H);

1.88-2.09 (m, 9H); 2.34-2.38 (m, 2H); 2.53 (d, 2H, J=7.1Hz); 4.72 (s, 2H); 7.03 (m, 2H); 7.11-7.16 (m,
3H); 7.46 (d, 2H, J=8.3Hz); 8.91 (s, 1H).

AAle 13.14 2-F2-1-[(3'-3}o] =FA|-3-H| 5 A| vl o] ¥ d-4- ) W & | -4-=F] 2ALo| 2 AL -1H-°| v} &~

5(4H)-&
H
;
Q oH

-1 g-1-[(4-B 2 R-2-HEAHY)Hd]-4-~3 ZAlo] FE A E-1H-0] 1|t} Z-5(4H) - (A A o] 12.53) L 3-3}0]
CE2AHYEEAS ALgEte] Aed ~=7] vh(3Y 130)S wEt Axeth. AES A gtAs s 2 z2at
EOISAtH (&= Aol 2/ oA El ol E 60/40). A& MA AR F5EA.

5 76%
Rf (AfoEl 2/ EolAEl o] E 60/40): 0.22

IR: vCO 1727 cm

MR H (CDC13): 0.80 (t, 3H, J=7.5Hz); 1.22-1.37 (m, 2H); 1.51-1.63 (m, 2H); 1.88-2.11 (m, 8H); 2.40-

2.46 (m, 2H); 3.88 (s, 3H); 4.78 (s, 2H); 6.88 (dd, 1H, J=7.5Hz, J=1.3Hz); 7.04-7.10 (m, 5H); 7.27-
7.34 (m, 1H); 8.86 (s, 1H).

AAld 13.15 2-FE-1-[(3'-Fo| EFA-6"-o| R d-Hlo|dd-4- ) v " |-4-2 9 RALo| 2 2 A -11-o| ¥ o}
Z-5(4H)-2
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<2093>

<2094>

<2095>

<2096>

<2097>

<2098>

<2099>

<2100>

<2101>

<2102>

<2103>

<2104>

<2105>

<2106>

<2107>

ZIHS3d 10-2009-0038469

13.15 .1 2-%"-1-[(6'-0] A} E-3' -1 = A ulo] i d-4- ) v &) |-4-2 3] ZA}o] F 2 &l -1H-0] v t}=-5(4H)-=

2-Rg-1-[(4-BErHd)Hd]-4-~3 2 Alo] F 2 A E-1H-o] vt} Z-5(4H)-& (A ¢ 12.52) 2 6-0] AF-g-3-H]
EAF YR EAH(3-H R R -4-0] p R F ol & (A A 10.3.2)5 AMEste dEd THOEY 1306l meh Alxd)
S AbgEte] AEF 2z S8 13B)S wEh Axdsith. AES AesbAdeA AzvieasteEliv
£ 7l AR el 2/ olAlH o] E 80/20 oA 70/30). AHEL A 0 dR FEEIT

8 79%
Rf (Aol 2/ dolAEl o] E 40/60): 0.6

IR: vCO 1724 cm

MR H (CDCl3): 0.70 (d, 6H, J=6.6Hz); 0.86 (t, 3H, J=7.3Hz); 1.28-1.38 (m, 2H); 1.54-1.62 (m, 3H);

1.83-2.07 (m, 8H); 2.32-2.39 (m, 4H); 3.78 (s, 3H); 4.74 (s, 2H); 6.71 (d, 1H, J=2.7Hz); 6.83 (dd, 1H,
J=8.41z, J=2.7Hz); 7.14 (d, 1H, J=8.4Hz); 7.17 (d, 2H, J=8.0Hz); 7.26 (d, 2H, J=8.0Hz).

13.15 .2 2-F-E-1-[(3'-3}o]| EEA]-6' ~o] - e -nlo] H -4~ ) v & | -4- 23] ZA}o] F 2 A E - 1H-o] v| U} &~
5(4H)-=

2-F9-1-[(6' -] & F-E-3" - F A ulo] # d-4-) | & | -4-2 ] 2 ALo] S =

}—‘

—1H-o) ] tF=-5(4H) - (A A] 4
13.15.1)& AFg3te] A& dugs) vy 13B)ol wpel AlZzedtt. AES A A F2ntE e}
PR ETH] P22 E/wekS 100/0 oA 98/2). AHEL A Btz L= Qi)

& 100%
R (Aol B2 /o obA o] £ 20/80): 0.7

IR: vCO 1730 cm

MR H (CDC13): 0.69-0.78 (m, 9H); 1.18-1.32 (m, 2H); 1.45-1.62 (m, 3H); 1.87-2.09 (m, 8H); 2.35-2.42

(m, 4H); 4.76 (s, 2H); 6.70 (d, 1H, J=2.6Hz); 6.82 (dd, 1H, J=8.3Hz, J=2.6Hz); 7.08 (d, 1H, J=8.3Hz);
7.16 (d, 2H, J=8.2Hz); 7.24 (d, 2H, J=8.2Hz); 9.01 (s, 1H).

AA 4] 13.16 2-FE-1-[(2-E-3'-3to]| =F A vtolH d-4-d ) v | -4-2 9] ZAto| S 2L -1H-0| v T} &~
5(4H)-=
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<2108>
<2109>

<2110>

<2111>

<2112>

<2113>

<2114>

<2115>

<2116>

<2117>

<2118>

<2119>

<2120>

<2121>

<2122>

ZIHS3d 10-2009-0038469

K
O
s

2-5E-1-[(4-B2R-3-odud) v g ]-4-23 Z Aol Z 2 A E-1H-o] v thE-5(4H) - (A Al o] 12.54) B 3-3lo|=
SAAYEZS AMEste] e 227 bSO 130) S wEt Alzselth. S AEsbAdelA AzvtE
23S RATHEE N A frell 2/ FelAlEl o] E 80/20). AHES wlo| A A AR F5E Yt

TE 64%
Rf (A G2/ EolAElo]E 60/40): 0.48

IR: vCO 1732 cm |

MR H (CDCl3): 0.73 (t, 3H, J=7.5Hz); 1.04 (t, 3H, J=7.5Hz); 1.20-1.35 (m, 2H); 1.49-1.58 (m, 2H);

1.86-2.08 (m, 8H); 2.38-2.45 (m, 2H); 2.58 (q, 2H); 4.73 (s, 2H); 6.77-6.80 (m, 2H); 2.87 (d, 1H,
J=7.51z); 7.01 (d, 1H, J=7.5Hz); 7.07 (s, 1H); 7.15 (d, 1H, J=7.5Hz); 7.27-7.30 (m, 1H); 8.55 (s, 1H)

AAl] 1317 2-F-E-1-[(6'-Alo}=-3' -3l EF A Hlo| H d-4-A) M| D ]-4- 2T 2ALo| F 2 A -1H-| W] ThE-

5(40)-=
H
s
= Mo

2-5-9-1-[(4-(4,4,5,5- Bl E&}HE-[1,3, 2] o] AL 2 &-2-A) H ) i & |-4-~F] ZALo| F 2 e -1H-o] v T} &~
54N - (AN ¢ 12.55) 2 2- fa£461ciﬂﬂzuEaC“ﬂﬂlo®E*H%}iZﬁﬁvzﬁlﬁ%ﬁﬁ
Ho1BAS ek AxsT. eSS 2 2 /o eolAE el E
80/20 oA 50/50). AFEL A %iﬁé ﬁF Eﬂﬁﬂf%

& 30%

Rf (Aol g2/ ElolAEo]E 40/60): 0.3

MR H (CDC13): 0.83 (t, 3H, J=7.3Hz); 1.22-1.28 (m, 2H); 1.51-1.59 (m, 2H); 1.80-1.99 (m, 8H); 2.34-

2.40 (m, 20); 4.75 (s, 2H); 6.92 (dd, 1H, J=8.6Hz, J=2.3Hz); 6.95 (d, 1H, J=2.3Hz); 7.24 (d, 2H,
J=8.1Hz); 7.51 (d, 2H, J=8.1Hz); 7.56 (d, 1M, J=8.6Hz); 9.86 (s, 1H).

AAld 13.18  2-RE-1-[(2-WISA-3" -3 EF A uto 3 d-4- ) vl D | -4-2 3] 2ALo| S 2 A - 1H-0| P THE-
5(4H)-2

-1 g-1-[(4-B 2 R-3-HEAH L) d]-4-~3 ZAlo] F R A G -1H-0] 1| tFZ-5(4H) - (A A o] 12.56) L 3-3}0]
CE2AHYEZAS ALgete] AEd ~=7] vh(3Y 130)S wEt Alxeth. AES A gtAst A Fz2at
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<2123>

<2124>

<2125>

<2126>

<2127>

<2128>

<2129>

<2130>

<2131>

<2132>

<2133>

<2134>

<2135>

<2136>

<2137>

<2138>

<2139>

ZIHS3d 10-2009-0038469

B98It (&& 9 Aol H /oAl E ] E 60/40).

24
it
o

oM nAE FEHT.
& 78%
Rf (M-Soe|2/o|eolAEH ol E 60/40): 0.25

IR: vCO 1725 cm |

NR H (CDCl3): 0.72 (t, 3H, J=7.5Hz); 1.06-1.21 (m, 2H); 1.28-1.40 (m, 2H); 1.81-2.07 (m, 10H); 3.77
(s, 8H); 4.70 (s, 2H); 6.60 (s, 1H); 6.77-6.87 (m, 4H); 7.18-7.29 (m, 2H); 8.48 (s, 1H).

AAld 13.19 2-57E-1-[(3'-3o| =5 A|-3-m -l o| | d-4-U) M| B | -4-23] ZALo| EZ2HE-1H-o| W] T} &~

5(4H)-<
K
3
AS

2-FE-1-[(4-B e R-2-vE e d) v d]-4-29] 2 Ato] G R MY -1H-o| V] thE-5(4H) - (Al o] 12.57) B 3-3fo|=
SASERZARS AHgate] e 227] vy 130w Alzskglth. eSS deybAdeA AmntE
eI S THEE S Aol Hl 2/ HetAlH ol E 80/20). AHES T4 ez F5H

58 1%
Rf (Afroll el /ool HlelE 60/40): 0.5

IR: vCO 1718 cm

MR H (CDC13): 0.78 (t, 3H, J=7.5Hz); 1.20-1.35 (m, 2H); 1.50-1.62 (m, 2H); 1.95-2.14 (m, 8H); 2.32-

2.38 (m, 5H); 4.76 (s, 2H); 6.85-6.93 (m, 2H); 7.09 (s, 1H); 7.12 (s, 1H); 7.27-7.35 (m, 2H); 7.41 (s,
1H); 8.64 (s, 1H).

AN 13.20 2-FE-1-[[2-[(4-Fe|=F A d]-6-vE-E|o}E2[3,2-b][1,2,4] EE| o} Z-5-L ] & ] 4-29]
2ol 22 MG -1H-o v E-5(4) -2

2-FE-1-[[2-[ 4-H EA H L ]-6-HE-Elo} =2 [3,2-b][1,2,4] ER]o}Z-5-L & |-4-~3] 2 Alo| F 2 A E-1H-
olHFE-5(4D) -2 (Al 12.61)& AMg3ste] dedt Evds}l vk-g-(4% 13B)9 tﬂra} A x5S
FFAA A A 2ulE et At g2 2 e/ Heke 90/10 oA 70/30). AHER&
A

5 70.2%

= g“
=

Rf (YE2=2veh/vek-E 90/10): 0.1

IR: vCO 1727 cm |
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<2140>

<2141>

<2142>

<2143>

<2144>

<2145>

<2146>

<2147>

<2148>

<2149>

<2150>

<2151>

<2152>

<2153>

<2154>

<2155>

ZIHS3d 10-2009-0038469

MmlH(ﬂEb)2094(L 3H, J=7.6Hz); 1.42 (m, 2H); 1.70 (m, 6H); 1.95 (m, 4H); 2.48 (t, 2H, J=8.2Hz);
2.63 (s, 3H); 4.78 (s, 2H); 6.89 (d, 2H, J=8.8Hz); 8.02 (d, 2H, J=8.8Hz).

AN 13.21  2-RB-1-[[2-[(3-F| =S A3 d]-6-mB-E o} EZ[3,2-b][1,2,4] E] o} &-5- AW B ]-4-2]
ZAbo| 2 A E-1H-0] v ThE-5(4H)-&

2-3-1-[[2-[ (3~ S A 9 ]-6- ] W ¥ o} 2 [3,2-b1[1,2, 4] 2 2] 0} -5~ v & ]-4- =] 2 Afo] S 2 A -11I-
oM -5~ (Aol 12.62)% AFEate] A&d Dulgs) M (I 13B)el we Az Age A2
Aol AmvtEael AT &7 HERER/ e 05/5). ARE WA B S5H.

S5 63.9%
Rf (Alo]ZF 28 A/oHolAEo]E 50/50): 0.1

IR: vCO 1727 cm |

1
NMR H (CDCl3): 0.93 (t, 3H, J=7.3Hz); 1.44 (m, 2H); 1.83 (m, 10H); 2.50 (t, 2H, J=7.6Hz); 2.65 (s,
3H); 4.80 (s, 2H); 6.92 (m, 1H); 7.33 (t, 1H, J=7.9Hz); 7.66 (m, 1H); 7.71 (d, 1H, J=7.6Hz).

AN 13.22  2-3F-1-[(3'-3H0 =B A-2- T 2 B-vho] | d-4-) D |-4- 2 2 Aol 22 A Y- 1H-o] ] T} E-

5(41)-<
K
)
s

2-H1g-1-[(4-BER-3-Z 2D d)vd]-4-~3 ZAlo]| F R A E-1H-0] 1|t} Z-5(4H)-& (A A o] 12.58) L 3-3}0]
2N I B EAS AFREY] A4d 2=7bSC3Y 130)0 wEl A xsg . RS Ao g =Zne)
Eagtgsgti($E AfaEZ/dEolAEH o E 80/20). AHEL FAl oAz FEE QT

5 68%
Rf (AFoE 2/ dolAlH o] E 60/40): 0.48

IR: vCO 1722 cm

NR H (CDC13): 0.74-0.81 (m, 6H, J=7.5Hz); 1.23-1.32 (m, 2H); 1.40-1.60 (m, 4H); 1.89-2.10 (m, 8H);

2.39-2.45 (m, 2H); 2.55 (t, 2H, J=7.5Hz); 4.73 (s, 2H); 6.75-6.89 (m, 3H); 6.99 (d, 1H, J=7.5Hz); 7.06
(sl, 1H); 7.14 (d, 1H, J=7.5Hz); 7.24 (t, 1H, J=7.5Hz); 9.12 (s, 1H).

AAled 13.23  2-RE-1-[(3'-So| EFA-6' - EZu}o 3 d-4-A ) D | -4-2 5] 2ALo| S 2 A - 1H-0| P THE-
5(4H)-2
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<2156>

<2157>

<2158>

<2159>

<2160>

<2161>

<2162>

<2163>

<2164>

<2165>

<2166>

<2167>

<2168>

<2169>

<2170>

ZIHS3d 10-2009-0038469

H
@
f,

-(4,4,5,5-8Eg}tE-[1,3,2] 0] A B 2 e-2-) #| d ) W & | -4-~ 3] 2 Afo] E 2 | el -1H-o] n| T} -
Jol 12.55) % 3-HRXA-UEZWES AFEsle] &3 ézﬂ FES-OH 130) & whEl A8k
S Aol A AZrEISI A HEEY M Folel 2/ dolMEH ol E 80/20 oA 60/40). AHE

8 oz FEHUG

T8 33%

rﬁ
—
>

Rf (M-Soe| =2/ oA EH ol E 60/40): 0.55
IR: 000 1724 cm

MR H (CDCl3): 0.85 (t, 3H, J=7.3Hz); 1.25-1.4 (m, 2H); 1.51-1.65 (m, 2H); 1.81-2.03 (m, 8H); 2.31-

2.37 (m, 2H); 4.74 (s, 2H); 7.18 (dd, 1H, J=8.8Hz, J=1.9Hz); 7.28 (d, 2H, J=8.3Hz); 7.32 (d, 1H,
J=1.9Hz); 7.59 (d, 2H, J=8.3Hz); 8.14 (d, 1H, J=8.8Hz); 10.66 (s, 1H).

AAd 13.24 2-59E-1-[(3'-Flo|=EA|2-EEZEF 2rdnloldd-4-d )M | 4-23 ZAlo| F 2 E-1H-9]
" o} &-5(4H)-&

RF

2-Fd-1-[(4-BRE-3-EZF e ard s d) g ]-4-29 2 Aol F 2 Y -1H-o] v th5-5(4H) -2 (A Al o] 12.59)
2 3-SPol EF A B EARS AFESte] e A7) vy 13A)° utet Alzsheint. AEs A7l
A AmvtE 3]s eH(EE Y A frolHZ/d gt H ol E 70/30). AHES S AR F5EA

& 75%
Rf (Aol Z/ddolAE o] E 60/40): 0.54
IR: vCO 1735 cm

MR H (CDC13): 0.77 (t, 3H, J=7.5Hz); 1.21-1.36 (m, 2H); 1.47-1.59 (m, 2H); 1.88-2.05 (m, 8H); 2.38-

2.44 (m, 2H); 4.79 (s, 2H); 6.82 (s, 2H); 6.91 (d, 1H, J=7.5Hz); 7.24-7.39 (m, 3H); 7.49 (s, 1H); 8.65
(s, 1.

AAd 13.25 2-FE-1-[(3'-3to| EFAI-2-H ERvdu}o]d d-4-) | ]-4-23] BALo| 2 D -1H-0| | T-&-

5(4H)-2
K
; '
o
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<2171>

<2172>

<2173>

<2174>

<2175>

<2176>

L2177>

<2178>

<2179>

<2180>

<2181>

<2182>

<2183>

<2184>

<2185>

<2186>

ZIHS3d 10-2009-0038469

2-HE-1-[(4-BE2RE-3-UEZH ) ]-4-23 2Alo] F 2 A e -1H-o| v t}ZE=-5(4H) -2 (2 A] ¢ 12.60) B 3-3}]
2N I BEAS ALESle] A4 227 WS 130) S ot Axs Y. AHES A gtAAe A ZZe)
Eagtgsgi(EE A AfoEHZ/dEolAE o] E 70/30). AHEL wo]X A 1A 2 FEEHATH

TE 84%
Rf (A G2/ eolAElo]E 60/40): 0.23

IR: vCO 1741 cm

MR H (CDC13): 0.83 (t, 3H, J=7.5Hz); 1.30-1.42 (m, 2H); 1.55-1.68 (m, 2H); 1.88-2.07 (m, 8H); 2.44-

2.50 (m, 2H); 4.81 (s, 2H); 6.79 (s, 1H); 1.84-1.94 (s, 2H); 7.32 (t, 1H, J=7.5Hz); 7.47 (s, 2H); 7.57
(s, 1H); 9.16 (s, 1H).

AAd 13.26 2-59-1-[(3'-3}o| =EA-4'-Z 2 D u}o] ¥ d-4-d ) v & |-4- 25| 2ALo| E ZH Y -1H-o] v} -
5(4H)-2

13.26.1 2-HE-1-[(3'-H|EA]-4'-Z 2 Fn}o] | d-4- ) v & |-4- A 3] 2 Alo] F 2 #H €] -1H-o] 7| T} Z-5(4H)-&

H
}

-

D e ]-4-2v Z2Alo| F 2 AE-1H-o| v gE-54H) -2 (A A ¢ 12.52) E 3-WEA|-4-Z2

T2 gol)& (A d 10.2.3)5 AFEsEY A& WHOTY 13A)d wE AzE)S AL
W 13RS wEh AlxsIGiTh AbES ARgbAAtd A ARvtE 2SI tHEE
o] E 80/20 ol A 60/40). A& FA A= F5Fc}.

L2
L
iGN
=
D
m
(U
f

I, o IM

o ~

Rf (Aol e 2/ EolAlEHlo]E 60/40): 0.4
IR: vCO 1723 cm

MR H (CDCl3): 0.86 (t, 3H, J=7.3Hz); 0.97 (t, 3H, J=7.3Hz); 1.29-1.41 (m, 2H); 1.52-1.71 (m, 4H);

1.80-2.03 (m, 8H); 2.30-2.37 (m, 2H); 2.58-2.64 (m, 2H); 3.88 (s, 3H); 4.71 (s, 2H); 7.01 (d, 1H,
J=1.4Hz); 7.08 (dd, 1H, J=7.7Hz, J=1.6Hz); 7.17-7.23 (m, 3H); 7.54 (d, 2H, J=8.2Hz).

13.26.2 2-F€-1-[(3'-3lo| =2 A]-4' -Z 2 hnlo| Hd-4-Q) W & |-4- 2~ 3] 2} o] F 2 €l -1H-o| v T} Z=-5(4H)-&

2-HE-1-[(3'-H|EA-4'-Z 2 Fn}o]|H d-4-Y )W & | -4-A 3] 2A}o] F ZHE -1H-0] v t}Z-5(4H) - (A A] 4]
13.26. 1) Abgsle] A43 dvdst vkS-(1d 13B) <l wkﬂ} A 8T, AHES AFtAldel A A=ntE R
PR ETH] gEF 229 E/wekS 100/0 oA 95/5). AHEL A Butg L= Qi)
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<2187>

<2188>

<2189>

<2190>

<2191>

<2192>

<2193>

<2194>

<2195>

<2196>

<2197>

<2198>

<2199>

<2200>

<2201>

<2202>

ZIHS3d 10-2009-0038469

F8t 93%
RE (Aroldl2/o FolAge] E 20/80): 0.65

IR: vCO 1731 cm

MR H (CDCl3): 0.74 (t, 3H, J=7.3Hz); 0.98 (t, 3H, J=7.3Hz); 1.19-1.28 (m, 2H); 1.48-1.56 (m, 2H);

1.62-1.70 (m, 2H); 1.88-2.03 (m, 8H); 2.33-2.37 (m, 2H); 2.61-2.64 (m, 2H); 4.72 (s, 2H); 7.00-7.02
(m, 2H); 7.15-7.17 (m, 3H); 7.46 (d, 2H, J=8.2Hz).

AA6) 13,27 2-59-1-[(3'-3to| =2 Al Duto] ) d-4-9 )| W ]-4-25] 2 Abo] F 2 A Y- 1H-o] 7] ThE-5 (41) -2

78

2-Rg-1-[(4-BErHd)Hd]-4-~3 2 Alo] F 2 A E-1H-o| vt} Z-5(4H)-&(H A ¢ 12.52) @ 3-slo] ==A] 5
%J_E%*P—@ AFEBle] e ~z27] (8 130) S wEl AFRET. AHES A gl A =vlE ey
S THEE 7] Aol Z/dEolAE o E 70/30). AHES WA IA2 F5FHAC.

TE 82%
Rf (AGoE 2/ EolAElo]E 60/40): 0.25

IR: vCO 1730 cm

NR T (CDCl3): 0.79 (t, 3H, J=7.3Hz); 1.21-1.36 (m, 2H); 1.51-1.62 (m, 2H); 1.90-12.13 (m, 8H); 2.37-

2.34 (m, 2H); 4.77 (s, 2H); 6.87 (d, 1H, J=8.3Hz); 7.08-7.11 (m, 2H); 7.21 (d, 2H, J=8Hz); 7.27-7.33
(m, 1H); 7.52 (d, 2H, J=8Hz); 8.95 (s, 1H).

A 14, HE 0-<¢dsE AT drt 3

U 144 oPAEYELY FHE S (leg)ol EEHEF FFRUICIE(3 WA 6eq)7tstaL, o]F BHE3F FEA(2 WX
deq)E A7EetSITh WS EFES FFE 1243 waskglch. oHEUEDS #A5ts z

B8 B FHoln fEFzaduacs &g, §712S AF Ao EAA Axsla, oista, @%a}oﬂ
A SEA Y, AHES A gtAAd A 3 EetE ek Ee )

W 14B: obNEUEZY His &4 (leq)oll EEHE FFHUCIE(3eq), tol§ HE3St FRAl(2eq)E 47183t
nbS B3RS SRty 1247 wukElth. TERE FIRUOEE oulsla olAEUEZS 7eslld FukA)
Aok, A =S AgsrAsdold ARvtE adly et

al
g 14C: oA EYUEZY] HE 8N (leq)ol XEFE ﬂwﬂ Oo]E(3eq), °]% HE3 FEA(2eq)E A7}
S EFES RshH 12A17F wkekgith, whg EFES o st ofA] XENE JFRUICE(3eq), ©lF HE
3} FEA(2eq)E 71T, WS EFES ofA] e 12417 wukelsitl. ¥ElE JFRM0EES of3tsta
SN EYUEZHS 7A¢staA] SAAHT, IFAES A bAoA A=2etE 228t}

AAd 14.1 FE-1-[@'-((1-A A7t &) S A vl d-4-) W D | -4-2 3] Ao 2 8 A -1H-o| vt}
E-5(40)-2

]
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<2203>

<2204>

<2205>

<2206>

<2207>

<2208>

<2209>

<2210>

<2211>

<2212>

<2213>

<2214>

<2215>

<2216>

<2217>

ZIHS3d 10-2009-0038469

K
/3

2-Fd-1-[(3'-gfo]| =F A uto| o d-4-Ld ) v ] | -4-29) RAbo] SR AL -TH-o| M| thE-5(4l) - (LAl el 13.1) # <l
dHE RO H O ES AREsle] Hadh vk R8Ty 14A)0l meh AxsGit. AbES Al A=2a)
EOgsATH(&F Aol 2R AN/ "o E o E 8/2). Atee 74 e dR2 F5EAY.

& 61.5%
Rf (Alo]ZF 2 &AL/ o HolAEo]E 70/30): 0.25

IR: vCO 1721 2 1759 cm

1
NMR H (CDCls): 0.87 (t, 3H, J=7.3Hz); 1.34 (m, 5H); 1.63 (m, 12H); 2.35 (t, 2H, J=8.2Hz); 4.29 (q, 2H,

J=7.3Hz); 4.68 (s, 2H); 4.71 (s, 2H); 6.89 (dd, 1H, J=1.8Hz, J=8.2Hz); 7.13 (dd, 1H, J=1.8Hz); 7.21
(m, 8H); 7.36 (t, 1H, J=7.9Hz); 7.53 (d, 2H, J=8.2Hz).

A 14.2 2-78-1-[(3'-((1-ASA 7R D 1-v 2 ) S A ) Hlo| H d-4- L) | B ] -4-2F] ZALo| SR 8 -

1H-o] 7| t}&-5(4H)-<
[&e
Ot
(

2-F-E-1-[(3'-3}o| =E A vlo| v d-4-d ) | & | 4-25] ZAPo] S 2 &) 2 - 1-o| 1] U}&-5(4H) -2 (2]
g 2- HiﬂJi#ﬁﬂ O|EE Abgsle] H&d Awt 3 (Y 14B)el uhet zﬂwkcﬁﬁ} AHE-S
AzutE IR THEE ) Alo]F R A/ o oA ol E 9/1 oA 7/3). AHEE A o

~

Je] 13.1) 2 o
A 2] 7FA Aol A
2 F5FAY.

1o, o

T8 83.8%
Rf (Afo]ZF 2/ ool EH o] E 60/40): 0.55
IR: vCO 1723 2 1752 cm |

MR H (CDC13): 0.87 (t, 38H, J=7.3Hz); 1.26 (t, 3H, J=7.3Hz); 1.35 (m, 2H); 1.66 (m, 15H); 2.35 (t, 2H

J=8.2Hz); 4.23 (q, 2H, J=7Hz); 4.71 (s, 2H); 4.81 (q, 1H, J=7Hz); 6.85 (dd, 1H, J=8.2Hz, J=2Hz); 7.11
(m, 1H); 7.19 (m, 3H); 7.33 (t, 1H, J=7.9Hz); 7.53 (d, 2H, J=8.2Hz).

AAd 14.3 2-BE-1-[(3'-((1- EA7tE d-1-o D& )& A] ) v}o| H d-4-A ) W& |-4-23 ZALo| F 2 S A -1H-
o] u| t}Z&-5(4H)-2

(
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<2218>

<2219>

<2220>

<2221>

<2222>

<2223>

<2224>

<2225>

<2226>

<2227>

<2228>

<2229>

<2230>

<2231>

<2232>

ZIHS3d 10-2009-0038469

2-HE-1-[(3'-3lo] 2 A no] H| d-4- ) v & | -4- A~ 3] 2 Alo] F 2 3 A -1-o]m| T} Z-5(4H) - (A Al ¢ 13.1) 2 o
Y 2-BERREoo]ES ALt A3 duk wg (i 14B)o uhet zﬂiacﬁﬁ} AHES AP g e A
A2utE At (EE T Alo]EZ A/ oFolAlEo]E 9/1 oA 7/3). AEL A o Uz FEEFQU

8 84.3%
Rf (Afo]ZF 2/ o dolAEH o] E 60/40): 0.55

IR: vCO 1724 2 1752 cm |

MR H (CDCl3): 0.88 (t, 3H, J=7.3Hz); 1.12 (t, 3H, J=76Hz); 1.26 (t, 3H, J=7Hz); 1.37 (m, 2H); 1.69

(m, 14H); 2.03 (m, 2H); 2.37 (t, 2H, J=8.2Hz); 4.24 (q, 2H, J=7Hz); 4.62 (q, 1H, J=7Hz); 4.72 (s, 2H);
6.36 (dd, 1H, J=8.2Hz, J=2Hz); 7.12 (m, 1H); 7.21 (m, 3H); 7.34 (t, 1H, J=7.9Hz); 7.52 (d, 2H,
J=8.2Hz).

AAd 14,4 2-BE-1-[(3'-((1-ANEA 7t D-1-(1, -t W e E)-m &) A ) ulo| H d-4-U )| & | -4- 2] 2 A}
ol EZ A -1H-o] W] tFZ-5(4H) -2

2-FE-1-[(3'-3}o]| =Z A vlo| v d-4-A ) | & | 4-25] ZALo] S 2 &) 2 -1l-o| 1] T} &5 (4H) -2 (2]
g o-BEHolaulalg o] ES ALE-3le] A&d dub 3w 14C) o] whalh zLo}OﬂE} S
I autE 2t tH(&E Tl Alo|F R A/ HolAH o] E 9/1 oA 7/3). AHELS A o

~
2

Je] 13.1) 2 o
2] 7} A 2ol A
2 F5FAY.

Al

1o, o

T8 87.2%
Rf (Afo]EF 2/ o HolAE o] E 60/40): 0.6

IR: vCO 1725 2 1751 cm |

MR T (CDC13): 0.88 (t, 3H, J=7.3Hz); 1.11 (m, 6H); 1.26 (t, 3H, J=7.3Hz); 1.35 (m, 2H); 1.71 (m,

12H); 2.33 (m, 3H); 4.24 (q, 2H, J=7.3Hz); 4.42 (d, 1H, J=5.9Hz); 4.73 (s, 2H); 6.86 (dd, 1H, J=8.2Hz,
J=1.7Hz); 7.13 (m, 1H); 7.21 (m, 3H); 7.34 (t, 1. J=8.9Hz); 7.54 (d, 2H, J=8.2Hz).

AAle] 14.5. FE-1-[@'-((1-AFAFHE D) SA)-6' - F L 2-Ho| H d-4-Ad) v |-4-EF]| BALo| 2

i“é—lH—OME}%—s(ALH)—L
(O
N;N
O j
2-59-1-[(6'-EF 2 2-3' ~gfo| mF A nfo] w d-4-<d ) | D ] -
13.2) 9 od 2-HEFOMAHIES ARSste]l dedh dnt AUy 14B)°ﬂ w2} ]J-OP‘Ei‘:P A
t

QAN LEA AR B E T Aol EE AL 10 oA 7/3). BB £ 05z
5590,
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<2233>

<2234>

<2235>

<2236>

<2237>

<2238>

<2239>

<2240>

<2241>

<2242>

<2243>

<2244>

<2245>

<2246>

<2247>

<2248>

ZIHS3d 10-2009-0038469

T8 83.8%
Rf (Afo]EF 23/ o HolAEH o] E 60/40): 0.5

IR: vCO 1721 2 1758 cm |

MR H (CDC13): 0.87 (t, 38H, J=7.3Hz); 1.35 (m, 5H); 1.61 (m, 12H); 2.36 (t, 2H, J=7.6Hz); 4.27 (q, 2H,

J=Hz); 4.62 (s, 2H); 4.71 (s, 2H); 6.83 (m, 1H); 6.95 (m, 1H); 7.07 (m, 1H); 7.22 (d, 2H, J=8.2Hz);
7.49 (d, 2H, J=THz).

AAd 14.6. 2-FE-1-[@'-((1-FA 7t -1-HDd v d) SA])-6'-FF 2 2-Hlo| F d-4-d ) v & | -4-2 I A}

o] g = 8 A-1H-o| v T} Z-5(4H)-&
@

~ ) OO
(

2-HE-1-[(6'-F 7 0. 2-3 -3 o] = 5 A uho] 5 d—4-01 ) W & |-4- 23] 2 A}o] 2 28] A1~ 1H-0] 1] -5 (4H) - & (3] o]
13.2) 2 o9 2-HERIxZdwoo]ER AR&ste] Hadh dnk FA T 14B)o] wet AlxsGith. AHES A
g7tAge A AR EIHSR T (EE ) Aol F R/ EolAElo]E 1/0 oA 7/3). 4HELS FA o
2 F5HA.

0(

5 61.4%
Rf (Alo]ZF 28 A/oHolAEo]E 70/30): 0.45

IR: vCO 1724 cm

1
NMR H (CDCl3): 0.87 (t, 3H, J=7.3Hz); 1.26 (t, 3H, J=7Hz); 1.33 (m, 2H); 1.64 (m, 15Hz); 2.36 (t, 2H
J=7.9z); 4.22 (q, 2H, J=7Hz); 4.72 (m, 3H); 6.81 (m, 1H); 6.94 (m, 1H); 7.05 (t, 1H, J=9.7Hz); 7.22
(d, 2H, J=8.2Hz); 7.49 (d, 2H, J=6.9Hz).

AN 14.7. 2-%E-1-[B'-((1-A SA L E-1-EH 2 ) A )-6'-EF 2 2-vlo] v d-4-L) v E ]-4-259] 24}
o] 22 d-1-o|v|E-5(4H)-2&

/9 5

2-HE-1-[(6'-EF2=-3 SPO]CE’\]H}O] Hd-4-) | g ]-4-2 3] ZALo] S 23 A -1H-o| v vh&-5(4H) -2
13.2) 9 o9 2-HERFEIGO|EE ARgete] dedt du A8 4Bl upet Alxzskivh. AbES A
FHA el A iiﬂ}ili‘rﬂﬂ‘}iﬁ}(o% Tl AlelF 2 at/oldolAH O E 1/0 oA 7/3). AbEe FA 2
FE5EH AT

5 33.5%

v

),

Rf (Ato] S 2/ A dolAE| o] E 60/40): 0.4
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<2249>

<2250>

<2251>

<2252>

<2253>

<2254>

<2255>

<2256>

<2257>

<2258>

<2259>

<2260>

<2261>

<2262>

<2263>

ZIHS3d 10-2009-0038469

IR: vCO 1724 cm

MR H (CDC13): 0.87 (t, 8H, J=7.3Hz); 1.09 (t, 3H, J=7.6Hz); 1.25 (t, 3H, J=7.3Hz); 1.36 (m, 2H); 1.63

(m, 12H); 1.99 (m, 2H); 2.36 (t, 2H, J=7.6Hz); 4.23 (q, 2H, J=7Hz); 4.53 (t, 1H, J=6.2Hz); 4.72 (s,
2H); 6.81 (m, 1H); 6.94 (m, 1H); 7.05 (t, 1H, J=9.1Hz); 7.22 (d, 2H, J=8.2Hz9); 7.49 (d, 2H, J=7Hz).

AAd 14.8. 2-EE-1-[(3'-((1-9EA7lEE-1-(1,1-tHEde)-HE )2 A )-6'-SF 2. 2-1}o]H d-4-L ) o
@

N;N

< 1(«

©]-4-25] 2} o] 2 2 8] 4-11-0| 7] }E-5(4H)-&

2-79-1-[(6'-ZF 2 2-3' -sto| =5 Auto] s d-4-) v |-
13.2) % g 2-BHEXolAdE Yo EE Algdle] HE ol
g7t AG A A2 E DI ATHEE Tl Ao SR L/ A detAlHo]E 1/0 A4 7/3). &%~ A Y
R

& 75%
Rf (Alo]ZF 2 &AL/ o EolAEo]E 60/40): 0.4

IR: vCO 1725 cm

NR (CDCl3): 0.88 (t, 38H, J=7.3Hz); 1.11 (m, 6H, J=6.4Hz); 1.25 (t, 3H, J=7.3Hz); 1.36 (m, 2H,

J=7.6Hz); 1.56 (m, 12H); 2.31 (m, 3H); 4.23 (g, 2H, J=THz); 4.34 (d, 1H, J=5.6Hz); 4.72 (s, 2H); 6.81
(m, 1H); 6.94 (m, 1H); 7.05 (t, 1H, J=9.7Hz); 7.21 (d, 2H, J=7.9Hz); 7.49 (d, 2H, J=7Hz).

A 14.9. 2-FE-1-[(3'-((1- EA7tEE-1, I-T e H 2 ) §A])-6'-EF 2 2-Hlo] 3| d-4-L ) v |-4-29]

ZAlo| EF 2 A -11-o] v t}E-5(4) -
} o
. Q O)<€°
(

2-FE-1-[(6'-EF 2 2-3' -sfo| =R A to] w d-4-d ) v & | -4~ 9] 2 Abo] G = 8 A -1H-0] W ThE-5(4H) -~ (A 4] o
13.2) % o€ 2-HIZHO|AREHOIEE ALEstY AEd Ant HAHEH 1400 wel AFEAY. AES 2
g7 Ao A ZZrE TS G tH R Ful AlolEF R al/dHolAH o E 8/2 oA 7/3). AMELS Al o<

2 F5HAG.

T8 89.2%

Rf (Afo]ZF 2/ ool A EH o] E 60/40): 0.55
IR: vCO 1727 cm

NR ' (CDC13): 0.86 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7Hz); 1.34 (m, 2H); 1.63 (m, 18H); 2.35 (t, 2H

J=7.9Mz); 4.23 (q, 2H, J=7Hz); 4.71 (s, 2H); 6.82 (m, 1H); 6.98 (m, 2H); 7.21 (d, 2H, J=8.2Hz); 7.47
(d, 2H, J=7.3Hz).
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<2264>

<2265>

<2266>

<2267>

<2268>

<2269>

<2270>

<2271>

<2272>

<2273>

<2274>

<2275>

<2276>

<L2277>

<2278>

ZIHS3d 10-2009-0038469

AAe] 14.10. 2-FE-4-23]2AL| 2 A-1-[(3'-((1-(Alo}=) H”) S A )-uo] H d-4-d) W D |-1H-°| M| T}&

-5(4H)-2

N

2-F-9-1-[(3'-3lo] =EFAufo] v d-4-L ) W & | -4- 2= T] Z Alo 15“&6‘“‘—1H—01Hlﬂr£—5<4 )-2=(AAld 13.1) 2 2-
BRHENMNEYEHE AL831] Hedh dnt JW(HW 14B)el whe} Azt AHES AR gAdd A 220}
Eagty g (f5 ol Ato|Z 2 A/ odolAHolE 7/3). AHES A o7 # =},

=% 90.9%

Rf (Alo]ZFZ2 @ At/odolAE|o]|E 60/40): 0.45
IR: vCO 1716 cm

1
NMR H (CDCl3z): 0.89 (t, 3H, J=7.3Hz); 1.33 (m, 2H); 1.65 (m, 12H, J=8.2Hz); 2.38 (m, 2H); 4.74 (s,

2H); 4.85 (s, 2H); 6.99 (dd, 1J, J=7.9Hz, J=2Hz); 7.18 (m, 1H); 7.26 (m, 4H); 7.44 (t, 1H, J=7.9Hz);
7.56 (d, 2H, J=8.2Hz).

AAle] 14,11, 2-F8-1-[(6'-EF 2 2-3"'-((1-(Alob=) | B) SA ) Hlo| 3 d-4- ) v B | -4-2 9] ZALo| 2 F A -

1H-o]u| t}&-5(4H) -2
? ?', N

2~ E-1-[(6'-F 72 23 -3k o =% Al ko] 3 421 | 9 |4 229] AL o] F2 8 A 1H-o] W] th -5 (4H) - & (2 4] o]
13.2) % 2uE R EUELE A8se AET 2 M(W uB)el met AxsT, AR Qe
oM AzvhEs R §E Aol F R/ HobElo| = 7/3). ABL T4 eUR FEH

& 90.1%
Rf (Alo]ZF 28 A/ o HolAEo]E 60/40): 0.45

IR: vCO 1760 cm |

1
NMR H (CDCl3): 0.87 (t, 3H, J=7.3Hz); 1.35 (m, 2H); 1.63 (m, 12H); 2.36 (t, 2H, J=8.2Hz); 4.72 (s,

2H); 4.78 (s, 2H); 6.94 (m, 1H); 7.02 (m, 1H); 7.14 (t, 1H, J=9.4Hz); 7.23 (d, 2H, J=7.9Hz); 7.51 (d,
2H, J=7.3Hz).

AAY 14.12. 2-BE-1-[B'-((1-EA7tEE-1-(1, -t HEd &) v ) & A] )-ulo] H d-4-Ld )W & ]-4,4-T] 9]
g-1H-o] 7| v}&-5(4H)-&
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<2279>

<2280>

<2281>

<2282>

<2283>

<2284>

<2285>

<2286>

<2287>

<2288>

<2289>

<2290>

<2291>

<2292>

ZIHS3d 10-2009-0038469

2-H9-1-[(3'-sto| =5 A nto| s d-4-) v E ] -4, 4-t] o D-1H-o| M| FE-5(4l) - (A Al o] 13.3
ol autz] o] ES AR el A%e v L
5

LY fu [el=] puA =
e SAtH§E Tl Aol Z A/ HobA bl E o/1 oA 7/3). B E T 09w FEHU

T 71.7%

Rf (Alo]Z 2 8lat/o Dol E o] E 60/40): 0.45
IR: vCO 1726 2 1751 cm

NR (CDCly): 0.73 (t, 6H, J=7.6Hz); 0.88 (t, 3H, J=7.3Hz); 1.09 (t, 6H, J=8.5Hz); 1.24 (t, 3H,

J=Hz); 1.36 (m, 2H); 1.64 (m, 2H); 1.83 (q, 4H, J=7.3Hz); 2.29 (m, 1H); 2.4 (t, 2H, J=7.9Hz); 4.22
(q, 2H, J=THz); 4.41 (d, 1H, J=5.6Hz); 4.7 (s, 2H); 6.84 (dd, 1H, J=7.9Hz, J=1.8Hz); 7.17 (m, 2H);
7.29 (m, 3H); 7.53 (d, 2H, J=8.2Hz).

AAd 14.13. 2-FE-1-[(3'-((1-d B A FtE. I-1-od & )& A] )-nlo| o 9-4-U ) v & -4, 4-T] s - 1H-°] v] T}

i i
e

2-FE-1-[(3'-3}o]| =Z A ulo] v d-4-A ) W& |4 4-T] o D-1l-0| 1] T}E-5(4) -2 (Ao 13.3) E & 2-B=2
HREO O] ES ARsle] H<4dh dwk 3 (49 14B) o] whEl Alxskith. AES A stAdels A'ntED
2H SR THE-E Tl AtolFRE A/ o dolAH ol E 9/1 oA 7/3). AHEL FA oAz FEEUY

8 71.9%
Rf (Afo]ZF 2/ o HolAH 0] E 60/40): 0.4

IR: vCO 1726 2 1753 cm

NR T (CDCl3): 0.73 (t, 6H, J=7.6Hz); 0.88 (t, 3H, J=7.3Hz); 1.11 (t, 3H, J=7.3Hz); 1.25 (t, 3H,

J=7Hz); 1.39 (m, 2H); 1.64 (m, 2H); 1.81 (q, 4H, J=7.3Hz); 1.99 (m, 2H); 2.4 (t, 2H, J=7.9Hz); 4.23
(q, 2H, J=THz); 4.62 (t, 1H, J=6.4Hz); 4.7 (s, 2H); 6.85 (dd, 1H, J=7.9Hz, J=1.8Hz); 7.12 (m, 1H);
7.18 (m, 1H); 7.31 (m, 3H); 7.53 (d, 2H, J=8.2Hz).

AAlY 14,14, 2-F8-1-[@B'-((1-&5AI 7t Y1, 1-0 W Er ") S A] )-vlo| i d-4-d )W & ]-4,4-T] o D-1H-9]
n| th&-5(4H)--&
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<2293>

<2294>

<2295>

<2296>

<2297>

<2298>

<2299>

<2300>

<2301>

<2302>

<2303>

<2304>

<2305>

<2306>

3 IS5 10-2009-0038469

14, 4-t)ol &-1H-o] v t}FZ-5(4l) -2 (A d 13.3) 2 oE 2-8=
SRER-oo]ES AMEEte] Aedt dub By 140)0] whek Alzsdth. AHE S AEgtAdelM AznED
2H SR THEE Tl AtolFRE A/ odolAH ol E 9/1 oA 7/3). AHEL FA od7 FEEUY

FE: 70.7%
Rf (Afo]ZF R/ o HolAH 0] E 60/40): 0.4

IR: vCO 1728 cm |

MR I (CDC13): 0.73 (t, 6H, J=7.6Hz); 0.88 (t, 3H, J=7.3Hz); 1.24 (t, 3H, J=THz2); 1.36 (m, 2H); 1.63

(m, 8H); 1.83 (q, 4H, J=7.3Hz); 2.41 (t, 2H, J=7. 9Hz); 4.24 (q, 2H, J=VHz); 4.71 (s, 2H); 6.81 (dd,
11, J=7.9Hz, J=1.8Hz); 7.09 (m, 1H); 7.26 (m, 4H); 7.52 (d, 2H, J=8.2Hz6).

AAld 14.15.  2-FE-1-[(3'-((A-eFA| 7t d-1-w D v D) SA])-Hlo| # d-4-A ) & | -4, 4-H | - 1H-°] 7| T}

e
W

2-5-8-1-[(3'-5}o] =B A uho] D -4-2) | |14, 4-E] o B 1fi-o] W] - E-5(4D-S (A A e 13.3) 2 oD 2-m=
BEE ol B Agse] A%t U BACYY UOC) meh AXHAT. HES AeANd ARoE
Seblalth (8% ) Atol2ZAL/C Dol AElolE 0/1 ol 4] 7/3). AHRE T4 09 FEH.

T 79.7%
Rf (Alo]ZF 2 &AL/ o EolAEo]E 60/40): 0.4

IR: vCO 1725 2 1755 cm |

NR H (CDC13): 0.73 (t, 6H, J=7.6Hz); 0.88 (t, 3H, J=7.3Hz); 1.24 (t, 3H, J=7Hz); 1.36 (m, 2H); 1.16

(d, 5H); 1.83 (q, 4H, J=7.3Hz); 2.41 (t, 2H, J=7.9Hz): 4.24 (q, 2H, J=7.02): 4.71 (s, 2ID; 4.8 (q, 1,
J=7Hz): 6.83 (dd, 1H, J=7.9Hz, J=1.8Hz); 7.1 (m, 1D: 7.17 (m, 1D: 7.3 (m, 3M: 7.52 (d, 2H,
J=8.2Hz).

AA 1416, 2-38-1-[(3'~((1-o SA 7 d-1-25 2Afo| 223 W-r ) & A )-vho] s d-4-2) W] P |-4-27]
ZA}o|E 2 HAA-11-o]v|t}E&-5(4H)-&
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<2307>

<2308>

<2309>

<2310>

<2311>

<2312>

<2313>

<2314>

<2315>

<2316>

<2317>

<2318>

<2319>

<2320>

Z2IME35! 10-2009-0038469
Qj
Nao N

i

—\
o

N

~1-[(3'-8Fo] = B A uko] | d-4- Q1) | & ] -4- 2= 3] 2 A o] 2 8- 1H-0] 1] L E-5(4lD)-& (A 4] e 13.1)
4 razegdIsreiiadolng AEad A6 U8 AACHD UOA U AxaAT. HE 43
Aol ARrtEIHASATHEE FHl Aol e/ dolAEClE o/1 oA 7/3). B FA odm
FEH

T8 40%
Rf (Alo]ZFZ &AL/ o EolAEo]E 60/40): 0.5

IR: vCO 1725 cm

NR H (CDCly): 0.88 (t, 3H, J=7Hz); 1.18 (t, 3H, J=7Hz); 1.35 (m, 2H); 1.71 (m, 12H); 2.02 (m, 2H);

2.5 (m, 4H); 2.78 (m, 2H); 4.22 (q, 2H, J=7Hz); 4.74 (s, 2H); 6.65 (dd, 1H, J=8.2Hz, J=2Hz); 6.94 (m,
1H); 7.18 (m, 3H); 7.3 (m, 1H); 7.51 (d, 2H, J=8.2Hz9).

AAd 14.17. 2-2€-1-[(3'-((1-NEAFELD-1-(1,1-T WL g )-w D) LA )-6'-Z 2 ¢ 2 -ulo]H d-4- )]
g ]-4,4-t] o &-1H-0| 7| t}Z-5(4H)-&

2-FE-1-[(6'-FF e 2-3' -gto| =S Aol H d-4-d ) v e | -4, 4-t] ol D -1H-o] W] ThE&-5(4H) -2 (Al o] 13.4) %

od 2-BRRoliulelg o] ES AFEElo] A&d duk A (Y 140)0) whel AlxETE. MRS A Pé_Woﬂ
A ARntEaRtd At (EF FH) Aol 2t/ " olAHOlE 9/1 oA 7/3). AES FA odz F£EFHQ

o}
8 84.7%
Rf (Afo]ZF 2/ o HolAEH o] E 60/40): 0.3

IR: vCO 1726 2 1750 cm

MR H (CbCly): 0.75 (t, 6H, J=7.8Hz); 0.9 (t, 3H, J=7.3Hz); 1.1 (t, 6H, J=6.4Hz); 1.26 (t, 3H,

J=7.3Hz); 1.38 (m, 2H); 1.64 (m, 2H): 1.85 (q, 4H, J=7.3Hz); 2.29 (m, 1H); 2.43 (t, 2H, J=7.6Hz); 4.23
(q, 2H, J=7.3Hz); 4.35 (d, 1M, J=5.3Hz); 4.73 (s, 2W); 6.82 (m, 1D): 6.95 (m, 1D: 7.05 (t, IH,
J=9.4Hz); 7.29 (d, 2H, J=7.6Hz): 7.51 (d, 2H, J=THz).

AAle 14.18.  2-FE-1-[B'-((A-ASA7EE-1, I-HHEH D) §A)-6'-FF L. 2-vto] #d-4-A)Hd ] 4,4~
Yol g-1-o] M thE-5(4l)-&
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<2321>

<2322>

<2323>

<2324>

<2325>

<2326>

<2327>

<2328>
<2329>

<2330>

<2331>

<2332>

<2333>

<2334>

3 IS5 10-2009-0038469

¢ 3 %

2-F9-1-[(6'-&FF 2 2-3'-sto| =5 A o] s d-4-<d ) v d | -4 4-T] ol D - TH-o| M| FE-5(4l) = (A Al o]l 13.

=)

S~

)

M

oY 2-pEmolaeldlo| ES Mgl AET AW FHCHY LBl wek AT, S DelhA
A AzrtEaessd(§E Tl Aol F RN/ Aol EolE 0/1 oA 7/3). AES T4 odm £5H9
o,

T8 42.7%

Rf (Alo]ZFZ @ At/odolAE|o]|E 60/40): 0.25
IR: vCO 1727 cm |

NR H (CDC13): 0.73 (t, 6H, J=7.3Hz); 0.88 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7Hz); 1.34 (m, 2H); 1.62

(m, 8H); 1.83 (g, 4H, J=7.3Hz); 2.41 (t, 2H, J=8.2Hz); 4.23 (q, 2H, J=7Hz); 4.71 (s, 2H); 6.81 (m,
1H); 6.98 (m, 2H); 7.28 (d, 2H, J=8.2Hz); 7.48 (d, 2H, J=7.3Hz).

AAd 14.19. 2-F8-1-[@'-((1-ASAI 7t E-1-vE | B) S A )-2-w| B-ulo| s d-4- D) | B |-4- 29 ZA}o| €

2 A-11-o] v t}E&-5(40) -
} O
Vi
(

2-H-E-1-[(3'-3lo| == ] -2-vd-ulo] H d-4-A )& | -4-~ 3] Z Al o] F 2 S A -[-o| u| T} Z-5(4H) - (A A] o
13.5) % o€ 2-HE Ry do]EE Algste] H&d Ant AT 14B)ol| uhe ﬂuokc’ ok 2ES 4
gItAA ol Az2ntE 293G tHEE Fu) Alo]ERdAl/odolAHolE 9/1 oA 7/3). A= FA oA

2 F5HAH.
FE77.9%
Rf (Afo]EF 2/ o HolAE|o]E 60/40): 0.5

IR: vCO 1725 cm

MR H (CDC13): 0.89 (t, 38H, J=7.3Hz); 1.25 (t, 3H, J=7.3Hz); 1.36 (m, 2H); 1.65 (m, 15H); 2.23 (s,

3H); 2.44 (m, 2H); 4.22 (q, 2H, J=THz); 4.69 (s, 2H); 4.77 (q, 1H, J=6.7Hz); 6.81 (m, 1H); 6.88 (m,
2H); 7.01 (m, 2H); 7.17 (d, 1H, J=7.9Hz); 7.31 (t, 1H, J=7.9Hz).

AN 14,20, 2-FG-1-[(3'-((1-o1 5AI7hR d-1-o] @ D) 42w B-vho] A P-4~ Q) o @ ]-4- 23] 2 A} o] 2
2% 9-1H-o] v| thE-5(4H)-&
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<2335>

<2336>

<2337>

<2338>

<2339>

<2340>

<2341>

<2342>

<2343>

<2344>

<2345>

<2346>

<2347>

<2348>

ZIHS3d1 10-2009-0038469

K
N

2-3-8-1-[ (3' -3} o] =% A|-2- v W-nho] 5| d—4- ) | & | -4- 23] 2 Apo] 2 2.8 41 1H-o] v] ThE-5 (4H)- & (4 A o]
13.5) % " 2-BERPEolo| 8 Agstel A%E Aw HHCPY 4B wet Axs. B A
AAFAN AZPHEINAHGHEE THl Ao FREA /AN HPAECIE 9/1 oA 7/3). AEES A o=
FEH

FE77.9%
Rf (Alo]ZF 28 A/ o EolAEo]E 60/40): 0.5

IR: vCO 1725 cm |

1
NMR H (CDCly): 0.89 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7.3Hz); 1.36 (m, 2H); 1.65 (m, 15H); 2.23 (s,

3H); 2.44 (m, 2H); 4.22 (g, 2H, J=THz); 4.69 (s, 2H); 4.77 (q, 1H, J=6.7Hz); 6.81 (m, 1H); 6.88 (m,
2H); 7.01 (m, 2H); 7.17 (d, 1H, J=7.9Hz); 7.31 (t, 1H, J=7.9Hz).

AAe 14.21. 2-RE-1-[@'-((1-SA7HR Y -1, -0 e @ e e ) $A])-2-w E-Hlo| 3 d-4- ) v E ] -4-2 9] ZA}

o] 2 2 3 4-11-o] 7] hE-5(4ll)-&
} 8
O
(

2-F-E-1-[(3'-3}o| = ZA]-2-v & -nlo| ¥ d-4-A ) | & | -4- 23] A}o] & 2 &) 2 -1-0| v U} F-5(4H) - (2 A] o]
13.5) % o€ 2-BHEXo|ARE o EE Algale] A&d A6k 3H I 14B)o whEl AxEAh. AR
2|7} A o A ZRuE Y EYTHEE T Aol EFEE A/ o HolAH o] E 100/0 oA 70/30). AHELS H
AR FSEAS.

o

8 72.4%
Rf (AFo]ZF 2/ ool E o] E 70/30): 0.55

IR: vCO 1727 cm

MR ' (CDC13): 0.89 (t, 3h, J=7.3Hz); 1.24 (t, 3h, J=7Hz); 1.36 (m, 2H); 1.65 (m, 18H); 2.23 (s, 3H);

2.42 (m, 2H); 4.23 (q, 2H, J=7Hz); 4.69 (s, 2H); 6.79 (m, 1H); 6.83 (m, 1H); 6.91 (m, 1H); 7 (m, 2H);
7.15 (d, 1H, J=7.6Hz); 7.27 (m, 1H).

AR 1422, 2-9@-1-[(3'- (- BAFREE-1-(1, 1-T L D)-wD) S A -2-v D-whol s d—4-2) i -
4-2=3] 2 AL 2 28 8- 1H- o] W] T E-5(4H) -2
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<2349>

<2350>

<2351>

<2352>

<2353>

<2354>

<2355>

<2356>

<2357>

<2358>

<2359>

<2360>

<2361>

ZIHS3d 10-2009-0038469

(K
A

2-F-e-1-[ ﬂ]cEMZUWJWﬂ1é4°Uﬂ 1-4-23] 2AFo)| E 2 8 A - 1H-0] 1) ThE-5(4H) - (2 Al o
13@tﬂﬂ 2-HR2H-3-Wedxagdo]ES AMEsle] dEgt Ul ﬂXWthmﬂuﬁ+ﬂ+4 ATk AF
S AggtAdeA AR EIHIIIATH(EE Tl APl E 2/ o EolAH ol E 60/40). AHE2 A4 2
2 F5HUY.

& 65.1%

Rf (Alo]Z 2 8lat/o Dol E o] E 60/40): 0.65
IR: vCO 1726 2 1752 cm |

1
NMR H (CDCls): 0.89 (t, 3H, J=7.3Hz); 1.09 (t, 6H, J=7Hz); 1.25 (t, 3H, J=7Hz); 1.36 (m, 2H); 1.65 (m,

12H); 2.23 (s, 3H); 2.29 (m, 1H); 2.4 (t, 2H, J=7.3Hz); 4.22 (q, 2H, J=7Hz); 4.38 (d, 1H, J=5.6Hz);
4.68 (s, 2H); 6.86 (m, 3H); 7.0 (m, 2H); 7.16 (d, 1H, J=7.6Hz); 7.3 (m, 1H).

AAe 14,23, 2-FE-1-[(3'-((1-&A 7t E-1, 1-U W EHE)-SA] ) Hlol Hl d-3-U )W |-4-2 ¥ ZALo| =2
HE-18-o] 7| t}&-5(4H)-&

2-5-E-1-[(3'-sfo] =5 Aluto] # d-3-d) v E | -4-A v ZALo] S 2l - TH-o| W WE-5(4l) -2 (2 Al o] 13.
g 2-HERO|ARE| YO ES ARGt dadh Ak 3A(
AR ETI S THEEN A old 2/ EotAEH o] E 60/40). e 74 QAR FEHAT

Rf (Ate] S 28/ A dolAE| o] E 60/40): 0.49, IR: vCO 1727 e

MR H (CDCl3): 0.84 (t, 3H, J=7.2Hz); 1.25 (t, 3H, J=7.1Hz); 1.29 (m, 2H); 1.57 (m, 2H); 1.63 (s, 6H);

1.80-2.04 (m, 8H): 2.33 (t, 2H, J=7.5Hz): 4.25 (q, 2H, J=7Hz): 4.74 (s, 2H); 6.81 (ddd, 1H, J=8Hz?
J=2.4lz, J=0.8Hz); 7.08 (d, 1H, J=2Hz); 7.13 (dt, 1H, J=7.7Hz); 7.16 (dt, 1H, J=7.8Hz, J=1Hz); 7.28
(d, 1, J=7.9Hz); 7.33 (d, 1H, J=1.8Hz); 7.38 (t, 1M, J=7.5Hz); 7.47 (dt, 1H, J=7.8Hz).

AAd 14.24. 2-FE-1-[(2'-((1-A5A7ME-1, 1-0H @ r E)-S A uho| 9 d-3-A) HE ] -4- 29 AP0 22
HAE-1H-o| v oH&-5(4H) -
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<2362>

<2363>

<2364>

<2365>

<2366>

<2367>

<2368>

<2369>

<2370>

<2371>

<2372>

<2373>

<2374>

<2375>

ZIHS3d 10-2009-0038469

2-3-9-1-[(2'-sfe] =5 Al upe] s d-3-<l) w &
g 2-HEROAFEHES AMgate] M3t =&
AzvtET S HTHEZ N AF oH 2/ otAE ol E 60/40). AHEE FA4 SAR F5FHA

0, %
[
A=)
fru
>~

—~
o
4
fru
rg_\“
i)
A
T
o
=)
v
fupy
&
i
=
|
o
i1
_>vJ
2,
—

T8 46%
Rf (Alo]ZF 28 A/oHolAEo]E 60/40): 0.55

IR: vCO 1731 cm |

MR H (CDCl3): 0.85 (t, 3H, J=7.3Hz); 1.24 (t, 3H, J=7.1Hz); 1.29 (m, 2H); 1.41 (s, 6H); 1.57 (m, 2H);

1.75-2.10 (m, 8H); 2.33 (t, 2H, J=7.5Hz); 4.22 (q, 2H, J=7.1Hz); 4.73 (s, 2H); 6.86 (dd, 1H, J=8.1Hz,
J=0.8Hz); 7.01-7.12 (m, 2H); 7.19 (dd, 1H, J=7.8Hz, J=1.5Hz); 7.26-7.30 (m, 1H); 7.33-7.39 (m, 2H);
7.47 (d, 1H, J=7.8Hz).

AAe 14.25. 2-F8-1-[3'-((1-A5A 7R E-1, 1-H g rE) §4])-6'-Z 2 F-r}o] ¥ d-4- L) v e ]-4-2 5]

ZAtol 2z MY -1h-o| W thE-5(4H) -2
}
(v

2-F9-1-[(3'-3fo| =5 A]-6" - 2 h nlo] 3| d-4-< ) v & | -4-2 9] 2 Aol E 2l E - 1H-o] v th5-5(4H) -2 (A Al ¢
13.8) % od 2-BREAFHYIES Abgste]l HdEd vt A 1440 wet Alxslth. AtE
e7p A A ARetE 2 AT (&E Tl A olH =/ EetAlElo]E 80/20 o4 60/40). thE 2
Az FE5EAT.

S A

o
o

5 78%
Rf (A5 o2/ dolAEH o] E 20/80): 0.5

IR: vCO 1633 2 1724 cnm

MR H (CDCl3): 0.79 (t, 3H, J=7.3Hz); 0.88 (t, 38H, J=7.3Hz); 1.24 (t, 3H, J=7.1Hz);1.31-1.49 (m,

4H);1.54-1.67 (m, 2H); 1.61 (s, 6H);1.84-2.08 (m, 8H); 2.34-2.40 (m, 2H);2.43-2.49 (m, 2H); 4.24 (q,
2H, J=7.1Hz); 4.76 (s, 2H); 6.71 (d, 1H, J=2.6 Hz); 6.8 (dd, 1H, J=8.3Hz, J=2.6Hz);7.13-7.33 (m, 5H).

AAlY 14.26. 2-HE-1-[(4'-((1-A5A 7t -1, I-U W E) S A uto] ] d-3-d )W e ] -4-29| ZAlo| 22 4
g-1H-o] 7| t+&-5(4H)-&
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<2376>

<2377>

<2378>

<2379>

<2380>

<2381>

<2382>

<2383>

<2384>

<2385>

<2386>

<2387>

<2388>

<2389>

ZIHS3d 10-2009-0038469

2-FE-1-[(4'-3to]| =EF A ulo] I -3-) W d | -4-2~F] EAlo] S 2 -1H-0| 1| TFF-5(4H) -2 (P Al o] 13.9) H 9
g 2-HEHo|A %‘—FAEME AF&-3}o] ﬁ%ﬁ& Ank AP 144wk ARG AHES A gha el A
AZvtE a2t9] e P& Fu A5 oH 2/ doelAH ol E 80/20 oA 60/40). AEL A o Udr FEHY
t}.

TE: 85%
Rf (A ol el 2 /ol ol Elo] & 40/60): 0.3

IR: vCO 1631 2 1728 cm

NR H (CDCl3): 0.84 (t, 3H, J=7.3Hz); 1.18-1.38 (m, 5H); 1.51-1.63 (m, 8H); 1.80-2.05 (m, 8H); 2.33

(m, 2H); 4.25 (q, 2H, J=7.1Hz); 4.73 (s, 2H); 6.91 (d, 2H, J=8.7Hz); 7.08 (d, 1H, J=7.5Hz); 7.32-7.47
(m, 5H).

A 14.27.  2-FE-1-[3'-((A-FA 7R E-1, 1I-H D) $A])-2'-SF 2 2-vo] sl d-4-d) v d | -4-=

¥ 2A}o| S 2 A Y-1H-0| ] th&-5(4)-&
s
O

2-Hd-1- [(2‘—*‘29_i 3'-gto] =FAutolHd-3-L) W d |-4-2v) ZAbo] SR E - 1H-o| v thE-5(4) -2 (&
13.10) 2 old 2-BRE|LFEHUNES ARGt dadt dnt (Y 144)0] wet Xﬂiﬂ"ﬂﬁk A
7HAZN A ARvtEIS AT (EE T A olH 2/ EokAlElo]E 80/20 A 60/40). AtE2 &
dE FEHA.

T8 83%

A)

o
>,

fo 2 2
_I?: o

Rf (A4 o€l 2 /o] ol Al8lo] & 60/40): 0.3
IR: vCO 1632 2 1725 cm

MR H (CDCl3): 0.87 (t, 3H, J=7.3Hz); 1.29 (t, 3H, J=7.1Hz); 1.29-1.38 (m, 2H); 1.54-1.61 (m, 2H);

1.61 (s, 6H); 1.82-2.04 (m, 8H); 2.32-2.36 (m, 2H); 4.26 (q, 2H, J=7.1Hz); 4.73 (s, 2H); 6.94-6.98 (m,
1H); 7.03-7.07 (m, 2H); 7.23 (d, 2H, J=8.2Hz); 7.50 (d, 2H, J=8Hz).

AN 1428, 2-RE-1-[3'-((-NSA T -1, 1T Do) $A))-4' -0 5 Aol s d-4-2) 8 14225
Z Aol 2= A E-11-o] v} &-5(41)-
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<2390>

<2391>

<2392>

<2393>

<2394>

<2395>

<2396>

<2397>

<2398>

<2399>

<2400>

<2401>

<2402>

<2403>

ZIHS3d 10-2009-0038469

2-F-9-1-[(3'-3lo] =FA|-4 ' - FE A ufo] H I -4~ ) v & | -4~ 3] ZAlo] S ZHE -11-0] v T} Z-5(4H) —2 (A Al ]
13.11) ¥ og 2-H R Ro|ARE| O EE ALg3le] Aedh Uit A 1400wk Azt ES A
AR A ZERE 1895 PtHEE i Al olH E/dE olAElo]lE 80/20 oA 60/40). AMES A o

dz S5 AT
& 51%
Rf (A5 olEl 2/ oM EH o] E 60/40): 0.37

IR: vCO 1627 2 1732 cm

MR H (CDCl3): 0.84 (t, 3H, J=7.3Hz); 1.24 (t, 3H, J=7.1Hz); 1.28-1.36 (m, 2H); 1.52-1.60 (m, 2H);

1.58 (s, 6H); 1.79-2.02 (m, 8H); 2.29-2.33 (m, 2H); 3.82 (s, 3H); 4.23 (q, 2H, J=7.1Hz); 4.68 (s, 2H);
6.91 (d, 1H, J=8.4Hz); 7.14 (d, 1H, J=2.2Hz); 7.16-7.21 (m, 3H); 7.45 (d, 2H, J=8.2Hz).

AAe 14.29. 2-5F8-1-[3'-((1-A5A7tEE-1, -t uErlE) §4])-6' - E-ro] # d-4-A) v e ]-4-29] =

Arol S ZME-1H-o| v} &-5(4H) -2
}
O
-

2-F-8-1-[(6'-od-3"'-slo]| =FAulo] -4~ ) | d | -4- 2~ T EA}o] S 2 3 E - 1H-0| v ThF-5(4H) - (4 A] o]
13.12) 9 o¥ 2-BRROAFEHCIES AEate] dedt dnt BH T 14A)0l web AlZx=sgich. e
A A R E 28 st tHEE Tl A dEE/dEolAH el E 80/20 oA 70/30). AHES A
A2 FEHAL.

KNP N|

il

>
o

5 95%
Rf (A5 o2/ dolAEH o] E 60/40): 0.2

IR: vCO 1633 2 1727 cm

MR H (CDC13): 0.86 (t, 3H, J=7.3Hz); 1.04 (t, 3H, J=7.5Hz); 1.24 (t, 3H, J=7.1Hz); 1.26-1.40 (m, 2H);

1.51-1.63 (m, 8H); 1.81-2.03 (m, 8H); 2.31-2.37 (m, 2H); 2.48 (q, 2H, J=7.5Hz); 4.22 (q, 2H, J=7.1Hz);
4.72 (s, 20); 6.89 (d, 1H, J=2.6Hz); 6.98 (dd, 1H, J=8.4Hz, J=2.6Hz); 7.12-7.17 (m, 3H): 7.23 (d, 2H,
J=8.4Hz).

AAle 14.30.  2-FE-1-[@'-((1-AFA 7R E-1, -0 D) §4])-4' -0 & F-d-vlo i d-4-<) v ]-4-=
v 20| S 2 A Y- 1H-o] M ThE-5(4l)-&
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<2404>

<2405>

<2406>

<2407>

<2408>

<2409>

<2410>

<2411>

<2412>

<2413>

<2414>

<2415>

<2416>

<2417>

SIE S 10-2009-0038469
£
s
Sy

N

2-5-d-1-[(3'-3lo| EF A4 ~o]| A duto] H d-4-A ) W E | -4~ 3] 2 Ao Z Z A e -1H-0] 7] th&-5(4H) — (3 Al
13.13) 9 o¥ 2-HRRO|AKEHES Agate] st dnt AT 14A)d0 wEt AZ=ssich. AES
g 7h A A ARetE eIt EE Tl A olH 2/ "ol E o] E 80/20 oA 60/40). AHES A
d2 FEHAG.

o > &

T8 50%
Rf (A5 olE|Z/cdolAEH o] E 60/40): 0.3

IR: vCO 1632 2 1727 cn

MR H (CDC13): 0.85 (t, 38H, J=7.3Hz); 0.92 (d, 6H, J=6.6Hz); 1.17 (t, 3H, J=7.1Hz); 1.28-1.31 (m, 2H);

1.53-1.60 (m, 3H); 1.64 (s, 6H); 1.80-2.05 (m, 8H); 2.30-2.34 (m, 2H); 2.51 (d, 2H, J=7.1Hz); 4.21 (q,
2H, J=7.1Hz); 4.70 (s, 2H); 6.85 (dd, 1H, J=1.5Hz); 7.08 (d, 1H, J=7.7Hz, J=1.5Hz); 7.14 (d, 1H,
J=7.7Hz); 7.18 (d, 2H, J=8.2Hz); 7.46 (d, 2H, J=8.2Hz).

A 14.31. 2-FE-1-[(3'-((1- A7t E-1,1-T D H &) SA] ) -3-H| A -ulo| #l d-4-A) W d | -4-23] =2
Ato] 2 2 A D -1H-o| 7|k E-5(4H) -2

g 7bAgel A ArvtE sl (EE e A cElZ/ddotAH ol E 80/20). b= A
.

8 45%
Rf (A5 oEl 2/ dolAE o] E 70/30): 0.57

IR: vCO 1630 2 1728 cm

MR H (CDCl3): 0.89 (t, 3H, J=7.5Hz); 1.27 (t, 38H, J=7.5Hz); 1.31-1.40 (m, 2H); 1.54-1.61 (m, 2H);

1.66 (s, 6H); 1.82-2.10 (m, 8H); 2.34-2.41 (m, 2H ); 3.93 (s, 3H); 4.28 (q, 2H, J=7.5Hz); 4.74 (s,
2H); 6.83 (dd, 1H, J=7.5Hz, J=2.5Hz); 7.02-7.12 (m, 4H); 7.22 (d, 1H, J=7.5Hz); 7.34 (d, 1H, J=7.5Hz).

ANd 14.32. 2-RY-1-[(3'-((1-1EA 7R G-1- Do D) 2 A])-6'-Z 2 F-u}o] | d-4-2) o D] -4-25] 24}
o] F 2 Mg -1H-o] 7| t}&-5(4H)-&
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<2418>

<2419>

<2420>

<2421>

<2422>

<2423>

<2424>

<2425>

<2426>

<2427>

<2428>

<2429>

<2430>

<2431>

ZIHS3d 10-2009-0038469

K
B

2-5-9-1-[(3'-3lo| =FA-6 ' -Z 2 Fulo] g d-4-U) F | | -4-2~F] ZALo] SR MY -1H-0| 1) T} Z-5(4H) -2 (A A o]
13.8) ¥ ¥ 2-B2RIZH Lo o]EE AlEste] d&d Avt GO0y 14B)dl| uhel Az AHES A
YA IR EIHIEFFTHESE Fu] Aol F R A/ ol H Ol E 100/0 oA 70/30). AES LA
2dB FEE.

T8 84%
Rf (Alo]ZF 2 &AL/ o EolAEo]E 70/30): 0.2

IR: vCO 1726 2 1632 cm

NR H (CDC13): 0.78 (t, 3H, J=7.3Hz); 0.87 (t, 3H, J=7.3Hz); 1.24 (t, 3H, J=7Hz); 1.35 (m, 4H); 1.62

(m, 5H); 1.87 (m, 2H); 2.01 (m, 6H); 2.40 (m, 4H); 4.22 (q, 2H, J=7.3Hz); 4.73 (m, 3H); 6.71 (d, 1H,
J=2.9Hz); 6.81 (dd, 1H, J=8.5Hz, J=2.9Hz); 7.16 (m, 3H); 7.24 (d, 2H, J=8.2Hz).

AAe 14.33. 2-FE-1-[(3'-((1-AEAIFtR D) & A)-6"' -2 H-Hlo]Hl d-4-A )W E |-4-2F ZAlo| F =27
g-1H-o] 7| v}&-5(4H)-&

v

2-%-E-1-[(3'-3lo| =5 A|-6' -2 2 Fufo| | d-4- ) W & | -4-225] ZALo] S 2 A E-1H-o] ] thE-5(4H) -2
3.8) B olg 2-BR RO HOIES ALgate] M Ak AAYY 14B)ol wheh Azl AES

|4 AzetE s s eh(&% Tl Alol 2Rt/ el "deolAlEl o] E 100/0 oA 70/30). AHEE A
2 FEEA.

T8 46%

—

2]

Rf (Ato]EF 2@ At/oHolAE|o]|E 70/30): 0.2
IR: vCO 1724, 1759 2 1632 cm |

MR H (CDC13): 0.78 (t, 38H, J=7.3Hz); 0.88 (t, 3H, J=7.3Hz); 1.29 (t, 3H, J=7.2Hz); 1.39 (m, 6H); 1.59

(m, 2H); 1.98 (m, 6H); 2.45 (m, 4H); 4.27 (g, 2H, J=7.2Hz); 4.61 (s, 2H); 4.77 (s, 2H); 6.73 (d, 1H,
J=2.9z); 6.86 (dd, 1H, J=8.5Hz, J=2.9Hz); 7.18 (m, 3H); 7.26 (m, 2H).

A 14.34.  2-FE-1-[(3'-((Q1-AEA7LRE-1- B &) §A])-6'-Z 2D -Hlo] # d-4-L) v B ]-4-2 9] 24}
o] E= M- 1H-o| 7| thE-5(4H)-2
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<2432>

<2433>

<2434>

<2435>

<2436>

<2437>

<2438>

<2439>

<2440>

<2441>

<2442>

<2443>

<2444>

<2445>

ZIHS3d 10-2009-0038469

2-H-E-1-[(3' -3l =5 A -6 -2 = P ufo] ol d-4-<d ) v | | -4~ v] 2Abo] F 2 A -1H- 01Hlﬂr5—5(4H) S
13.8) ¥ o9 2-nRwnthdolEE AHgstel Aed Lk B e
7P A AzvkE e etk (8 Tl Aol 22 At/ A etAH Ol E 100/0 oA 70/30). pEe Ty
o]i Q 1;}

T8 90%
Rf (Alo]ZF 2 &AL/ o EolAEo]E 70/30): 0.2

IR: vCO 1726, 1753 2 1633 cm

NR H (CDCly): 0.78 (t, 3H, J=7.3Hz); 0.838 (t, 3H, J=VHz); 1.08 (t, 3H, J=7.3Hz); 1.25 (t, 3H,

J=7.3Hz); 1.36 (m, 4H); 1.63 (m, 2H); 1.89-2.05 (m, 10H); 2.44 (m, 4H); 4.22 (q, 20, J=7Hz); 4.54 (t,
H, J=6.1Hz); 4.76 (s, 2H); 6.72 (d, 1H, J=2.9Hz); 6.81 (dd, 1H, J=8.5Hz, J=2.9Hz); 7.16 (m, 3H); 7.24
(m, 2H).

A e 14.35. 2-2d-1-[(3'-((1-EA 7t G-1-(1, I-tvE &) W) & A )-6'-Z 2 H-nlo| | J-4-U ) v
g ]-4-2A3 2 Alo| ZF 2 A E-1H-0] 1|} Z-5(4H) -

2-%9-1-[ (3'-3o| EFA -6~ o] o d-4- ) W Y ] -4- 23] ZA}o] F 2 AT - 1H-0] 1] hE-5(4H) & (2 4] ]
13.8) % o9 2uER S ARl EE 484 AET A ACIY UD W AL, A
& AesbAgeld AzvtEet A EE ol Aol FR A/ obAH Ol E 100/0 oA 70/30). AHEE
A o FEHY

Rf (Abo]Zzalat/o] EolAElo] E 70/30): 0.2
IR: vCO 1727 2 1632 cm

NR ' (CDC13): 0.78 (t, 3H, J=7.3Hz); 0.88 (t, 3H, J=7.3Hz); 1.06 (m, 6H); 1.24 (t, 3H, J=7Hz); 1.38

(m, 4H); 1.60 (m, 2H); 1.97 (m, 8H); 2.24 (m, 1H); 2.43 (m, 4H); 4.21 (q, 2H, J=7.3Hz); 4.34 (d, 1H,
J=5.6Hz); 4.77 (s, 2H); 6.72 (d, 1H, J=2.9Hz); 6.81 (dd, 1H, J=8.5Hz, J=2.9Hz); 7.16 (m, 3H); 7.26 (m,
2H).

AAlY 14.36. 2-FE-1-[(3'-((1-915A 7t -1, 1-U e E) £ A] )-6'-o| 2 F-E-tlo| H d-4-d) e ]-4-2
3 2 A}o]| E = A E-1H-o] v t}Z-5(4H)-&
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<2446>

<2447>

<2448>

<2449>

<2450>

<2451>

<2452>

<2453>

<2454>

<2455>

<2456>

<2457>

<2458>

<2459>

3 IS5 10-2009-0038469

7o,

2-H-E-1-[(3'-3}o| EF A6 ' -o] - € -nlo] v d -4~ ) W & | -4- 23] 2 ALo| F 2 A E - 1H-o| v] ThE-5(4H) — (1 A]
o 13.15) 2 o€ 2-HERHo|ARE|HEE A}L5}] Xd_sﬁ& ARk A 14A) el whel AZsglvh. AAES
A7t Agel A A2t ]S HEE T AF dlE2/ddolAElo]E 80/20 A 60/40). AHES FA
Y2 FEHIY.

S8 91%
Rf (A4 olEH 2/ eolAEH o] E 60/40): 0.35

IR: vCO 1633 2 1728 cm

MR H (CDC13): 0.69 (d, 6H, J=6.6Hz); 0.88 (t, 3H, J=7.3Hz); 1.23 (t, 3H, J=7.1Hz); 1.30-1.42 (m, 2H);

1.54-1.66 (m, 3H); 1.60 (s, 6H); 1.83-2.06 (m, 8H); 2.31-2.40 (m, 4H); 4.23 (q, 2H, J=7.1Hz); 4.75 (s,
2H); 6.70 (dd, 1H, J=2.7Hz); 6.74-6.80 (m, 1H); 7.09 (d, 1H, J=8.4Hz); 7.16 (d, 2H, J=8.2Hz); 7.23 (d,
2H, J=8.2Hz).

AN 14,37, 2-59-1-[(3'~((1-o15A AR G-1, 1-T W Dr] ) A))-2-0] D-vho] s -4~ L) v ] -4-2=5] 24}

o] 2= HE-1H-o| v }Z-5(4H)-2
} Oy
(Y

2-F-d-1-[3'-sto| =5 A -2-ol| dnfo] s d-4-Ad ) v d | -4-2 9] R AFo] SR E - 1H-o] v thE-5(4) -2 (L A o]
13.16) 2 old 2-BREOLFEYNES ARGt dadt vt (Y 14A)°ﬂ II]r?/‘r Azttt dbes A

g7tANge A AZPEIT SR THEEY A olHZ/dolAEH o] E 80/20). AHES T 2dUZ F5HG
=
8 43%

Rf (AlolE 284t/ dEolAH o] E 70/30): 0.63
IR: vCO 1626 2 1720 cm

NIR H (CDC13): 0.89 (t, 38H, J=7.5Hz); 1.06 (t, 3H, J=7.5Hz); 1.25 (t, 3H, J=7.5Hz); 1.32-1.41 (m, 2H);

1.55-1.67 (m, 8H); 1.83-2.06 (m, 8H); 2.35-2.41 (m, 2H); 2.53 (q, 2H, J=7.5Hz); 4.24 (q, 2H, J=7.5Hz);
4.72 (s, 2H); 6.79-6.93 (m, 3H); 7.01 (dd, 1H, J=7.5Hz, J=2.5Hz); 7.07 (sl, 1H); 7.14 (d, 1H,
J=7.5Hz); 7.34 (m, 1H).

AAld 14.38. 2-BE-6'-Alo}=-1-[(3'-((1- EAI7tEE-1, 1-tHErE) S A] ) ulo] s d-4-U) v e | 4-AF 2
Aol E =2 HE-1H-o| v| t}&-5(4H)-2
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<2460>

<2461>

<2462>

<2463>

<2464>

<2465>

<2466>

<2467>

<2468>

<2469>

<2470>

<2471>

<2472>

<2473>

ZIHS3d 10-2009-0038469

G
IS

2-5-E-1-[(6'-A|o} -3 ' -3l o] EZ A ulo] H 4~ ) W & | -4- 2T 2 Alo| F 2 A E-1H-o] 1| T} E-5(4l) -2 (A
13.17) 2 oY 2-H R RO|AFEHEE AMEste] AEst dut g 009 14A) o] wel Az, AHE
YA R E gy QATHEE Tl Ao HE/dEotAEH ol E 80/20 oA 50/50). AES 3
A2 FEHAG.

I8 12%

fo 2 &

= o

Rf (Aol el /o dolAH ol E 40/60): 0.5
IR: vCO 1632 2 1726 cm |

1
NMR H (CDCly): 0.87 (t, 3H, J=7.3Hz); 1.22 (t, 3H, J=7.1Hz); 1.51-1.67 (m, 2H); 1.67 (s, 8H); 1.82-
2.04 (m, 8H); 2.32-2.38 (m, 2H); 4.23 (q, 2H, J=7.1Hz); 4.74 (s, 2H); 6.81 (dd, 1H, J=8.6Hz, J=2.5Hz);
6.90 (d, 1H, J=2.5Hz); 7.26 (d, 2H, J=8.1Hz); 7.51 (d, 2H, J=8.1Hz); 7.62 (d, 1H, J=8.6Hz).
AAld 14.39. 2-BE-1-[B'-((1-EAI7tEY-1, 1-0HErE) S A] )-2-v| S Al-vlo] g d-4-U) g | 4-2A9 2
Aol FZHE-1H-o| v| t}&-5(4H)-2

13.18) @ o€ 2-BZ RO AKEH)EESE AL
g7 A Gl A AR vtE Ot tHEE Tl
St

T8 72%

Rf (A5 olElZ/cdolAEo]E 70/30): 0.55
IR: vCO 1633 2 1725 cm

MR H (CDC13): 0.77 (t, 3H, J=7.5Hz); 1.15-1.20 (m, 2H); 1.26 (t, 3H, J=7.5Hz); 1.33-1.40 (m, 2H);

1.62 (s, 6H); 1.77-2.01 (m, 10H); 3.76 (s, 3H); 4.24 (q, 2H, J=7.5Hz); 4.62 (s, 2H); 6.55 (d, 1H,
J=7.5Hz); 6.81 (sl, 1H); 6.83-6.93 (m, 3H); 7.17 (d, 1H, J=7.5Hz); 7.29 (m, 1H, J=7.5Hz).

AN 6] 14,40, 2-%2-1-[(3'~((1- SN D-1, 1-T] s Do D) & A )-3-H D-n}o] s d-4-Q ) o D ] -4-25] 24}
ol EAE-1H-o| | }E-5(4H)-2
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<2474>

<2475>

<2476>

<?2477>

<2478>

<2479>

<2480>

<2481>

<2482>

<2483>

<2484>

<2485>

<2486>

<2487>

SIHE S 10-2009-0038469
o
} s
O,

2-H-E-1-[(3'-3lo| = ZA]-3-r| D uto] | d-4- ) v & |-4-~ 3] ZALo| S Z A & -1H-o] v t}Z-5(4H) - (4
13.19) % og 2—Hi‘jo1 FEHCEE ARt AeEst gt IO 14A) o mEt Az, AES A
g7t A AR EIGISATHEE Tl AfolHZ /e oA EHelE 80/20). AHES FA U F5FH
St

FE 70%
Rf (Aol el /ool Hlel E 70/30): 0.6

IR: vCO 1623 2 1729 cm

NR H (CDCl3): 0.85 (t, 3H, J=7.5Hz); 1.23-1.34 (m, 5H); 1.52-1.60 (m, 2H); 1.63 (s, 6H); 1.48-2.02

(m, 8H); 2.26-2.30 (m, 2H); 2.37 (s, 3H); 4.24 (q, 2H, J=7.5Hz); 4.70 (s, 2H); 6.81 (dd, 1H, J=7.5Hz,
J=2.5Hz); 6.92 (d, 1H, J=7.5Hz); 7.08 (m, 1H); 7.19 (d, 1H, J=7.5Hz); 7.26-7.30 (m, 1H); 7.33-7.37 (m,
2H).

A 14.41  2-FE-1-[[2-[(4- (1= FA 7L E-1, I-H e E e S A A d ]-6-mEd-E o} £ £ [3,2-b][1,2 4] E
ZolE-5-d v |-4-23] 2ALo| F 2D -1H-o| 7| hE-5(4H) -2

Q%

S
N)\
N\Et:?
e
o
2-F-E-1-[[2-[(4-3lo] =EF A Fd ]-6-HE-E]o} £ 2 [3,2-b][1,2,4] ER]o}&-5- | W& |-4- 1T ZAlo] S 2 H €l -
1H—°1Dlﬂr§—5(4H)—£(%z'\1<ﬂl 13.20) % g 2-BERo|AFEHEE At Mg AvkAA 3y 14B)ell

wg} Az 4 Ael7hAe A 2B SR (EE ol A folHZ/d oA H o] E 90/10 o
A 70/30). AFES —‘jr A oA FEEFT

g 91.2%
Rf (Alo]ZF 2 &AL/ o EolAE|o]E 50/50): 0.3

IR: vCO 1634 2 1731 cm

MR H (CDCl3): 0.94 (t, 3H, J=7.6Hz); 1.25 (m, 5H); 1.43 (m, 2H); 1.67 (m, 8H); 1.95 (m, 6H); 2.58 (t,

2H, J=7.6Hz); 2.64 (s, 3H); 4.24 (q, 2H, J=7.3Hz); 4.94 (s, 2H); 6.90 (d, 2H, J=8.8Hz); 7.99 (d, 2H,
J=8.8Hz).

AAe 14.42  2-FE-1-[[2-[(3- (1~ ATt E-1, -t ErE & A # d ]-6-H E-E| o} & =2 [3,2-b][1,2,4]E
gol&-5-d e ]4-25 2 Ao S Z HE-1H-0| |} &-5(4H)-=2
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<2488>

<2489>

<2490>

<2491>

<2492>

<2493>

<2494>

<2495>

<2496>

<2497>

<2498>

<2499>

<2500>

<2501>

ZIHS3d 10-2009-0038469

2-RE-1-[[2-[(3-3lo| =2 A7 |-6-M| E-E] o} Z 2 [3,2-b][1,2,4] Eg]o}Z-5-U | W&l |-4-~
IH-o] M tZ-5(4H) - (A A o] 13.21) 2 g 2-H 2 To]| AN E| g ol ES ALg3dle] A4dh dwtabgd (i 14B)ol
wep A zelvt. AHES ARgbAAdd A ARetEae st (& ] Aol SR A/ o

o4 50/50). AHEE FA QAR FEHAUT

T 77.1%
Rf (Alo]EFZ2 @ At/oHolAE|o]E 50/50): 0.3
IR: vCO 1635 2 1731 cm |

MR (CDCl3): 0.93 (t, 3H, J=7.6Hz); 1.26 (t, 3H, J=THz); 1.42 (m, 2H); 1.72 (m, 10H); 1.92 (m, 6H);

2.44 (¢, 2H, J=7.9Hz); 2.06 (s, 3H); 4.25 (q, 2H, J=7Hz); 4.73 (s, 2H); 6.89 (dd, 1H, J=7.9Hz,
J=2.3Hz); 7.30 (m, 1H); 7.67 (m, 1H); 7.76 (d, 1H, J=7.6Hz).

AAe 14.43. 2-FE-1-[3'-((1-EA 7t E-1, 1-UHE ) & A])-2-= 2 F-nlo| 3 d-4-U ) E ] -4-AF =2

Ato] =MD -1H-o| 7| thE-5(4H) -2
;
W

2-HE-1-[(3'-gfo| =5 -2-Z g ulo] # d-4-< ) v & | -4- 23] R Abo] F =il F - 1H-o] v th5-5(4H) -2 (A o

13.22) 9 g 2-HERO|AFEHES 436}0% Aegh e (W 144) 0 w}a} A z3H . 2ES 4
g7t AG A A2utE2 IS ATHEE Tl AR EZ/d Yol EH ol E 80/20). AtES T4 LUR F5H
et

8 72%

Rf (Afole| 2/ EolAlElo]E 70/30): 0.65
IR: vCO 1628 2 1726 cm

NIR H (CDCly): 0.77 (t, 3H, J=7.5Hz); 0.88 (t, 3H, J=7.5Hz); 1.23 (t, 3H, J=7.5Hz); 1.30-1.47 (m, 4H);

1.55-1.61 (m, 8H); 1.80-2.01 (m, 8H); 2.34-2.38 (m, 2H); 2.51 (t, 2H, J=7.5Hz); 4.23 (q, 2H, J=7.5Hz);
4.70 (s, 2H); 6.77 (m, 1H); 6.84 (dd, 1H, J=7.5Hz, J=2.5Hz); 6.89 (d, 1H, J=7.5Hz); 6.99 (dd, 1H,
J=7.5Hz, J=2.5Hz); 7.07 (s, 1H); 7.12 (d, 1H, J=7.5Hz); 7.25 (m, 1H).

AR 14.44. 2-3E-1-[(3'-((1-15A 7k E-1, 1-T W€ ' ) S A] )4 -U EZ-ulo] H d-4- )W ]-4-2 5]
ZA}o| Z 2 H Y -1H-o| vt} &-5(4H)-2
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<2502>

<2503>

<2504>

<2505>

<2506>

<2507>

<2508>

<2509>

<2510>

<2511>

<2512>

<2513>

<2514>

<2515>

ZIHS3d 10-2009-0038469

2-5-9-1-[(3'-3fo| =FA-6 ' -HEZ o) g d-4-d) w & | -4-2~F] 2 ALo] S 2 A -1H-0| 1] T} Z-5(4H) -2 (A A o]
13.23) ‘;‘ e 2-B 2RO ARE|FHO|ES ALEste] HEeh vk (Y 14A)o] met Azt AHES
YFHAFNA AReETGIFATHEE Tl Aol HZ/d " oAE ] E 80/20 oA 50/50). AbES A
4= FEHAY.

& 52%

fo

Rf (Aol el /o dolAH ol E 50/50): 0.5
IR: vCO 1632 2 1726 cm

MR H (CDCl3): 0.85 (t, 3H, J=7.3Hz); 1.21 (t, 3H, J=7.1Hz); 1.28-1.40 (m, 2H); 1.52-1.64 (m, 2H);

1.67 (s, 6H); 1.79-2.03 (m, 8H); 2.29-2.35 (m, 2H); 4.23 (q, 2H, J=7.1Hz); 4.72 (s, 2H); 7.15 (d, 1H,
J=1.6Hz); 7.23-7.26 (m, 3H); 4715-7.19 (d, 2H, J=8.2Hz); 7.84 (d, 1H, J=8.4Hz).

AA ¢ 14.45. 2-5d-1-[(3'-((1-EAI 7t -1, I-0]HE | e ) & A])-2-E EF 2 2| P Hlo] H d-4-A ) ]
g ]-4-2A3 2 Alo| ZF 2 A E-1H-0] |} Z-5(4H) -

<:;%:<N F
s QQ "o

2-HE-1-[(3'-3lo| =2 A -2-E g ZF 0 2 gulo| ¥ d-4-U )W g |-4-23] ZA}o| F 2 A Y -1H-o| u| v} Z-5(4H) -
(A Ao 13.24) 2 o€ 2—_11;5]_0]—1—‘!‘]:43“ O|EE ALgsle] &gk duta (0 140)el whek Al 23kt
S AYgtAgelA ARutE ISR HEEY AFolHZ/dHolAElo]E 70/30). e FA od=
=5 A}

A o o

[y

T8 96%
Rf (A G2/ EolAElo]E 60/40): 0.33

IR: vCO 1633 2 1728 cm

MR H (CDCl3): 0.89 (t, 3H, J=7.5Hz); 1.23 (t, 3H, J=7.5Hz); 1.33-1.44 (m, 2H); 1.56-1.68 (m, 8H);

1.84-2.01 (m, 8H); 2.34-2.40 (m, 2H); 2.22 (q, 2H, J=7.5Hz); 4.78 (s, 2H); 6.81 (s, 1H); 6.92-6.94 (m,
2H); 7.24-7.36 (m, 3H); 7.51 (s, 1H).

AN 14.46. 2-FE-1-['-((1-lFA7tEE-1, I-HHEH ) $A])-2-H EZ-nlo|Fd-4-d )M E | -4-23] =
Atol &2 Y- 1H-o| 7| hE-5(4H) -2
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<2516>

<2517>

<2518>

<2519>

<2520>

<2521>

<2522>

<2523>

<2524>

<2525>

<2526>

<2527>

<2528>

<2529>

SIHE S 10-2009-0038469
o]
} Y
()

o

2-3--1-[(3'-5Fo] =2 A|-2- 1] E 2 o] Qo] o I-4-21) ] & |-4- 23] 2 A}o] 2 2 A E-11-0] 1] th -5 (4l - (A
o 13.25) % ol" 2-BERO|AVE =S AHEate] AT AWAPOPH LN wet AzsA. HES

A FANN A R E GG THEEN g 2/d el E 70/30). AEL 2 oz FEHY
=
T8 94%

Rf (AFolHZ/oeolAH o] E 60/40): 0.33
IR: vCO 1635 2 1726 cm .

MR H (CDCl3): 0.91 (t, 3H, J=7.5Hz); 1.24 (t, 3H, J=7.5Hz); 1.34-1.43 (m, 2H); 1.54-1.70 (m, 8H);

1.84-2.04 (m, 8H); 2.34-2.40 (m, 2H); 2.24 (q, 2H, J=7.5Hz); 4.77 (s, 2H); 6.79 (s, 1H); 6.88-6.93 (m,
2H); 7.29 (m, 1H); 7.41 (s, 2H); 7.64 (s, 1H).

AAe 14.47. 2-5F8-1-[@'-((1-ASA 7R E-1, I-H g E) §A4])-4'-Z 2 F-r}o] ¥ d-4- L) v D ]-4-2 5]

Z Aol E =23 -1H-o] v t}=-5(4H)-=
;
(v
i

2-F9-1-[(3'-3lo| =EFA|-4' - Z 2 Fnjo] H d-4-A ) v & | -4-23] ZAlo] S Z A E -1l-0] W] T} Z-5(4H) —2 (A Al o]
13.26) ¥ o€ 2-HRHO|ARE|YCIES A&l HAEd AWty (I 14A)o wEl Alxsgich. AHES A
g7tAA A R E g G (R Afo U2 /dEotAEH o] E 80/20 oA 60/40). AMES A o7

TFEEAT.
T8 75%
Rf (Aol g 2/ EolAE ol E 50/50): 0.5

IR: vCO 1633 2 1727 cm .

MR H (CDC13): 0.84 (t, 3H, J=7.3Hz); 0.95 (t, 3H, J=7.3Hz); 1.17 (t, 3H, J=7.1Hz); 1.23-1.38 (m, 2H);

1.53-1.68 (m, 10H); 1.79-2.02 (m, 8H); 2.28-2.34 (m, 2H); 2.58-2.61 (m, 2H); 4.21 (q, 2H, J=7.1Hz);
4.68 (s, 2H); 6.85 (s, 1H); 7.09 (d, 1H, J=7.8Hz); 7.15-7.19 (m, 3H); 7.44 (d, 2H, J=8.1Hz).

A 14.48. 2-FE-1-[(3'-((1-(1-NA A FEH E&E-5-U)-1- EHE) S A])-vlo s d-4-d) v ]-4-2
¥ 2 A}o] Z 2 M E-1H-0] 7| t}E-5(4H)-&
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<2530>

<2531>

<2532>

<2533>

<2534>

<2535>

<2536>

<2537>

<2538>

<2539>

<2540>

<2541>

<2542>

<2543>

<2544>

<2545>

<2546>

<2547>

<2548>

ZIHS3d 10-2009-0038469

2-Fd-1-[(3'-gFo]| =F A utol A d-4-A) v & | -4-2v] 2 Ao SR A -1H-o] v th&-5(4l) - (A Ao 13.27)
1-(1-( A S A WD) -1H-H EetE-5-d) 22 vgid Zuo]E(AAd 11.3)5 AR&ste] desh dnkAd(F
Aol weh Azsiink. dtes AurpAdeld ARvtEII AT (EE HFolE =/ oAl H ol E

70/30). AHES FA 2 AR F5HAT.

m T M2

& 81%
Rf (AFolHZ/oeolAH o] E 60/40): 0.38

IR: vCO 1719 cm |

MR H (CDCl3): 0.89 (t, 3H, J=7.5Hz); 1.10 (t, 3H, J=7.5Hz); 1.24-1.43 (m, 2H); 1.54-1.66 (m, 2H);

1.80-2.02 (m, 8H); 2.15-2.38 (m, 4H); 4.60 (s, 2H); 4.73 (s, 2H); 5.60 (t, 1H, J=5Hz); 5.91 (s, 2H);
6.99 (d, 1H, J=7.5Hz); 7.14-7.34 (m, 10H); 7.51-7.54 (m, 2H).

MS (ESI): 607 (M+H)
AAd 15, B P9 w2 dyka (1) 3FE

B ool W 9wy (D e et ge b PHoR Axd 4tk

WY 158 EE-Eosu2e) AL A5

Lo

gEEavad BE-38 osH2 §9(leq)d] EETLRIAEM60q)S THlT. W EFEES He
A 1247 ST, B RS dFRgvad Asu, B2 A4% F 4952 A4890. §1%
&F AselEgeln Az B oAste sESHAT. AL el oA AzehE ek s
CEEETEY

W 15C: ojvuEE A&

KeN
=

ded Bl T s 55610 oHEUED Wl AH3 BEF8 fEAle ojnuEE A% = FEE 7R
oJER Ex= N N-yuEEFotn|=o] X1& o osf A3 Alxd 4 vty 10A 2 ¥ 10B).

o

m

19 15D: Apnd B
g

EFLEOMER f 7hRd Al S Egjoddd(leq)& A4 di7IstolA AH7lsi3iv. W Ed=
% 3

55Tl A A1z kit Egh=s st

=
>
of\
i
>
al
k]
2
2
il
tlo
i3
Ak
N

X
o
o
>
Hu
fr
=3
Hm
M
P
o
g: o

=y
ot
Wy 158 HESE 4.

YUE™-(leq), Efudddotato]=(2eq) H HIA(EZFER)SAOE(leq) S 271RIA FHUA EF<l
A

1=
59Tk W EHES 10TNA 4843 Ak /NN WASGT, o F EFES AelA 1247



<2549>

<2550>

<2551>

<2552>

<2553>

<2554>

<2555>

<2556>

<2557>

<2558>

<2559>

<2560>
<2561>

<2562>

<2563>

<2564>

ZIHS3d 10-2009-0038469

a, A4k 6N fdo=m AABIEle] pH 12 T, AAES gIFRaded FHidy. fr15S B2 A s,
2F AuolEAdol A Hxstar, st Ast 5T, I ES At Ao AzZetEEysel
¥y 15F: HEZE 953

Uiy Hed HEZE 9 (leg)oll 94k 6N (45eq) S 7F5F3it). ¥bE E3HES 55Tl A nRESATH. {7
S AF SOIEFAI|E IN &0 33 FE3UT. olF F715S pl 2714 S . olF £5&
o ol Elo| ER %%%iﬂr F715S B2 AFsta, vlads duoENA dAxzsta, st 5319
th. FoES ATt Aol AmmtEIR S

RE 1. 2-7E-1-[E' -(U=7HgA -1, 1-HuE v e) A upo] 3 d-4-9] ) & | -4-2v] 2 Alo] S 2 dl &l -1H-°] 1]

2O

2-38-1-[(3'-((1-o BA7h R -1, 1-T W G o &) S A o] s 4= ] & -4-2=3] 2 AL o] F 2 A G- -] o] T} -
SUD-&(AA e 12.1)% AHgatel A%d Aw A0 150 whet ﬂho}‘iiﬂr. HEe AYNY(EE
dEzedg/Hege 9/1) % Ax IPLOGHH B/ Ee/EEReRop e AnvtE e st A
e WA puz £5990,

T8 8%

Rf (YE=Z=2veh/vere 95/5): 0.30
MP: 169-171C IR: vCO : 1727 cm

NR H (DMSO-ds): 0.79 (t, 38H, J=7.3Hz); 1.25 (sext, 2H, J=7.6Hz); 1.51 (quint, 2H, J=7.3Hz); 1.54 (s,

6H); 1.65-1.95 (m, 8H); 2.34 (t, 2H, J=7.3Hz); 4.72 (s, 2H); 6.81 (dd, 1H, J=1.8Hz, J=7.3Hz); 7.06 (t,
1H, J=2Hz); 7.22-7.26 (m, 3H); 7.35 (t, 1H, J=7.9Hz); 7.6 (d, 2H, J=8.2Hz); 13.1 (s, 1H),

MS (MALDI-TOF): 463 (M+H)
e 2. 2-39-1- [ -(A-7HEA-L 1-H e R E) SA vpo] s d-4-<d) v & | -4-2 v 2 Ao S 2 e - 11-o] v]

CHE-5(4iD) -
o
SFPNE
o” “oH
X

2R E-1-[ (4" -((A-el FA 7R -1, - v = ) S A who] o d-4-9) v e ] -4~ *AEAME?A% 1i-o] v th-
SUM-E (Aol 12.2)& AF&ste] dEd dnt RO 150) ol mhet Alxskgih. A WA BUe 55
ew, oMEYE-NA AR

4 30%, Rf (UEF==2ve/vEe 9/1): 0.15

MP: 180°C, IR: vCO : 1735 cm |

MR H (DMSO-ds): 0.79 (t, 3H, J=7.4 Hz); 1.20-1.35 (m, 2H); 1.45-1.60 (m, 2H); 1.54 (s, 6H); 1.65-1.75

(m, 2H); 1.75-1.95 (m, 6H); 2.38 (m, 2H); 4.73 (s, 2H); 6.88 (d, 2H, J=8.1Hz); 7.22 (d, 2H, J=8.1Hz);
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<2565>

<2566>

<2567>

<2568>

<2569>

<2570>

<2571>

<2572>

<2573>

<2574>

<2575>

<2576>

<L2577>

<2578>

<2579>

<2580>

ZIHS3d 10-2009-0038469

7.57 (d, 2H, J=8.1Hz): 7.61 (d, 2H, J=8.1Hz), 13.11 (s, 1H).
NS (APCI): 463 (M+H)
e 30 2-FE-1-[2-(U-(AZHEA-L 1-ge R E) SAD s d) ol ] -4-2 v Ao S 2 e - 1H-o] w] t}5 -

2-5-E-1-[2-(4-((1-ol SA 7 I -1, 1-H e e &) SA] ) 3 ) ol & | -4-29] Ao S 2 3 " -1H-o] v vh&-
5(4H)-2 (A6 12.3)2 Abgalel A%d Auk HFCPY 150l e} xauo}ow AEe AN 2
2viEa Sl §E U Rag/iue 05/5). 42 WA PUw 259

g 19%, R (22 2uek/uee 9/1): 0.40
MP: 50-53°C, IR: vCO : 1773 cm ; 1730 cm

MR H (CDCI3): 0.87 (t, 3H, J=7.3Hz); 1.25 (sext, 2H, J=7.3Hz); 1.47 (quint, 2H, J=7.3Hz); 1.66 (s,

6H); 1.88 (t, 2H, J=7.9Hz); 1.95-2.20 (m, 8H); 2.92 (t, 2H, J=5.8Hz); 3.77 (t, 2H, J=5.8Hz); 6.88 (m,
41).

MS (ESI): 402 (M+H)

r_\i_\“

RFE 4 1-[(B'-BRE-2'-(A-7A-1, -t gvg) SA upol g d-4-) & | -2-F Bl -4-~T 2 Alo] S =2
g-1H-o] v v5-5(4H) -

=[5 -B2m-2"-((1-SA 7k d-1, I-" e v e) SAD)wtol s d -4-d) | & | -2-F-H-4-Av] 2 Afo] = -
-0 TE-5(4) - (H Aol 12.4)& ARE8to] ARgate] st vt sy 154)0] whet Alzsiqln. b=
< Aol ARetEagv e (fE HERRME/WMES 9/1), olF Alx HPLC(&E ] &/HeZ
/EREFRHEN R AAST. At WA FUR 550,

g0 18%, R (2= zuek/uee 9/1): 0.40
IR: vCO : 1773 cm ; 1730 cm ; 1626 cm |

MmlH(ﬂEh)IOGO(L 3H, J=7.3Hz); 1.30-1.43 (m, 2H); 1.39 (s, 6H); 1.60-1.72 (quint, 2H, J=7.9Hz);

1.95-2.25 (m, 8H); 2.67 (t, 2H, J=7.9Hz); 4.88 (s, 2H); 6.95 (d, 1H, J=8.8Hz); 7.2 (d, 2H, J=7.9Hz);
7.38 (dd, 1H, J=8.8Hz, J=2.6Hz); 7.45 (d, 1H, J=2.6Hz); 7.50 (d, 2H, J=7.9Hz).

MS (ESI): 541-542-543 (M+H)

3gE 5 2-HE-1-[[4-[G-(A-FtEA -1 1-tEdeh) SAD A D) 7t d [ H d W€ [4-~50] @A Lo S 2 A e -1~
ol th£-5(4H) -
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<2581>
<2582>

<2583>

<2584>

<2585>

<2586>

<2587>

<2588>

<2589>

<2590>

<2591>

<2592>

<2593>

<2594>

<2595>

ZIHS3d 10-2009-0038469

2-HE-1-[(4-[ (3-((1-o FEA 7t -1, 1-g e ) SAD) Eld) 7t d |3 d | v 2 |-4-23] 2ALo| S 2 A 9 - 1H-9]
U CE-5(40) - (A A o] 12.5)& ARg3le] ALg3sle] dedt duk 3l 150) 0] wet Alzesich. AEe A
AN A ARutE g AtHEE a2 e/Wes 9/1), RS WAl Rug =9}

T4 8, Rf (JFE2ve/me-2 9/1): 0.40
IR: vCO : 1726 cn
MR 'H (CDCI;): 0.84 (t, 3H, J=7.3Hz); 1.31 (sext, 2H, J=7.6Hz); 1.50-1.68 (m, 8H); 1.75-2.10 (m, 8H);

2.36 (t, 2H, J=7.6Hz); 4.78 (s, 2H); 7.12-7.40 (m, 6H); 7.75 (d, 2H, J=7.9Hz). MS (ESI): 491 (M+H)

$GE 6 2o U-1-[(2'-((1-7EA-1 1)L ©) A upo] o U -4-)) ] & ] -4-2-5] 2 Afo] 2 2 - 1f-o] ]
ohE-5(4H)-&

2-FE-1-[(2' - (- FA7F -1, I-v e &) S A who] o d -4-) | & | -4-~v] 2 Afo] S =4

S5UM-(AA el 12.4)& AHEste] AREste] dadh b g8 15A)°ﬂ upe} Azl

dold AmntEasts (&5 HEZEZWE/MEE 9/1), o|F AlXx HPLC(&=E T4l %/Uﬂ
RO EAD 2 AAlsitt. e WA Bae £5EHA

g 30%, Rf ()22 2mek/mEre 95/5): 0.30
MP: 74-80°C IR: vCO : 1735 2 1627 cm

MR H (CDCI3): 0.86 (t, 38H, J=7.3Hz); 1.32 (sext, 2H, J=7.6Hz); 1.41 (s, 6H); 1.55 (quint, 2H,

J=7.3Hz); 1.85-2.10 (m, 8H); 2.37 (t, 2H, J=7.3Hz);: 4.74 (s, 2H): 7.03 (d, 1H, J=7.9Hz); 7.11 (t, 1H,
J=7.30z); 7.17-7.24 (m, 3H); 7.32 (d, 1H, J=7.3Hz); 7.5 (d, 20, J=7.9Hz). MS (ESI): 463 (M+H)

e 70 2RI [[4-[ - (AZkEAl-L v g ) S A o d) 7he d ol d vl ] -4-2 v 2Abo| SR e -
1H=o] v hE-5(4) -2

2-3-8-1-[[4-[ (2-((1-o B A7k 1 d-1, 1-C] A R &) S A1) 30 ) 741 d 30 | o )42 9] o] -2 A G- o]
HHE-5(A)-2 (A 12.6)2 AHEetel Abgstel A%d A HPCPY 1510 wheh Az, e A
Aoiaael ) AmvtEads (42 Nz Mg o/1). 4R A0 Puw F5HAY.

8 43%, Rf (Y E22 v e/deL 9/1): 0.25
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<2596>

<2597>

<2598>

<2599>

<2600>

<2601>

<2602>

<2603>

<2604>

<2605>

<2606>

<2607>

<2608>

<2609>

<2610>

<2611>

ZIHS3d 10-2009-0038469

MP: 85-90°C IR: v(CO : 1727, 1662, % 1633 o

MR H (DMSO-ds): 0.78 (t, 3H, J=7.8Hz); 1.12 (s, 6H); 1.23 (sext, 2H, 7.6Hz); 1.44 (quint, 2H,

J=7.9Hz); 1.65-1.83 (m, 8H); 2.29 (t, 2H, J=7.3Hz); 4.76 (s, 2H); 6.84 (d, 1H, J=8.5Hz); 7.03 (t, 1H
J=7.3Hz); 7.26 (d, 2H, J=7.9Hz); 7.36 (d, 1H, J=8.5Hz); 7.42 (t, 1H, J=7.3Hz); 7.70 (d, 2H, J=8.2Hz).
MS (ESI): 491 (M+H)

FFgE 8 2-RE-1-[2-(3-(A-7IEA-L I-ydErED) AN A ) o & -2 0] 2 ALo] F 2 Al el -11-o] u| U} F-
54)-2

2-FE-1-[2-(3-((1-EA| 7} d-1, 1-y W u e )SAD A d ) ol & |-
(AAd 12.7)& AFE3le] ALg35te] desh duk I3 15090 uhet Az
ZotE 29 tH(&E 9 HERadt/dgs 9/1). e 74 edr 5

239 ZAbo| F 2 € -1H-o] 7| t}E-5(4H)-&
I S e ) B e B P
ATH.

01'

e
i
iﬂ

T4 38%, Rf (UFEEve/HE-L 95/5): 0.30
IR: vCO(Sl 28l 2) : 1732 cm

MR H (CDCI3): 0.88 (t, 3H, J=7.3Hz); 1.20-1.40 (sext, 2H, J=7.3Hz); 1.49-1.66 (quint, 2H, J=7.6Hz);

1.66 (s, 6H); 1.90-2.15 (m, 6H); 2.16-2.30 (m, 4H); 2.96 (t, 2H, J=5.8Hz); 3.95 (t, 2H, J=5.8Hz); 6.47
(s, 1); 6.87 (t, 2H, J=8.8Hz); 7.26 (t, 1H, J=7.9Hz). MS (ESI): 401 (MtH)

HRE 90 2-7Y-1-[[4-[U-(A-FH5A-L 1-ge v E) SAD s ) 7k d o d e | -4-2 9] 2ALo| S 2 Y-
1H-o] 7] h5-5(4H) -2

2-FE-1-[[4-[(4-((A-oll A 7h -1, I-H R m ) S A 3 ) 7k d 19 d vl | | -4-2 v 2 Abo] S = |l - 1H-9]
GE-5(4) -2 (Ao 12.8)& AREShe] dad dnb sy 154) o whet Xiho}‘iiq. thEe AeghAasd
AN AzmntEIISRAHEEY HEZ2HE/HEE 9/1). e WA 222 F55300.

8 43%, Rf (Y E22 v e/deL 9/1): 0.25

MP: 90-99°C IR: vCO : 1726 cm .

NIR H (CDCI3): 0.78 (t, 3H, J=7Hz); 1.25 (sext, 2H, J=7.3Hz); 1.46 (quint, 2H, J=7.3Hz); 1.53 (s, 6H);

1.67-1.84 (m, 8H); 2.33 (t, 2H, J=7.6Hz); 4.78 (s, 2H); 6.89 (d, 2H, J=8.8Hz); 7.29 (d, 2H, J=8.2Hz);
7.66 (m, 4H).

MS (ESI): 491 (M+H)

R{E 100 2-F=-1-[2-(2-(A-ZhA -1 1-Hu e e) S A s ) ol & | -4-2 9] 2 Afo] S = H Y - 1H-o] v v
5(4H) -
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<2612>

<2613>

<2614>

<2615>

<2616>

<2617>

<2618>

<2619>

<2620>

<2621>

<2622>

<2623>

<2624>

<2625>

<2626>

<2627>

ZIHS3d 10-2009-0038469

Q“@

2~ 8- 1-[2-(2-((1-0] B A7 a1, 1-T Wl G ol ©) 84 3 ) o & |—4-2=9] o] 2 2 A - TH-o] ]} -
S-S (AN 12.9)& AHgstel A&d A AP 150 et xauo}ow WEe AN A
2o Eae ST (§% 9 TR/ MEE 9/1). HRe WA Puw 5.

8 56%, Rf (Y22 ve/dee 9/1): 0.40

MP: 51-57°C, IR: uCO(e]Z=ElZ) : 1732 cm 5 vCO (SHE): 1623 cm |

1 .
NMR H (CDCI3): 0.84 (t, 3H, J=7.3Hz); 1.31 (quint, 2H, J=7.6Hz); 1.54 (m, 8H); 1.96 (m, 8H); 2.36 (t,

2H, J=7.6Hz); 2.95 (t, 2H, J=5.9Hz); 3.95 (t, 2H, J=5.9Hz); 4.77 (s, 2H); 7.13-7.37 (m, 2H); 7.75 (d,
2H, J=7.9Hz).

MS (ESI): 491 (M+H)
FFE 11 2-FE-1-[[4-[G-(A-FHEA -1 1-guEd e A A d) 7t d [ d d (W g [4-2 3] 2 Ao SR Sl Al -

1H-o] W TE-5(4H) -
; Q OH
@ ﬂ

2-5-9-1-[[4-[ (3- (1~ EA 7R E-1, 1-tjWEre) S A H d) 7t R d 19 d | v e |-4-23) 22} o] S 2 3 A -11-0]
v ThE-5(4H) - (H Ao 12.10) & AF&-3}< Xd%?‘& 11t JM(HW 1579l whet Al z=spelct. e A gtAald
oA ARrtEIe A HEEY UERare/Mes 9/1). A2 WA Rag Xy

& 56%
Rf (Z2=2vet/ve-2 9/1): 0.30

MP: 68-75°C IR: vCO: 1726 cm |

MR H (CDCIy): 0.84 (t, 3H, J=7.3Hz): 1.33 (sext, 2H, J=7.6Hz): 1.51-1.78 (m, 18H): 2.38 (t, 2H,
J=THz); 4.77 (s, 2H); 7.08-7.52 (m, 6H); 7.75 (d, 2H, J=7.9Hz). MS (ESI): 505 (M+H)
3E 12: 1-[(6'-H22-3'-((1-F1EA] -1, 1-tdeve) A uto]d d-4-A) m & |-2-F-E4-~v ZAlo]| F 2

H-1H-o] v t}E-5(4H) -
Qj
I\?N

O
o~V

OH

1-[(6'-HE2E-3'-((1-o| EA 7R d-1, -t W& ) A ) nlo] f d-4-d )W & | -2-F- & -4-~F] 2 Alo| S 2 A EH -
-0 AFZ-5(41) 2= (A Ao 12.1)& AH831e] dAedk duk A gy 150) ] uhet ﬂhok“q AHEe Ayt
Ao ARvtEaeysa(EEY YI22det/vee 9/1), AZ HPLCE AHASAT (T &/vee/Eg
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<2628>

<2629>

<2630>

<2631>

<2632>

<2633>
<2634>

<2635>

<2636>

<2637>

<2638>

<2639>
<2640>

<2641>

<2642>

<2643>

<2644>

<2645>

S 3I 10-2009-0038469
EFo ol EM). Ee A

R SEHAT

FE 7%, Rf (UFE2ve/veL 9/1): 0.50

A

MP: 174-176°C IR: vCO: 1737 cm

NR H (CDCI3): 0.80 (t, 3H, J=7.3Hz); 1.27 (sext, 2H, J=7.9Hz); 1.54 (quint, 2H, J=7.3Hz); 1.64 (s,

6H); 1.84-2.03 (m, 8H); 2.42 (t, 2H, J=7.3Hz); 4.74 (s, 2H); 6.82 (dd, 1H, J=8.8Hz, J=1.6Hz); 6.88 (d,
1H, J=2.9Hz); 7.17 (d, 2H, J=8.2Hz); 7.36 (d, 2H, J=8.5Hz); 7.52 (d, 1H, J=8.8Hz).

MS (ESI): 541-543 (M+H)

FE 130 2-HE-1-[@' -(A-7HEA -1 I-H e e e e) S A ko] s d-4-<) v & | -4 . 4-T] v & - 1H-o] W] T} -

2-F9-4 4-tHE-1-[ (3" -((1-e A 7h -1, - W E v E) S A ) vke] Al d -4-d ) v & |- 1H-o] v thE-5(4H) -2
(A 12.11)& AHEate] dEdh dv g8y 15A)0] wheh Alxsdh. AR AeghAdelA A=ntED
]St tEF R/ WS 9/1). o|F AHES Ax HPLCE BABIITHT Y E/vMeS/EgEFe

RO EAD) . AHES W Bue S5

8 27%, Rf (YE==2e/veL 95/5): 0.3
MP: 171-173°C IR: vCO: 1730 cm

NR T (DMSO-ds): 0.79 (t, 3H, J=7.3Hz); 1.23 (s, 6H); 1.30 (sext, 2H, J=7.3Hz); 1.49 (quint, 2H,

J=7.9Hz); 1.54 (s, 6H); 2.34 (t, 2H, J=7.8Hz); 4.71 (s, 2H); 6.81 (dd, 1H, J=8.2Hz, J=1.8Hz); 7.07 (s,
H); 7.22-7.25 (m, 3H); 7.35 (t, 1H, J=7.9Hz); 7.6 (d, 2H, J=8.2Hz). MS (ESI): 463 (M+H)

AE 14 2-HE-1-[[4-[G-(U-FFEA -1 1-gHEmeh SAD A D IR d = d e -4 . 4-t) W & -1H-o] v] o} =
-5(4H)-&

2-F9-4 4-HmE-1-[[4-[ (- ((1-o 527 R E -1, -t e d v &) S A D) 7k d [ 9l | Tl E |- 1H-o] o] o -
S5(4H)- (Aol 12.12)& AH&Ste] d&g ok A OEY 1Al mhe} Azt AHeS Alx HPLCE A

SFATH T E/HEhE/EEF R E) . AHeS WA Fug F55Q)

F&: 67%, Rf (HZ222ve/WeS 9/1): 0.35

MP: 167-1697C IR: vCO: 1746 2 1661 cm

MR H (CDCI,): 0.84 (t, 3H, J=7.2Hz); 1.33 (sext, 2H, J=7.3Hz); 1.41 (s, 6H); 1.54-1.63 (m, 8H); 2.39
(t, 2H, J=7.3Hz); 4.78 (s, 2H): 7.16 (d, 1H, J=7.6Hz): 7.25-7.43 (m, 5H); 7.78 (d, 2H, J=8.2Hz).

MS (ESD): 465 (M+H); 487 (MNa); 503 (M+K)
BgE 150 2-%E-1-[[4-[G-(A-7HA -1 1-gu g ) SAD A ) 7k d (9 d [ E | -4-9 D - 1H-o] v vf5-
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<2646>

<2647>

<2648>

<2649>

<2650>

<2651>

<2652>

<2653>

<2654>

<2655>

<2656>

<2657>

<2658>

<2659>

ZIHS3d 10-2009-0038469

5(4H) -

0
@HO
NN —S§==
/;S o
HO
- R 1-[ [4-[ (3-((1-o B b 91, 1-T W & o] 2) A ) 3l ) 7k ] 5 T ] &) ] —4—) - 1H-0] 1] T} 55 (4H) -

(Ao 12.13)S AF&3e] Aedt duk JACHE 150)0 wef A XEUTE. AHES AggtAid IZnED
oA (EEFd gEF 22 e/ vee 95/5). AR 24 a2 F5FQ.

8 25%, Rf (YEF==2ve/vE2e 9/1): 0.35
MP: 115-120°C, IR: vCO: 1736 2 1656 cm |

MR H (CDCI3): 0.84 (t, 38H, J=7.3Hz); 1.15-1.29 (m, 2H); 1.46 (quint, 2H, J=7.3Hz); 1.57 (s, 6H); 2.28

(t, 2H, J=7.6Hz); 4.26 (s, 1H); 4.72 (s, 2H) 6.82 (m, 1H); 7.09 (m, 1H); 7.19-7.30 (m, 5H); 7.31 (m,
2H); 7.52 (d, 2H, J=8.2Hz); 7.78 (d, 2H, J=8.2Hz). MS (ESI): 513 (M+H)

3E 16: 1-[(3'-(A-71EA -1, 1-gv e e) Aol d-4-e) 8l |-2-Z 2 F-4-~ ] ZAlo]| F & FlEl-1[-9]
n) T} E-5(4H) -2

S

o)

1-[(3'-((1-H E-F 8 S A7k g1, -t & ) S 4] vkl s d
1H-o] W b5 (4l)- (A A o] 12,105 AHahel A%d Au 37
opAHo ER AA e, isteln, 1 el Az

LIRS ERBETEIER
W 15B)el whe Alxskelh, AHEe oY
wa B 5ag

ri:ﬂu
o — &

=
a0 47%, Rf (YEFE2vek/#eE 95/5): 0.35

MP: 134-190C IR: vCO: 1763 ¥ 1731 cmi1

MR H (CDCI3): 0.88 (t, 3H, J=7.3Hz); 1.59-1.72 (m, 8H); 1.90-2.12 (m, 8H); 2.52 (t, 2H, J=7.3Hz);

4.75 (s, 2M); 6.94 (dd, 1H, J=7.3Hz, J=1.8Hz); 7.15 (s, 1H); 7.18 (d, 2H, J=7.6Hz): 7.23 (d, 1H,
J=7.3Hz); 7.32 (t, 1, J=7.9Hz); 7.52 (d, 2H, J=8.2Hz). MS (ESI): 449 (MtH); 471 (MNa): 487 (M+K)
e 17 1[G -(A-7RA-1 -t " g) SA]) vkl o d-4- ) v & | -2-o F-4-2 v 2 Ao F 2 e - 11-o] v]
S-S54l -2

C

-[E' -((I-HE-FE S A7 R -1, -t v d e g) S A vl dl d-4-) v g | -2-ol D -4- 23] 2 Alo] S 2 A & -1H-
oW thE-5(4N) - (A A 12.15)5 AH&ate] Had duk ALY 15B)o] wet Axsgivh. AHES A 2
A= F53A.
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<2660>

<2661>

<2662>

<2663>

<2664>

<2665>

<2666>

<2667>

<2668>

<2669>

<2670>

<2671>

<2672>

<2673>

<2674>

<2675>

SIHE S 10-2009-0038469
FE:1 9%, Rf (UFE==ve/HEe-E 95/5): 0.35
IR: vCO: 1776 2 1730 cm

MR H (CDCI3): 1.20-1.32 (m, 3H); 1.65 (s, 6H); 1.92-2.31 (m; 8H); 2.80 (m, 2H); 4.89 (s, 2H); 6.92

(d, 1H, J=7.3Hz); 7.16 (s, 1H); 7.19-7.27 (m, 3W): 7.35 (t, 1H, J=7.9Hz): 7.58 (d, 2H, J=8.2Hz). NS
(ESD): 433 (M-H)

BHRE 18 -G -(U-7HEA-1L 1-" e g &) S A vlo sl d-4- ) v & | -2-v D -4-2 9] 2 Apo] S = il - 1H-0] 7]
THE-5(4) -2

-[@E'-((I-HE-FE A 7tR -1, -t v d v ") S A rto] 3 d-4-<d) v e | -2-v D -4-~ 9] 2 Ao S 23 -1H-
oM GE-5(4l) -2 (Aol 12.16) 5 ARESte] =g dnb s (Y 15B)el whet Alzsklnh. AteE

w2 F5a90.
& 99%, Rf (HJEF2=2e/mekg 95/5): 0.30

MP: 81-88°C IR: v(0: 1776 % 1729 cm |

MR H (CDCL): 1.70 (s, 6H); 1.92-2.26 (m, 8H); 2.52 (s, 3H); 4.86 (s, 2H); 6.98 (d, 1H, J=7.3Hz);
7.19 (s, 1); 7.20-7.26 (m, 3H); 7.39 (t, 1M, J=7.9Hz); 7.59 (d, 2H, J=8.2Hz). MS (ESD): 419 (M-l

SE 19 2-79-1-[ (3 -(A-7FA]-1, 1-t e v g) S A ufo| g d-4-<) v & | -4-3 D - 1H-o] W] }Z-5(4H) -

S,
7%

2-5-9-1-[(3'-((1- EA 7} D1, -t & W & ) & A ubo] Bl -4-2 ) vl & ] -4-3) I - 1H-0] v] T} Z-5(4H) -2 (2 A]
o 12.17)& AHEste A&s dut (8 1509wk A=kl AHE2 AlE HPLCE A ATl &

o
RS/ Bl BT o RO EA), AR uA Bue 55,

rl

T4 30%, Rf (UFE=ve/HE-L 95/5): 0.30
MP: 197-199°C IR: vCO: 1692cm

MR H (DMSO-ds): 0.73 (t, 3H, J=7.3Hz); 1.02-1.12 (sext, 2H, J=7.3Hz); 1.31-1.42 (quint, 2H, J=7.3Hz);

1.54 (s, 6H); 2.15-2.28 (m, 2H); 3.17-3.33 (m, 2H); 6.79 (dd, 1H, J=7.6Hz, J=1.8Hz); 7.04 (t, 1H,
J=1.8Hz); 7.17-7.25 (m, 3H); 7.27-7.41 (m, 4H); 7.42-7.50 (d, 2H, J=8.2Hz); 7.60-7.67 (d, 2H,
J=7.30z); 10.62 (s, 1H); 13.12 (s, 1H). MS (ESI): 463 (M+H)

AFE 200 2-RE-1-[[4-[(U-(A-71EA-1 I-gyEdEeEh) S A A d) 7R d 9 d v g ] -4-3 J-11-o] ] v} -
541 -2
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<2676>

<2677>

<2678>

<2679>

<2680>

<2681>

<2682>

<2683>

<2684>

<2685>

<2686>

<2687>

<2688>

<2689>

ZIHS3d 10-2009-0038469

O
(Y wo
v, b
o
2-H -1 [[4-[U- (Aol A 7R -1, - e ) S AD 2 ) 7k 1o el ] -4- ) - 10 Pl o5 -5 (4H) -2
|

(Aol 12.18) & AREate] daeh dvt A 15A) o whet Az, b2 Alx HPLC= AAls AT
)

v =/ ehE/EEF QRO EAY) . AhEd WA Ee f5H T

S
/

T 46%, Rf (YE22veh/dekE& 9/1): 0.40
MP: 215-217C, IR: v(0: 1725 ¥ 1650 e

NR H (DMSO-ds): 0.76 (t, 3H, J=7.3Hz); 1.02-1.15 (m, 2H); 1.30-1.41 (quint, 2H, J=7.3Hz); 1.60 (s,

6H); 2.18-2.30 (m, 2H); 3.21-3.48 (m, 2H); 6.89 (d, 2H, J=8.8Hz); 7.26-7.42 (m, 5H); 7.54-7.59 (d, 2H,
J=7.9z); 7.60-7.69 (m, 4H); 10.07 (s, 1H); 13.29 (s, 1H). MS (ESI): 513 (M+H)

sghe 210 2R E-1-[(3' = (A=ZkEA-1, -t v =) S A]) Bfo] | d-4-) v d | 4= 9] 2 Apo] F & 8 4 - 1H{-0] 1]
TE-5(4H)-&
O>§(OH

%

2-FE-1-[(3' - (-l FA7FE -1, I-" e v &) S A whol A d -4-) | & | -4-~ 3] 2 Afo] S = & A - 1H-o| 1| th&-
S5(U4M-2=(EAlel 12.19)& AHEsto] dadh vt ACEY 154) o we} Az, b= Az IPLCE A
o Al

ST =/ e/ EYEF QRO EL) . At WA 2UR 553
& 46%, Rf (U2 2M/HEhE 95/5): 0.30

MP: 160-162C IR: v(CO: 1725 ¥ 1629 cmf1

NR H (DMSO-ds): 0.79 (t, 38H, J=7.3Hz); 1.25 (sext, 2H, J=7.6Hz); 1.30-1.42 (m, 2H); 1.52 (quint, 2H,

J=7.3Hz); 1.54 (s, 6H); 1.59-1.78 (m, 8H); 2.35 (t, 2H, J=7.3Hz); 4.72 (s, 2H); 6.81 (dd, 1H, J=7.9Hz,
J=1.5Hz); 7.06 (t, 1H, J=2Hz); 7.19-7.28 (m, 3H); 7.35 (t, 1H, J=7.9Hz); 7.59 (d, 2H, J=8.2Hz); 13.11
(s, 1H). MS (ESI): 477 (M+H)

FFE 22: 1-[(6'-HER-3'-((1-7FFA]-1, -t Py e) S A vl H d-4-d) & |-2-F E-4- 1T 2 o] F =2
A -1H-o] 1| -5 (4H) -

1-[(6'-H2E-3'-((1-o| BA 7R E-1, I-0]Wd W& ) S A] ) ufo] A d -4~ ) W& | -2-F-E -4-~F] ZAlo| S 2 8 Al -
-0l v tFZ-5(41) - (A A o] 12.19)& AFEste] A&st dut A 154) 0] wel Az, e Az
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<2690>

<2691>

<2692>

<2693>

<2694>

<2695>

<2696>

<2697>

<2698>

<2699>

<2700>

<2701>

<2702>

<2703>

<2704>

<2705>

<2706>

2 E3d 10-2009-0038469
HPLCE AASIATH(F ] &/HEE/EFEF RN ELD . AHES WA 2da =55 Q)
T8 5%, Rf (22 ek/merL 9/1): 0.40

MP: 170-172C IR: v(CO: 1736 ¥ 1629 cmi1

NR H (DMSO-ds): 0.79 (t, 3H, J=7.3Hz); 1.25 (sext, 2H, J=7.6Hz); 1.32-1.41 (m, 2H); 1.49 (quint, 2H,

J=7.3Hz); 1.52 (s, 6H); 1.59-1.78 (m, 8H); 2.37 (t, 2H, J=7.3Hz); 4.74 (s, 2H); 6.75-6.81 (m, 2H);
7.21 (d, 2H, J=8.2Hz); 7.37 (d, 1H, J=8.2Hz); 7.60 (d, 2H, J=9Hz); 13.19 (s, 1H).

MS (ESI): 555-557 (M+H); 577-579 (M+Na)

332 230 2-FE-1-[ B -(AlekmEAD vt A d-4-) m & | -4-~F] 2 Al o] S 2 A E-10-o| W] T} E&-5(4H) -

2-F-g-4-223 2 Abo] 2 M E-1H-0] P }E-5(4)-S (A o] 3.4) % 2-((4'-BE R &uto] s d-3-2) Ao}
EUES(HAA 6.5)F Aol Aed duk FOPY 1500 wek Azsglvh, A desades 2=
nhE1eb] SATH§E S T FRZU e/ MRS 08/2), AR S WA Rug S5,

ﬂo

& 19%, Rf (YE22vgh/vekE& 98/2): 0.34
MP: 128-130C IR: v(CO: 1714 ¥ 1638 e

NR H (CDCIy): 0.87 (t, 3H, J=7.3Hz); 1.30-1.40 (sext, 2H, J=7.6Hz); 1.53-1.65 (quint, 2H, J=8.5Hz);

1.80-2.10 (m, 8H); 2.35 (t, 2H, J=7.3Hz); 4.73 (s, 2H); 4.83 (s, 2H); 6.94-7.01 (dd, 1H, J=8.2Hz,
J=2.6Hz); 7.17 (s, 1H); 7.24 (d, 1H, J=8.2Hz); 7.29 (d, 2H, J=7.6Hz); 7.38-7.46 (t, 1H, J=7.9Hz); 7.54
(d, 2H, J=8.2Hz). MS (ESI): 416 (M+H)

SRE 240 1-[(5'-B2R-2'-((U-7FA-1, I-tvE v g) SAD)upo] g d-4-) v & | -2- Bl -4-~ 3] 2 Afo] S = 5
- 1H-o] v t5-5(4H) -

=[5 -B2m-2"-((1-SA 7k -1, I-" e v e) SAD)utol s d -4-d) | & | -2-F-H-4-Av] 2 Afo] F = 8 A -
-0 TE-5(4) - (H Ao 12.20)& AR&ste] =g dnb A 150) ] w2} Alzsigltt. A2 Ax
HPLCE AAISHA (&&= =/mlehs/EEF 2o ERD. At 34 e d=2 550,

28 14%, Rf (22 v e/deL 9/1): 0.30

IR: vC0: 1777 2 1627 cm

NR (DMSO-ds): 0.80 (t, 3H, J=7.3Hz); 1.32 (sext, 2H, J=7.9Hz); 1.41 (s, 6H); 1.51 (quint, 2H,

J=7.3Hz); 1.55-1.72 (m, 8H); 2.66 (m, 4H); 4.87 (s, 2H); 6.79 (d, 1H, J=8.5Hz); 7.28 (d, 2H, J=8.2Hz);
7.43-7.48 (m, 2H); 7.53 (d, 2H, J=8.2Hz). MS (APCI): 557-558 (M+H)

SHE 250 2= E-1-[(4 - (A=7HgA -1, 1-HeE v E) S A] ) upo] 3 d -4-9] ) v & | -4-2v] 2 ALo] S 2 8| A -1H-o] 1]
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<2707>

<2708>

<2709>

<2710>

<L2711>

<2712>

<2713>

<2714>

<2715>

<2716>

<L2717>

<2718>

<2719>

<2720>

ZIHS3d 10-2009-0038469

54D -
(L
N

o

2-FE-1-[(4'-((1-AN EAI 7R L -1, - W E i &) S A] ) nfo] d -4~ ) W & |-4- 23] ZALo] F 2 A - 11-o] u| U}&-
54D - (A A e 12.2D)S AFg3sle]l dAedt dut g3 150)0) wel Az, 2L A= HPLCE A A

SFATHEE T =/MThE/EEF QR ELD) . Aed WA Zde $55300.

=

T8 64%, Rf (YE==2el/veL 9/1): 0.25
MP: 75-77°C IR: vCO: 1729 2 1627 cm

MR H (DMSO-ds): 0.79 (t, 3H, J=7.3Hz); 1.21-1.35 (sext, 2H, J=7.3Hz); 1.42-1.55 (m, 2H); 1.54 (s,

6H); 1.59-1.76 (m, 8H); 2.50 (m, 4H); 4.77 (s, 2H); 6.88 (d, 2H, J=8.8Hz); 7.23 (d, 2H, J=7.9Hz); 7.56
(d, 2H, J=8.8Hz); 7.61 (d, 2H, J=8.5Hz). MS (APCI): 477 (M+H)

3E 26: 1-[(5'-BEF-2'-((1-FIEA-1. -t e EdeE) A ulo] d d-4-A) v &l |-2-H-El—4-w - 1H-o] v t}=

o S,
}$

1-[(5'- B2 52" ~((1-o| 5| k1 d-1, 1-E) v D ) 4] uho] i d—4- 1) v & |2~ © 45 d-1fi-o] v] o} -
SD-ECIAA 12,208 AHEslel A% D HROEY 1509 @k AZARG, DES AL PLCE A
SATH G B/ /B BFORAE) . AHRE WA Bue £5H

o B |
T 7%, Rf (YEF22de/#eL 95/5): 0.30

MP: 199-201C IR: v(CO: 1786 ¥ 1666 cmi1

MR H (DMSO-ds): 0.78 (t, 38H, J=7.3Hz); 1.02-1.18 (sext, 2H, J=7.9Hz); 1.38 (m, 2H); 1.40 (s, 6H);

2.40 (t, 2H, J=7.6Hz): 3.20-3.50 (m, 3H): 6.80 (d, 1H, J=8.8Hz); 7.18 (d, 2H, J=8.2Hz): 7.30-7.50 (m,
7H); 7.62 (d, 2H, J=8.2Hz). MS (ESI): 579-580-581 (M+H)

e 27 1[G -(A-ZHEA-1 1-ge " E) SADvpo] A d-4-) v e | -2-(2-m &) L2 A-4-1 9| LAfo| F 2 4
Holl-o] w2 -5(4l) -2

T

-[E -((I-HE-FE A 7R -1, -t d v &) S A rto] | d-4-d) v e | -2-(2-H ) Z 2 F-4-~ v B ALo] F
e -1-o ] GE-5(4l) -2 (2] 12.23) AREate] dadh It A CEY 15B)ol et A3k, e
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<2721>

<2722>

<2723>

<2724>

<2725>

<2726>

<L2727>

<2728>

<2729>

<2730>

<2731>

<2732>

<2733>

<2734>

<2735>

<2736>

2 E3d 10-2009-0038469
2> gEZ2v g/ g HE E3EulelA AZA4GsY. Abee WA Bug £5HY
& 61%, Rf (YEF22det/#ekS 95/5): 0.32

MP: 213-216C IR: v(CO: 1731 ¥ 1630 cmi1

MR H (CDCI3): 0.95 (d, 6H, J=6.7Hz); 1.69 (s, 6H); 1.90-2.20 (m, 10H); 2.50 (m, 1H); 4.80 (s, 2H);

6.95 (d, 1H, J=7.3Hz); 7.19 (s, 1H); 7.20 (d, 2H, J=8.2Hz); 7.27 (m, 1H); 7.36 (t, 1H, J=7.9Hz); 7.55
(d, 2H, J=8.2Hz).

MS (ESI): 461 (M-H)

SHHE 280 2-WE-1-[(3' - ((U=7Hg A -1, - ud v e) A ) upo] 3 d-4-] ) v & | -4-2v] 2 Alo] S = Hl &l -1H-°] 1]
oFE-54H) -2

°
NG

2-HA-1-[(3'-((I-HE-RE A 718 d-1, 1-tiW e g )& A) ) afo] o d-4-D ) W & | -4-2 3] 2 A}o] S 2wl &l -1H-
1) TFE-5(4) -2 (A Aol 12.24)& AR5l A&t ddt 3G 15B) o wet A xR e AggA
AolA AZuE TSR THEE Alo]EZ A/ HolAH O E 9/1 oA 0/1). AES WA 2oz 5

]

ooz

T4 38%, Rf (UFE=Eve/HE-L 95/5): 0.30
MP: 149-153°C IR: vCO: 1736 2 1627 cm

MR H (CDCI3): 1.68 (s, 6H); 1.90-2.15 (m, 8H); 3.75 (s, 2H); 4.49 (s, 2H); 6.92 (dd, 1H, J=7.3Hz,

J=1.8Hz); 7.08 (d, 2H, J=7.6Hz); 7.11-7.22 (m, 4H); 7.24-7.38 (m, 4H); 7.45 (d, 2H, J=8.2Hz). MS
(ESI): 495 (M-H)

AFE 29 1-[3'-(U-FHEA-1 1-gu g eh) SA) ol g d4-) g |-2-Alo| G2 T 2 H-4- 1y Z AL o] F 25
g-1i-o] vt} -5(4l) -2

£

-3 -((I-HE-FLSA 7t -1, 1-H g v d) S A vto] H d-4-<d) vl ] -2-Alo] R Z 2 A-4-2 3| Ao S
ZAY-1H-o]n thE-5(4) - (A Ao 12.25)& ARgete] e dwk A (U 15B)o] whet zﬂifﬂcﬁv} K
& AggtAdd A AR EDSISUTHEE Ate] S 2 A" A H O E 9/1 oA 0/1). 2HEe WA &
2 FEHAD.

1=} nﬂﬂ

T4 12%. Rf (UFEEve/HE-E 95/5): 0.30
MP: 175-177°C, IR: vCO: 1734 2 1600 cm |

NR ' (DMSO-ds): 0.80 (d, 4H, J=7.1Hz); 1.53 (s, 6H); 1.61 (m, 1H); 1.72-1.90 (m, 8H); 4.84 (s, 2H);
6.82 (dd, 1H, J=7.3Hz, J=1.8Hz); 7.09 (s, 1H); 7.22-7.31 (m, 3H); 7.35 (t, 1H, J=7.9Hz); 7.6 (d, 2H,
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<2737>

<2738>

<2739>

<2740>

<2741>

<2742>

<2743>

<2744>

<2745>

<2746>

<L2747>

<2748>

<2749>

<2750>

<2751>

<2752>

ZIHS3d 10-2009-0038469

J=8.2Hz).
MS (ESI): 445 (M-H)

SRHE 300 1-[(B'-(U-7FEA-1. =g g ud) A nfo] s d-4- ) w & | -2-(¥] 2. %
23 g-1i-o] v v5-5(4H) -

&
N
m2
=
e
&
>4
L&l
h
>~
>

o

S

1-[(3'-(A-HE-FE A 7k -1, I-H v vl ) S 4] ko] #d -4 é) 1%‘] ~2-(E] 2.31-2-%) vl & -4- 23] A} 0]
FEAE-I-o M HE-5U4D -2 (Ao 12.26)& AR&ste]l dEd odwk HgCdy 15B)o] wheh A8kl A
=2 AP ArntEdgA St (EE Al R e HlEHOL o1 oA 0/1). AEE WA ¥
R FSEHAT

& 15%, Rf (JE22veh/HekE& 95/5): 0.31
MP: 102-110C, IR: v(0: 1738 ¥ 1625 e
NR H (CDCI3): 1.70 (s, 6H); 1.90-2.19 (m, 8H); 3.75 (s, 2H); 4.59 (s, 2H); 6.91-7.02 (m, 2H); 7.07

(s, 1H); 7.09-7.20 (m, 3H); 7.21-7.40 (m, 3H); 7.49 (d, 2H, J=8.2Hz). MS (ESI): 501 (M-H)

E 31 2-HE-1-[[4-[U-(A-ZhEA -l -t E e S A D) g |3 d | " | -4-~9] 2 Ao S gl g~
1H-o] v th5-5(4H) -

2-3-8-1-[ [4-[ (4-((1-N B A 7h -1, 1-T] o]
TE-5(4-2 (Ao 12.27)2 ALgte] A&

e ]3| e ]-4-23] 2 A}o] F 2 A’ -1H-0] 1]
a‘%} AP 150) 0w} Alz=sH T

ME
OnTm
2:
)
T —

o] Ab=e WF 2-FE-1-[[4-[(4-((1-7F5A-1, I-"rE v ') SAD #d) 7k d 19 d i E ] -4-2 9] 2 Ao S 2.5

g-1H-o]H] éﬂﬂméHQN]IB—ﬁﬂﬁED°AP%W1ﬂ€ﬂ°mP4W@W4BMﬂﬂﬁ+ﬂi%4:%
o RS AP (EE YUEEEYE/YEE 05/5)dA FErlEIE . S WA Bag $£53)
Aot

28 20%

Rf (YEZ =2 et/ dolAH ] E 95/5): 0.50
MP: 147-149°C IR: v CO: 1733 cm |

NR H (CDCI3): 0.80 (t, 3H, J=7.3Hz); 1.27 (sext, 2H, J=7.6Hz); 1.51 (quint, 2H, J=7.6Hz); 1.58 (s,

6H); 1.84-2.01 (m, 8H); 2.36 (t, 2H, J=V.6Hz); 3.89 (s, 2H); 4.66 (s, 2H); 6.84 (d, 2H, J=8.5Hz)
7.00-7.06 (m, 4H); 7.13 (d, 2H, J=8.2Hz). MS (ESI): 475 (M-H)
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<2753>

<2754>

<2755>

<2756>

<2757>

<2758>

<2759>

<2760>

<2761>
<2762>

<2763>

<2764>

<2765>

<2766>

<2767>

<2768>

ZIHS3d 10-2009-0038469

FE 320 2-FE-1-[(U'-(U=FHEA 4 A-te g e-1-9) SADuto] Hd—4-eh)Wd |-4-~v] m Alo| S = el -
1H-o] W] e E-5(4H) -

2-FE-1-[(4' (4= B A 7p R -4 4-T] o] & 2 -
T E-5(4H) -2 (A A o] 12.28) A}g3te] A

N AzelEaeldear($E C2eede/vg
g Purz SS9l

~61) % A1) ubo] sl d-4-2)) ] -4 223 = Afo] -2 A - 1h-o]
u P 1509w Azshednh, AEe Qe
2

95/5, o|F AlolF /A EHolAEHOE 7/3). AtE&

T4 28%, Rf (UFEEve/HE-L 95/5): 0.30
IR: vCO: 1729 cm

NR T (CDCI3): 0.88 (t, 3H, J=7.2Hz); 1.25 (s, 6H); 1.20-1.40 (m, 2H); 1.49 (quint, 2H, J=8.4Hz);

1.68-1.90 (m, 6H); 1.91-2.10 (m, 4H); 2.18 (t, 2H, 8Hz); 2.36 (t, 2H, J=7.6Hz); 3.98 (t, 2H, J=6Hz);
4.66 (s, 2H); 6.95 (d, 2H, J=9.2Hz); 7.21 (d, 1H, J=8Hz); 7.30 (d, 1H, J=8.8Hz); 7.42-7.55 (m, 4H).

MS (ESI): 503 (M-H)

FE 330 2-E-1-[(3'-((U-7HF A4 4-g e e-1-d) SADvo| d I -4-U) v &l [ -4-~ 9] ZApo] S w3l -

1H-o] P ThZ-5(4H) -
e Naiat

2-5F-9E-1-[(3'-((4-HEAI 7t D4, 4-t e Fe-1-d ) S A ulo] g -4~ ) H ' | -4-~F] 2} o| S 2 H E-11-0]
HE-5(40) -2 (AA 4 12.29)& AFgate] des duk F4 00 150)0 wheh Axsgit. AHES AE7tAd
A ARREIHISFATHESE  Al| SR E  6/4, o] 7/3). AbEe WA 99w
FEH AL

T4 20%, Rf (UFEEve/HE-E 95/5): 0.30

IR: vCO: 1736 cm

NR H (CDCI3): 0.85 (t, 3H, J=8Hz); 1.15 (s, 6H); 1.26 (sext, 2H, J=7.6Hz); 1.55-1.75 (m, 6H); 1.88

(m, 2H); 1.92-2.10 (m, 6H); 2.40 (t, 2H, J=8Hz); 3.95 (t, 2H, J=6Hz); 4.66 (s, 2H); 6.92 (d, 1H,
J=8Hz); 7.05 (t, 1H, J=2Hz); 7.11 (d, 2H, J=8Hz); 7.28 (d, 2H, J=8Hz); 7.51 (d, 2H, J=8Hz).

MS (ESI): 503 (M-H)

e 34 2-7E-1-[[4-[U-(A=FhEA -1 -y e S A s ) SAD s d e g | -4-2v] 2 Apo| S = Y-
1H-o] P ThZ-5(4H) -

X
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<2769>

<2770>

<L2771>

<L2772>

<2773>

<L2774>

<2775>

<2776>

L2777>

<2778>

<2779>

<2780>

<2781>

<2782>

<2783>

<2784>

<2785>

ZIHS3d 10-2009-0038469

J-4-25] 2ol 2 A E-

solth. e e

19
i)
g
Ei
=2
1
2
BN

T4 96%, Rf (FE=Evek/HE-E 95/5): 0.30
IR: vCO: 1730 cm |

NR H (CDCI3): 0.87 (t, 3H, J=7.2Hz); 1.31 (sext, 2H, J=7Hz); 1.55 (m, 2H); 1.60 (s, 6H); 1.80-2.08

(m, 8H); 2.40 (t, 2H, J=8Hz); 4.66 (s, 2H); 6.85-7.00 (m, 6H); 7.10 (d, 2H, J=8Hz). MS (ESI): 477 (M-
H)

¥E 35 2-HE-1-[[4-[U-(A-FHEA - I-gEEdE S AD A D) SAD S d W gl | -4-~T] 2 Afo] SR S A -
1H-o] m] e} =-5(41) -2

2-R8-1-[ [4-[ (4-(1-B E-2 P S A 7h d-1, 1-0) i & & S A 3] ) S A |3 ol 9 |—4-225) 2 Apo] 22 90 4
IH-o] Ml th&-5(4ID-2 (A o] 12.31)% AHEate] A%dt b PR 15B)e] meh AxsHAT. e A9
Al A ARt E AU EE SRR/ S 97/3), AES F4 Puw S5

& 70%, Rf (YE22vgh/HekE& 95/5): 0.30

IR: vC0: 1732 cm |

MR H (CDCI3): 0.85 (t, 3H, J=7.2Hz); 1.20-1.40 (m, 4H); 1.42-1.55 (m, 4H); 1.59 (s, 6H); 1.69-1.85

(m, 6H); 2.39 (t, 2H, J=8Hz); 4.63 (s, 2H); 6.85-6.95 (m, 6H); 7.08 (d, 2H, J=8Hz). MS (ESI): 491 (M-
5]

FFE 36 2-HE-1-[[4-[G-(A-7FEA -1, I-gWEdeE S ADh A ) v e o d v e |-4-~F 2o S 2 H el -
1H-o] vt} &-5(4l) -

O

“\EN
258 1-[ [4-[ (3-((1-9 EA| 7} d-1, 1-C] W D e D2 ) 3 ) o & ] 9l o | v &) -4 9] 2 Ao 2 & sl &l -11-o] ]
oa1 A

GE-50l) -2 (AN 4 12.32)& AF&3te] dadh duk A 15000 whet Alzs . Abee
A ARvtEagyFAtHEE el g 22 E/HERE 100/0 oA 97/3). AHES WA AR FEE QT

g 40%, R ()22 2e/wEre 95/5): 0.30
IR: vC0: 1737 cm .

NR H (CDCIy): 0.82 (t, 3H, J=7.2Hz); 1.28 (sext, 2H, J=7Hz); 1.52 (quint, 2H, J=7Hz); 1.55 (s, 6H);

1.78-2.08 (m, 8H); 2.35 (t, 2H, J=8Hz); 3.90 (s, 2H); 4.67 (s, 2H); 6.70 (s, 1H); 6.72 (d, 1H, J=8Hz);
6.80 (d, 1H, J=8Hz); 7.05 (d, 2H, J=8Hz); 7.12 (m, 3H). MS (ESI): 475 (M-H)

{E 37 2-HE-1-[[4-[B-(A-ZhEA -1 I-vvE e SA) A D) g |3 d | " | -4-29] 2 Apo] S 2 3 4l -
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<2786>

<2787>

<2788>

<2789>

<2790>

<2791>

<2792>

<2793>

<2794>

<2795>

<2796>

<2797>

<2798>

<2799>

ZIHS3d 10-2009-0038469

1H-o] W] h=-5(4H) -

o

2-5-E-1-[[4-[ G- (1=l FA 7R -1, I-v W D S AD A ) i D o d i = ] -4- 23] 2 Afo] 2 2. 8- 1H-0] 7]
GE-540) -2 (A A el 12.33)& AR&ate] g dvt AT 15A) el whet Al xshoivh. Abee A rhadel
A ARutEaSRATHE&E Tl YR 2H e/ mEE 100/0 oA 98/2). AHES WA A2 F5E ).

T4 64%, Rf (UFEEve/HE-L 95/5): 0.30
IR: vCO: 1741 cm

MR H (CDCI3): 0.82 (t, 3H, J=7.2Hz); 1.29 (m, 2H); 1.40-1.68 (m, 8H); 1.55 (s, 6H); 1.69-1.85 (m,

4H); 2.37 (t, 2H, J=8Hz); 3.90 (s, 2H); 4.65 (s, 2H); 6.70 (s, 1H); 6.73 (d, 1H, J=8Hz); 6.81 (d, 1H,
J=8Hz); 7.05 (d, 2H, J=8Hz); 7.11 (m, 3H). MS (ESI): 489 (M-H)

ST 38 2-E-1-[(4'-((U-FHEAI-4 AT B e 1-9) S A o] sl I -4-91 v &) | 4= 23] 2 Apo] 2 8-

1H-o] W] e E-5(4H) -
Q(o O Ov\><é(OH
N?ij\V/lli[/.l'r

2-5E-1-[(4'~((U-H 5 A 7h R d -4, 4- T W D 2= 1-2) S A who] o d-4-2) W E ] -4- 29 R Afo] & 2 84 -1H-o]
OS540 -2 (A Ao 12.34) & AFE3le] AEdt dut G0 154) 9] wet AZRsT. e A shast
oA ARPE IR SATHES UFZEWE/WEE 95/5), AHES TAY A2 FEEUT)

T4 62%, Rf (UFEEve/HE-E 95/5): 0.30
IR: vCO: 1730 cm

MR H (CDCI3): 0.86 (t, 38H, J=7.2Hz); 1.25 (s, 6H); 1.20-1.40 (m, 2H); 1.42-11.65 (m, 4H); 1.66-1.90

(m, 81); 1.90-2.10 (m, 2H); 2.18 (t, 2H, J=8Hz): 2.38 (t, 2H, 8Hz); 3.98 (t, 2H, J=8Hz); 4.70 (s, 2H);
6.93 (d, 2H, J=9.2Hz): 7.18 (d, 1H, J=8Hz); 7.48 (t, 4H, J=8.8Hz). MS (ESD): 517 (M-H)

33E 390 227 E-1-[[4-[G-(A-ZkEA -1 - E i A A ) S A ol d | vl E [4-2 9] 2 Ao S 2 84 - 1H-0]
1 oh -5 (4H) -

(0]

) o AOJKOH
oy

X

2-F-E-1-[[4-[(3-(1-HE-FE A7t -1, I-t v Er e A H )
1H-o] Pt} Z-5(4H) -2 (A A] o] 12.35)S AF&&te] A&3E Ak 33 (
FHAg A A2vtE 2Tt (&5 S22 e/ vEe 98/2).
Sk,

©
W 15B)ol weEt Alz=sgivk. At
A



<2800>

<2801>

<2802>

<2803>

<2804>

<2805>

<2806>

<2807>

<2808>

<2809>

<2810>
<2811>

<2812>

<2813>

<2814>

<2815>

SIHE S 10-2009-0038469
FE: 74%, Rf (UFEEvE/HE-L 95/5): 0.30
IR: vCO: 1772 2 1732 cn

NIR ' (CDCTy): 0.91 (t, 3H, J=7.2Hz): 1.38 (sext, 2H, J=7Hz): 1.45-1.69 (m, 2H): 1.59 (s, 6H): 1.70-
1.95 (m, 10H); 2.87 (t, 2H, J=8Hz); 4.85 (s, 2H): 6.52 (s, 1H): 6.69 (d, 1H, J=8Hz): 6.73 (d, IH,
J=8Hz); 7.01 (d, 2H, J=8Hz); 7.12 (d, 2H, J=8Hz); 7.23 (t, 1H, J=8Hz). MS (ESI): 491 (M-H)

H{E 400 2-E-1-[[4-[G-(A-hAl-L =g S AD A D) A A [ " | -4-2 T 2 Ao S 2 18 -
1H-o] "] h=5-5(4H) -2

2 o

2-F-E-1-[[4-[(3-((I-HE-FE A7l d-1, -0 e E S AD # D) S A | H d | 2 |-4-2~3] 2 Alo] S 2 3 €l -
1H-o] 7 ZE-5(4H) - (A Al ol 12.36)= AF83te] A&eh duk 3G 15B) o wet AlZsH. 4
FHAA O A2utE gt At EE YEFE R E/HES 98/2). S-S A ml$- HAld oY

3
oo

S8 50%, Rf ()22 2ek/mEre 95/5): 0.30
IR: vC0: 1770 2 1735 cm

NR H (CDCI3): 0.86 (t, 3H, J=7.2Hz); 1.34 (sext, 2H, J=7Hz); 1.55-1.65 (m, 2H); 1.55 (s, 6H); 1.90-

2.15 (m, 8H); 2.58 (t, 2H, J=8Hz); 4.73 (s, 2H); 6.53 (s, 1H); 6.65 (dd, 2H, J=8Hz, J=2Hz); 6.97 (d,
2H, J=8Hz); 7.10 (d, 2H, J=8Hz); 7.19 (t, 1H, J=8Hz). MS (ESI): 477 (M-H)

FFE 410 2-HE-1-[[4-[@-(A-7FEA -1, I-gwEdeE S ADh A ) v e o d v e |-4-AF 2o S 2 3 el -
1H=°] 7] t}E-5(4H) -

N 3‘0 HO.__O
N
SOyt
2-Fe-1-[[4-[ - (1~ F5A 7 -1, 1-g g mE S A s D) v e ] 3 d vl E ]-4-29] 2 Ao S 23 9 -1H-0] ]
HE

GZE-54H) -2 (A A ¢ 12.37)& AFg3te] e dnk A Y 150)d whgh A3, e A Al
A AzutEa Rt (EE 22 e/mee 98/2). AHee WA uA2 F55.

T4 26%, Rf (UFE=ve/HE-2 95/5): 0.30
IR: vCO: 1736 cm

MR H (CDCI3): 0.81 (t, 38H, J=7Hz); 1.28 (sext, 2H, J=7Hz); 1.50 (s, 6H); 1.45-1.60 (m, 2H); 1.80-2.08

(m, 8H); 2.38 (t, 2H, J=8Hz); 3.95 (s, 2H); 4.67 (s, 2H); 6.77 (d, 1H, J=8Hz); 6.90 (t, 1H, J=8Hz);
7.03 (d, 2H, J=8Hz); 7.10 (t, 2H, J=8Hz); 7.18 (d, 2H, J=8Hz). MS (ESI): 475 (M-H)

F3E 420 2-FE-1-[(2'-((4-F}E A4 4-T W g R e-1-) LAt | d-4-9) v & |4-~ 0] & A}o] F 2 3 A -1H-
ol m| t}Z-5(4H)-&
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<2816>

<2817>

<2818>

<2819>

<2820>

<2821>

<2822>

<2823>

<2824>

<2825>

<2826>

<2827>

<2828>

<2829>

<2830>

<2831>

<2832>

ZIHS3d 10-2009-0038469

OH

2-3-8-1-[ (2'~((4-T| 5 A1 75 -4, 4-T] ] )L 56 1-0) S 4] ) o] ] d-4- 1) W] | -4- 2= 2. 4}o] 2 2.8 41 1o
2

v ThE-5(4H) - (H Ao 12.38)& ARS8l A&dt dut g (i 154) 0w AFRsTh. AHES AeshAas
oA ARvEIZIFIHEE S22 e/ WErS 99.5/0.5). AMHES WA o7 F5E T}

S8 63%, Rf ()22 2e/mEre 95/5): 0.30
IR: vC0: 1734 cm

1
NMR H (CDCI3): 0.87 (t, 3H, J=7Hz); 1.16 (s, 6H); 1.20-1.45 (m, 8H); 1.49- 1.90 (m, 10H) 2.38 (t, 2H

J=8Hz); 3.91 (t, 2H, J=6Hz); 4.73 (s, 2H); 6.94 (d, 1H, J=8Hz); 7.02 (t, 1H, J=8Hz); 7.15 (d, 2H,
J=8Hz); 7.29 (t, 2H, J=8Hz); 7.49 (d, 2H, J=8Hz). MS (ESI): 517 (M-H)

SE 430 2-FE-1-[ (' -((7=7HE A7 7= D 3 e-1-9) SADuto] Hd—4-h) W[ |-4-~v] B Alo| S H &l -

1H-o] W th&-5(4l) -
EL/'IIFJ'!'
My “li O\J/\\/A\J/jqu(

X

2-F-E-1-[(2'-((7-HEAI 7R -7, -t W E A e-1-) SA ) ulo] # d-4-) W & | -4~~~ 3] ZAlo] S 2 A E-1H-9]
540 - (H Al o] 12.39)& AFE3le] A&d duk 3 (L 154) 0 tﬂra} A Z3FA k. AR A ghAs
oA AR EILIFIFHESE Y22 et/ vekE 99/1). AHE& Fa odz =55,

& 6%, Rf (YEF2=2dek/#ekS 95/5): 0.30
IR: vCO: 1730 cm

1
NMR H (CDCI3): 0.87 (t, 3H, J=7Hz); 1.16 (s, 6H); 1.11-1.40 (m, 8H); 1.41-1.72 (m, 6H); 1.85-2.10 (m,

8H); 2.35 (t, 2H, J=8Hz); 3.92 (t, 2H, J=6Hz); 4.79 (s, 2H); 6.94 (d, 1H, J=8Hz); 7.01 (t, 1H, J=8Hz);
7.13 (d, 2H, J=8Hz); 7.27 (t, 2H, J=8Hz); 7.47 (d, 2H, J=8Hz). MS (ESI): 545 (M-H)

RE 44 2-4E-1-[(2-(U-7H3A -4 4y I e-1-d) SA v s d-4- ) v " | -4-~ ] 2 Abo] S gl e -

1H-o] " }&-5(4H) -2
0]
Qe K]
O
N O\/\><£O

2-2E-1-[(2'-(4-HEA 71 H D4, 4-HE L ek-1-A ) S A ) nfo| | d-4-L ) W &l | -4- 23] 2 ALo] 2 2 3 8] -1H-0]
OS540 -2 (A Al o] 12.40) & ARS8l AEdt dut 340 154) 9] w2t AZRsT. e A shas
N ARVEIDZHIEGFHESE HEZIZWE/HES 99.5/0.5). AELS WA 0d7 FEF QT

3k 2
E]
T4 54%, Rf (UFE=ve/HE-L 95/5): 0.30

IR: vCO: 1736 cm

MR H (CDCI3): 0.87 (t, 3H, J=7Hz); 1.16 (s, 6H); 1.35 (sext, 2H, J=7.2Hz); 1.52-1.70 (m, 8H); 1.78-
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<2833>

<2834>

<2835>

<2836>

<2837>

<2838>

<2839>

<2840>
<2841>

<2842>

<2843>

<2844>

<2845>

<2846>

ZIHS3d 10-2009-0038469
2.10 (m, 6H); 2.35 (t, 2H, J=8Hz); 3.91 (t, 2H, J=6Hz); 4.74 (s, 2H); 6.93 (d, 1H, J=8Hz); 7.02 (t,
1H, J=8Hz); 7.15 (d, 2H, J=8Hz); 7.29 (t, 2H, J=8Hz); 7.50 (d, 2H, J=8Hz). MS (ESI): 503 (M-H)

FFE 450 2-HE-1-[[4-[-(A-7FEA -1, I-gWEdeE S A A ) v e o d v e |-4-AF 2o S 2 & A -
1H-o] vt} E&-5(4l) -

N\ 7:‘0 HO.__O
N
8} *{ i@P
2-FE-1-[[4-[(2-((1-c EA| 7t -1, 1I-vdE W E S AD) A )W E [ d | W € ]-4-2~ 3] 2 ALo] 2 28 2 -1{-o] 1

OE-5(4) -2 (AAld 12.41) & AFEste Aes gat g (9 15A) 90wk A28k, AbE2 A gha gl
A AEntEaRI3GTtHEE fE 22 de/deEe 97/3). AEL A uF 2 FEH).

T4 18%, Rf (UFE=ve/HE-L 95/5): 0.30

IR: 0CO: 1742 cm

MR ' (CDCI3): 0.85 (t, 3H, J=7Hz); 1.31-1.45 (m, 2H); 1.50-1.70 (m, 4H); 1.52 (s, 6H); 1.71-2.00 (m,

8H); 2.05 (t, 2H, J=8Hz); 3.95 (s, 2H); 4.74 (s, 2H); 6.72 (d, 1H, J=9Hz); 6.92 (t, 1H, J=8Hz); 7.02
(d, 2H, J=8Hz); 7.11 (t, 2H, J=8Hz); 7.19 (d, 2H, J=8Hz). MS (ESI): 489 (M-H)

e 460 2-1E-1-[[4-[G-(U-FhEA -1 1-guEdd S A s d) el e s d e g |-4-2v] 2Ato] S 2 d -
1H-o] P ThZ-5(4H) -

o

) S %OH
ooy

X

2-FE-1-[[4-[B-(Q-HE-FESA7 L -1, - Ed i d SAD A D Bl & o d [ ] -4- 29 2 Ao S = E -
-0 v ehE-5(4l) -2 (A o] 12.42)& ARE-dte] Aed dut 0 15B)ol whet Az, a2
Tt A AR EaSRTSATHEE SRR T/MEE 98/2). e FAF 3 uAR F5HA.

T4 26%, Rf (UFEEve/HE-E 95/5): 0.30

IR: vCO: 1738 cm

NR H (CDCI3): 0.86 (t, 3H, J=7.2Hz); 1.20-1.45 (m, 2H); 1.45-1.70 (m, 2H); 1.55 (s, 6H); 1.75-2.10

(m, 8H); 2.39 (t, 2H, J=6Hz); 4.69 (s, 2H); 6.62 (d, 1H, J=2Hz); 6.75 (dd, 1H, J=8Hz, J=2Hz); 6.95 (d,
1H, J=8Hz); 7.02-7.20 (m, 3H); 7.35 (d, 2H, J=8Hz). MS (ESI): 493 (M-H)

e 470 224 (G AL -H R v S S AD s ) e e ol d e F 4=~ v] R Afo] S 2 4 -
1H-o] v ohE-5(4) -2

o

) S Ao/‘%H
oo

X
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<2847>

<2848>

<2849>

<2850>

<2851>

<2852>

<2853>

<2854>

<2855>

<2856>

<2857>

<2858>

<2859>

<2860>

<2861>

<2862>

<2863>

ZIHS3d 10-2009-0038469

2-RE-1-[[4-[(3-((I-HE-RE A7t -1, I-uWEdwad S A d) E| @ [ d 1 e | -4-23] 2 Afo =ES

-0 E-54l) -2 (A Ao 12.43)& AMg3te] A&Ed Ak AL 15B)o wal A xSk 4HE %
FHAM A AREIDGYEFHEE YEFERIZHE/HES 99/1). AES FAF Hox4 1
FEE AT

T4 80%, Rf (UFE==ve/HE-E 95/5): 0.30
IR: vCO: 1738 cm

NIR 'H (CDCIs): 0.90 (t, 3H, J=7.2Hz): 1.20-1.45 (m, 4H); 1.53 (s, 6): 1.55-2.00 (m, 10H): 2.86 (t,
2H, J=6Hz); 4.82 (s, 2H); 6.72 (d, 1H, J=2Hz); 6.82 (dd, 1H, J=8Hz, J=2Hz): 7.08 (d, 1H, J=8Hz); 7.15-
7.25 (m, 3H); 7.32 (d, 2H, J=8Hz). MS (ESI): 507 (M-H)

H{E 480 2-E-1-[[4-[U-(A=ZhAl-L g R S A A Bl e | o d [ " | -4-2u] R Ao S 2 84 -
1H-o] "] h5-5(4H) -2

X

2-5E-1-[[4-[(4-((I-HE-R P A7t d-1, -0 g v g & A])ﬂamgwé]uﬂ% —4-2av Aol F R e -
1H-o] P oFE-5(4) -2 (A A o]l 12.44)& AL&3&to] A& A6t 340 15B)o whel Az, AR 2
Tl A ARvtE ]S tHEE Tl Dlﬁiirﬂlﬂ/wﬂﬂi 100/0 oA 99/1). AHES WA wA=E F
= Ak

T4 16%, Rf (UFE=ve/HE-2 95/5): 0.30
IR: vCO: 1730 cm

NR H (CDCI3): 0.82 (t, 3H, J=7.2Hz); 1.10-1.40 (m, 4H); 1.41-1.85 (m, 10H); 1.62 (s, 6H); 2.39 (t,

2H, J=8Hz); 4.62 (s, 2H); 6.90 (d, 2H, J=8Hz); 6.99 (d, 2H, J=8Hz); 7.11 (d, 2H, J=8Hz); 7.31(d, 2H,
J=8Hz).

MS (ESI): 507 (M-H)
AE 49: 2-RE-1-[(3'-((2-7}1A]-2 2-tiv o & -1-2) A Hlo] s d-4-) W& | -4-~ 3] Ao S H E] -

1H-o] ] t}£-5(4H) =
2 oA

X

2-3-8-1-[ (3'~((2- T %A1 70 -2, 2] ] &L - 1= ) % A] ) mho] ] d-4- 1) W] & | -4- 2= 2.4} o] 2 = A - 1h-o]
HThE-5(4H)-2 (Ao 12.45)% Abstel A&d Qut O 150)e w Az, e A7z
o AmrlE et §E UERR/Mee 00/1), A4S WA TAR F5H

g 40%, R ()22 2e/mEre 95/5): 0.30
IR: vCO: 1730 cm
NMR 'H (CDCls + 2 drops of CD:OD): 0.87 (t, 3H, J=7Hz): 1.19 (s, 6H); 1.20-1.47 (m, 4H); 1.48-1.65 (m,

20); 1.80-2.12 (m, 6H); 2.44 (t, 2H, J=8Hz); 3.97 (s, 2H); 4.77 (s, 2H); 7.00 (m, 2H); 7.02 (d, 2H,
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<2864>

<2865>

<2866>

<2867>

<2868>

<2869>

<2870>

<2871>

<2872>

<2873>

<2874>

<2875>

<2876>

<2877>

<2878>

ZIHS3d 10-2009-0038469

J=8Hz); 7.28 (d, 2H, J=8Hz); 7.50 (d, 2H, J=8Hz). MS (ESI): 475 (M-H)
= 500 2= eI [[4-[(U-(A-ZksAl-L v E R S A o ) v ol d | vl | -4-2 v 2Apo| SR &4 -

1H-o] " }&-5(4H) -2
\ENOXKO

2-F-E-1-[[4-[(4- (1~ EA 7FRE -1, -t E i E S AD d D) W d [ d | v 2 | -4-2F] Ao S 2 8] A -1H-0] 7]
OE-5UN)-2(HA ¢ 12.46) AH83te] dest Ik A (EH 15090 whet A2s . e A ghalgl
A ARvtEagyAtHEE e S22 e/ HERE 100/0 oA 98/2). AHES 3] Buky S5 Qi)

T8 10%, Rf (EEEH e/ EolAlEe]E 95/5): 0.50
IR: vCO: 1733 cm

NR H (CDCI3): 0.83 (t, 3H, J=7.3Hz); 1.28 (sext, 2H, J=7.6Hz); 1.52 (quint, 2H, J=7.6Hz); 1.60 (s,
6H); 1.55-1.86 (m, 10H); 2.38 (t, 2H, J=7.6Hz); 3.91 (s, 2H); 4.66 (s, 2H); 6.86 (d, 2H, J=8.5Hz);
7.03-7.11 (m, 4H); 7.13 (d, 2H, J=8.2Hz). MS (ESI): 489 (M-H)

E 51 2-HE-1-[[4-[U-(A-ZEEA -1 1-vWE e SA) A ) E e | Hd | Y |-4-~v] 2 Ao S gl -
1H-o] v h5-5(4H) -

X

25 E-1-[[4-[U-((I-E E-RE A7 E -1 1-m e e i SAD A ) E| @ o d [ g ] -4-Lv] ZALo] S 2

=0 TE-5(4l) - (H A ol 12.47)& AREste] =g dnb Ay 15B) Fﬂri} X11+0P°3EP A e A
7HAZN A AmvtE st (&E T HER 2T/ vEe 100/0 oA 98/2). AbE2 wo|A A A ®
TEE A

Sg: 0%, Rf ()22 2uek/mere 95/5): 0.32
IR: vCO: 1732 cm

NR H (CDCIy): 0.82 (t, 3H, J=7.2Hz); 1.29 (sext, 2H, J=7Hz); 1.52 (quint, 2H, J=7Hz); 1.62 (s, 6H);

1.82-2.08 (m, 8H); 2.45 (t, 2H, J=8Hz); 4.66 (s, 2H); 6.88 (dd, 2H, J=8Hz, J=2Hz); 7.01 (d, 2H,
J=8Hz); 7.13 (dd, 2H, J=8Hz, J=2Hz); 7.32 (d, 2H, J=8Hz). MS (ESI): 493 (M-H)

Y8 520 2-3-1-[(3'~((1-7H3 A &) S A o] o) d-4-91) i 9 ] -4- 23] 2 Apo] 2 2 8141 1-o] v] T} -5 (4l)-

O
}

2-HE-1-[(3'-((1-EA7tR D W & )L2-A] ) vto] 1 d-4-) o &l |-4- A~ 5] E A}o] F 2 & 2 -1H-o] 1| T} Z-5(4H)-&
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<2879>

<2880>

<2881>

<2882>

<2883>

<2884>

<2885>

<2886>

<2887>

<2888>

<2889>

<2890>

<2891>

<2892>

<2893>

<2894>

<2895>

ZIHS3d 10-2009-0038469

(A6 14.1)& AHgste] A%d Aok HFCPY 1500 whe AxSTh AR wa wAR S5

/'\

=
80 94.4%, Rf (Y222 uek/vehe 90/10): 0.35
MP: 82-85°C, IR: vCO: 1731 cm |

1
NMR H (CDCI3): 0.81 (t, 3H, J=7.29Hz9); 1.28 (m, 2H); 1.56 (m, 12H); 2.43 (t, 2H, J=7.9Hz); 4.71 (m,

4H); 6.95 (dd, 1H, J=8.2Hz, J=1.8Hz); 7.09 (m, 1H); 7.18 (m, 3H); 7.37 (t, 2H, J=7.9Hz); 7.53 (d, 2H,
J=8.2Hz).

MS (ESI): 447 (M-H)

HHE 530 2-HE-1-[(3' (U7 Al -1-md &) S A])ufo] 3 d-4-%) v & | -4-~ v  Apo] SR 8 A -1H-o] v| t}=&

K
7%

2-FE-1-[(3'-((1-A EA 7R 1-HE W &) S A vlo] d d-4- 4 ) H & | -4- 2~ 3] Z AL o| S 2 3 A -1H-o] v| T} Z-
5(4H)-2 (A el 14.2)& AHgato] Aad Ank FPUw 15A) 0l whet Alzsgleh. e Wy a2 $55
ATh.

T8 87%, Rf (tF=2=Hek/mwEe-& 90/10): 0.35

MP: 85T, IR: vC0: 1729 cm

NR I (CDCI3): 0.74 (t, 3H, J=7.23Hz); 1.21 (m 2H); 1.57 (m, 15H); 2.43 (t, 2H, J=7.9Hz); 4.69 (q,

2H); 4.82 (q, 1H, J=6.7Hz); 6.94 (dd, 1H); 7.09 (m, 1H); 7.15 (m, 3H); 7.34 (t, 1H, J=8.2Hz); 7.51 (d,
2H, J=7.9Hz).

MS (ESI): 461 (M-H)

AFE 54: 2-FE-1-[(3'-((-FIEA-1-cEug) S Al d-4-) & |-4-~ 5] ZAlo| F R A A -1[-o] vt} &
-5(4H)-&

2-38-1-[(3'-((1-] B A7k d-1- & o
S-S 14,58 A8 AT A FACLY 1509 rrm Azesie, HEe WA 2 S5

ATt

T& 64%, Rf (Y22 ek/vwe-S 90/10): 0.35
MP: 170C, IR: vC0: 1728 cm .

NR H (CDCIy): 0.72 (t, 3H, J= 7.3Hz); 1.15 (m, 5H); 1.55 (m, 12H); 2.07 (m, 2H); 2.39 (m, 2H); 4.67

(m, 3H); 6.96 (dd, 1H, J=8.2Hz); 7.1 (m, 1H); 7.15 (m, 3H); 7.34 (t, 1H, J=7.9Hz); 7.51 (d, 2H,
J=8.2Hz).
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<2896>

<2897>

<2898>

<2899>

<2900>

<2901>

<2902>

<2903>

<2904>

<2905>

<2906>

<2907>

<2908>

<2909>

<2910>

<2911>

ZIHS3d 10-2009-0038469

MS (ESI): 475 (M-H)
e 550 2-2¥-1-[(3'-((-FFEA-1-(1 1-t]r e v ) el) S A -rlo] H d-4- ) W &l | -4-2v] R AL o] S 2 &

A-1H-o] v t}=E-5(4H) =
;
e

2-FE-1-[ (3" -((1-o A 7FR F-1-(1, 1-" W @ v & )-w &) S A ) ufo] ) d-4- ) m & | -4-2 9] 2 ALo] SR8 4 -
IH-olvehE-5(4l) -2 (F Aol 14.4) AR&ste] de=dh drt gy 15A) e whe Alxzsilny. A2 WA
AA R FEHA.

& 89.4%, Rf (FE==2vgh/HgkE 90/10): 0.4

MP: 105C, IR: vCO: 1733, 1772 cm .

1
NMR H (CDCI3): 0.79 (t, 3H, J= 7.3Hz); 1.13 (d, 6H, J=6.7Hz); 1.29 (m, 2H); 1.52 (m, 3H); 1.84 (m,

9H); 2.34 (m, 1H); 2.75 (m, 2H); 4.47 (d, 1H, J=5.3Hz); 4.79 (s, 2H); 6.91 (dd, 1H, J= 8.2Hz); 7.15
(m, 4H); 7.34 (t, 1H, J=7.Hz9); 7.54 (d, 2H, J= 7.9Hz). MS (ESI): 489 (M-H)

SE 560 2-E-1-[ B -(U=FHEAHE) SA)-6'-ZF e Z-nfo] s d-4-A ) v g | -4-~ ] 2 Afo] S = F 4 -1H-9]

1] T} -5 (4H) - &
::;Z (
f;j;N

-
O

2R E1-[(3 (1) AT o €) 8 4] )6~ Z % 9 2-vho] o d-4-21) W & ]2 2 o]
F50D-S(AA A 14.5)% AHgatel A&d Au SOPY 1509 mek Axsgc. @
5590,

&1 68.5%, Rf (H]E==re/mekE 90/10): 0.35

229 4-1j-o] v}

=
B2 WA aAw 5

MP: 102-105C . IR: vCO: 1729 cm

NR ' (CDCI3): 0.86 (t, 3H, J= 7.3Hz); 1.39 (m, 14H); 2.73 (m, 2H); 4.67 (s, 2H); 4.82 (s, 2H); 6.92
(m, 2H); 7.09 (t, 1H, J=9.4Hz); 7.21 (d, 2H, J=8.2Hz); 7.52 (d, 2H, J=7.3Hz). MS (ESI): 467 (M+H)

SE 570 2-HE-1-[ (3 =(U-7HFA-1-w D[ E) SA])-6 ' -ZF e Z-nfo] s d-4-) v g | -4-~ ] 2 Afo] S = 3]

A-1H-o] " thE-5(4H) -
jXe
~

2-RE-1-[(3'-((1-NBA 7R I 1-H W &) L] )-6' -ZF O Z-nlo| H d-4- ) | & |-4-~T] ZA}o] F2 & 2] -
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<2912>

<2913>

<2914>

<2915>

<2916>

<2917>

<2918>

<2919>

<2920>

<2921>

<2922>

<2923>

<2924>

<2925>

<2926>

<2927>

ZIHS3d 10-2009-0038469
IH-ovehE-5(4) -2 (E Ao 14.6) Ab&ste] d=dh drt (0 15A) e whet Alxzsilny. A2 WAy
aA 2 F5EHA.

80 60.5%, Rf (22 uek/vere 90/10): 0.25
MP: 96°C. IR: vC0: 1733 cm .
MR 'H (CDCI,): 0.78 (t, 3, J=7.32): 1.27-1.79 (m, 18): 2.53 (m, 2); 4.77 (m, 2); 6.92 (m, 2); 7.08 (t,

1, J=9.63); 7.18 (d, 2, J=8.19); 7.5 (d, 2, J=7.29). MS (ESI): 481 (MtH)

SE 58 2-4E-1-[(3'=(U-7HFA-1- D HE) SA])-6' - F e Z-nfo] s d-4- ) v g | -4-~ ] 2 Afo] S = 5]
A -1H-o] v t5-5(4H) -

2-3-1-[(3'-((1-N BA 7B - 1-N P ) S A )-6' - 55 Z-vho] 5 I-4-21) | & |42 5] 2 Ape] F 2 841 -
1H-o] v CHE-5(41)-2 (A Ao 14.7)& AHgshel A&d A CPE 1500 w}a} Azsdnh, e W
aAE S5

8 75.6%, Rf (U222 uek/vee 90/10): 0.35
MP: 93T, IR: vC0: 1731 cm .

1
NMR H (CDCI;): 0.8 (t, 3H, J=7.3Hz); 1.13 (t, 3H, J= 7.3Hz); 1.27 (m, 2H); 1.65 (m, 12H); 2.05 (t, 2H

J=Hz); 2.57 (m, 2H); 4.58 (t, 1H, J=5.9Hz); 4.76 (s, 2H); 6.92 (m, 2H); 7.07 (t, 1H, J=9.7Hz); 7.18
(d, 2H, J=7.9Hz); 7.5 (d, 2H, J=7.3Hz). MS (ESI): 495 (M+H)

SHE 590 2-4E-1-[(3'-(U-7H3A-1-(. 1=y e due)-m D) SA])-6' -ZF e Z-vfo| g d-4- ) v & | -4-2~ 5]

ZAo| F 23l A -1H-o] v t}h£-5(4H) -
C)e
i;KN
F \\Si\(p

2-38-1-[(3'~((1-o] A5 d-1-(1, 1-T v o &) ] ) 9 A])~6' -2 5@ 2 -who] o A4 )] & -4~ =4]
o] 28 - 1li-o] M|t E-5(4)-& (A el 14.8) Abgste] A&d Qv BB 150l wheh xSt A
B W w2 FEEA,

80 80.5%, Rf (2= ueh/vehe 90/10): 0.35
WP: 95T, IR: vC0: 1732 cm

NR H (CDCI3): 0.76 (t, 3H, J=7. 3Hz); 1.14 (m, 6H); 1.24 (m, 2H); 1.6 (m, 12H); 2.32 (m, 1H); 2.49

(m, 2H); 4.37 (d, 1H, J=7.6Hz); 4.73 (m, 2H); 6.92 (m, 2H); 7.07 (t, 1H, J=9.1Hz); 7.18 (d, 2H,
J=8.2Hz); 7.49 (d, 2H, J=7.3Hz). MS (ESI): 509 (M+H)

SYE 600 2-3U-1-[(3'~((1-7H2A-1 1-C] | D] &) £ 4])-6' - 5 70 Z-wpo] s -4-1) o] & | 4-2-5] 2 Apo]
2.8 -1H-o] v] chE-5(4lD)-&
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<2928>

<2929>

<2930>

<2931>

<2932>

<2933>

<2934>

<2935>

<2936>

<2937>

<2938>

<2939>

<2940>
<2941>

<2942>

ZIHS3d 10-2009-0038469

K
Y

2=} E-1-[(3' (1= HAI R -1, 1-C] Ao ) S A )-6' - F 7 9. 2 -vho] ] d-4-9) ] & ] -4-229] 2 A o] Z 2 )4
SlH-Ol -5 (ID-S (A 14.9) AbESte] A%d A BORY 150wk AzsgT. e wa
A2 S5H,

80 45.5%, Rf (Y222 ueh/vee 90/10): 0.25
MP: 72°C. IR: vC0: 1730 cm |

NMR H (DMSO): 0.79 (t, 3H, J=7.3Hz): 1.44 (m, 20H): 2.35 (t, 2H, J=7.6Hz); 4.72 (s, 20): 6.87 (m,
1H); 6.94 (m, 1H); 7.22 (m, 3H); 7.49 (d, 2H, J=7.6Hz); 13.13 (s, 1H). MS (ESI): 495 (M+H)

SE 61 2-HE-d-2 2ol FRAM-1-[ (3" -(U-(HEeE-5-2D) md) S A -ufo] 3 d-4- ) v & | -1H-0] 7]

ThE-5(4H) -
N
} O
(Ot

2-FE-1-[(3'-(1-Alole=v &) S A -nlo] H -4~ ) | & | -4- 23] ZAFo] F 2 &) 2 - 1-o| v U} &-5(4H) - (A A] o]
14.10)& Abgate] A43 duk 34 (3 15E) wkﬂ} Az, AbE2 At ARetE 22 58]
H(E&E ] fE22deE/wEE 95/5 o4 90/10). AHELS WA IAZ F5EHAC.

8 36.4%, Rf (2= =v|el/deL 90/10): 0.2
MP: 767, IR: vC0: 1721 cm |

MR H (CDCI3): 0.78 (t, 3H, J= 7.3Hz); 0.87 (m, 2H); 1.51 (m, 12H); 2.38 (t, 2H, J=8.2Hz); 4.73 (s,

2H); 5.49 (s, 2H); 6.94 (dd, 1H, J=8.2Hz, J=1.9Hz); 7.11 (m, 1H); 7.16 (m, 3H); 7.34 (¢, 1H, J=7.
9Hz); 7.44 (d, 2H, J=7.9Hz). MS (ESI): 471 (M+H)

A3E 62 2-3E-1-[(6'-ZF 2 2-3'-(U-(HE#ZZEH-5-)meh A Hto| A d-4-2) W el |-4-~ 3] ZAlo]| S 7 )

A -1H-o] W] th=-5(4H) -+
N;N

F /N*N
1
2-5-E-1-[(6'-EF 2 2-3"' - ((1-(Al o) W' ) S A o] # d-4- ) v & | -4-2= 9] ZAfo] S = 3 A - 1H-o] m| th&-

5(4H) - (A2 A 4 14.11)% AREBle] AEd dut AT 15E) o whEl AZESITE. AHEL A g A A
2ulE 22} ({3 o) UEFE2r e/ WERS 95/5 oA 90/10). A A uAE FS5HAT

8 63.9%, Rf (== v|el/deL 90/10): 0.2
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<2943>

<2944>

<2945>

<2946>

<2947>

<2948>

<2949>

<2950>

<2951>

<2952>

<2953>

<2954>

<2955>

<2956>

<2957>

<2958>

ZIHS3d 10-2009-0038469

MP: 96, IR: vC0: 1720 cm |

MR H (CDCI3): 0.8 (m, 3H); 1.48 (m, 14H); 2.36 (t, 2H, J=7.3Hz); 4.73 (s, 2H); 5.42 (s, 2H); 7.06 (m,
1H); 7.23 (m, 4H); 7.76 (d, 2H, J=7.6Hz).
MS (ESI): 491 (M+H)

SFE 63 2-4E-1-[(3'-(U-7HFA-1-( 1-g e e ) v g) S A -vpol g d-4-L) vl & | -4 4-T] o & -1H-©] 1]
Ch=-5(4H) -

j/\(f’
Q ° o
2= E-1-[3' (1ol FA 7R -1-(1, I-H v 2 e ) vl ) S 4] ) -vlol e d 4= ) vl ] -4, 4~ of 2 - 1H-o] v & -

S(AH)-2 (A6l 14.12)& AHgstel A%s Auk I 16 T AzSIAh, e DAl 2
eI ST 859 TR AR/ HEE 05/5), AEe WA wAZ $EH

=

g0 78.2%, Rf (Y2 =z uel/vEhe 95/5): 0.3
MP: 65T, IR: vC0: 1736 cm |

NR H (DMSO): 0.63 (t, 6H, J= 7Hz); 0.81 (t, 3H, J=7.3Hz); 1.03 (d, 6H, J=6.7Hz); 1.32 (m, 2H); 1.53
(m, 2H); 1.66 (m, 4H); 2.21 (m, 1H); 2.42 (t, 2H, J=7.3Hz); 4.59 (d, 1H, J=4.4Hz); 4.71 (s, 2H); 6.86
(dd, 1, J=7.2Hz, J=1.8Hz); 7.13 (m, 1H); 7.23 (d, 1H, J=7.9Hz); 7.32 (m, 3H); 7.62 (d, 2H, J= 8.2Hz);
13.07 (s, 1H). MS (ESI): 479 (M+H)

FE 64: 2-F2-1-[ Q' -(U-FIEA-1-d & d &) & A Hlo] # d-4-A ) v & | -4, 4-T] o & -1}~ 0] ¥] T} Z=-5(4H) -

S
s o%:

2-3-8-1-[ (3'~((1-o) 5 A 7w - 1o | /) & 4] )-sho] s d—4-<) ) & )4,
Al 10138 AL8sel QEw AR HYOPY 1509 Tl ﬂho}"”ﬂr A
Sk (§F ) UERRde/Mgg 95/5). AES WA AR FEE

ol &-1H-o] 1] t}&-5(4H) -2 (4
2 A gtAgd A AZeE R

4,4~
=

8 38.3%, Rf (Y2 =z uel/uere 95/5): 0.3
MP: 184°C, IR: vC0: 1739 cm |

MR H (DMSO): 0.63 (t, 6H, J=7.3Hz); 0.81 (t, 3H, J=7.3Hz); 1.03 (t, 3H, J=7.3Hz); 1.32 (m, 2H); 1.53
(m, 2H); 1.64 (m, 4H); 1.88 (m, 2H); 2.42 (t, 2H, J=7.3hZ); 4.71 (s, 2H); 4.75 (t, 1H, J=5.6Hz); 6.85
(dd, 1H, J=7.6Hz, J=1.7Hz); 7.13 (m, 1H); 7.23 (d, 1H, J=7.9Hz); 7.32 (m, 3H); 7.65 (d, 2], J=8.2Hz);
13.08 (s, 1H). MS (ESI): 465 (M+H)

¥E 650 2-HE-1-[B' (A=Al 1-H e e e) S A upo] sl d-4-<) v & | -4 4-T] o & -1H-o] W] T} -
5(4H) -
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<2959>

<2960>

<2961>

<2962>

<2963>

<2964>

<2965>

<2966>

<2967>

<2968>

<2969>

<2970>

<2971>

<2972>

<2973>

<2974>

ZIHS3d 10-2009-0038469

T
}

2-38-1-[(3'~((1-o) 5AI 75 d-1, 1-U | & ) S 4))-who] 9 d-4-2) i & - ool - 1H-o] v] th -5 (4H) -
(A 14.14)S AHgate] A&F Qo HFCPE 15A)) W Azsterh, e Astael s AmelET
el rh(§% o P2zade/eg 95/5). HEe wa A #—;ﬂw.

S8 86.8%, Rf (2= zuel/Wers 90/10): 0.3
MP: 144°C, IR: vC0: 1715 cm .

NMR 'H (DMSO): 0.63 (t, 6H, J=7Hz): 0.81 (t, 3H, J=7. 3Hz): 1.29 (m, 2H); 1.53 (m, 8H): 1.64 (m, 4H);
2.42 (t, 2H, J=7.3Hz); 4.71 (s, 2H); 6.81 (dd, 1H, J=7.6Hz); 7.07 (m, 1H); 7.31 (m, 4H); 7.59 (d, 2H,
J=8.19); 13.11 (s, 1H). MS (ESI): 465 (M+H)

SE 66 2-TH-1-[ (3 -(A-7tA-1-v v g) S A vl o d-4-<) v & | -4 4-T] o & - 1H-o] W] }=-5(4H) -

o
N

2-FE-1-[(3'-((1-A BEA 7RI -1-wWE W &) S A] ) -vlo| # d-4-L) W & | -4, 4-T] o D -1H- o] B T} Z-5(4H) - (&
Ale 14.15)8 AFEEte] A&sh duk A 154) 0] wEt Alxzett. AlES A st Al ARntEE
3Pt LEd tZ2 2 e/WeErS 95/5). AEL WA a2 FE5EYT.

8 56.3%, Rf (== v|el/v e 90/10): 0.3
MP: 186°C, IR: vCO: 1723 cm

MR H (DMSO): 0.64 (t, 6H, J=7.3Hz2); 0.81 (t, 3H, J=7.3Hz); 1.31 (m, 2H); 1.53 (m, 5H); 1.67 (m,
4H); 2.45 (m, 2H); 4.72 (s, 2H); 4.96 (q, 1H, J=6.7Hz); 6.85 (dd, 1H, J=7.9Hz, J=1.7Hz); 7.13 (m, 1H);
7.23 (d, 1H, J=7.9Hz); 7.32 (m, 3); 7.64 (d, 2H, J=7. 9Hz); 13.02 (s, 1).

NS (ESD): 451 (MHD)
e 67 2-H9-1-[(' -(U-7HAl-1-2v] 2ol S = R v g) S A -vlo| A d-4-Q) v E | -4-29]| ZAfo| S =

3 A -1H-o] v eh=-5(4H) -+
¢
N\N

o%

OH

25 E-1-[(3' - ((-ol HA 7R D129 2 Ao 2 R F - E) & 2
M=ol HE-504D-2 (Aol 14.16)% AH-8-3he] asw du HHCEY 150w} Az, AR 27
<2

) A ute] A d-4-) v | [-4- 2T ZALo] Z 2 8 A -
o] o]
AN AstEaeAriEEe tEeadd/HMes 95/5). e WA nAe F5ET

& 45.3%, Rf (S22 g/HgkE 90/10): 0.4
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<2975>

<2976>

<2977>

<2978>

<2979>

<2980>

<2981>

<2982>

<2983>

<2984>

<2985>

<2986>

<2987>

<2988>

<2989>

<2990>

<2991>

ZIHS3d 10-2009-0038469

MP: 184°C, IR: v(C0: 1728 cm |

NR H (DMSO): 0.79 (t, 3H, J=7.3Hz); 1.38 (m, 14H); 1.93 (m, 2H); 2.35 (m, 4H); 2.69 (m, 2H); 4.71

(s, 2H); 6.61 (dd, 1H, J=7.6Hz, J=1.7Hz); 6.9 (m, 1H); 7.2 (m, 3H); 7.33 (t, 1H, J=7.9Hz); 7.58 (d,
2H, J=8.2Hz).

MS (ESI): 487 (M-H)
SE 68: 2-4E-1-[(3'-(U-7HFA-1-(, 1-g e E) v E) SA)-6'-FF 2 m-nfo] s d-4-A) v e |-4,4-t]

o] Bl-111-0] ] b5 (41 &
\J/(o
N)j |

)
DR

o]
OH

2-FE-1-[(3'~((1-oN HAZR D -1-(1, 1-T v e &)~ &) £ A )6 - E-F & -vio] 3l d -4~ ) el & ] -4, 4-1] of & -
-0l TZE-5(41) - (A A o] 14.17)& AFE3te] Aest Ik A (b 150) 0] wal Az AT, AEe A
TPl M ARvtEISI ST EE Y HI 22 R/ 95/5). AHEE A AR F5HA

8 49.3%, Rf (YE= = el/vEL 90/10): 0.4
MP: 65T, IR: vC0: 1734 cm |

MR H (DMSO): 0.64 (t, 6H, J=7Hz); 0.81 (t, 3H, J=7.3Hz); 1.01 (d, 6H, J=6.7Hz); 1.29 (m, 2H); 1.53
(m, 2H); 1.65 (m, 4H); 2.21 (m, 1H); 2.43 (t, 2H, J=7.6Hz); 4.54 (d, 1H, J=4.7Hz); 4.72 (s, 2H); 6.89
(m, 1H); 6.95 (m, 1H); 7.21 (m, 1H); 7.31 (d, 2H, J=8.2Hz); 7.53 (d, 2H, J=7Hz).

MS (ESI): 495 (M-H)

SFE 69: 2-4-E-1-[(3'-(U-7HFA-1, 1=t e HE) SA])-6'-ZF @ m-nfo] s d-4-d) v d |-4 . 4-t] | H-1H-
ol u] thE-5(41) -

2-FE-1-[ (3" - (-l FA7F -1, I-H WP ©) $A])-6' -5 F 2 Z-whol Al d -4-) v & ] -4, 4-tf o & - 1-0] 7]
GE-504)-2 (A1l 14.18)& ARgste] dad dut A Y 1500l et Alzshint. Aba 2 de]7pddol

A ARvtEII S AT (EE Y HER 2/ vEhe 95/5). AES WA uA® F5EA.

flo

S8 63.5%, Rf (2= zuel/Wers 90/10): 0.4
WP: 62, IR: vC0: 1736 cm |

MR H (DMSO): 0.63 (t, 6H, J=7.6Hz); 0.81 (t, 3H, J=7.3Hz); 1.3 (m, 2H); 1.52 (m, 8H); 1.65 (m, 4H);
2.43 (t, 2H, J=7.6Hz); 4.72 (s, 2H); 6.87 (m, 1H); 6.94 (m, 1H); 7.22 (t, 1H, J=9.4Hz); 7.3 (d, 2H,
J=8.5Hz); 7.5 (d, 2H, J=7.3Hz). MS (ESI): 481 (M-H)

SFE 700 229 8-1-[(3'-(U-AHA- 1o Dol &) & )-8~ v & -l o] s -4-91) v & 14- 25| @ AYo] £ 8121 lj-o]
v o E-5(4) -
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<2992>

<2993>

<2994>

<2995>

<2996>

<2997>

<2998>

<2999>

<3000>

<3001>

<3002>

<3003>

<3004>

<3005>

<3006>

ZIHS3d 10-2009-0038469

Rt

-1,
2-FE-1-[ (3" - (-l FA7FE - 1-H W& ) 5 A] ) -3-m| & -nfo] s d-4-Ad ) v & | -4-2 9] 2 Apo] S 2 & -1H-°] 1|
GE-504)-2 (ATl 14.19)& ARgste] dad dut Ay 15000 et Alzshginy. Aba S de)7pddol
A AzrtEII S AT (EE Y HE 2w/ vEhE 95/5). tha2 WA AR F5HAY

g0 43.2%, Rf (2= zuel/WEs 90/10): 0.4
MP: 81T, IR: vC0: 1730 cm |

NNR H (DMSO): 0.8 (t, 3H, J=7.3Hz): 1.49 (m, 17H); 2.18 (s, 3H): 2.36 (t, 2H, J=7.6Hz): 4.67 (s, 2H);
4.83 (q, 1M, J=6.7Hz): 6.75 (m, 1H): 6.85 (m, 2H): 6.97 (m, 1H): 7.05 (s, 1H): 7.16 (d, 1H, J=7.9Hz):
7.32 (t, 1H, J=7.9Hz): 13.03 (s, 1H). MS (ESI): 475 (M-H)

e 710 22 R e[ (TR H e ") S A -3 o] sl d-4-S)) v |4-1 v Ao SR & 4 -
1H=o] v hE-5(4) -2

2-FE-1-[(3'-((1-AEA 7R D-1-o D &) & A ) -3-w & -n}o] W d-4-D ) W & | -4- 3] ZA}o] F 2 & A - 1[-0] 1]
OE-5(40) -2 (AAld 14.20) & AFgste] AEsh At 3 (9 150) 00 wheh Al 23k, abE2 Agghalgel
A ARvtEIYRATHEEY S22 e/ HEE 95/5). AR WA a2 F5E )

g0 73.2%, Rf (2= zuel/Wers 90/10): 0.4
MP: 77C. IR: vC0: 1731 cm |

NR H (DMSO): 0.8 (t, 3H, J=7Hz); 0.99 (t, 3H, J=7.3Hz); 1.41 (m, 14H); 1.88 (m, 2H); 2.19 (s, 3H);
2.36 (t, 2H, J=7.6Hz); 4.67 (m, 3H); 6.76 (m, 1H); 6.86 (m, 2H); 6.97 (m, 1H); 7.05 (m, 1H); 7.16 (d,
1H, J=7.6Hz); 7.32 (t, 1H, J=7.9Hz); 13.01 (s, 1H). MS (ESI): 489 (M-H)

ST 720 222 U-1-[(3'=((U-FHEAI-1, 1-C ] ] &) S A )-3-wl P -vho] o) d-4-01 ) ] ) | 4=z 5] 2 Apo] 2 1)

—1H-o] "} &-5(4H) -2
S0
O

2-HE-1-[(3'-((1-NEA 7t E-1, 1-ty W E v &) S A] ) -3-v e -vlo| H d-4-U ) | & | 4-~¥] A o] S 2 &) 4] -
1H-olu| U =-5(4H)-& (A A o] 14.21)S AFgalel <sk Ank b4 154)0] whal A zskch. e e Ay
FFAN A A2utE 2etE] P THEE N OF 22 e e/ ek 95/5), AR WAl R2 FEEQYT

8 63.6%, Rf (Z==d|el/uWEL 90/10): 0.4
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<3007>

<3008>

<3009>

<3010>

<3011>

<3012>

<3013>

<3014>

<3015>

<3016>

<3017>

<3018>

<3019>

<3020>

<3021>

<3022>

ZIHS3d 10-2009-0038469

MP: 140°C, IR: vCO: 1737 cm |

NIR 'H (DMSO): 0.8 (t, 3H, J=7.3Hz); 1.20 (m, 6H); 1.51 (m, 8H); 1.63 (m, 6H); 2.18 (s, 3H); 2.36 (t,
oH, J=T7.6Hz); 4.66 (s, 2H); 6.71 (m, 1H); 6.82 (m, 1H); 6.9 (m, 1H); 6.97 (m, 1H); 7.05 (m, 1H); 7.15
(d, 1, J=7.9Hz): 7.32 (t, 1H, J=7.9Hz); 13.06 (s, 1H). MS (ESD): 489 (M-H)

M 730 2= E-1-[ (B -(U-7HgA-1-( - " wE) W] &) S A])-3-w| & -nfo] s d -4-< ) w| & | -4- 2~ 9] 2 A}o]
SR8 o] v -5 (41—

\V]

wy- S
#20-1H-0] P S -5(4D- (A o] 14.22)& AHgte] A%
DG SR RIEELEEEE LT EIE S L e )

=

h

T8 84.4%, Rf (22w eh/w g2 90/10): 0.4
WP: 92, IR: vC0: 1731 cm |

NR H (DMSO): 0.8 (t, 3H, J=7.3Hz); 1.01 (d, €H, J=6.7Hz); 1.27 (m, 6H); 1.49 (m, 2H); 1.67 (m, 6H);
2.19 (m, 4H); 2.36 (t, 2H, J=7.62); 4.48 (d, 1H, J=bHz); 4.67 (s, 2H); 6.76 (m, 1H); 6.86 (m, 2H);
6.97 (m, 1H, J=7.6Hz); 7.05 (s, 1H); 7.16 (d, 1H, J=7.9Hz); 7.32 (t, 1H, J=7. 9Hz); 12.99 (s, 1H).

MS (ESI): 503 (M-H)

SE 74 220 E-1-[B - (U=FHgA -1 1-HHE v E) A upo] 3 d-3-9]) v & | -4-2v] 2 Alo] S 2 H "l -1H-o] 1]

54l -&
S,
S N
O

2-5-9-1-[(3'-((1- EA 7} -1, -t & W & ) -S4 ) nfo ol d-3-A ) | & | -4-~ 3] Ao F 20D -1H-o] v| T} 2
SN - (DA 4l 14.23)8 A&t Awst duk 3 1654)00 whEl AlZzen. RS A ghAA e A
ArrEIY st (EEY YEE 2 e/ves 95/5). 2L waAl uh e 5T

T8 25%, Rf (tJEF2=9e/HE-e 90/10): 0.4
MP: 70T, IR: vC0: 1731 cm |

MR H (DMSO): 0.77 (t, 38H, J=7.3Hz); 1.24 (m, 3H); 1.48 (m, 2H); 1.54 (s, 6H); 1.75 (m, 1H); 1.86 (s,
6H); 2.43 (m, 2H); 4.80 (s, 2H); 6.82 (dd, 1H, J=2Hz J=7.9Hz); 7.05 (d, 1H, J=2Hz); 7.14 (m, 1H); 7.20
(m, 1H); 7.37 (t, 1H, J=7.9Hz); 7.45 (m, 2H); 7.51 (m, 1H). MS (ESI): 463 (M+H)

FgE 75 2-HEH-1-[(2'-(A-F1EA -1, 1-gHEde) S A ) upo] H d-3-A) | & | -4-2 5] 2 Al o] F 2 El-11-°] 7]
oS54l -2
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<3023>

<3024>

<3025>

<3026>

<3027>

<3028>

<3029>

<3030>

<3031>

<3032>

<3033>

<3034>

<3035>

<3036>

ZIHS3d 10-2009-0038469

S
@

A ukol s d-3-L) v d | -4-2v) 2Abo| SR A E - 1H-o| M| v&
A

2-3-1-[(2'-((1-ol HA 7 -1, 1T o ] =
? 1271243l A

)-
54— (E Aol 14.24) & AREste] daeh duk FACER 154)0 wheh Alxzsin. e
ARvtEIY A (EEY HE2 2T/ vehe 95/5). AE2 WA uAw F5HA.

gt 956, RE (U222 ule/vEre 90/10): 0.4
MP: 167°C, IR: vC0: 1742 cm |

MR H (DMSO): 0.77 (t, 3H, J=7.3Hz); 1.23 (m, 3H); 1.37 (s, 6H); 1.47 (m, 2H); 1.69 (m, 1H); 1.84 (s,
6H); 2.38 (m, 2H); 4.75 (s, 2H); 6.82 (d, 1H, J=8.5Hz); 7.05 (t, 1H, J=7.3Hz); 7.13 (m, 1H); 7.27 (m,
3H); 7.40 (d, 2H, J=4.7Hz). MS (ESI): 463 (M+H)

RE 76 2-E-1-[B' - (U=FHEA-1, -y HEwe) S A)-6' - 2 A -nfo| g d-4- )| & | -4-~]| 2 Ao T

A -1H-o] v vh=E-5(4) -
N?

(4

2-3-9-1-[ (3"~ (1= HAIZFRE -1, 1T i D o &) S A])-6' -2 2 A-vfo] H d-4-9) W & | -4-25] 2ajo] R A E-
-0 v &-5(4l) -2 (A Ao 14.25)& ARg3le] A b A (s 15A) 00wk AlZze k. AR A
FpAd A FrrtEaY Gt (EES S22 e/mes 92/8). AEL WA uhg R 5T

8 89%, Rf (tJF=2=Hek/w e 90/10): 0.4
WP < 60°C, IR: vCO: 1721 cm

NR H (CDC13): 0.80 (m, 6H); 1.27 (m, 2H); 1.42 (m, 2H); 1.52 (m, 2H); 1.59 (s, 6H); 1.88 (m, 8H);

2.41 (m, 4H); 4.73 (s, 2H); 6.75 (d, 1H, J=2.6Hz); 6.87 (dd, 1H, J=8.4Hz, J=2.6Hz); 7.15 (m, 3H); 7.23
(d, 2H, J=8.2Hz). MS (ESI): 505 (M+H)

FdE 77: 2-HEH-1-[4' -(A-F1EA -1, 1-gr Ede) S A upo] H d-3-A) | & | -4-2 5] 2 Al o] F 2 El-11-°] 7]

CHE-5(4iD) =
S
e
<4

2-FE-1-[(4"-((A-o FA7F -1, -y e v
S5(4M-2=(EAlell 14.26)= AF&sto] Hd=dh dnb 34

yutol s d-3-2) m & |-4-23] 2 A}o] E 2 M E-1H-o] v] T} E-
(% 154) e wet Azt abee A 7padels =



<3037>

<3038>

<3039>

<3040>

<3041>

<3042>

<3043>

<3044>

<3045>

<3046>

<3047>

<3048>

<3049>

<3050>

<3051>

<3052>

ZIHS3d1 10-2009-0038469

e ST (859 TR/ HES 02/8), AEe WA WAZ $EH

T8 84%, Rf (=2 ek/w e 90/10): 0.3
MP: 170C, IR: vC0: 1727 cm |

MR H (DMSO): 0.74 (t, 3H, J=7.3Hz); 1.20 (m, 2H); 1.47 (m, 2H); 1.64 (s, 6H); 1.94 (m, 8H); 2.37 (m,
2H); 4.72 (s, 2H); 6.95 (d, 2H, J=8.6Hz); 7.07 (d, 1H, J=7.4Hz); 7.09 (d, 1H, J=7.6Hz); 7.37 (m, 4H);
10.26 (s, 1H).

NS (ESD: 463 (MHD)
e 78 2-1E-1-[ (3 -(U-ZHEA-1 1-gu g i) SA)-2' - FF 0 2ol A d-4-9) v g |-4-2~ T = Ato] 2

2 E-1H-0] 1]t E-5(4l) -
O
J
(4

2~ E-1-[(3'~((1-ol AT a1, 1-C M g B ©) S A1) -2 - F 70 bl o d—4-9) ] & |42 9] 2Ate] 22 AE)
o] T BE -5 (4 -2 (A6 14.27)& A-gao] A& ik Iy 1500 e ﬂho}"ﬂﬂr nge A
Aol AmetEe AT &E U2 R/ WEE 92/8). B WA nA 2 F5HY

S8 7%, R ()22 2e/wEre 90/10): 0.4
WP: 162°C, IR: vC0: 1732 cm |

MR H (DMSO): 0.79 (t, 3H, J=6.3Hz); 1.27 (m, 2H); 1.43-1.52 (m, 8H); 1.67 (m, 2H); 1.83 (m, 6H);
2.35 (t, 2H, J=7.9Hz); 4.73 (s, 2H); 6.97 (m, 1H); 7.08-7.19 (m, 2H); 7.24 (d, 2H, J=7.1Hz); 7.51 (d,
2H, J=7.1Hz); 13.16 (s, 1H). MS (ESI): 481 (M+H)

SRE 790 2-HE-1-[B' - (U=FHE A=, 1=y HE [ E) S A4 —H S A -vfo| g d-4- ) | | | -4-~ ] R Abo] T

A2 -1-0] v] th -5 (4H)-&
K
p
e

2-3-E-1-[ (3'~((1-o HAI 75 d-1, 1-C) W & ) S A )4 -5 5 4] -ho] 5 d-4-21) o & | -4-2=5] 2 A o] F 2 AW -
LH-o] Pt E-5(41) - (Ao 14.28)& ALgstel A%d vt H0EY 150 we Axsgleh, e 2
Aol AelE s dri4Ee HERada/ e 02/8). AEe W4 eUR F5E,

& 78.9%, Rf (YE=Z=2vek/verE 90/10): 0.6
IR: vCO: 1729 cm

1
NMR H (CDCls): 1.22-1.37 (m, 2H); 1.50-1.60 (m, 2H); 1.61 (s, 6H); 1.83-2.03 (m, 8H); 2.35-2.41 (m,

2H); 3.91 (s, 3H); 4.72 (s, 2H); 6.99 (d, 1H, J=8.4Hz); 7.19 (d, 2H, J=8.1Hz); 7.25-7.30 (m, 2H); 7.49
(d, 2H, J=8.1Hz). MS (ESI): 493 (M+H)
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<3053>

<3054>

<3055>

<3056>

<3057>

<3058>

<3059>

<3060>

<3061>

<3062>

<3063>

<3064>

<3065>

<3066>

ZIHS3d 10-2009-0038469

SEE 80: 2-E-1-[(3'~((I-7H8A-1,1-t] W&l | &) §A))=6 "' ~ol P-npo] s d-4-91) v &) | 4= 3] 2 Apo] 22 %)

g-1H-o] "] =E-5(4H) =
}
OV

2-58-1-[(3'~((1= A1 7h i -1, 1-e] o | &) 4] )-6 ' -0l - o] ] d-4- 1) | |4 2= ] 2 A o] F 2 A E-
1H-0] M| &5 (4) -2 (A o] 14.20)& Ab8ste] A% e oluk 3gCP 1500 meh Alxsgieh, ARe 29
FAgoA ArlE e85 YEzae/aue 05/5). AR wa DAz F5H.

T8 82%, Rf (YEFE=2vek/m e 90/10): 0.3
WP: 143C, IR: vC0: 1626 2 1724 cm |

MR H (CDCl3): 0.81 (t, 3H, J=7.3Hz); 1.00 (t, 3H, J=7.1Hz); 1.23-1.32 (m, 2H); 1.43-1.57 (m, 8H);

1.84-2.01 (m, 8H); 2.36-2.40 (m, 2H); 2.44 (q, 2H, J=7.1Hz); 4.71 (s, 2H); 6.74 (d, 1H); 6.84 (dd,
1H); 7.06 (d, 1H, J=7.5Hz); 7.13 (d, 2H, J=7.7Hz); 7.21 (d, 2H, J=7.4Hz).

MS (ESI): 491 (M+H)

SRE 81 2= E-1-[(B' - ((U=FHgA-1, 1=y H[E W &) &) )—4 ' —o] A el —ufo] 3| d -4-9] ) | & | -4- ] B ALo] &

23 - 1o W] th£-5(4l) -~
K
[
O

2-3E-1-[(3'~((1-o) SAI 70 d-1, 1-C | & ) S A1) -4 -0] - F-wpo] ] d-4-Q1) ] & ] -4- 223 2 Ao Z 2 W)
~1H-o] T -5 (4H)-& (Aol 14,3002 Agste] A% Auk P 1506l weh Alxsidnh, e A9
AAel N AzvlEaenedri( &2 tFe e/ Mg 05/5). AR WA D2 S5H.

g0 79%, R (Y222 uek/uee 90/10): 0.45
MP: 78°C, IR: vC0: 1624 2 1736 cm

MR H (CDCl3): 0.71 (t, 3H, J=7.2Hz); 0.92 (d, 6H, J=6.5Hz); 1.28-1.31 (m, 2H); 1.53-1.60 (m, 3H);

1.65 (s, 6H); 1.84-2.00 (m, 8H); 2.35-2.41 (m, 2H); 2.51 (d, 2H, J=6.9Hz); 4.67 (s, 2H); 7.00-7.14 (m,
5H); 7.46 (d, 2H, J=7.8Hz). MS (ESI): 519 (M+H)

FFE 82: 2-4E-1-[(3'-((1-71EA-1, 1-"HE &) S A )-2-t| EA]-H}o] | I -4-A )W & |-4-~F] Z Ao S 2 3
g-1f-o] v tE-5(4H) -
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<3067>

<3068>

<3069>

<3070>

<3071>

<3072>

<3073>

<3074>

<3075>

<3076>

<3077>

<3078>

<3079>

<3080>

<3081>

ZIHS3d 10-2009-0038469

OH

2= E-1-[(3'~((1-o) B A 75 -1, 1] o Lo €1) 5 A )-3-o1) % Al -viho] 5 401 i € |4 2=9] 2Afol S -
1H-0] 7] e E-5(4ID-& (DA o] 14.31)& AFg3te] A%e Aut 404 1500 w}a} Az, AHEE el
Ao ArlEa e85 YEae/aue 05/5). AR wa DAz F5H.

S8 75%, R ()22 2ue/wEre 90/10): 0.4
WP: 154°C, IR: vCO: 1727 cm .

MR H (CDCly): 0.82 (t, 3H, J=7.3Hz); 1.20-1.30 (m, 2H); 1.45-1.55 (m, 2H); 1.60 (s, 6H); 1.82-1.98

(m, 8H); 1.36-1.40 (m, 2H); 3.88 (s, 3H); 4.73 (s, 2H); 6.90 (d, 1H, J=6.2Hz); 6.99-7.10 (m, 3H);
7.16-7.20 (m, 2H); 7.28 (s, 1H); 8.82 (s, 1H). MS (ESI): 493 (M+H)

FE 83 2-4E-1-[(3' -((U-FHEA-1-HE &) EA])-6'-Z 2 H-ulo|H d-4-A ) w| & |-4-1F 2| o] S 2 &l -
1H=°] 7] t}E-5(4H) -

O

2-HE-1-[(3'-((1- EA 7t - 1-w & W & ) & A] )-6' - 2 F-u}o] #| d-4-A ) W & |-4-23] 2 Alo]| F EZHE-1H-
olu|thE-5(4) - (A A o] 14.32)S AFE3te] A&d Ak A 1654)0 whel A x3 k. AR gk
Aol ARntEagd Gt (& dFR e/ meS 90/10). AHES WA a2 $5FAT

8 23.8%, Rf (2= =v|el/v L 90/10): 0.2
MP: 767, IR: vC0: 1730 cm |

MR H (DMSO): 0.69 (t, 3H, J=7Hz); 0.76 (t, 3H, J=7.3Hz); 1.17-1.50 (m, 9H); 1.68 (m, 2H); 1.84 (m,
6H); 2.35 (m, 4H); 4.75 (m, 3H); 6.56 (d, 1H, J=2.7Hz); 6.78 (dd, 1H, J=8.5Hz, J=2.7Hz); 7.17 (m, 3H);
7.25 (d, 2H, J=8.2Hz). MS (ESI): 489 (M-H)

S3HE 84 2-9-1-[(3' -(A-ZHEA M) S A -6 -2 F-vlo] A d-4-d) W[ | -4-AF| R Alo] S Z A€l -1H-°] 1]

C}<-5(4H) -2
6]
H
}

2-RE-1-[(3'~((1-o] E A 7h3 -] &) 2] )-6' - 32 2 7 -n}o] 5 d-4-1 ) | & |-4- 23 2 AYo] 2 2 El-1l]-o] |t}
S-S (AN 14.33)S ARgete] AEd Quk HFCIE 154)0] w}a} Az, B el Tpa kA
ARtz i EE e U2 e/ s 90/10). AR WA 1R S5E 0

T8 42.4%, Rf (YZF22v|e/w g2 90/10): 0.2
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<3082>

<3083>

<3084>

<3085>
<3086>

<3087>

<3088>

<3089>

<3090>

<3091>

<3092>

<3093>

<3094>

<3095>

<3096>

ZIHS3d 10-2009-0038469

MP: 767, IR: vC0: 1729 cm |

MR H (DMSO): 0.69 (t, 3H, J=7.3Hz); 0.76 (t, 3H, J=7.3Hz); 1.18-1.50 (m, 6H); 1.67 (m, 2H); 1.84 (m,
6H); 2.36 (m, 4H); 4.54 (s, 2H); 4.73 (s, 2H); 6.60 (d, 1H, J=2.9Hz); 6.81 (dd, 1H, J=8.5Hz, J=2.9Hz);
7.17 (m, 3H); 7.26 (d, 2H, J=8.2Hz). MS (ESI): 475 (M-H)

FgE 85 2-HEH-1-[3'-((A-FHEA-1-AN & E) SA)-6'-Z 2 F-ulo|H d-4-A)H & |-4-A T ZAlo]| FZ H &l -
1H-o] v o} -5 (4H) -

2-RE-1-[(3'-((1-o| BA| 7R D-1-o| D | & )2 A] )-6' - &2 FD-n}o] F| d-4-Y ) H| & |-4-~ 3] ZAlo| ZF =3 -1H-
oluFE-5(41) -2 (A Al o] 14.34)S A3t A&3E At A (YHE 1509 e Az, AHE2 A
Aol A AzutEZ SR HEEY HEZ 2T/ W 90/10). AR WA uA 2 FE5H A

8 52.9%, Rf (== v|el/v L 90/10): 0.2
MP: 74, IR: vC0: 1738 2 1775 cm

MR T (DMSO): 0.70 (t, 3H, J=7.3Hz); 0.79 (t, 3H, J=7.3Hz); 0.98 (t, 3H, J=7.3Hz); 1.27 (m, 4H); 1.46
(m, 2H); 1.87 (m, 10H); 2.41 (t, 2H, J=7.9Hz); 2.54 (m, 2H); 4.60 (t, 1H, J=5.3Hz); 4.84 (s, 2H); 6.60
(d, 1H, J=2.6Hz); 6.81 (dd, 1H, J=8.5Hz, J=2.6Hz); 7.18 (d, 1H, J=8.5Hz); 7.28 (m, 4H). MS (ESI): 503
(M-H)

HFE 86: 2-52-1-[(3'~(U-ABA-1-(1, -t W D &) v &) & A])-6' 32 2 3 o] s -4y ] &) | -4-»-5] 2
AtolE 2 H el -1l-o] v t}E-5(4H) -

2-RE-1-[(3'-((1-A EAI 7t I-1-(1, I-T &) | & ) & A] )-6' - 2 F -u}o M]‘é 4-d) g |-4- 23 2 A}o]
E:

S2HE-1-o] v E-54H) - (A Aol 14.35)S AFE3te] A&t dub JAH (Y 154)90 whe} Az=3k3id. AF
S AggtAddA AZnEaIstH(EEd dEZ 2/ g 90/10) =2 94 IAZ FEHS
=

28 69.3%, Rf (YEZ2vel/were 90/10): 0.2

MP: 81T, IR: vC0: 1736 2 1775 cm .

MR 'H (DMSO): 0.70 (t, 3H, J=7.3Hz); 0.79 (t, 3H, J=7.3Hz); 0.99 (d, 6H, J=6.8Hz); 1.33 (m, 4H); 1.48
(m, 2H); 1.87 (m, 8H); 2.16 (m, 1H); 2.40 (t, 2H, J=8.2Hz); 2.51 (m, 2H); 4.41 (d, 1H, J=5.3Hz); 4.83
(s, 2H); 6.60 (d, 1H, J=2.6Hz); 6.80 (dd, 1H, J=8.5Hz, J=2.6Hz); 7.19 (d, 1H, J=8.5Hz); 7.28 (m, 4H);
12.93 (s, 1H). MS (ESI): 519 (M+H)

SFE 87 2-79-1-[(3'-(A-ZHA-1. 1-YHEH ) KA -6 -o] A F-E-uHlo] H d-4-A ) W& |-4-~ T Z Ao &
23 Y-1H-o] v th&-5(4H) -
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<3097>

<3098>

<3099>

<3100>

<3101>

<3102>

<3103>

<3104>

<3105>

<3106>

<3107>

<3108>

<3109>

<3110>

ZIHS3d 10-2009-0038469

; QQ %ﬁ:

2-5-€&-1-[ (3" - (1~ EA 7k -1, 1~ ﬂuﬂﬁ‘uﬂﬁ‘)ﬁkl) 6'-0] Foldld—4-A)HE]-4-~T] 2Alo]| S 2 E
-0 TFE-5(4H) -2 (AA]d] 14.36)S AF&35te] A=3d o (4 154) 00 whek ﬂuok‘ziﬂr. ES A
TPl M AzvkE e s nH(8E ﬂ%iiuﬂ%/uﬂha 95/5). AtEL M AR FEGT

|
o

rE‘: 1->
:\_l‘

S8 90%, RE(TIZZ2uel/mEre 90/10):0.3
WP < 50°C, IR:vCO 1731 cm |

MR H (DMSO): 0.68 (d, 6H, J=6.6Hz); 0.81 (t, 3H, J=7.2Hz); 1.20-1.35 (m, 2H); 1.48-1.60 (m, 3H);
1.60 (s, 6H); 1.85-2.03 (m, 8H); 2.36-2.44 (m, 4H); 4.74 (s, 2H); 6.76 (d, 1H, J=2.5Hz); 6.84 (dd, 1H,
J=8.4Hz, J=2.5Hz); 7.07 (d, 1H, J=8.4Hz); 7.13 (d, 2H, J=8.1Hz); 7.23 (d, 2H, J=8.1Hz); 12.30 (s, 1H).
MS (ESI): 519 (M+H)

SHE 88: 2= E-1-[(3' - ((U=7HgA -1, - ud v e) &) )-3-o| & -uo] | d-4-) W & | -4-~ ] 2 Alo] S = d &

—1H-o] W ThE-5(4l) -
jxe
O

2-F-E-1-[(3'-((1-o BA 7R -1, -t W e | & ) S A] ) -3-o & -nlo] f d -4~ ) W[ & | -4- 1] 2 A}o| S 2 E -
1H-o] P TE-5(4l) -2 (HA]odl 14.37)& AFg3le] HAsst dubgd (g 150)0] wet Az, A
FVAN A AretE Y3 (EE UFRare/ve 95/5). AEE WAl a7 53150,

=

80 83%, RI(TIZ22uek/mEre 90/10):0.45
MP: 160°C, IR: vC0: 1732 cm |

MR T (DMSO): 0.80 (t, 38H, J=7.5Hz); 1.01 (t, 3H, J=7.5Hz); 1.23-1.32 (m, 2H); 1.44-1.55 (m, 8H);
1.67-1.86 (m, 8H); 2.34-2.40 (m, 2H); 2.52 (q, 2H, J=7.5Hz); 4.71 (s, 2H); 6.71 (s, 1H); 6.84-6.87 (m,
2H); 7.01 (d, 1H, J=7.5Hz); 7.10-7.15 (m, 2H); 7.29 (m, 1H); 13.34 (s, 1H). MS (ESI): 491 (MtH)

S8 89 2-8-1-[(3'~((1-712A-1,1-U W] A &) S A)-6'-Alobre-vhol s -4-S) v & |45 2 Ape] F 2
Ag-1jj-0] P] thE-5(4)-2

2-FE-1-[(3'-((1-ANEA 7R -1, - W E &) & A )-6' -Al o} -l o] o d-4-U ) W & | -4-~3] ZAlo| S 2 A E -
1H-0] P oFE-5(4) -2 (A A o]l 14.38)2 AM&3&to] A3 dutapg (g 154) ] whel Az, =S A7)
Ao A ARvtE DY ATHEE PEFEEW /WS 95/5), AHe2 WAl A7 58300
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<3111>

<3112>

<3113>

<3114>

<3115>

<3116>

<3117>

<3118>

<3119>

<3120>

<3121>

<3122>

<3123>

<3124>

<3125>

<3126>

ZIHS3d 10-2009-0038469

T8 83%, RE(YEZ=2v e/ ek 90/10):0.15
MP < 50°C, IR: vCO: 1735 cm

NMR 1H (DMSO): 0.79 (t, 38H, J=7.2Hz); 1.17-1.32 (m, 2H); 1.47-1.57 (m, 2H); 1.73 (s, 6H); 1.87-2.04
(m, 8H); 2.39-2.46 (m, 2H); 4.76 (s, 2H); 6.93 (d, 1H, J=2.4Hz); 7.00 (dd, 1H, J=8.6Hz, J=2.4Hz); 7.25
(d, 2H, J=8.2Hz); 7.51 (d, 2H, J=8.2Hz); 7.66 (d, 1H, J=8.6Hz). MS (ESI): 4838 (MtH)

BE 900 2-79-1-[(3'~((U-7F=A-1, 1=t v R ] &) S A])-3-vi] 35 A|-vpo] sl I -4-9) ) vl & 4= 23] 2 Apo] 2 5
g-1H-o] P eh5-5(4H) -+

)4(0
o]
OH

25 E-1-[ (3 (Ao FAZRE L -1, I-H i = H ) S A1) -3 5 Al -vbo] i d ~4-Q ) v e | -4-22 9] 2 Ao S = A E -
M=o H =541 -2 (Bl 14.39)& A3t Aad daiahg () 5A)°ﬂ whet Alzskgleh. AbdE A
TP ARvEIRI ST (EE I 2R/ mEE 95/5). Abw WA uAR F58gl

80 85%, RI(TIZ22uek/mEre 90/10):0.42
MP: 157°C, IR: vC0: 1728 cm |

NR H (DMSO): 0.73 (t, 3H, J=7.5Hz); 1.10-1.19 (m, 2H); 1.28-1.37 (m, 2H); 1.53 (s, 6H); 1.62-1.82
(m, 8H); 1.99-2.05 (m, 2H); 3.72 (s, 3H); 4.59 (s, 2H); 6.49 (s, 1H); 6.78 (s, 1H); 6.86-6.96 (m, 3H);
7.21 (d, 1H, J=7.5Hz); 7.33 (m, 1H); 13.18 (s, 1H). MS (ESI): 493 (M+H)

SE 910 2= E-1-[ ' -(U=7HgA -1, 1-vud v e) &) )-2-v| el vl o] 3 d-4- ) W & | -4-~ ] 2 Alo] S = d &

~1f-o] ¥ £ -5(4l) -2
} s
S

2-FE-1-[(3'-((1-AEA 7R -1, -0 W E i &) S A] ) -2-v & -nlo] H d-4-A )W & | -4- 23] ZALo| F 2 E -
1H-o] v TFZ-5(41) - (A A o] 14. 40); AREEe] A4d Ak (3 150)0 whEl Al Zskiek. A
Aol A AZvtE 2T SR H(EE HUEE2ZWE/Were 95/5). 22 WA u AR 53530

::

T8 83%, Rf(YZFZ=2del/mErE 90/10):0.54
MP: 160°C, IR: vCO: 1732 cm |

MMR 'H (DMSO): 0.78 (t, 3H, J=7.5Hz); 1.19-1.33 (m, 2H); 1.43-1.55 (m, 8H); 1.72-1.88 (m, 8H); 2.28
2.36 (m, 5H); 4.71 (s, 2H); 6.85 (m, 2H); 7.09 (s, 1H); 7.23-7.48 (m, 4H); 13.21 (s, 1H). MS (ESI):
477 (M+H)

FFE 92: 2-FE-1-[[2-[U-0-FIH5A-1, 1-TuEdE S A o d)-6- el -E]o} =2 [3,2-b][1,2, 4] EE] o} F-5-
W g ]-4-23 ZA o] Z 2 e -11-o] 7| t}E-5(4H) -
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<3127>

<3128>

<3129>

<3130>

<3131>

<3132>

<3133>

<3134>

<3135>

<3136>

<3137>

<3138>

<3139>

ZIHS3d 10-2009-0038469

Q%

7
b&:

2-Fd-1-[[2-[(4-(1-o 57 R -1, 1-v v e S A A d |-6-v D -El o} & 2 [3,2-b][1,2,4] Eg] o} E-5-
d]vE] —4—’\«4i41 2AE-1H-o| W E-54D) -2 (A A 4 14.41)& AFEste] ded A (3 154)9
wet Alzsinh. AEs AeTbAdelA AzviEaRdsin(EE HER2ve/MEs 95/5). e WA
LA = -r——ro}"ﬂﬂr

g0 49.9%, RE(U)Z =2 uek/uere 90/10):0.4
WP: 110C, IR: vC0: 1728 cm |

NR H (DMSO): 0.85 (t, 3H, J=7.3Hz); 1.38 (m, 2H); 1.52-1.67 (m, 10H); 1.83 (m, 6H); 2.52 (m, 2H);
2.58 (s, 3H); 4.93 (s, 2H); 6.91 (d, 2H, J=9Hz); 7.95 (d, 2H, J=9Hz); 13.13 (s, 1H).

BJE 93 2-FE-1-[[2-[(3-(1-7}EA-1, 1-g e e A H ) -6-rmE-E]o}£ 2 [3,2-b][1,2,4] E€|o}F-5-
A ]-4-20 ZAlo]| ZF 2 HE-1H-o] |t} =-5(4H) -

Ny
N\
o
©  OoH
2-HE-1-[[2-[(3-(1-el FA 7k d -1, 1-t w2 v 2 S A]) ol d | -6-m D -E] o} == [3, 2-b] [ 1, Egjo}E-5-

018 |-4-2 3] 2 Abo] F 2 A -1H-0] W FE-5(4D- (A A o] 14.42) & AH§3te] A% oa‘ Fb (3 150)°]
web Azstdeh, AEE delAdel s AzvhEaelnsdrlEE HFR2AE/ MU 05/5). AR W
aAE S5},

& 61.7%, RI(JEZ=2 g/ &8 90/10):0.3

WP: 145C, IR: vC0: 1725 cm |

NR H (DMSO): 0.84 (t, 3H, J=7.3Hz); 1.32 (m, 2H); 1.56 (m, 10H); 1.81 (m, 6H); 2.50 (m, 2H); 2.58
(s, 8H); 4.92 (s, 2H); 6.94 (m, 1H); 7.33 (m, 1H); 7.55 (m, 1H); 7.63 (d, 1H, J=7.6Hz).

RE 94 2-4E-1-[(3'=(U-7HFA-1, 1=y dHd) SA])-3-Z 2 A -nfol g d-4-¢ ) v & [4-~ ] 2 Ato] S5

g-1H-o] v thZ-5(4H) -
pEe
O
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<3140>

<3141>

<3142>

<3143>

<3144>

<3145>

<3146>

<3147>

<3148>

<3149>

<3150>

<3151>

<3152>

<3153>

<3154>

<3155>

ZIHS3d1 10-2009-0038469

2-RE-1-[(3'-((1-NEA 7R -1, I-tWEd W& ) S A])-2-Z 2 g -vlo| H d-4-L )W & | 4-2 3] ZAlo] S 2 H & -
1H-o)m| T} Z-5(4H) - (A A o] 14. 43); Abg-ste] A3t %*ﬂﬂr@(ﬂw& 15A) 9] wkﬂ} zLo}OﬂB} AHES AEg)
Ao A ARvEIZHT A THEE HEZ 2 E/

FE: 71%, Rf(JFE 2 e/ g2 90/10):0.5

rﬂ
©
oo
~
&
A
it
rlo
z
1=
k!
2
ft
-
By
[«0
ol
R
:L

MP: 59T, IR: vC0: 1731 cm |

MR 'H (DMSO): 0.76-0.86 (m, 6H); 1.22-1.63 (m, 12); 1.92-2.04 (m, 8H): 2.42-2.56 (m, 4H); 4.72 (s,
2H); 6.87-7.04 (m, 4H); 7.04 (s, 1H); 7.14 (d, 1H, J=7.5Hz); 7.27 (m, 1H); 8.68 (s, 1H). MS (ESI): 503
(M+H)

e 950 2-FE-1-[@'-(A-7PA-L 1-guEuE) SA)-4' -HE2-vo|Hd-4-) v e |-4-~T] ZAlo] SR
A -1H-o] v 55 (41) -2

O
O

2-79-1-[ (3" -((A-el F A7 -1, I-v w2 e ) $A])-4' - E R -vo]fd-4-A) v e | -4-23] Z Ao SR -
-] HE-54l) -2 (AT o 14. 44)£ ARstel dadh ARt Oy 154) e whet X1]+0P°iﬂr AEs At
Agol ] AmrtEaeAr(EE Ewure/Hes 98/2). e FA DA 5

S8 77%, RE(TIZ22ue/wEe 90/10):0.4
WP < 50°C, IR: vCO: 1734 cm

NR H (DMSO): 0.74 (t, 3H, J=7.2Hz); 1.15-1.29 (m, 2H); 1.45-1.57 (m, 2H); 1.71 (s, 6H); 1.84-1.99
(m, 8H); 2.40-2.46 (m, 2H); 4.73 (s, 2H); 7.19-7.22 (m, 3H); 7.29 (s, 1H); 7.49 (d, 2H, J=8.1Hz); 7.85
(d, 1H, J=8.4Hz); 10.11 (s, 1H). MS (ESI): 508 (M+H)

BE 96: 2-HE-1-[(3'-(A-FHEA-1, 1-gH g e) S A)-3-Eg T2 0 2 E-nlo]# d-4-)w &l |-4-~3] 2
Aol 2 A El-1H-o| vt} &-5(4H) -
a4

s

2-FE-1-[(3' (- ZA7kR -1, -t W e W ) 54])-3-E g EF e 2 e uto] v d-4-d) v & | -4-239] 24} o]
FEAF-H-oFE-5(4)-E (AN el 14.45)% AH83te] A& < I 150wt Azsksich b
S At AzvtEaR IS tHEE I 2adg/vMee 98/2). e WA ne 5530

& 80%, Rf(HEZ2HE/MEer2 90/10): 0.54
MP: 90T, IR: vC0: 1735 cm |

MR I (DMSO): 0.77 (t, 3H, J=8Hz); 1.21-1.30 (m, 2H); 1.42-1.49 (m, 8H); 1.66-1.84 (m, 8H); 2.36-2.39
(m, 2H); 4.83 (s, 2H); 6.73 (s, 1H); 6.87-6.89 (m, 2H); 7.31 (m, 1H); 7.37-7.45 (m, 2H); 7.59 (s, 1H);
13.15 (s, 1H).
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<3156>

<3157>

<3158>
<3159>

<3160>

<3161>

<3162>

<3163>

<3164>

<3165>

<3166>

<3167>

<3168>

<3169>

<3170>

ZIHS3d 10-2009-0038469

MS (ESI): 531 (M+H)

FgE 97: 2-HE-1-[3'-(A-FHEA -1, 1-tHEde) SA])-3-YE 2-Hlo|dH| d-4-A)w & | -4-» ] ZAlo| F =
El-1H-o] m] thE-5(4H) -

O

/;S NO,
o

2= -G (- FA7RR -1, -0 W v ") S A1) -3-H ER-vlo] v d -4~ ) W d | -4~ T R Ao S 2 %
-0l ehE-5(4H) - (Al o 14.46)2 AR8-8ke] &gk Aubag gy 150)e] wheh Azsict. hEg A7t
AN ArrtE v YrH (&% UF 2w e/MeS 00/10). A FA AR F5AT

F&: 82%, Rf(HEZ2 M E/mer-2 90/10): 0.54
MP: 101°C, IR: vC0: 1731 cm |

MR H (DMSO): 0.82 (t, 3H, J=6.8Hz); 1.26-1.33 (m, 2H); 1.52 (m, 8H); 1.69-1.86 (m, 8H); 2.39-2.44

(m, 2H); 4.85 (s, 2H); 6.75 (s, 1H); 7.88-7.98 (m, 2H); 7.35 (m, 1H); 7.52-7.58 (m, 2H); 7.80 (s, 1H);
13.25 (s, 1H).

MS (ESI): 508 (M+H)

33HE 980 2-79-1-[(3'-((A-7HFA-1, 1-t e me) S A )4 -2 2 F-nlo] 3 -4~ ) v & |4- ] ZAfo] F= 3
g-1H-o] P eh5-5(4H) -+

2-F-E-1-[(3'-((1-o BA 7R -1, -0 W E &) S A )-4' - Z 2 F-nlo] ¥ d-4-U ) W E |-4-~F] ZAlo| S 2 A EH -
1H-0] P FE-5(4H) -2 (H Aol 14.47)& AF83le] deeh durapd (g 154) 0] we} AxsA. AHES
Axo| A ARMEIHY GRS UJFEEE/HErS 95/5). AHES WA AR S50

g0 78%, RI(TIZ22u)e/mEre 90/10): 0.8
WP: 74°C. IR: vC0: 1731 cm

NMR 'H (DMSO): 0.72 (t, 3H, J=7.3Hz): 0.98 (t, 3H, J=7.3Hz): 1.11-1.26 (m, 2H); 1.42-1.54 (m, 2H);
1.54-1.70 (m, 2H); 1.66 (s, 6H); 1.84-2.98 (m, 8H); 2.36-2.42 (m, 2H); 2.60-2.65 (m, 2H); 4.68 (s,
2H); 7.02 (d, 1H); 7.07-7.20 (m, 4H); 7.43 (d, 2H, J=8.2Hz). MS (ESI): 505 (M+H)

e 99: 2-FE-1-[(3'-(U-(HEZ=-5-9)-1-d b e) ZA)-vlo|H d-4-A)w & | -4-~F] ZAlo| F 2 H &l -
1H-o] vt} &-5(4l) -
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<3171>
<3172>

<3173>

<3174>

<3175>

<3176>

<3177>

<3178>

<3179>

<3180>

<3181>

<3182>

<3183>

<3184>

<3185>

<3186>

<3187>

<3188>

<3189>

ZIHS3d 10-2009-0038469

2-2E-1-[(3'-((1-(1-HA S A M H EtE-5-U)-1-d & W &) S A )-vlo] H d-4-d) W& | -4-2 3] ZAlo] 2 3
g-1H-o] | thZ-5(4H) - (A A o] 14, 48)—°~ APgsle] Werst At A (3 15F) o] whel Azt AHES 2
7pA el M ArvtEaSI St EE IR/ HEE 90/10). AbEe MY uAR F533T

T8 93%, RE(YEZ2d e/ ek 90/10): 0.2
MP: 767, IR: vC0: 1633 cm |

MR H (DMSO): 0.74 (t, 3H, J=7Hz); 1.08 (t, 3H, J=7Hz); 1.18-1.27 (m, 2H); 1.42-1.51 (m, 2H); 1.90-
2.04 (m, 8H); 2.10-2.25 (m, 2H); 2.30-2.36 (m, 2H); 4.70 (s, 2H); 5.69 (t, 1H, J=7Hz); 6.85 (d, 1H,
J=7.3Hz); 7.09 (m, 5H); 7.43 (d, 2H, J=7.8Hz); 10.40 (s, 1H). MS (ESI): 485 (M-H)

AAle] 16. ¥ 2 W 350 PPAR 243 42 FA2 B}

2 oubge] whe slgtEe] PPAR 243 4RS YA BrlE.

44

PPAR 43t Aol A% dBREG2E g1(00S-7)S AHEate], &R Gald HAARRIX
Zrolet PPARsS] Ezt=ol diet A mHle® pAH sldMEel AA S
B A, SFESS Gald-PPARa,y 2 & Zldeke] thal 0.01 W= 100 pM §Fo 7 HAEET}
zZ2EZ

A vj ok

ATCC (American type culture collection)ZFE (C0S-7 AIXES P35to], 10%(v/v) AEjo}dA, 100U0/ml Y
A& (Gibco, Paisley, UK) 2 2mMe] L-ZFEW(Gibco, Paisley, UK) HE3= DMEM ®iX|o|A] wjds}dct. AXE
5% CO, & st 4 dl7lddA] 37TaAA AFwle] AstiTt.

o

EadA o] AMEH = Zefxvjsd gk A

Zg=u|= Gal4(RE)_TkpGL3, pGald-hPPAR @, pGald-hPPARYy , pGald-hPPARS 9 pGald-¢p &= E3lo] 2z 7]<4H
o] 9th(Raspe E et al., 1999). ©o|E %A pGald-hPPARa, pGal4-hPPARy, % pGald-hPPARGS = <I7F
PPAR @, PPARy 2 PPARS 3] =89 DEF EW¢lo| a8l PCRE ZZ¥ DNA ©HAL pGald-¢ #HE o] =
243t #5313t

EdxdAM
et C0S-7 MEZE 1/10 ¥ &9] pGald-PPAR / Gald(RE)_TkpGL3= 10% Aejolds FEAlste] 44 150 ng<

DNAZ Edlzalasgict, 7] ALE 96-9 Zelol=o] AXA7|a (4x10° AE/), o F 2443k B3 37T
A Qltue]dsgitt. HZE SgtERe] dA st 740] Sl AWl A 2443F F<F 37Tl S AT
Q@ﬂ%ﬁﬁ%ﬂ,ﬂ%%%ﬁﬂﬂﬂjSWMvum HTS (Perkin Elmer) E+ Steady Glow FA|HZHA] 71E
(Promega) & A|ZA} AR ARESte] FAHEHA A4S S43HA T

AN 16.1 £ wE pGald-hPPAR(a/y/§)8 ERAAEA S

2ol mE 3ES 3 PPAR ofo]adel tisl 0.01 WA 100 pM &M HAES Y. 58 23s =
laol AHAls] ERH AT
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<3190>

<3191>

<3192>

<3193>

<3194>

<3195>

<3196>

<3197>

<3198>

<3199>

<3200>

<3201>

<3202>

<3203>

<3204>

<3205>

<3206>

<3207>

<3208>

<3209>

<3210>

ZIHSd 10-2009-0038469

pGal4-hPPARZ EdABAE 3 2 wbyo] w2 33E2 AHold ALSdM= dAsY &3-9
Al g Fo7F vErs

T laE o]Hd & gFZQ Eold M3 EAS BoFEth. AW 3FE 1S hPPARao] s 3 uMe] EC50,
hPPARy ol thall 8 uMe] EC50<& 7} ™, 3}8tE 212 hPPARa o] thal 0.6 uMS] EC50, hPPARy o thal 1 uMe
EC50& 717t}

riN

ZEREREE]

% 1b¥ hPPARa 2 hPPARy o W3t & o] w= ﬁ}fﬁ%o EC50& T=A3F Zo|t}. EC500] We =5 B by
of W& 3gEe &4 FgHL ¢ wu. AR 2 iy wke 3512 PPARC) AgHelH %% 5o
oS EAgitt. ofu FIE(H, FJFTE DS F PP AR olo] 4~¥S FA3}sly, W tE IgES oE

= =
% spie BystaTi(el, S@E 255 97 hPPARa WE & g@}em .

o|ao] AyEe B dio] wlE 3}gHEo] hPPARa H/XE+E hPPARy 9}
2 3gtEo] o AFHE EdxdAs s

flo i
ol
Oll
ol
&
oy
oft
o
ol
LU
ft
o
oX,
ot
>,
oY

dg

AR A= Al A4 dufEa s FaddAe] 714 gl A e 'lal 1T ATL =8-Al o 2 2
ol W SpjHES] ol AdS HojFErh. 1050+ tx AH(AM Ao AF 5095 Asfsted Zagk
gl mE kel EE ondnh. 1C500] HEE AT1L F&Alol e shgh=e) shdel 7(}0}3},
ITEEF

A% B]2~E+ CEREP (Celle L'Evescault, France (86))°l 4 Bergsma et al. (Bergsma DJ et al., 1992) L2 &
Fol weh FYHATH A AZF ATl FEAE BdEE AxF CH0 AMEAANA FHEHJY. dx IJFE
[11[SaR1, 11e T-ATIT 0.05 nMo]QIt}. ERZEZS 37°Ce|A 6057 liwlo] ek Aow AT, g
ol Al o3l SAH U

A

AN 17.1 §F] @& A3 AAQHA I AT1 €A e & oy 3329 dF

IZE FA QAL IT AT1 F=&-Aol e & Lol wE 31385 0.001 WA 10 nhe] &=kl A H2=Es50t
QA7 A "Ll IT AT1 F=&Ad disl] 2 dHe seEs s §5d&4Q 4% SuE yErdt.

A AALEA IT ATL F=&Al tig 2 o] mhe 3igHEe] 1050 (50% A3l s:=)E HolEtt IC507} ;}
& FE ATL SEA g ﬁ}% o Fshge o wrt

Ag

oldel Asts HAQEA T ATL F&A) FFatd §3-dJEnon A9

A7 A HH H2AEX Pendleton et al. (Pendleton RG et al., 1989)¢ 7]%3t T2 EZo]| u}z} CEREP
(Celle L'Evescault, France (86))°A 4=31% At}.
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Ry
P
T

TNE

5-HT2

2 79 (isometric

)
=

=

10-2009-0038469
wul

27+

5
A Az R A

=

=
=y

-

H
B A =1 g )

e
[=)

] }\C-} H1

LA

EES2;

S

3,

S

olEZH(1 ulD),
E2l

=3
=

7|

ey

B-ob

F71 273 (mM) :NaCl 118.0, KC1 4.7, MgSOs 1.2, CaCl, 2.5, KH.PO,
A

(1 pM),
a3,

ey

A=
THES(1 pl),
tol Zb7 a-of

AL

=

1
[¢)

A

9 2232 11.0 (pH 7.4)9)
2 YA,

5 A
A

[e)

5% C0»)ell

ul
A A~EZ (1 ul),

g dloEl o F X
284 24 (Agonist activity)

(95% 0,
H(0.1 pl)

tension recording)oll

1.2, NaHCO:; 250,

<3211>
<3212>
<3213>
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<3230>

<3231>

<3232>

<3233>

<3234>
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<3236>
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<3241>

<3242>

<3246>

<3247>
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Aol gk o] ede] s vl oFspAZIT. wkebA VIDL o] 7o) EAjskA] b=t olF A-2& A
detwie] HHo] By IR 484 e &9 1A 37 2Ad(a ZeaHE 3 EgZeAztel=
TFE).

PPAR a = A A9] F=5 (o} Al, o}E AIl 2 o} CITI9F #2 ofExdehul  FAT9F Z2 1 =5:4) 9 =49
o|3H(ACO, CPT-1 =& CPT-11, A|¥HAF B-At3l &4)o| AdEE 4 & 4] PPAR @ &4 3}
A ] XM F W ookl QIztA 3 EFFEAlgels FEe] fAE I

AAg T G Ad S SHFoER 2 Uy wpE 3E] PPAR
& it

ALl 1] S PPARa ] 284l AES ThllA PPARa =434 24 Bl =k o) w8
g3k, B Aol ATH FHAE ACO(oHE F-AAY A SAITHA, AHAE B-atsl 714 2] dA :?’ii ,
o}E CIII (XZ thalel #AE oz A Agkm) @ ppk-4 (3] FH|olE ulslo| =2 A YA 7|UA] ofelxd 4, &

EE PPARY 48AE BEl AT A, WA A £A)N, 2H PPAR 2dst] Qi B el Ho-
welo] zaEth X APl ATR FAAE PEPR(EATO ST Mo AMAI YA, T2 &
ESBI=S

¥ o] e SEES AN FPPAR Bl HAde] AABYS Sgoss, B ouwd e 3R A
% ARE A 5 AT

ZEES
EEx
oL E2/E2 RANATLAEL 20430 A4 LEAA 12471247 B/5 Aol el nEHUT. 153
o MEsIzto] AR, vi3el AEE S, ARH SHE AF DAY AL FFo] nmA FrHEs

- QRS Gt Al BWE @, FEE 49 AT BAD, S5 IAMINE AHEa B
& Hoﬁ AFE AF LT 3000 H/80) SER 2087 ARRAG A4E T, A
b 4TolN wessl,

ol Fagk A 24 AES AEee] AA Aadeld WeATl F oolF A4S 9l -80TelA

Y A4 SE(AA FA2HE R EdFPAeelm)e AR AN we Eh F4 U (biolerieux-Lyon-
s,

2 =74
44 Adpel paldqe] TosHE P 24

o

ko] Aolgh A AR (VLDL, LDL,HDL)S 7 o3} AzwgEagtaz RBeagit. 2zt By Y2 ¥
25 AxA Ao we} a4 B4 (bioMerieux-Lyon-France) &2 7313t

o

A2 RI-PCRA|_ o3 84w 34

NucleoSpin®96 RNA 7]E(Macherey Nagel, Hoerdt, France)E A ZA} x| Alo] wha} A}gsle] 7F ©hH o R HE A
A RNAE FZ33lT).

o]%F 1 pgd A RNA (X 2% RNA A 7]E(Molecular Probes)E AFg3dte] A=H)E 1X ¥y (A|1wp),
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<3248>

<3249>

<3250>

<3251>

<3252>

<3253>

<3254>

<3255>

<3256>

<3257>

<3258>

<3259>

<3260>

<3261>

<3262>

<3263>

<3264>

ZIHS3d 10-2009-0038469

1.5mMe] DTT, 0.18mMe] dNTPs (Promega), 200ng2] pdN6 (Amersham), 30U2] RNase A|3f#] (Sigma), = 1409
MMLV-RT (Sigma)Z &3t &do] AA 20 Y7t I == @i 37Co|A 1A7F WAl A cDNAR & A ALst
S

2|8}k %A

Az o] HA RNAE ol EJQAIOMO]ESE A3 WHoR % WA FEH3UTE. =4S IH
3] omLe] &3 B ¥ (Gl E]QAJold|o]E4M, EDTA pH8 10 mM, Tris HCI pH 7.5 50 mM ¥ b-wFEo| &
1Ap) ol A ZYERS A&t #dsleldltt. & sk Y8 500 uMe &% oMAElo]E 2M pH4, 5 mL
o HlE ¥ 2 nle] ERERXE/O)LMHLZTUDEFES HI SISl ﬂ”3ﬂ7-¢%2' FABFAL o] AT R
2 EA o] RNAS HAAZAT. FHA IAZT RNAZS 70% o eh22 MHsta, Ax3 T RNaseZl gl o
Byujo] Eo thr] HEAIZ T, o]F A A /DNase I HX @A= NucleoSpin 96 RNA 7]E (Macherey-Nagel) S A|
Z2F AAYZ ALg3te] Faskaict

1 pg2] AA RNA (2]H. 2% RNA A7 E(Molecular Probes)® A#H)S w3 1X (Sigma), 1.5 mMe] DIT, 0.18
mM2]dNTPs (Promega), 200 ng®] pdN6 (Amersham), 30U2] RNase A3f#] (Sigma) ¥ 1 02 MMLV-RT (Sigma)&
stk A 200 Wol A 37ColAl 1AIZF B vHg-3le] cDNAR o HALSEA T,

o

PCR A% A MyiQ Single-Color AAIZF PCR = A]~=¥l(Biorad, Marnes-la-Coquette, France)2
AFREFIL, iQ SYBR Green Supermix?| EES A2zt A Ao wle} Abgatn | 96-9 Z@o]EY EAS 2% 55T
A 5] A AN o7 st ATH FRAE Y& AFEE Bold Zlolwad syt At}

@ PDK4: A elo]m:  5'-TACTCCACTGCTCCAACACCTG-3 (MY WZ: 1) % StelAlA Zglolw 5'-
GTTCTTCGGTTCCCTGCTIG-3' (MY WHE: 2)

@® ACO: Ax  Zglolm:  5'-GAAGCCAGOGTTACGAGGTG-3 (A9Ws: 3) 2 <rglAlA  Zgloly  5'-
TGGAGTTCTTGGGACGGGTG-3' (M dW 5.: 4)

® ApoCIII: Az =Zgold:  5'-CTICTTGGCTCTCCIGGCATC-3' (M g3 5) 2 <t~ Xglolw 5'-
GCATCCTGGACCGTCTTGGA-3' (MW 5 6)

@ PDEPCK: Al&  =zlo]m:  5'-AAGGAAAACGCCTTGAACCT-3 (AQ W3: 11) 2 orejdlx~ Zgolw 5'-
GTAAGGGAGGTCGGTGTTGA-3' (SEQ ID NO: 12).

F A RE(E 24 L AW 2A), BER G9o G s 7)o EAGIL PR FE FEH DN Pl A
oz v, AT 2 eel el 4 WA Gojol F wo] Fold I-7A §AOR o] FofF o
%29 Egwol vsl SARU. 471 W99 PR Gl U EALZRE ol Ef FAL Agstel 7
e gHEe) wd ol 4T

o A HAAY WA £3e ) ux FAAE] WA ol dal Airssinh,

- ez, 36B4 (Eo]d efoln: 4l Zafolw: 5'-CATGCTCAACATCICCCCCITCICC-3' (HdwE: 15) 2
A2 Zakolu]: 5'-GGGAAGGTGTAATCCGTCTCCACAG-3' (N M Z: 16)),

- Az Ao| A, 185(E0]A Zalolw: A Zeho]w:5'-CGGACACGGACAGGATTGACAG-3' (Mg 3 : 17) 2 <lgAl
2~ Zgkolw: 5'-AATCTOGGGTGGCTGAACGC-3' (Mg & 18)).

e A, S AHAA AZE(E Sl e sgtEed ofd fRE) R dixdelA F5E Aoigke] Bkt
o) HlES AEAYG. FE A} 2S£ GPES FA4 HAL O Bol FA. AF A% 24 49
oA e freghe] Wi o Z el AT

a‘ﬂ:

= 4a 2 4b, 5a ¥ 5col tigk A¥= FIHE 18 25, 50, 100 ¥ 200 mpkE, HEE 3}
100 mpk= 7L AR & A ZH2HE 2 E=gAgel= EAJdﬂ§~%%ﬂ%dtM£;iﬁ%ﬂ.

% 5be SEE 218 7U%F HAskE zle] VLDL % LDL #Ee] A 9 HL-FH2EHE g FtE st
{f1@%&5@MMLJ%H¢%%5§LJ%ﬂgiﬂﬁﬁ%iﬁ%ﬂ.

- 202 -



10-2009-0038469

5

=

=

H

e
=)

}

o
el

2 Seol] TA]S

wul

%4 RT-PCRel| <]
4d, 5d

APOCITI®] ZFhelAfe] k&9

PEPCK

Z2

= 4c,
H
=

<3265>
<3266>
<3267>

Hl

BRI

Eds

g4 Ze s o

7HAH,

ais

5

Bl o ke AEA

=13
=

<3268>
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ks)
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Syl u}

FeiAbel 2
£

[e)

A4

AAle] 20.

Azl
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<3269>
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<3271>

YA

=

=
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"

3}

[e)

A4

ul
=

73

H2EE2 db/db vF9-2=o A 3 AT},

<3272>
<3273>

ol

=
=

Z db/db w}F§-2~

o}
A=

<3274>

R
el

o

AsS M AdAAIF T, 3000 37

Faz,
+ 4Co|A B

se) =] =
N BEE Fs

S

ARkl d
o d&& F5skeld.

=
=

& 3LA (EDTA)

2

A o
== =1

pariy
o

e

<R

1 -804

3]

4

W (bioMer ieux-Lyon-

Z]

=

g/‘(]— xé_]o
France) ©l| 2
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spoll 35 4]
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.

=

=4

nlo] A2
AATE. 0P (L2E #Hd tjo}
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Az A Ao wheh ALgahel

=
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<3284>

<3285>

<3286>

<3287>

<3288>

<3289>

<3290>

<3291>

<3292>

<3293>

<3294>

<3295>

<3296>

<3297>

<3298>

<3299>

ZIHS3d 10-2009-0038469

A RNAS FE3H3 T,
X]gFH 37 31 % =]

A 22 AA RNAE Foldd EJAoMo]EE AlgslE WHoR 22 gHogRE FEHIAT. 2HE
2 suLol &3 W (FolUd E] 9 Alolu|o] E4M, EDTA pH8 10 mM, Tris HCI pH 7.5 50 mM @ b-WItECEHS
L4%Wel A ZYEES ALgste] FA] #dgts At T 22s7] 98] 500 uMe] &F ofMHolE 2M pH4,
5mle HiE 2 2 ple ERIFE/o]kold A4F EIE(49:1)S 7. YAREE FE2S A5 o)AT
29 EAS ] RAS FAANZAG. FHA AW F, RAS 0% ogg® AHsta, s, ta 1 799
RNase7} ¢l Eo AEA|ZTE. RNAS] AA|/DNase 1 AHEES AZFZAF A Ao uwhaf NucleoSpin®96 RNA 7]1E
(Macherey-Nagel )& Al-g3le] $=33}oict.

o]% 1 pgol AA RNA(EFAZ HF)E 1X W (Sigma), 1.5mMe] DIT, 0.18mMe] dNTPs (Promega), 200ng9]
pdN6 (Amersham), 30U2] RNase Aej#] (Sigma) % 1 02l MMLV-RT (Sigma)Z $i3l= &do] A 20 3
7F S A WAL 37 Cel A 1AIZE WHgAIA cDNAR o HAFSGITE.

PCR A% A& MyiQ Single-Color AAIZF PCR #HE= A]~=¥l(Biorad, Marnes-la-Coquette, France)2
AF8-3FaL, 1Q SYBR Green Supermix 7|EE A ZA} A Alo] whe} Abg-3lH | 96-d Z@o]EoA EA3T} &% 55T
oA 5 o] 34 A gAY FHEAT. AFTEH FHAAE fF AlEE 5ol ol i 1|9
2}

@ PDK4: A~ glolw: 5'-TACTCCACTGCTCCAACACCIG-3' (AgWls @ 1) 2 orejdlA Zglolw 5'-
GTTCTTCGGTTCCCTGCTTIG-3' (M EW 3 2)

@® (PTlb: A& ZglolW: 5'-GGACTGAGACTGTGCGITCCTG-3' (M EWE: 7) 2 SlElAlA Zgo|w: 5'-
AGTGCTTGGCGGATGTGGTT-3' (M AW 5.: 8)
® ApoCIIl: Al xglolw]: 5'-CICTTGGCTCTCCIGGCATC-3' (AEwZ: 5) 2 otEJalA  Xglolw: 5

CGATCCTGGACCGTCTTGGA-3" (M ¥ = 6)

@ FGh: A~ Zglolw: 5'-AAGAAGATGGTGGIGGCTGGTG-3' (Ag¥s: 9) 2 SlejlAlA  Zglolw 5'-
GGGACTATTGCTGTGGGAAG-3' (M ¥ E.: 10)

@® PEPCK: Al =eto]m:  5'-AAGGAAAACGCCTTGAACCT-3' (MEw&: 11) % <A~ =Zgoln 5'-
GTAAGGGAGGTCGGTGTTGA-3 " (M@ 5 12).

WEEE BYFe WSAA EAGT PR FG FEHE DA APAeR wadt. A8 2 e
dal, 24 Mg glo] 4 el Aold od-Al felow ojFold AHHA Bl da FARAT. 4
7] Wole] PR golo] )@ EAEZRE Aold FE FAL AL 7t B A Bl 0] 4

oF WA FAAS WH FEE HEANME tE A% 36B4 (5ol ebold: Al setoln: 5
CATGCTCAACATCTCCCCCTTCTCC-3' (M E®=: 15) R FEJAlZ Z2loln: 5'-GGGAAGGTGTAATCCGTCTCCACAG-3' (A&
WE: 169 wAsEd e, AW 2AdAE oz 484 18S(Sold meln: Al wajoln 5 -
CGGACACGGACAGGATTGACAG-3" (M5 17) H <SHEJAMl~ Zgho]m: 5'-AATCTCGGGTGGCTGAACGC-3' (M@ & 18)

of el AT, 2 AF AP fE= A4S AU, FE A B 5%, BB O Bl F

A AL 20T, HF AN 7 A del dofx fE@e] Fwow vehgnt
a‘ﬂ:

2 22 =A

=

T 6a % 6b, 7a ¥ 7bE FHIE 1S 10, 30 == 100 mpk=, 23 3FE 21 & 100 mpkE 28Y 7 A x| F-
58 4% EfFAMgtels 2 A ARE 28 Ux FEAA QX 33 Haste =AgE Folt),
A71A A, & Iy sRtES HXFgo N EagAdgel= E A AWty ¢Fo] s, aEa &%
-oEH o Azt

g9 9 QdEd SA

% 6c, 6d, 7c @ 7dE 3HEHE 1S 10, 30 TE 100 mpk=, 3}IE 21 100 mpkE 28YU%F A X3 E HAF F
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<3300>

<3301>

<3302>

<3303>

<3304>

<3305>

<3306>

<3307>

<3308>

<3309>

<3310>

<3311>

<3312>

<3313>

<3314>

<3315>

<3316>

<3317>

ZIHS3d 10-2009-0038469

—T?if: 9 olgd £FES g BEoAM FEI I nwEle] A Aol o)X @A, E wHd e 3
T AA e ofsf FdF(glycemia) B Q1= (insulinemia)= @A 3] F3HH At
4 =F# RT-PCRo| ot frzt whal #4

B owyo] w2 8RS Aol A PPARs E}Zl GAA wrele] zAxole] W AT % e A 6h = Te U]
A 71 o YERA uieh Zo] 3EFE 1 2L 25 50 mpkE 2897 db/db "R Foldk A3t 7hol| A PDK4 ZW F
& S7F (5= 6e B Te) R CPTIb 29 fala 23lo) z;}(c 6f @ 76) 2 ApoClIl 9 G
(= 6g 2 7 g) 2 FBb I F34 Ede] A4 (& 6h B = 7Th)7F FEHAT. =9 2 ay
& Zroll A €] PEPCK 23S Ads] F7HA1%

A48
7| A& A7) AF dolets B owge] whE 3ESo] A YelA d&d WS AN, wd A4
ol= 9 z} Bl 2= o wolFEol. w3k Ay Ad o]

Ast ads vdehis (I =S 4
Bl B owde] mE sgtEo] XA 2 Juxb a2la F-PEukse] BEE 545 3] PPARS 243
o8 2ARE FAAe BHS AL WAFYT

AAd 21, HEAAMY 2 Ege] wE HFES AW 11 4F 449 AN B7HAH Fo)

B oo e SgEe] dAeuy 11 9% §42 9w Bl APAGH FuFeIstel of vy Bt}
ek, o B
LE]

B Age AU 119 A% Gy Folo] SsAL(AA 21.1) EE AAeRA [19] wEA Yo
Folo] oS (UAd 21.2) Il FUE AxEh A=A B ool e e F-ndg GAE wolF
7] 9% Aeleh. ¥ uwo : o

ANd) 21,1 HENAY B Hge] e FFEY AALAN 11 A HR A W BAEH Fe): A
-

AzE HE(FA, 200-250g, 5-65°%, CERI < F&& #&) A=vn|2(50 ng/kg) = vk, FHHERE ¢
T]-?—Eﬂ}d I #FE 93 5 549 AAAHT. 2 dyo] e sgES 98] A5 54d9d Jees A
2)&A k. QLE-A™A AEES AL 5 ml/A7F (&HFA] NaCl 0.15M) 2.2 ¢k o &lAl I #+HFE 100 ng/kg/

PR
Ho S} = 33 = .
wo2 A, dge] w2 SgtEd didk 2HHAIEE NaC0;/NaHC0; (50 mM pH 9.6) £94S

AFLslTr. E2uote FYEE Ea ASwy 9= Al HERZ R3990}
A3

EE2o] Fwlolo otx]QElAl [ TWHIF AYXE H7] Ao, 71A FANA FEE SASYY. H ek
(P)= mHg= YERUIRow M ZgFE Aseigitt. t4dstd & 2 4o mE PES dH5HeR 79

=13
s, AAzte 7 FeuEE A3t A Fo] A &It =2 uf

A el 11 #Fstel A, 398 (= 8a) 2 3¢E 21(% 8b)ol 2l

o] mE RS AeE S AE XA 1o uUld] Adela f%-oF&Ae] WAooz A% Frf
=79 o )

LrER At

AN 212 A=A B Wl me e dHAA 11 A% T A " sa):
WA 119 W% Fold % 58 h a3e] AAY I o)) WAL

ZEZEF

o 2= = 73 B
Aze HE(FA, 200-250g, 5657, CERIS &S 8] AEnHE(50 mg/kg) &= P A 2T QHA 2 €l
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°©

e AAAZIT. 30008/

& EAYS AL
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°©
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HE, Ed=gAlzte]
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W AAS-, = 1020 SeE 1 150mpk= FoI G- WA= mpe} gho] ool whE SeE S #

T 22 2 QA (19 WHERS R odlho)] wE 35ES X edAl 110 el AEd 43 wi

2 JehY, ol SFE 1S 150 mpk(E 10b) 2, 3FE 21(% 10c¢)S 100 mpkzE FoIdt Ao A FlHc):

28l 1] zan S
o U .

ols) furd mAe] par B ouwd ge SgEe 23 a9 9
&

T 1la @ 11boll =AIZF mpe} o] E dldo] wE 3ES ACO ¥ PDK-42 747 mdsts £y ads
T I = T

Ae
W% Eelgddels #Ee dat el e Sl A4SaNs Qsvn £u @ e ve
g3Ee FudY 44 2tk 1A A=A ol ode AAW Avks ¥ owye] wE PR
AWF Sk mE ow g ndes 2o Fe A And wnE QU

A 23, & @l W HGB @ATFANY F-4F YA YAY H7

el

EB 120 2Eo B 13-opAEelE, AW GFUSE Es vhazsAz
AgThz A4 THPL Belel olgh NCPL(Ral T shaliy wla-De] ¥uE Z4omM
; whg %

7T MCP-17F A A 2HlE 5 2 due] wE sgtES 4% S o wol Adfdnt
Z2EZ
THP-1 A ¥ #jeF 2 A2

1l
THP-1 <17F w3l 2}l (ATCC 379)-S 25mM 3=~ (Gibco; 42401-018), 1% ZFEFY (Gibco; 25030-24), 1%
HuAda/A~EHEntolAl (Biochrom AG; A 2213) 2 10% ©RE.Z A®]o}&H(SVF. Gibco; 26050-088)E H. =3
RPMI1640 H Aol A H] &= AT}, .
A7) AEE 24-4 ZolE (Primaria BD Falcon)ell 870,000 A¥/de] Wx=& ¥, 5 ng/mle EE 12-1g
2<H 1 O|E 13-olAHHOIE (PMA) % 1uMe] £ @bgo] w2 315HE 89 EAI3lo] 0.2% 2HoldHS i3k i
HiZ| Yol Al 37°C, 5% CO A 24A13F &<t Qo] dsiiet. 2 Ao w2 33tES fugdEife=

(DMSO, Fluka; 41640)°] HF<ch. ¥ ago)] w2 31389 &3S DMSO &5 &9} vlustiot.

R F%. oAb 0 A% PR

= . - . ® .

22 %-, AA RNAZ NucleoSpin 96 RNA kit (Macherey Nagel, Hoerdt, France)2 #|ZA} A|Ale]| uwlg} Al-8-3}o]
A A FZFT.

o] 1 ug AA RNA(EFAZ A)E 1X B (Signa), 1.5mMe] DIT, 0.18mMe] dNTPs (Promega), 200ng2]
pW6Mmmmm 30U2] RNase #&#l(Sigma) & 1 09] MMLV-RT (Sigma)E &-H3t= &0 AA 20u F3]7}
A @i 37CollA 1A7F 9EEA]A cDNAR S ARSI T,

PCR A% AFL MyiQ Single-Color AAZF PCR A& A 2#¥(Biorad,Marnes-la-Coquette, France)& A}&3laL
iQ SYBR Green Supermix 71EE A|ZA}A Ao wet A3, 96-9 Sy o|EoA B3 &% 55ToA 5 we]
A G SAYo A FaAEAT. AFEH FHAE 3 AFSE Sold Zefoln HE dlr]er gt

@® NCP1: A~ =Zgolm:  5'-AGTCTTCGGAGTTTGGGITIG-3' (AE ®WZ: 13) 9 <FEHAA =Zgolw: 5'-
AGGAAGATCTCAGTGCAGAGG-3' (A8 W=t 14)

WEHE YABE PRE FEH WS A EAlshs AR g ARAem mawd. AT 2 g
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= 2 B2l PPAR B3t 4AL YA9 BNE RS BAG A0, PPAR BHFE 950l
Skl Ei%a’il’é E]'O (COS-7)& A8l A9 Hrlelgom, §% Gald HAAFCIRI] DNA Ag wro]l 2
AFol3l PPARs®] @ 7t=ol that A m=melor TAE Fdae] AL A4S =A43toen =yE ), 3=
™ — . =2
M gFos HrESYT. 2 276 s fi=

= ] )5
A5 Skl 943]] %E% gt gzl o frmE wERe] HES AT, F= At BE S5
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> i
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43

la: & WHo)| 2 33ES Gald-PPARa 2 Gald-PPARy 71 gke] tial 0.010A 100 uM &=Foz €

% 1b: 2 e wE 3189 PPARa 2 Gal4-PPARy (817t o]4&3)d] sk EC50( uM)E EA13F Aol
EC50-2 #Hd a¥e] 50%7F A& sstEe] Fo dldsta, EC500] We 5, 33E9 F8Ad g 3
E]— LY

2% ¥ ouve] we shgEd A7 AU 11 ATl S8A%e] AR 49 WY Ao, AAE A
B 2 wel W sigEel A7 AAQUA 11 AT £EAde SolH AR wdr. Solq Agte A
ARG sheel BpUAA e oz () Edslel SR8 w-Holq Agrel Aol At ¥
A e ASe B owgel me shhEel 24 g9l el S4H9Th 1008 e BAEe)
Ae 508 ANH WA Aol wrelnl, [0500] e 4% ATL £8 Aol o HAFuel Aol 2

&t}

% 3a % 3bi B dye] wE 98 oAl 11 ATL F8A tg de adE g HHZ FUHE A
o=, 7H/\1E AN(FANER FADE E7] 7FE diselA Azt OWOEM [I AT1 F&A°] #&A E= A3
A =2 Eﬂ Ey 2 ddge wE 33HE 1, 21, 53 ¥ 809 &FE vER Zlolth. S49 IEvEE 7 vE
shghEol o H T 7013 Ho Wsgloln, v Ave X LHA 1ol dig oz ukge HAER FAE

- X 3a: 0.3, 3 2 30pMolAe B o] wE e 284 %S EAE Aot

- X 3b: 0.3, 3 2 30pMolAe B o] wE 3gHEo] AdA a%S EAE Aot

T da WA 4fE 2 o] mE d3dE] AAAS eSS Ay FHukek Aoz, B odye) w2 FJFES o}

FAATEH (Y] E2 olo]AFS zkE A7rstE w2~ (E2/E2 mE-2)olA Y a3 AAW Hrletgith. B oud

°jl 2 3FHES 747 F T3 So uAE E2/E2 vl AA FuElaHE, EfFgAtels £ES

ZA4sUT. 59 A HE g T2 2o wE IFES HXFA Fe &AM F5I A g%

SHeith: S Aol B e i seE] A 2 A AAS ) adE HolFu)

- & 4a: 3H8HE 1S 25, 50, 100 ¥ 200 mpk= 7Y A X3 T A FHYAHE S EAE Aot}

- & 4b: 3HE 1S 25, 50, 100 ® 200 mpk= 8Y A3 & I EgZFAdlol= 58 EAF Aotk

2 ol mE 3EEY f%S 1 2 Fadt 2o AP g/EE o giAbd #EE FAA 2ES SA)
- ~ } 7 AL S A il il = o]

o Hrteldok. ZF fAAe] g wd FEE dlz FAREE 274 disiAe 36B4, Fard 2o tisiM e

185)9] wdFFo dis] Arsetadnt. o]F Fx A S AU AlaE(E Py wE SRR o) fk

) 2 gxrald 59 *JEH%M ﬁéﬁ%gl H &8 2H&E3lsiT) 3gEe 7k A

H - Al Tl

A P e
Bt

= Jehn

- & 4c: FFE 1S 47FA £3E(25, 50, 100 2 200 mpk)o® Foldta 79 ¥ E2/E2 wh-2¢) 7k =AY
1:

PDR4(F| FH o] E Hgto] =2 AIA 7| UA2 ofo]lAd 4)9 WS T=AIE Aot

- D3R 1S 47FA) &3K(25, 50, 100 = 200 mpk) o FoJdti 7¢ %, E2/E2 929 7 FA
ACO (OV,:J—CoA SAITHA o] HHE TAIS Aot

- X der FFE 1S 47FA €325, 50, 100 2 200 mpk)o® Foleti 7Y ¥, E2/E2 wh9-9] 7k A
ApoCITT (obzA 2wkl (3)e] WS Ak Zlojtt,

- X 4f: 3FE 1S 47FA £3E(25, 50, 100 2 200 mpk)o® Foldta 79 ¥ E2/E2 wh-2¢) 7k A

PEPCK (EAEo =3 FH| ol E FHEA7uA) o] Bde =A% Ao},
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EC50 (uM)
stet=2 hPPARalpha | hPPARgamma

1 2,98 4,83

2 9.85 8,56

4 6.54 >50 61 0,75 0,59
6 >50 3,59 62 1,68 1,37
9 >50 16,62 63 11,98 15,60
11 12,88 12,89 64 >50 18,31
12 0,02 3,26 65 33.07 14,00
14 >50 3,44 68 3,82 3,13
19 >50 5,96 69 11,90 7,62
21 0,50 1,28 70 13,81 4,41
22 0,07 0,42 71 6,57 1,18
23 3.32 4,82 72 0,42 0,29
25 7.04 73 0,50 0.21
27 27,10 3,97 74 0.49 3.41
28 11,35 958 75 11,85 >50
30 1,85 2,54 76 0,15 3,91
31 6,56 4,10 77 4,01 2,73
32 10,48 2,74 78 049 3.36
33 0.90 0.74 79 15,00 12,68
34 3,52 4,33 80 0,03 1,60
35 1,85 3,69 8l 0,38 0.85
36 0,70 0,52 82 92,12 511
37 0,71 0,40 83 419 8,04
38 1,03 311 84 14,84 13,93
39 1,65 1,69 85 0.56 2,91
40 4,51 6,26 8¢ 0,18 2,79
41 10,62 517 87 0,50 3.58
42 2,25 1,72 88 8,14 2,22
43 0.36 0,65 90 3,01 20,06
44 1,32 1,13
45 3,50 1,68
46 0,59 0,61
47 0,48 0,33
48 2,21 0,48
49 10,36 3,40
50 1.82 1,24
51 3,19 1,04
52 7.79 519
53 11,14 10,18
54 253 3,13
55 0,31 2,40
56 >50 11,69
57 5,67 6,82
58 1,35 2,28
59 1,03 5,52

460 0,23 0,42
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k
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IC50 (uM) IC50 (uM)
e ICs0 atet =2 ICs0
] 0,59 58 0.88
5 2,10 59 2,30
6 0,62 60 1,30
7 2,80 61 1,40
11 1,50 62 1,70
12 2,70 63 3,20
13 0.85 64 1,10
14 3.50 65 2,30
16 0,67 66 0,93
17 1,40 67 1,50
21 0.58 68 4,60
22 1,80 69 1,90
24 1,90 70 0,51
25 4,10 71 0,41
29 1,20 72 0.65
33 3.40 73 1,40
36 3.40 76 1,10
37 4,60 79 0,36
39 3,20 80 0,39
40 3.10 83 0,68
42 2,80 84 1,40
44 2,00 85 1,00
49 0,32 86 1,40
52 0.47 87 2,50
53 0.16 88 1,10
54 0,29 89 0,55
55 0,50 91 1,80
56 0,64 93 6,70
57 0,40
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P (mmHg)
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Z2 Ang Il (ng/kg)
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EH13c

VCAM=HIl vs &

140%

120% -

100% -
80% -
60% -
40%
20% -+

g N
0% e = A v T
%%/
-20%

-40%

10pM‘50pM 10pM‘50pM 10pM‘50pM 10pM‘50pM

10pM‘50pM

10pM‘50pM

stet21 stet=21 stet= 53 stet=54 stet255 Sg=E72

EW13d

ICAM=HI vs THE

120% -

100% -

80%

NN

60% -+

40% -

20%

0%

-20%

10uM‘ 50uM | 10pM ‘ 50pM | 10pM ‘SOUM 10uM‘ 50uM 10uM‘ 50uM | 10pM ‘ 50uM

stetE1 stet=21 stet 253 stet =54 stetE55 SHerE72

g g

<110>

<120>

<130>

<150>
<151>

<160>

SEQUENCE LISTING
GENFIT

SUBSTITUTED IMIDAZOLONE DERIVATIVES, PREPARATION AND USES

[P20091294

FR 0606752
2006-07-24

18
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<170>

<210>
<211>
<212>
<213>

<220>
<223>

<400>

KopatentIn 1.71

1

22

DNA
artificial

sens primer PDK4

1

tactccactg ctccaacacc tg

<210>
<211>
<212>
<213>

<220>
<223>

<400>

2

20

DNA
artificial

antisens primer PDK4

2

gttctteggt tcectgettg

<210>
<211>
<212>
<213>

<220>
<223>

<400>

3

20

DNA
artificial

sens primer ACO

3

gaagccagcecg ttacgaggtg

<210>
<211>
<212>
<213>

<220>
<223>

4

20

DNA
artificial

antisens primer ACO

22

20

20

- 238 -
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<400> 4
tggagttctt gggacgggtg

<210> 5

<211> 20

<212> DNA

<213> artificial

<220>
<223> sens primer APO CIII

<400> 5
ctcttggetc tcctggeatce

<210> 6

<211> 20

<212> DNA

<213> artificial

<220>
<223> antisens primer APO CIII

<400> 6
gcatcctgga ccgtcttgga

<210> 7

<211> 22

<212> DNA

<213> artificial

<220>
<223> sens primer CPT1b

<400> 7
ggactgagac tgtgcegttcee tg

<210> 8

<211> 20

<212> DNA

<213> artificial

20

20

20

22
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<220>
<223> antisens primer CPT1b

<400> 8
agtgcttgge ggatgtggtt

<210> 9

<211> 22

<212> DNA

<213> artificial

<220>
<223> sens primer FGb

<400> 9
aagaagatgg tggtggetgg tg

<210> 10

<211> 20

<212> DNA

<213> artificial

<220>
<223> antisens primer FGb

<400> 10
gggactattg ctgtgggaag

<210> 11

<211> 20

<212> DNA

<213> artificial

<220>
<223> sens primer PEPCK

<400> 11
aaggaaaacg ccttgaacct

<210> 12
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<211>
<212>
<213>

<220>
<223>

<400>

20
DNA
artificial

antisens primer PEPCK

12

gtaagggagg tcggtgttga

<210>
<211>
<212>
<213>

<220>
<223>

<400>

13

21

DNA
artificial

sens primer MCP1

13

agtcttcgga gtttgggttt g

<210>
<211>
<212>
<213>

<220>
<223>

<400>

14

21

DNA
artificial

antisens primer MCP1

14

aggaagatct cagtgcagag g

<210>
<211>
<212>
<213>

<220>
<223>

<400>

15

25

DNA
artificial

sens primer 36B4

15

catgctcaac atctcccect tectee
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<210>
<211>
<212>
<213>

<220>
<223>

<400>

16

25

DNA
artificial

antisens primer 36B4

16

gggaaggtgt aatccgtctc cacag

<210>
<211>
<212>
<213>

<220>
<223>

<400>

17

22

DNA
artificial

sens primer 18S

17

cggacacgga caggattgac ag

<210>
<211>
<212>
<213>

<220>
<223>

<400>

18

20

DNA
artificial

antisens primer 18S

18

aatctcgggt ggctgaacgce
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