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RARER > BREOLERXRLARB(LAE) KHIBETLAE
HoA0.28S5002 5L M > WF 121008 % 2 M8 Kk»RE
¥ XBELTHZLZE - WibA YW THARAR L A K
B2 @ ELRAIXORRAMES AN EAFFEELE R
BHZHEBEF > RBREDH ARG KX E A MR B
Mo

HEORIARARBASGY TAERIXBEFARB X - BAaRT
Bl AN Bk T A B m R BEE H R A
B ARKMERBRERE BIRTEAEAITHRILEDLZ
FTEBEIMOBH A ERALREE L THES I RGBT
& R 4ok A o

B EHZI MG HHET AR REASN AN EITAEY
ZTAEMNSE > A TARLTTARAARER » BT HEDKRXE
IR AT

AANBERFET > @ KX(1)ILE W B BRI EAN A
M mE s RABE-—HFZAHF02E L H500
Mo BT ERIEALHLI00E £ 2
BRAFEREXAZFEH HWER LB ER L -

¥4 A

THEHNEARBEAS ARG ER LM - w FiRF(1)
M kE-HZ2HRELSRE ()AKKI B LBy iEE
Mo AR BHEREIRR 3)AEBERNFEAKAZ

REZINRBHELSHETAR(MHAEAN L E KR LFE
ZAZHRIGHBRRXRAANELBRECRZER -
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(1) & -H 2 aesn

v A7 3 (Chang et al., 1979)% X 2 & I BB # 17 4 &% A% -
H MBI E4LS Hzx FBREFR(60ME/EI)N
30CCF#R07nMPPH]-# % AR AR BB MEE250F 2 7
AREEZHBRILEMIERE 300 EK HhBELE £E
CRBEEREELSZHKHEEFMN. - H10uME Hor 5 & F A
THEMRELS SERXABILoEHHLTHZHEPPEELAE V6
AR RE > &2KREFHMA T o ICy 14 # & # DEC AXP 3t
FHEMEASASZ EH M T B M IF o

I
r

¢

R HLHH X &4
(IC., nM)
% # 2 *# (CETIRIZINE) 226
Ik 4 3+ Ak %2 (FEXOFENADINE) 214
41 310
412 57
£ #13 347
T #1110 _ 145
EHILS 88
B 19 89
B )32 59
B 34 127
B 138 174
140 210
E #Hl41 111
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F 54 106
T 4166 248
T 7185 152
T 41108 275
T #1134 86
T #1137 150
F 138 86
E #1139 205
E #1140 83
F 141 97
#1142 386
B 41143 222
T #1145 116
F 51148 127
T 41149 142
F 4150 121
B 41153 245
T HI157 140
F 4158 104
T 4159 68

*1

EAZBRBEFABRALAOYHE, SR BM ) E A M
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YARXRKPZ@aBIE B LB hd@EN

K Wistar §(180-210% ) A A B b & 4 K B & 2 IR B 2 o
1> 4> 8824 % > A L®MBERXIEEHRSE - g m Xk
BRESFAEABARZSOM I AKE(I00M £/ 2 )7 F
HBEEHRANEHEABARAZIEZI/NF 24 L (Evan’s
Blue)(5E /& 7) » 51 B A X RE - 605 #% » 3 & /& &8
MLABRBERXR WRFREAKE ARBITEOERS AL
(MRMEXEAT)EF Lo ERETEABIHEZTT » H
HHREREAREZ I H % -

BRAEH 241~ 108~ 138 ~ 140 ~ 141 ~ 142 ~ 148 ~

A

149~ 150~ 157 158 ¢ 2 b & B THAHFEHL LB > A3
EA/IAFTZHE > @& I BZIRS>50% W 4 (748 F
TGN OBREARAFEHEF AL HNBATICNDHE21%Z
W) e

3)ADNRFTXH #ELELHR

T H LdoLeysensd APF il iw A F & & 86 » #4738 & o 8
BB 2 K Swiss g R 21 E2%) AL R # & 2 & % 1L
AM(I0ZEF/AF > po)E U RM > 90 B2 o B
AR EA10%E I kA 20.05M Na* /K™ 5 82 B 4 # 7% (pH
T4)F 3 —1b - K31 EAF 29 H%E0.1 2 [PH]-
ZHAR(KBLBEE20M 27 Ci/ZE ¥ F > Amersham) 30 °C
T £400 c BLEABIPH- 2B RZIALEG AL
£ F izl M 8 % JE A B 8 4 8 B (Whatman GF/B) L >
BEASEHSIOUMAFR T BRI AE IR E AEI K
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I~ AR (32)

BEAEA BB ZIAMHEE R T H BB EELE - FH30
ZA/NFpoXD-A Xl HERBRBREHY > AT FH
E M E LS o R ARH(CFT XA %® F05% Kt B
(tween)0.1%) R 2 2 R 2B & 4 - & R R T BB L A
FEXRBILEMZIBFERLELEZIY% -
ABERILEGHBETHBR Y RETE BIEREEE -
A)AFEZAZTHEAZHETRBRXAT A B HE QR
MR B A EMN SRR KR K(SHR) R 77 4 A\ o B &
REARAEFE >R EZEETHRTY - 8 KB IKREEZ > H
AR AR ERLELER AT TR LHF - HFTM
¥ & & K (Amoxycilline)(15 2 & /2 F » im., % F i 4&) »
A B P c ARXRBARBRABEEZRKLE S2HIKRAE - T 5k
# Mk 2 B & & ik 3# WA Dataquest V & 4 (Data Science, St.
Paul, MN) > #F o A & B sk MM > &4 EHH 12 120
HZB-BER 18I HE RS AdMBRARKEK B
CREYBL TR  HlIS5np KBRS N PR 2T E
W ATA B RS L R E K240 o BRI EEHLO
oo KR AMAEBREI bR N LI HBETY - FA
B HELTHARE AR - XRILEZIHR ATRZI R
R EERTARBEARE REHIYHY LB AR
ﬁz,pé’uﬁ-5%%?%0%@%@%?°p@<%ﬁ%ﬁ
..... % 3t L2 & °

AKERALESYAIZEI0OEAL/ AT ZHE > #HoBRE QK
By ReEDE -
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ALEEER > HARLBEZFREZFZTHTHABEALLS Y A
BAEI T ABRERILBHENE KEHALEY EEKZ O
d E R P AEAYE R KRR 0 B G R A BN
HRE PFlERETAW SRR CEERX S RRXRERS

ABERAZNFEG TEEWIA - 12 F ) % 4456 7 3
Woood R R
£ 1
2-(2-{4-[1-(4- % F A )-1H-"] "k -3- K ]-~ & wbwg-1-%)-

B)- X7 R % fy
A. 3-(1,2,3,6-m B wb g -4-K)-1H-%3 "% = % 44

H w2k (30% > 0.26% F )X AKOH(77.6% » 1.38% F)#
FE(692FIH)F X HE R > A — ) fv — KA 4-vk ot B B B
B (10234 066X F) > BoMAMhEERSEF o AT
AW E OKCl > BERLE - R BEHEREARTHT
1/3% %  BREARBRERBTHRZIENY > A8 Z#
AT EBBBEL > FI3LIR(ERZ63%IREAEY -

Y& 25 =183-185°C
B. 3-x f wbwg-4-4-1H-73 "% = #

#19.03%(0.0963% F)3-(1,2,3,6-v9 & ok & -4 - & )-1H-3] %
A B F (Parr) £ B F > A 40 psi T » A 2.2 % pd/C(10% %>
600 7+ F 8 F )18 B F 541 o — X KR HEHE > 16.76
H(BT%E E)YZ PFIEEY °
& 85 =210-212°C
C.2-2-RZCAX)- XV E PEs &M
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s BB (34 )

A25 % (016 F)Z kBB FPED2502H F LAY
B & o im34)i(0253’$IF)KCO3°;kb & W 1y B 2 Ao
273 A (0358 F)1-R-2-R L% » £ & FEFR ° 4]
Mg B w344 (0.25% F)K,CO;% 163 FH(0.2% F)1-
R-2-Rlkw o EHUBEBFEIREZR - BAF &K BB
B> RAARNEHEZCRHEE - kA BKABAKRK2KR » &
FHEE KWV HRFLAEARFAIEMGELEN R H 4t
T—&6RTHEA -

D. 2-{2-[4-(1H-7]"%-3-K&)-~xaw=-1-£A]-TaRK}-X
OB T OBy 2
022505 £ F)2-2-RCAK)- X P

A TFTMmMEO.1X(0.58X F)3-5 Kmbwg-4-K)-1H-%] vk >
0.08%(0.6% ¥ F)K,CO,#0.04%(0.2% ¥ FHKI#A1.5% 4
ETAVFTATFTERZRAY  ARERRAHIARISIE - T8
FTA%# > 1.58FCH,CLLRE0.084(0.18 £ F )R X T H &£
FETE > ReHWARETHEHFIINE  BEEK > BRA
# EANS500% % Varian SCX& Fx#EHE L - FHE KRS EH
TEL AWASEHTE/RAR20: 1848 RETHREE
WA RMAO0.1134(60% A& F) 2-{2-[4-(1H-"] "k -3-4)-x &
vtbv’i-l-%]-&i&%}-%?ﬁé“ﬁﬁ%%%@;‘év°

E. 2-(2-{4-[1-(4- % ¥ A )-1H-v] "k -3- K |- X & wb e -1-
AK})-CAREA)-XTBRZHM

#%0.02%(0.42% ¥ F )2 60% NaH#» 8 4 + 2 » % & > »
N, K& F v £0.0650(0.15% X F)2-{2-[4-(1H-"] "k -3- 5 )-
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B BBARHA (35)

vthﬂ*‘i-l-%]-&i%}-%‘f’Eﬁ‘?@%(i@*ﬁ%’cD#’ﬁﬁ%)
A1 EH £ ADMF Y ZER - AT BHEF305 K > /v
0026 A (0.21 % X F)4-f-F X% BAESHWHEHFEI18IL
B oo Aw0.09%(0.12% % F)3-B-m K A)- "Mk 7 A-% %X
LH(A1EZIDMFEFY)E > REPYATRBMLEFBRE > M
ZH2NHCIZR B R &4 > BEMBMHE - REBKRERE
W MR AW AS500% % Varian C188 #7 i & 42 #h 1k » 13
0.059 %, (84% & % )2-(2-{4-[1-(4- & F & )-1H-7=] vk -3- % |-
N RwE-1-A}-TAK)- KT E& -
ESI/MS m/e = 473 [(M+1)*, C,¢ H;, F N, O,]
NMR (300 MHz, CDCl;) d=2.04-2.06 (m, 4H), 2.45-2.46 (m,

~
—

N\

Sy

(i - 2 i o0 iy ol i O B e T RS )

2H), 2.90-2.91 (m, 3H), 3.18-3.22 (d, 2H), 4.20-5.00 (brm,
1H), 5.23 (s, 2H), 6.94-7.23 (m, 10H), 7.42-7.47 (t, 1H),
7.59-7.61 (d, 2H), 7.89-7.92 (d, 2H)
T 2
2-{2-[4-[1-(/R & -1H-7] "k -3- K )- s qwtw-1-%]-2 &
A}- AV B MH
AEAERLIZ FFE > EHA0.145(0.52 X F)3-5 &
we -4- B -1H-% "k 2 0.22%(0.5% ¥ F)2-(2-8 ¢ & £ ) %
VEFE o AA0.03F (021 EF )R A S BEDYF
i3 2 0.06%(0.15Z X )z ¥ ¥ ke k1 > #50.052 %
(83% & F )X 2-{2-[4-[1-(JR A& -1H-"3] "k -3 -4 )- > & ok & -
-R]-CRA}-FKTE
b 2 =113°C

o

#E-D P S O 3 mo 3 e 3 g ol 9 1
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B~ 9AHEE (36)

ESI/MS m/e = 435 [(M+1)*, C27 H34 F2 O3]

NMR (CDCl;) d=0.86-0.90 (t, 3H),1.25-1.36 (m, 6H), 1.74-
1.84 (m, 2H), 2.05-2.14 (m, 4H), 2.55-2.70 (m, 2H), 2.94-
3.12 (m, 5H), 3.24-3.28 (d, 2H), 3.99-4.06 (t, 2H), 4.44-4.50
(m, 2H), 4.70-5.20 (bs, 1H), 6.89-7.31 (m, 5H), 7.38-7.43 (t,
1H), 7.55-7.58 (d, 1H), 7.84-7.86 (d, 1H)

£ 3
4-{4-[1-(2-T R T X )-1H-"| "k -3- K ]|-~ Awbwe-1-%)-T
Bz B

% AO0.14(0.5% % F)3-% Kbwe-4-5% -1H-%] % &
0227052 X F)4-R T B T B » @ AT F 157 & # & o
BAOOMZEA(03IZTEF )R LA LB BE S BEDF F /52
0.0754(0.22E X H)x &l Kb » 1F0.061%(77% & %)
Z4-{4-[1-2-T R T A )-1H-" "k -3-FK]-~X Eobwe-1-%)-

e

TE o

ESI/MS m/e = 359 [(M+1)*, C21 H30 N2 04]

NMR (CDCl,) d=1.13-1.18 (t, 3H), 1.90-2.00 (m, 2H), 2.08-
2.20 (m, 4H), 2.45-2.55 (m, 4H), 2.84-2.86 (d, 2H), 2.95-
3.00 (m, 1H), 3.38-3.48 (m, 4H), 3.70-3.74 (t, 2H), 4.22-4.26
(t, 2H), 5.00 (bs, 1H), 6.97-7.24 (m, 3H), 7.34-7.37 (d, 1H),
7.57-7.59 (d, 1H)

£ ] 4

3-(3-{4-[1-(4- R ¥ A )-1H-w "k -3- A ]-x & wbwe-1- % )-
MAR)-XRTHRZEMH
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A7
B7
F >~ BARAE (37)
BHO0.24(1EHF)3-x Awbwe-4-4&-1H-% 7k 820.25%

(1.1EEF)3-2-AAFAKA)- XK T BT E > E47&ENDE HI

Z Gk o BAO0036E (030 & F)4-A ¥ AR ¥R

DY P75 20.08%(020% X F )4 &2 Hie K1t » /F0.051 %

(53% & )2 3-(3-{4-[1-(4-R F A)-1H-% "k -3-4]-x &

b -1-2}-mAK)- KT B o

ESI/MS m/e = 487 [(M+1)*, C30 H31 F N2 03]

NMR (CDCl;) d=NMR (300 MHz, CDCl;) d=2.19-2.22 (m,

6H), 2.60-2.75 (m, 2H), 3.02-3.07 (m, 3H), 3.40-3.60 (m, 2H),

4.11-4.15 (t, 2H), 5.23 (s, 2H), 6.93-7.25 (m, 8H), 7.51-7.65

(m, 5H)

B #l5

4-{3-[4-(1- % & -1H-#] "k -3- K ]- S qwmw-1-%}-8 &

A}-XFTBRHAMHG
#R0.245(1ZEXF)3-~xawbwr-4-4-1H-v] 7% $#20.25 %

(1LIZEXF)4-Q-RARAK)- KX FTBRFTE »EF7AENE HI

Z Fik o HA0.04F A (030 X F)R st M ®BDF

PriF 2 0.08%(020% ¥ F )z 4 & 4k A4 > 150.023 %

(26% & %) Z 4-{3-[4-(1-/% K -1H-%] "k -3- K )-> & nt = -
-R]-AAAY- KT B -

ESI/MS m/e = 449 [(M+1)*, C28 H36 N2 03]

NMR (CDCl;) d=0.85-0.95 (m, 3H), 1.26-1.39 (m, 4H), 1.64-

1.83 (m, 2H), 1.99-2.16 (m, 5H), 2.16-2.48 (t, 2H), 2.48-3.40

(m, 6H), 4.03-4.08 (t, 2H), 4.11-4.15 (t, 2H), 6.82-7.32 (m,

-40 -
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6H), 7.61-7.63 (d, 1H), 7.84-7.89 (d, 2H)
B ¥ 6
2-[2-(4-{1-[2-(2-F & ¢ & %A
me-1-K)-TRA]-XTF R &
MO0.2% (12X F)3- A wbwg-4-K-1H-7] "% 820.17 %
(11ZEXF)N2-Q-RTAKA)- KT B T aEs » & 4738»F #1
ZFHiEk e BAR004ZH (031X F)H)1-2-2-2-FATER)
IR AR %0.075@(0.21 EH )2 S BD Y IF A W
AL > F0.06450(65% & F )2 2-[2-(4-{1-[2-(2-F & T &
A)-T A-1H-#5%-3-K}-~awmw-1-£)-ZaK]-X¥
B o
ESI/MS m/e = 467 [(M+1)*, C27 H34 N2 05]
NMR (300 MHz, CDCl;) d=2.00-2.46 (m, 4H), 2.50-2.89 (m,
2H), 2.92-3.20 (m, 3H), 3.24-3.35 (m, 2H), 3.38 (s, 3H),
3.48-3.51 (m, 2H), 3.54-3.57 (m, 2H), 3.78-3.82 (t, 2H),
4.24-4.29 (t, 2H), 4.44-4.48 (t, 2H), 4.60-5.20 (bs, 1H), 6.98-
7.59 (m, 8H), 7.90-7.93 (dd, 1H)
N
3-[2-(4-{1-[2-(2-F A C A A) T A ]-1H-#% "k -3- % } -~ &
mew-1-RX)- TR A]- X7 &M
#A0.2%E(1%EXF)3 mbowg -4 - -1TH-v vk $20.17 %
(1.1%3&@)3-(2-§LL¥L%) W OBR T OB o i AT AN F f 1
ZFik o BAR0.04EH(031F F F)1-i2-2-2-F AT A& %)
LW DT ATF 20064019 £ F )z 4 & 4 k%

iy

)T A ]-1H-#] "k -3- K }-55 &

-41 -
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B~ BRHHA (39)
AL 0 30.053%(60% & F)Z 3-[2-(4-{1-[2-(2-F &R T & %)
A]-1H-" vk -3-K}-SAwbw-1-K)-Z A EL]-X VT
BR o
ESI/MS m/e = 467 [(M+1)*, C27 H34 N2 O5]
NMR (300 MHz, CDCl;) d=2.21-2.39 (m, 4H), 2.84-3.07 (m,
4H), 3.32 (s, 3H), 3.35-3.53 (m, 5H), 3.75-3.79 (m, 4H),
4.23-4.27 (t, 2H), 4.50-4.53 (m, 2H), 6.99-7.35 (m, 5H),
7.59-7.68 (m, 4H)
T 8
3-(2-{4-[1-(4- R F £ )-1H-#% %k -3- & ]-x &
LRAEA)-XFTBHRHMH
#BAO.2A(1ZEF)3-NAmubww-4-K-1H-73"k #20.17 %
(M1 ZEF)3-Q-RCCAK)- X FTHEFEg  #EATHENE HI
Z Fik o A0.03 A (028 X HF)4-mF AR M BD
¥ F 2 0.06%(0.19% %E)z%ﬂ&%%f&m » 13 0.047 %,
(52% & &) 2 3-(2-{4-[1-(4-F ¥ £)-1H-% "% -3-%]-% &
b -1-K}-TAK)- KT E& o
ESI/MS m/e = 473 [(M+1)*, C29 H29 F N2 O3]

oW -1- 3K} -

By

NMR (300 MHz, CDCl;) d=2.10-2.45 (m, 4H), 2.83-2.89 (m,
2H), 3.26-3.36 (m, 3H), 3.53-3.57 (m, 2H), 4.38-4.41 (t, 2H),
5.26 (s, 2H), 6.94-7.38 (m, 9H), 7.61-7.69 (m, 4H)

T #9

3-{2-[4-(1-/% & -1H-#] "% -3-K)-x @awhwe-1-K]-2 &
A}-RPBR B MH
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“ A (40)

B H)3-x Awbvg-4- % -1H-" "% 10.17 %

i

#mR0.25% (1
(ILIEEXF)3-Q-RCAE)-RXRF R T8 > & 478E»F H 1
Z FiFk o BA0.03527(0.28% X F )k A st > 4 ¥ BED
PO iF 2 0.06%(0.19% X F ) E M K 0 50037 %
(45% & )2 3-{2-[4-(1-/% X -1H-#] "k -3- X )- 5% & ok oL -

-K]-TRAY- KT E
ESI/MS m/e = 435 [(M+1)", C27 H34 N2 03]

NMR (300 MHz, CDCl;) d= 0.86-0.90 (t, 3H), 1.30-1.41 (m,
4H), 1.60-1.85 (m, 2H), 2.00-2.20 (m, 4H), 2.60-2.80 (m, 2H),
2.95-3.05 (m, 1H), 3.19-3.22 (t, 2H), 3.44-3.47 (d, 2H), 4.05-
4.09 (t, 2H), 4.34-4.37 (m, 4H), 6.94-7.67 (m, 9H)

E#10

3-(2-{4-[1-(2-T &
CHRAR)-XTBRZ

#A0.2 % (1
(1L1ZE X F)B-Q-RTCAK)- KT R TE > £78EHFHI
ZFiFE > HBR0.028FH (028X F )R A TE > Kb
BD¥ A3 20064 (0.19% X F)m & # i K1 > 450.032
#(38% & %)% 3-(2-{4-[1-(2-Z & T %A )-1H-% "k -3- % |-
NEwR-1-KCAK)- KT HE o
ESI/MS m/e = 437 [(M+1)*, C26 H32 N2 04]

NMR (300 MHz, CDCl;) d= 1.02-1.14 (t, 3H), 2.10-2.30 (m,
4H), 2.75-2.90 (m, 2H), 2.95-3.15 (m, 1H), 3.20-3.30 (m, 2H),
3.40-3.45 (q, 2H), 3.69-3.73 (m, 4), 4.21-4.24 (t, 2H), 4.40-

ZA)-1H-#] "k -3-K]-~xawbw@-1-%-
o
¥ H)3- N A bwe-4-A-1H-7"%80.17 %

(e
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4.55 (m, 2H), 6.99-7.71 (m, 9H)

11

4-[2-(4-{1-[2-2-F R @& A )-C A 1-1H-% "k -3- K }-x &

b -1-K)-TRA]-RTRHMH
#R0.245(1ZBEHF)3-xgubw-4--1H-="%510.185%

(M1 ZEF)-Q-ARCAX)-XTF R LB > EA/F7HENEHI

Z F ik o BIA0.04% F(0.28% X F)H1-2-2-2-F A T & #)

Z% o B v HRDFATAFZX0.064(0.19€ X F ) A

b 130.024%(28% & )2 4-[2-(4-{1-[2-2-F AT & %)-
A ]-1H-#l "k -3- K }-~a@aww-1-%)-2¢ & %

BE o

ESI/MS m/e = 467 [(M+1)*, C27 H34 N2 05]

NMR (300 MHz, CDCl;) d= 1.80-2.00 (m, 2H), 2.05-2.20 (m,

2H), 2.35-2.45 (m, 2H), 2.80-2.99 (m, 3H), 3.19-3.23 (m, 2H),

3.43 (s, 3H), 3.47-3.54 (m, 4H), 3.77-3.82 (t, 2H), 4.24-4.30
(m, 4H), 6.94-7.65 (m, 9H); 8.00-8.02 (d, 2H)
T A 12
4-{2-[4-(1- % & -1H-#] "k -3- K )-~ & wmw-1-%]-2C &
A})-XAFHREMH

B0.2% (1% % F)3-5x A mbwg-4-%-1H-7 % #0.18 %
(M1ZXF)-Q-RTCAX)- X TR T B > E478E»AF #l1
Z Fik o BAO003EI (028 L F )R A M D P A
2 2006%(0.19% £ F ) & Wi A1 > 150.028%(34% &
H)Z 4-{2-[4-(1- R A -1H-%] %k -3-K)-~ Awwe-1-%]1-2
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ARA}-KXKFTBR -

ESI/MS m/e = 435 [(M+1)", C27 H34 N2 03]

NMR (300 MHz, DMSO) d= 0.81-0.91 (m, 3H), 1.20-1.38 (m,

4H), 1.65-1.74 (m, 4H), 1.91-1.94 (m, 2H), 2.00-2.15 (m, 1H),

2.18-2.25 (m, 2H), 2.74-2.77 (m, 2H), 2.98-3.07 (m, 2H),

4.03-4.17 (m, 4H), 6.93-7.15 (m, 5H), 7.38-7.43 (m, 1H),

7.54-7.56 (d, 1H), 7.83-7.86 (m, 2H)

B H13

2-[3-(4-{1-[2-2-F A & X)-T A ]-1H-#"k-3- K& }- % &

g -1-R)-FAKX]-RF R #h
MO0.2% (1% X F)3-5x @ nbwg-4-4&-1H-7] 7% #20.25 %

(LIZXF)2-2-RAAKR)- KT B TE > E47EAET HI

X F ik o BA0.04E H(031%F % F)l-ik-2-2-F &

E)-Tl#de % D ¥ P75 20.08258(0.21% ¥ F )4

b K AL > F0.056 % (56% & F)Z2-[3-(4-{1-[2-(2-F &

A)-T A ]-1H-" "k -3-K}-~amw-1-£)-® & £ ]-

¥R o

ESI/MS m/e = 481 [(M+1)*, C28 H36 N2 05]

A
E
z

e

5]

)=

A

NMR (300 MHz, CDCl;) d= 2.20-2.28 (m, 6H), 2.75-2.92 (m,
2H), 3.00-3.10 (m, 1H), 3.19-3.24 (t, 2H), 3.33 (s, 3H), 3.45-
-3.54 (m, 4H), 3.62-3.67 (m, 2H), 3.74-3.78 (t, 2H), 4.19-
4.25 (m, 4H), 5.20-5.60 (bs, 1H), 6.94-7.38 (m, 7H), 7.54-
7.57 (d, 1H), 7.97-8.00 (dd, 1H)

T 14
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2-(3-{4-[1-(4-# ¥ A )-1H-# "k -3- K ]-~ @ wbwg-1-%}-
MAKX)-XTFTRZ UM

MO0.24 (1% % F)3-x g wbwg-4-3-1H-7] 7%k #20.25 %
(IIEBEF)N-Q-RAAK)- X TBRTE » E/7EMF AL
Z Fik o BA00IEI (031 E F - ¥ AR ¥ %D
¥ 13 % 0.082 % (0.21 % iﬁ)*ﬂé% KA 0 15 0.062 %
(61%é$)-‘<2-(3-{4[1(4 A)-1H-# % -3- % ]- % &
b -1-K}-FmAKX)-XF B -
ESI/MS m/e = 487 [(M+1)", C30 H31 F N2 03]
NMR (300 MHz, CDCl;) d= 2.20-2.40 (m, 6H), 2.95-3.10 (m,
2H), 3.15-3.22 (m, 1H), 3.34-3.42 (m, 3H), 3.76-3.80 (d, 2H),
4.19-4.23 (m, 4H), 5.27 (s, 2H), 6.93-7.36 (m, 10H), 7.59-
7.61 (d, 1H), 7.85-7.80 (dd, 1H)
15
2-{3-[4-(1- % & -1H-#] "k -3-K)- X @ mtw-1-£]-5F &
A}-XRFER UM

MO0.2 % (1% X HF)3-x @ wbwg-4-4%-1H-7] 7% #20.25 %
(M1ZEXF)N-Q-AFAKX)- X F R Fag > E/7EANFTHI
ZFik o BAO0OAE (033 ELF )R Aatidfdo 5 HDF P
F20.087%(022 X F ) Z Hh Kb » F0.057(57%
A E)Z2-{3-[4-(1- &K A -1H-%"k-3-K)- X Gmbwe-1-%]-
AAK}-XKTFE -
ESI/MS m/e = 449 [(M+1)*, C28 H36 N2 03]
NMR (300 MHz, CDCl;) d= 0.84-0.89 (t, 3H), 1.27-1.34 (m,
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4H), 1.71-2.10 (m, 8H), 2.80-3.32 (m, 7H), 3.80-4.10 (m, 4H),

6.70-7.95 (m, 9H)
EHl16
2-(3-{4-[1-(2-CT & T # )-1H-%] %k -3- K ]- x5 & wb wg -1-
A}-BAA)- X H
MO0.2x (1% X F)3-x fwbwg-4-4-1H-7 % 1 0.25 %
(ILIZXF)2-Q-AABAR)- KR TR TE > & 4/78H%AFp1
ZFik o BAO0OIEFF (033X F)2-R X T @My
DY A3 200874 (0.22% X F)48 & Mix X1t > #0.078
A(78% & £)2-(3-{4-[1-(2-T & T £ )-1H-#] "k -3- % ]- =
gowbwe-1-A}-mAKX)- X T # o
ESI/MS m/e = 451 [(M+1)*, C27 H34 N2 04]
NMR (300 MHz, CDCl;) d= 1.11-1.16 (t, 3H), 2.23-2.34 (m,
8H), 2.90-2.98 (t, 2H), 3.00-3.18 (m, 1H), 3.29-3.33 (t, 2H),
3.69-3.79 (m, 4H), 4.19-4.27 (m, 4H), 6.94-6.97 (d, 1H),
7.07-7.37 (m, 5H), 7.55-7.57 (d, 1H), 7.93-7.96 (dd, 1H)
TH 17
3-[3-(4-{1-[2-(2-F R A KX)-T K ]-1H-7 % -3- K% }-% &
M -1-K)-BAK]- KT R &M
M0.2%(1l=EHEF)3-xAnbwe-4-4-1H-v] "% $20.25 %
(1.1 ¥ F)3-(2-R A R KA)-K F B FEs > it /785 F 41
iﬁ%oﬁ&&M%%W%%%EW&%QWiL%%)
LM mF D P AT F 200804 (0.20% X F ) & 4l &
1t > 130.065%(68% & %)3-[3-(4-{1-[2-2-F A T A& £)-¢

o

>

]n
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A]-1H-#"%k-3-K}-~aww-1-A)-BAA]-X P78 o
ESI/MS m/e = 481 [(M+1)*, C28 H36 N2 0O5]

NMR (300 MHz, CDCl;) d= 2.10-2.60 (m, 6H), 2.50-2.65 (m,
2H), 2.92-3.10 (m, 3H), 3.33 (s, 3H), 3.38-3.53 (m, 6H),
3.77-3.80 (t, 2H), 4.11-4.15 (t, 2H), 4.25-4.29 (t, 2H), 6.99-
7.56 (m, 7H), 7.61-7.63 (d, 1H)

T 18

3-{3-[4-(1- /% A -1H-#l "k -3- K )- A mw-1-%]-8 &
A}-X P8 %

MO.2% (1= ¥EF)3-x A wbwg-4-3-1H-%] 7% #20.25 %,
(LIZXH)3-2-RAAK)- KT BE T B » 478 »F H I
Z FiE o A 0.04%%(0.305‘%%E)&%xﬁzﬂ%o.osi(o.zor‘%
RE)ZWm S HEDY A mE i AL > 150.042%(48%
A E)3-{3-[4-(1- /R KA -1H-""%k-3-K)- s amw-1-%]-%
AA}-RKRTFE -

ESI/MS m/e = 449 [(M+1)*, C28 H36 N2 03]
NMR (300 MHz, CDCl;) d= 0.85-0.94 (m, 3H), 1.26-1.39 (m,

4H), 1.69-1.85 (m, 2H), 2.10-2.25 (m, 6H), 2.58-2.66 (m, 2H),

2.98-3.03 (m, 3H), 3.49-3.53 (m, 2H), 4.03-4.08 (t, 2H),

4.10-4.14 (t, 2H), 6.93-7.56 (m, 8H), 7.60-7.63 (d, 1H)

T HI19

3-(3-{4-[1-(2- & &

Al-AAKL)- XV
0.2 (1% %

Z A& )-1H-w] ok -3- K ]- 5% & ok wg - 1-

B2
FH)3-5% Aok -4- K -1H-%3] vk $20.25 %
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(1L1ZXF)3-2-RAAKX)- KT8 TE > E7FHI1AHKE
F ik BA0.03E I (0.30% E F )ik T A T B 0.085%(0.20
EXHF)Z T EDY AN E Y KIL > HF0.0554(61%
A F)3-(3-{4-[1-(2-T & T % )-1H-7] & -3- & |- % & ok =% -
-ERY}-AAK)- KT R
ESI/MS m/e = 451 [(M+1)*, C27 H34 N2 04]
NMR (300 MHz, CDCl;) d= 1.10-1.15 (t, 3H), 2.17-2.22 (m,
6H), 2.60-2.75 (m, 2H), 3.03-3.08 (m, 3H), 3.41-3.46 (t, 2H),
3.53-3.57 (m, 2H), 3.71-3.74 (t, 2H), 4.12-4.16 (t, 2H), 4.22-
4.26 (t, 2H), 6.96-7.55 (m, 8H), 7.61-7.63 (d, 1H)
T H 20
4-[3-(4-{1-[2-2-F R T A A& )-T A ]-1H-="%-3-%} -5 &
b -1-K)-AAK]-RXTF R EMH
FO0.2% (1% X F)3-x Gimbwg-4-%4-1H-v "% #0.25%
(I1ZEXF)4-Q2-RAAKL)- KT BT E » &78»FHI
Z Fik o HA004E I (0302 X F)I-R-2-2-F &4 C 4
A)-TH B 5 BDF AFIF 200840208 % F ) & &
At > 130.033%(36% & F)4-[3-(4-{1-[2-(2-F & T & % )-
A]-1H-#] "k -3- K }-~a@aww-1-%X)-BARK]-X VT
BE o
ESI/MS m/e = 481 [(M+1)*, C28 H36 N2 05]
NMR (300 MHz, CDCl;) d= 2.14-2.19 (m, 6H), 2.40-2.55 (m,
2H), 2.95-2.99 (m, 3H), 3.29-3.57 (m, 6H), 3.73-3.77 (t, 2H),
4.15-4.18 (t, 2H), 4.21-4.25 (t, 2H), 6.71-6.74 (m, 2H), 6.94
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(s, 1H), 7.02-7.07 (t, 1H), 7.14-7.20 (t, 1H), 7.26-7.64 (m,
4H)
T H21
4-(3-{4-[1-(2-T & T % )-1H-7] "% -3- A |-~ & ot = -1-
Al-AARXR)-XATEHRZ H M

F0.2% (1% 3% F)3-5 Gmbw@-4-4-1H-73] vk #20.25 %,
(LIZEEXF)4-QC-RAAKX)- X TR T E > BT HEAF H I
Z Fik o BAROOIEFF (030 EF )R AT ®M b BED
¥OAFAF Z0.0854(0.20% X F )4 E M A 0 1F0.029 %
(33% & %)4-(3-{4-[1-(2-T & T A& )-1H-%] "% -3- % |- % &
e -1-K}-FAKX)- X7 B o
ESI/MS m/e = 451 [(M+1)*, C27 H34 N2 04]
NMR (300 MHz, CDCl;) d= 1.07-1.12 (t, 3H), 2.11-2.17 (m,
6H), 2.43-2.96 (m, 5H), 3.35-3.42 (q, 2H), 3.50-3.54 (m, 2H),
3.66-3.70 (t, 2H), 4.16-4.22 (m, 4H), 6.71-6.74 (d, 2H), 6.92
(s, 1H), 7.02-7.07 (t, 1H), 7.14-7.20 (t, 1H), 7.27-7.33 (m,
1H), 7.59-7.62 (m, 3H)
T 22
3-(4-{1-[2-(2-F R A A )- T A ]-1H-#3 "k -3- K} -5 & wk
w-1-K)-m B HH

AO0.2% (1 X F)3-x g wbeg-4-K-1H-73 =k $#20.15 %
MIZEZF - A AR LB ETHMPEPIZFE o FA0.05
EH(038F X F)I-B-2-RQ-FA A RX)-Z &K F BD
TR AF X 0.0854(0.25% X FH)dm 2 ok Kb 0 50078 %
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(84% & #)3-(4-{1-[2-2-FAC A X )-T A ]-1H-%] % -3 -

Ay-~@&wbw-1-%)-%H 8% -

ESI/MS m/e = 375 [(M+1)*, C21 H30 N2 04]

NMR (300 MHz, CDCl;) d= 2.01-2.10 (m, 2H), 2.24-2.28 (m,

2H), 2.30-2.45 (m, 4H), 2.57-2.61 (t, 2H), 2.70-2.80 (m, 2H),

3.04-3.08 (t, 2H), 3.37 (s, 3H), 3.50-3.81 (m, 4H), 3.79-3.81

(t, 2H), 4.28-4.32 (t, 2H), 7.00 (s, 1H), 7.09-7.14 (t, 1H),

7.20-7.25 (t, 1H), 7.36-7.39 (d, 1H), 7.56-7.59 (d, 1H)

£ H 23

3-[4-(1-/% A -1H-#] "k -3-K)-~ A -1-R]-F 8 = & #
MO0.24 (1% E F)3- Gwbeg-4-4-1H-73 7k #20.15 %

(IMMZEXZF)3-A AR CBEEBTHEATHALIZFE > B 1L0.03

(021 X F )R A BH0042(0.14% X F )24 ¥ 8D

TR M E MR KA > 1F0.0225(47% & F)3-[4-(1- K%

A-1H-slv%-3-K)-~q@mwbw-1-K]-% 8 o

ESI/MS m/e = 343 [(M+1)*, C21 H30 N2 02]

NMR (300 MHz, CDCl;) d= 0.87-0.94 (m, 3H), 1.21-1.40 (m,

6H), 1.75-1.84 (m, 3H), 1.99-2.04 (m, 2H), 2.19-2.24 (m, 2H),

2.64-2.68 (m, 2H), 2.99-3.02 (d, 2H), 3.43-3.53 (m, 4H),

4.03-4.08 (t, 2H), 6.89 (s, 1H), 7.07-7.34 (m, 3H), 7.57-7.59

(d, 1H)

B Hl24

4-(4-{1-[2-2-F R C A X )-T %k ]-1H-"3 "k -3- % }- % & w

w-1-K)- T & #

-51-
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MO.2%(1EEF)3-x Ambwg-4-4-1H-% "% 820.17 %
(MTMEXF)-R AR B EBITHEATHIZ F ik > B 1X0.04
ZH (033 X F)H)1-8-2-2-F A & X )-2T % 45 0.07 %
(022E X F )2 S DY 134 & e X1t > 420.068 %,
(79% & % )4-(4-{1-[2-2-F A C & A )- T A ]-1H-%] "k -3-
Ay-SRmbwe-1-K)-TH o

e

ESI/MS m/e = 389 [(M+1)*, C22 H32 N2 04]
NMR (300 MHz, CDCl,) d= 1.90-1.99 (m, 2H), 2.10-2.23 (m,
4H), 2.60-2.79 (m, 6H), 2.89-3.04 (m, 3H), 3.36 (s, 3H),
3.48-3.57 (m, 4H), 3.78-3.82 (t, 2H), 4.26-4.30 (t, 2H), 7.02
(s, 1H), 7.08-7.10 (t, 1H), 7.19-7.24 (t, 1H), 7.35-7.38 (d,
1H), 7.55-7.58 (d, 1H)
T H25
4-{4-[1-(4- R F A)-1H-w] "k -3- K ]- S Gmbw-1-£)-T &
Z W

MO.2xn(lZEEHF)3- Awbwg-4-4-1H-v3] 7% 820.17 %,
(MLIEXF)4-R TR CE > EFFAIAEZ FiE o BIA
0,042 (0332 £ F)4-A F KL R A 00740228 % F )2 4o
YRDY AT A AWK KA > F0.074%5(85% F % )4-{4-
[1-(4-R F K)-1H-7"k-3-K]-~ A mbwe-1-%)-T 8 o

¢

-

ESI/MS m/e = 395 [(M+1)", C24 H27 F N2 02]

NMR (300 MHz, CDCl;) d= 1.80-1.95 (m, 2H), 2.00-2.14 (m,
4H), 2.48-2.60 (m, 4H), 2.74-2.78 (t, 2H), 2.94-3.00 (m, 2H),
3.29-3.33 (m, 2H), 5.21 (s, 2H), 6.90-7.27 (m, 9H), 7.59-7.62

-52.-
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(m, 2H)

T 526

4-[4-(1-/% A -1H-vw] =k -3-K)- N Ambw-1-A]-THRZ&EH
M0.24% (1% % F)3-x Gwbwg-4-3-1H-7 "% 50.17 %

(MM ZEEF)-R TR CE > BFEDEHLZ FE o F I

0.04%%(0.33%%E)&%zﬁzﬂ%o.%ﬁ(o.zo%séIF)‘zizuef

BMDY TR M AE i AL > F0.054%(76% & F)4-[4-(1- %

A-1H-vw] vk -3-K)-~&wbwe-1-K]-T8& -

ESI/MS m/e = 357 [(M+1)*, C22 H32 N2 02]

NMR (300 MHz, CDCI;) d= 0.87-0.92 (t, 3H), 1.27-1.36 (m,

(o

2.81-2.84 (t, 2H), 2.95-3.05 (m, 1H), 3.35-3.39 (m, 2H),
4.03-4.08 (t, 2H), 6.91 (s, 1H), 7.07-7.09 (t, 1H), 7.19-7.34
(m, 2H), 7.57-7.60 (d, 1H)
B 27
3-{4-[2-(4-{1-[2-(2-F &L ¢ & %
NEMmE-1-K)-THA]-XA)-ABRZEH

MO0.2% (1% % F)3-x A mbwg-4-4-1H-% vk #20.31 %
(1.1 £ HF)3-[4-2-R C X)- XA ]-R B T 85 & 47 & #» F
1Z ik o BA0.04E 7 (0332 £ F)460.08%(0.20% ¥ F)
2 FBRDF FFAAE IR A > F0.066%(72% & %)3-
{4-[2-(4-{1-[2-2-F A C R %X )- T A ]-1H-% "% -3- & }-%
gobwe-1-KX)-2 X]-XA)-B &
ESI/MS m/e = 479 [(M+1)*, C29 H38 N2 04]

)- & A ]-1H-v] ok -3- & ) -

-53-
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NMR (300 MHz, CDCl;) d= 2.00-2.22 (m, 4H), 2.61-2.74 (m,
6H), 2.88-3.10 (m, SH), 3.62 (s, 3H), 3.48-3.56 (m, 6H),
3.79-3.83 (t, 2H), 4.27-4.31 (t, 2H), 6.93-7.40 (m, 8H), 7.58-
7.61 (d, 1H)
T 28
3-{4-[1-(4-A F X )-1H-# % -3-A |-~ Awbw-1-K)-7% &%
Z WM
MO0.2% (128X F)3-x awbw@-4-4-1H-"3 "% $10.15 %,
(TNZEF)3-RA AR CBEBEEITHEATHLIZ F ik o HI1RX0.04
ZFH (038 X F)4-A F A RAN0.084(025% £ F ) ¥
DY A AR AL F0067H(71% A& %)3-{4-
[1-(4- R F X)-1H-%"k-3-K]- XN qubw-1-%)-% 8
ESI/MS m/e = 381 [(M+1)*, C23 H25 F N2 02]
NMR (300 MHz, CDCl,) d= 2.06-2.14 (m, 2H), 2.30-2.34 (m,
2H), 2.55-2.60 (t, 2H), 2.90-2.98 (t, 2H), 3.10-3.22 (m, 3H),
3.59-3.63 (m, 2H), 5.26 (s, 2H), 6.96-7.29 (m, 8H), 7.59-7.62
(dd, 1H)
E# 29
3-[4-(2-{4-[1-(2-T &
A}-THR)-XA]-ABE 2 M
BRO2A(1EEF)3-N A wbog-4-%-1H-7vk $10.31 %
(1.1 ¥ F)3-[4-(2-R T X)- XX -7 & T B & 47 & % F 4
12 F ik o ﬁ-yxo.03%%(0.33%3‘i1¥)‘&LEC%%’-—?O.OSE
(020 X F )X FBRD ¥ P34 &2 #ix X1t > 130.054 %

A )-1H-vl "k -3- & ]-~% Aok -1-

-54 -

ABIRREER ¥ BB RRE (CNS)AL MA (210 x 297 2% )

(i 2k i o i e B N B o i 88 o )

..‘%-_______.ﬂ“ —_——— - ‘
'ﬁ —— e o e —? — — — — —— - — ——— —
.

re

O e e e — — —— —; ——— — ——
'



1226889

o
)

D PV oD 3 H Omo u P 2 e o S 3

A7
B7

B~ BHARA (52)

(64% & %)3-[4-(2-{4-[1-(2-T & T £ )-1H-%3] "k -3- %4 ]- =

Aotk -1-A)}-TA)-KA|-m B8 o

ESI/MS m/e = 449 [(M+1)*, C28 H36 N2 03]

NMR (300 MHz, CDCl;) d= 1.13-1.18 (t, 3H), 2.00-2.15 (m,

4H), 2.51-2.98 (m, 11H), 3.40-3.54 (m, 4H), 3.70-3.74 (1,

2H), 4.22-4.26 (t, 2H), 6.87-7.26 (m, 7H), 7.33-7.36 (d, 1H),

7.57-7.60 (dd, 1H)

T #1330

3-{4-[2-(4-{1-[2-2-F &R T & A )-T A |-1H-%] "% -3- % } -

NAMmE-1-K)-CA]-XRX ) -AHBEZBEH
AO0.24% (1% X F)3-xawhwe-4-4-1H-%"%:0.2%

(11ZEF)3-[4-2- R A)- XA ]|-AH BB E&EFENE

Bllz F ik o BR0.02Z H(0.15 £ H)H)1-£-2-2-F R T &

E)-ZHR B S HEDMIFZ0.04%(0.10% 3% F ) & Mt £

& > 1%0.020%(41% & F)3-{4-[2-(4-{1-[2-(2-F & ¢ & %

A T-1H-w "k -3- K }- N Bmbwe-1-%)-T A]-% %)

W B

ESI/MS m/e = 477 [(M+1)*, C29 H36 N2 04]

NMR (300 MHz, CDCl;) d= 2.10-2.22 (m, 4H), 2.60-2.65 (m,

2H), 2.98-3.09 (m, 5H), 3.36 (s, 3H), 3.47-3.62 (m, 6H),

3.76-3.80 (t, 2H), 4.24-4.28 (t, 2H), 6.31-6.37 (d, 1H), 6.99-

2 BN

7.62 (m, 10H)
T #H 31
3-(4-{2-[4-(1- % B -1H-%] "k -3- K )-x A -1-%£]-2

e

-55-
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EAy)-XAX)- A B & H

MO0.2% (1% X F)H)3- G wbwg-4-5%-1H-%] 7% #10.2 %
(11ZE X F)3-[4-2- BT E)-XA|-AH B LB &7 HNE
Pl1Z ik o BRAO02EAH (0152 ELF )X At H ¥ %D
P 4% 20.035%(0.08% X F)fn & ke Kb > 130.0134(36%
A E)3-(4-{2-[4-(1- /% K -1H-" "k -3-K)- X Rwbw-1-4]-
CRI-XE)-mH B -
ESI/MS m/e = 445 [(M+1)*, C29 H38 N2 02]
NMR (300 MHz, CDCl;) d= 0.85-0.94 (m, 3H), 1.22-2.20 (m,
12H), 2.38-2.45 (m, 2H), 2.96-3.04 (m, 3H), 3.45-3.49 (m,
2H), 4.01-4.06 (t, 2H), 6.22-6.27 (d, 1H), 6.89-7.62 (m, 10H)
B 32
3-[4-(2-{4-[1-(2-T & %X ¢ A% )-1H-"] "% -3- % ]- % &
Ry R)-RXA]-AB BRI EH

MO0.2% (1% X F)3-55 A obwg-4-54-1H-% "% $10.2 %
(11EXF)3-[4-Q- BT E)-XA]-AHBR LB EFTENE
Pl 12 F ik o ﬁ-&O.OZ%ﬂ‘(O.lS%%IF)‘e%L%L%H%O.OS
£(0.08F X F )X m ¥ DY A F 4 & Wik A %
0.018%(51% & % )3-[4-(2-{4-[1-(2-Z & T % )-1H-%3] »& -3 -
Al-~Bwg-1-K)}-CA)- XA - H 8w o
ESI/MS m/e = 447 [(M+1)*, C28 H34 N2 03]

Uy

A

nh g -

NMR (300 MHz, CDCl;) d= 1.11-1.53 (t, 3H), 2.00-2.20 (m,
4H), 2.40-2.60 (m, 2H), 2.80-3.20 (m, 5H), 3.38-3.54 (m, 4H),
3.68-3.72 (t, 2H), 4.20-4.24 (t, 2H), 6.26-6.31 (d, 1H), 6.96-

- 56 -
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7.44 (m, 9H), 7.50-7.62 (d, 1H)
B #l33

2-{4-[1-57& & -4-(4-{1-[2-2-F A AL Z A X)-C

S3-A& Y- Ammbee-1-K)-TA]I- XAV -2-FA-mB#
il

MO0.2 % (12X HF)H)3-x & wbwg-4-K-1H-v] 7k $20.31%
(1.1 £ F)2-[4-(4-8-1-£T XK)- X KX]-2-F X & & ¥ &
BATHEAEPLIZ FE o BR0.02E I (0.15F 3 F)1-&-2-
(2-‘f’§LL?L}i’i)-Z_.iﬂﬂ%&n%ﬁﬁ%’cDFﬁ%‘?O.O4i(0.1%%EF)*E
E M AL > 1F0.027%(49% & F)2-{4-[1-5 & -4-(4-{1-
[2-2-F R A& A )-T A J-1H-# "k -3- K )-5 A wbog-1-
A)-TA]-XEA}-2-FA-BEK -

N

ESI/MS m/e = 537 [(M+1)", C32 H44 N2 05]

NMR (300 MHz, CDCl;) d= 1.58 (s, 6H), 1.70-1.95 (m, 2H),

2.20-2.61 (m, 8H), 2.70-2.85 (m, 2H), 2.90-3.07 (m, 2H),

3.36 (s, 3H), 3.40-3.56 (m, 4H), 3.78-3.82 (t, 2H), 4.27-4.30

(t, 2H), 4.55-4.62 (m, 1H), 7.01-7.41 (m, 8H), 7.61-7.63 (d,

1H)

T ¥ 34

2-(4-{1-5 & -4-[4-(1- K & -1H-%] "% -3- K )-x A wb w2 -1-

K)-TA}- %)-2-?%-?@&&‘(%%
AO0.2% (1% % F)3-55 G wbwg-4-%-1H-73] "% $20.31 %

(1.1 ¥ F)2-[4-(4-R-1-%& T }ES) AKE]-2-F KB BR T B

BAITHA TR I Z F ik o BIR0.02EF(0.15% 3 F )% A =t

3

-57-
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M de F D AT #F0.054(0.1% 3 F ) & e K 1L > #50.022
Z(41% & F)2-(4-{1-5 K -4-[4-(1- R A -1H-%] % -3- £ )- =
Ambw-1-K)-TRA}-XKX)-2-FA-"H & -

ESI/MS m/e = 505 [(M+1)", C32 H44 N2 03]

NMR (300 MHz, CDCl;) d= 0.86-0.92 (t, 3H), 1.27-1.36 (m,
4H), 1.57 (s, 6H), 2.05-2.60 (m, 9H), 2.89-3.10 (m, 7H),
3.55-3.80 (m, 2H), 4.00-4.06 (t, 2H), 2.75-2.85 (m, 1H),
6.97-7.32 (m, 8H), 7.59-7.61 (d, 1H)

EH 35
2-[4-(4-{4-[1-(2-6%a%)-IH-"%IV%-.’S-%&]-:‘:ﬁn&tvﬁiﬂt-l-
Er-1-#2THER)-XAX]-2-FEA- IR & H

MO.24 (1% % F)3-x Gabww-4-4-1H-73 "% 81 0.31 %
(1.1 £ F)2-[4-(4-R-1-2TE)-XK]-2-7F X & B 7 &
BAARATEALIZ FiE o BA002EA(0.15F XL TR A
LﬁxHé’roos)‘i(O 1ZEXEF ) S HEDFY A FZHE D RE
& > 13 0.046%(91% & % )2-[4-(4-{4-[1-(2-T & T % )-1H-
ek -3-K]-Sawm-1-K)-1-£2THE)-KK]-2-F 4-
ESI/MS m/e = 507 [(M+1)", C31 H42 N2 04]

NMR (300 MHz, CDCl;) d= 1.12-1.17 (t, 3H), 1.57 (s, 6H),
1.77-2.42 (m, 8H), 2.82-3.09 (m, 5H), 3.41-3.61 (m, 6H),
3.65-3.72 (t, 2H), 4.21-4.25 (t, 2H), 4.67-4.71 (m, 1H), 7.00-
7.37 (m, 8H), 7.59-7.62 (d, 1H)

B H36

-58 -
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[2-(4-{1-[2-(2-F AR C R A )- T A ]-1H-=3 "k -3- K }- % &
-R)-zaRk]-zEBmZEH

0.2 (1% X F)3-55 fwbw@-4-4-1H-73 vk 82 0.18 2
(1.1%%3)(2-%6%%) LB LEETEHATHIZ
o BA0.03ZEFH (0272 XL F)1-2-2-Q-FACT A K)-T
b M 0.06%(0.18F X F )X D F 4712 2 0 & M ix £
&> 45 0.056 %4 (77% & % )[2-(4-{1-[2-(2-F & 2 & £ )- ¢
A]-1H-s"k-3- K- ambg-1-A)-2 & A]-2 8 -

W

&
4

ESI/MS m/e = 405 [(M+1)*, C22 H32 N2 0O5]
NMR (300 MHz, CDCl;) d= 2.05-2.40 (m, 4H), 2.89-3.05 (m,
5H), 3.36 (s, 3H), 3.47-3.57 (m, 4H), 3.67-3.81 (m, 4H),
3.87-3.91 (t, 2H), 4.10 (s, 2H), 4.24-4.28 (t, 2H), 7.02-7.27
(m, 3H), 7.35-7.37 (d, 1H), 7.56-7.58 (d, 1H)
T #37
2-{4-[1-(4-A F A)-1H-"] "k -3- K ]- X wbwe-1-%)-2 &
%)-C&ﬁzi&ﬁa
FO0.24 (1% X F)3-55 fwbvg-4-4-1H-% & 82 0.18 %,
(1.1%3‘:4)(2-%&?@5&)-&&5@ BATH AT W12 F
o BAOOIEA(027TEEF)4-R ¥ A B4 % BD M
4%‘10.06%(0.18%3%@)%}1@% b R AL 0 150.059 %, (80% &
F)2-{4-[1-(4- R F X )-1H-" "k -3- K ]- X Kobwe-1-4&)-
A X)-CT B -
ESI/MS m/e = 411 [(M+1)*, C24 H27 F N2 03]

NMR (300 MHz, CDCl;) d= 2.25-2.40 (m, 4H), 2.96-3.10 (m,

-59 -

AMRRE#EA PR FIZE (CNS)AL #.46 (210 x 297 N % )

%)

(i 2k i ot i b B (N B i 8 0

i el SU T U



1226889

e
A

T P o oo 30 M omo Jo e 3 o o 9% 3

A7
B7

B~ BBARA (57)

5H), 3.58-3.63 (m, 2H), 3.87-3.91 (t, 2H), 4.07 (s, 2H), 5.24
(s, 2H), 6.97-7.28 (m, 8H), 7.57-7.60 (d, 1H)

T H 38

{2-[4-(1-% R -1H-"] "k -3- K )-~ Rwbwe-1-%]-2 & &) -
LBz %

MO0.24 (1% % F)3-5x & wbew-4-3%-1H-73 =k $#20.18 %
M1Z2EXZF)2-ARCAX)-CHR LB ETEATHLIZ ¥
E o ﬁ,yxo.03%4+(0.27%iﬁ)&%m%o.%ﬁ(o.m%EUF)
Z 4o S RDAAF R AW KA > 1F0.047 % (74% & %){2-[4-
(1-% X -1H-w "k -3-K)-~Aww-1-£]-ZaA)-2 B

il

ESI/MS m/e = 373 [(M+1)", C22 H32 N2 03]
NMR (300 MHz, CDCl;) d= 0.87-0.91 (t, 3H), 1.28-1.36 (m,
4H), 1.79-1.84 (m, 2H), 2.21-2.32 (m, 4H), 2.89-2.96 (m, 2H),
3.04-3.07 (m, 3H), 3.55-3.59 (d, 2H), 3.88-3.92 (t, 2H), 4.02-
4.07 (t, 2H), 4.11 (s, 2H), 4.40-4.80 (bs, 1H), 6.97-7.34 (m,
4H), 7.56-7.58 (d, 1H)
K #39
2-{4-[1-(2-2 &R T A )-1H-%l*k-3-K]-~awmw-1-£A})-2
AA)-CT B B
Jﬂo.zi(lr?::;if?)&f:;awtw;t-4-f+g-1H-wélv%;ao.18£
QM1ZEXF)2-RCAX)- TR LB ETEATHLZ F
& BAO0.03EH (0272 X F )R T K T 8Mm¥ 8D PFiF
Z20.0654(0.18%E % F )4 & Ml X 1L > 13 0.049 % (76% &
£)2-{4-[1-(2-T & T & )-1H-%] *%k -3- A& ]- >~ H ok w2 -1-

-60 -
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A}-C&RE)-T B, -
ESI/MS m/e = 375 [(M+1)*, C21 H30 N2 04]
NMR (300 MHz, CDCI;) d= 1.13-1.18 (t, 3H), 2.20-2.40 (4H),
2.80-3.08 (m, 5H), 3.43-3.57 (m, 4H), 3.72-3.76 (t, 2H),
3.87-3.91 (t, 2H), 4.08 (s, 2H), 4.23-4.27 (t, 2H), 7.06-7.28
(m, 3H), 7.36-7.39 (d, 1H), 7.55-7.58 (d, 1H)
E#40
5-(4-{1-[2-2-F R C & A )-T A J-1H-w "% -3- % } -~ R wt
w-1-K-FR)-%kwh-2-BABRIEH
A0.2% (1% X HF)3-x Gmbe-4-K-1H-73"% #20.19 %
(11ZEEF)5-R-F A -2-F R B EBTEATH1IZ
Fik o BA004ZE (033X HF)1-R-2-2-F AT AHK)
LMy BDAF20.080(0.22% % F )4 & ke AL >
#0.0344(36% & ) 5-(4-{1-[2-2-F AT A X%)-T X ]-
1H-""k-3- K - aqmbwe-1-K-FL)-vkvh-2-% 8
B 2 =159C
ESI/MS m/e = 427 [(M+1)*, C24 H30 N2 O5]
NMR (300 MHz, CDCl;) d= 2.05-2.90 (m, 9H), 3.32 (s, 3H),
3.39-3.48 (m, 4H), 3.67-3.75 (m, 2H), 4.00-4.25 (m, 4H),
6.35-6.40 (m, 1H), 6.92-7.33 (m, 5H), 7.53-7.56 (d, 1H)
T 41
5-[4-(1-/% A -1H-w] "% -3-K)-~ @ wbwg-1-&-%F KX]-vk -
2-H B B
B0.2 % (1

i

¥ H)3-5x Stk -4- & -1H-v] "%k #20.19 %

-61 -
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(LIZ X F)5-%-F Aok -2- R B OB ETEATH 1
Zrik oo BA0.04E F (0332 F F) X A8 450.08%(0.22% %
F)Z S BDAAFHE Wi KA > 150.064%(70% & % )5-
[4-(1-/% A& -1H-v] "k -3-K)-S B mbwg-1-4%-F & -2k vh -
2-% # o
¥ #:=163-165°C
ESI/MS m/e = 395 [(M+1)*, C24 H30 N2 O3]
NMR (300 MHz, CDCly) d= 0.79-0.84 (t, 3H), 1.20-2.29 (m,
12H), 2.50-2.70 (m, 1H), 2.89-2.96 (m, 2H), 3.36-3.49 (m,
2H), 3.80-4.00 (m, 2H), 5.80-6.00 (m, 1H), 6.70-7.23 (m, 5H),
7.50-7.53 (d, 1H)
B 42
5-{4-[1-(2-Z A T A& )-1H-#] "%k -3- K |-~ G wbwe-1-%-7F
Ey-vhwh-2-% B 24

MO0.2%8(l%EXEHF)3- Gwbw-4-4-1H-% % #20.19 &,
(1L1ZEZF)5-R-F Ak %m-2-FBRCBEEFTEAATHIZ
ik o BA004Z (033X F )R T X T kA4 ¥ BD A
F 2008540222 3% F )4 & K1 > 1F0.069%(75% &
£)5-{4-[1-(2-T & T % )-1H-"3 ", -3- K ]-~ G wbwr-1-4-
TR} -vkvh-2-% B o
ESI/MS m/e = 397 [(M+1)*, C23 H28 N2 04]
NMR (300 MHz, CDCl;) d= 1.05-2.00 (t, 3H), 1.80-3.10 (m,
9H), 3.32-3.34 (d, 2H), 3.50-3.80 (m, 4H), 4.00-4.20 (m, 2H),
6.00-6.20 (m, 1H), 6.81-7.20 (m, 5H), 7.50-7.53 (d, 1H)
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T 43
5-{4-[1-(4-RF A )-1H-w] "% -3- K |-~ ambwe-1-%&F &)-
kvl -2-F B B

M0.24% (1% X F)3-x A wbwg-4-2-1H-v3 =k $20.19 %
(L1ZEF)S5-R-F Ak -2-BBRCBEFAEAATHLIZ
Fik o BA004EH (033 X F)4-AF A BN w5 BHED
i3 20.08%(0.22E X F )4 & i K1t > 130.031 £(32%
A E)S5-{4-[1-(4-R F K )-1H-"] "k -3- K ]-~ &wbwg-1-%
R -vkvh-2-% B
ESI/MS m/e = 433 [(M+1)*, C26 H25 F N2 03]

(i ik i ot i e B (N B et 8 i )

e Qe e @

NMR (300 MHz, DMSO) d= 1.65-1.72 (m, 2H), 1.92-1.96 (m,
2H), 2.16-2.23 (t, 2H), 2.60-2.80 (m, 1H), 2.92-2.96 (m, 2H),
3.45 (s, 2H), 5.33 (s, 2H), 6.49-6.50 (d, 1H), 6.95-7.27 (m,
8H); 7.38-7.41 (d, 1H), 7.55-7.58 (d, 1H)
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473 C26 H30 F2 N2 04 33
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473 C26 H30 F2 N2 04 33
2-(2-{4-[5-%-1-(2-T & % - JiR)-lH-valv%-&);E]-
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94 & wbw-1-KR}-TAX)S-FRA-XF 8
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100 |&wbwe-1-K}-TAREX)4-FRA-XTF B
502 C27 H33 C1 N2 05 24
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2-(2-{4-[1-(2- 2 R A T A)-1H-# "% -3- % ]-~ &
108 |[w-1-A}-ZA&RA)-XF 8B
451 C27 H34 N2 04 32
-72-

AMERE#A ¥ B BERZE (CNS)AL A (210 x 297 % )

(i ek i o4 b dednte B (B el 8 ok )

"_—‘_________—__:'__,?'_-___—%'———_—__'A‘—“t—___—__'w.———-__,v—_’_'-___——“_—_—_



1226889

e
1A

2 R % o 3 H e e 3 g o S 3

A7
B7
I~ BB ( 70)
2-(2-{4-[1-(3-F & M K)-1H-#3] "k -3 - & |-~ A =
109 |[=-1-A)-Z & A)-X V&
437 C26 H32 N2 04 37
2-(2-{4-[1-2-Z & T A& )-4-F-1H-"] "k -3- % |-
110 |[&wbwe-1-K}-T R EK)-KXF 8
455 C26 H31 F N2 04 24
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ACHCL# i B X EBEH% 0.5 A ZIFAAY o

MS = 423 [(M+1)", C25H30N204]

C. 2-(2-{4-[1-(2-% & & T K )-1H-"] "k -3- & |- X & ok % -
-R}-TAK)-RTF R

#0.0125% (0.04E % F )2 60% NaHH % 2 % 0.5 %
DMF % 2 % iF & > m0.042%(0.01 % #)2-(2-{4-[1-(2-5&
;_-;k)-lH-valv%d-f&];‘:ﬁubtv;z-l-i}Lif&)-?ﬁﬁﬁﬁé%(}j
IIDMFY 2 E#&k - AEBEH305 % > m0.014% (0.12
ZEEF)VHERAAOIEADMFFT I 5% c MR AW AT
BERHFLIS D - RBRAEZG BRBAHENALZIF T
B > /m0.2% 2N NaOHK & & » R A M3 60°C A 3

3

;m

53
v

e

[
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B~ AR ( 75)

B o B AR BHRE > mlEI % > R AESHA2N HCIF F >
VACHCL ;3 4% » 4 W A B AT 208 B L4 > 150.015%
(33% & £)ZPHAAY -
MS = 449 [(M+1)*, C27 H32 N2 04]
RMN (CDCl;) d = 2.01-2.05 (m, 4H), 2.35-2.62 (m, 2H),
2.83-2.89 (m, 3H), 3.13-3.19 (d, 2H), 3.72-3.77 (t, 2H), 3.91-
3.95 (t, 2H), 4.23-4.29 (t, 2H), 4.41-4.46 (t, 2H), 5.12-5.25
(m, 2H), 5.74-5.90 (m, 1H), 6.97-7.45 (m, 7H), 7.55-7.58 (d,
1H), 7.88-7.93 (dd, 1H)
FEH 1358136

KEBI34MEFT H B BB THEHF 1358136 F 21t
e > MESI/MSE i 1 2 2 EA L3¢ o

% ESI/MS m/e 2T K E (%)
[(M+1)"]

2-(2-{4-[1-(2-F -2-% & -C & )-1H-%] "k -3- % |-
135 |mmawm-1-X}-TaXx)-X 78

447 C27 H30 N2 04 44

2-(2-{4-[1-(2-% & - T A )-1H-%3] vk -3- K |-~ & o

5
136 |[-1-KA}-TRA)-XTF B

451 C27 H34 N2 04 51

%3
EH 137
4-(2-{4-[1-(2-T & A T A )-1H-%3] "k -3- & ]-> A ok w2 -1-
A}-CARKR)-RFP R EH
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3 )

(oD 2 ik o1 o ke ¢ (B R o

'——'———'———————'——"———.,———————%'—-—————'ﬂ——'——'———'?Rf.—————‘-,.——f————————————



1226889

oS
A

PE-D P O 3 w3 e 3 g o S B

A7
B7

B~ BARA ( 76)

A 4-Q-R-CAAX)-XTFTRFE=ZTERZEH

M2 (13.2% £ F)4-2 K X T8 P E330% &£ K
DMF¥ 2 ®&mZE068%(17% % F)260% NaH#A 30 = 5+
#AKDMFF¥ 28 FR(AOC N, KA T) > £& FHHH40
B 22 (1TEXF)F KRR BHEH2IE - R
R eHmBINKRFT R AT R CE IR > HAEEHMgSO, L
o BRE - RBRTEERE  BRRELSHAEHER W EH
FH LA > F3.18%(99%F £)4-F R A X T 8B 7 B o
m16 £ 2N LIOHKR ZE &R £3.0% (12.5% % F)4-% & %
XTBRTEASOEATHF Y X Rk > BRAMWE ABR o
BJ& iR &4 A6N HCIE AL » A LB T BS IR » #A B JE ~ &
Bt kBER% > F2.88(93%F F)4-F A AKX T E o
A096 AL (4.2ZE XL F)4-FAAXTHARXF 2 EA X
RE O A200FREMIASEKE(ITETEF) % =T
VK RAMWERAIO o RBRT ALK -

B ANaHCO;fa fo R E R ¥ » A LB LB IR o A #% B A
MgSO, L stk » @B R BB XEBRE > MM E & Z
EREBMNEHIL S B1244-FRAAXTHRE = T8 o

H#036%10% Pd/FEMHCHEL.24(4.38BFLF)4-F & £
XPHRE=ZTEAMASEIHCEYZHER > LR SH D
20 psi T A3 BF > AR X B LB R E KBS X RBE
FOT9RL(95% & £ )2 4-BRAKXFTEHS = T8

M A079%8M4.1E X F)4-52 L XVF

(e

o

>‘<“
!
&g
W 8
¥

\

/v

BR % = T B ~ 1.13 %
(8.14% ¥ F)K,CO, 1.6 I (163F E F)1-2-2-5 2 %
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AIOEARTAFTATEZRAY > ARSI H - & E
"o MBRHRIEHRF09IEL(94% F £)4-Q2-R T A £)- %
YERE =T B o

B. 4-(2-{4-[1-(2-Z A T A& )-1H-"] "k -3- K ]-x f mbwg-1-
AY-TRE)-XTBRZEH

iéiﬁ%4-(2-{4-[1-(2-ai{,L%)-IH-V%I"%-&E]-ﬁiL%Vi-
-R}-CEARA)-XTFTEREREALI(E»D) ¥ ik — & 5
% 0 R 0.1 % (0. 5ﬁ;§}¥)3 N H vk -4- B -1H-w] ok
0.26%(0.5% X HF)4-(2-4 B)-XPB%E=TH8 > 0.08
(0.6 ¥ F)K,CO,420.04% (0.2 % % F)KIz1.5% 9
ATATFTATEMBEEE AT HE > F0.09% (44%
EE)Z4-{2-[4-(IH-%] "k -3- K )- X &wmbw-1-%]-2 &
A}-KF B, - H005%0.11% % F )4-{2-[4-(1H-73] #k -3 -
A)-~@whw-1-X12 & £ ) - X?féﬁ%&N-vél"%%i&m’
% M 0.028 % (0.68% X ¥ )60% NaH#20.02% 9 (0.15 & &
H)2-BR TR CCAMNLIEI & KDME T > 130.06%(100% 2
)2 4-(2-{4-[1-(2-T A T A )-1H-"3] "k -3- % |- =~ & ot % -
-K}-TRE)- KT B o
MS = 437 [(M+1)*, C26 H32 N2 04]
NMR (CDCl;) d = 1.11-1.16 (t, 3H), 2.27-2.45 (m, 4H), 2.96-
3.10 (m, 4H), 3.41-3.45 (m, 2H), 3.71-3.80 (m, 6H), 4.10-

¢

4.25 (m, 2H), 4.40-4.60 (m, 2H), 6.84-7.85 (m, 9H)
T # 138
2-(2-{4-[1-(2-C & T A )-1H-#] *% -3- K ]-~ & ot v - 1-
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A}-TREA)-XTBRHMH
A. 2-{2-[4-(1H-%] "k -3- K )-~ Gwbw-1-K]-T A A}-X
T BT Bs X B

A 10 % (0.053% F)4-(3-wvk K)->x @wb® > 16.1%(0.075
EH)2-Q-RCARA)-XTRTE > FFATHICKS»
ARB)® f » 31.1%(0.225% F)K,CO;F $1.33 % (0.008%
FIKIEFAI0EFFRARETATFTERY - hREHWER24
I e REZARKZ > BEAKRE > ZHEAEIEL - F T
WH BEENCH, CLLEAK » 40 — R - LR ASH A &
BArixEABB LI F95845(51%EF %)2-{2-[4-(1H- ]
k-3-K)- S Awmkwe-1-KA]-CTAKX)- KT BT BES o
¥k 2 =124-125°C
B. 2-(2-{4-[1-(2-CT & T % )-1H-# "% -3- & |-~ &
RY-THREA)- KT BR T U MH

H 8.0 % (0.0213% F)2-{2-[4-(1H-%3] "k -3- % )- % & wt vt -
-R]-CEARAV-XTBRFEEEAALI25Z FDMF » 32 %8
Tl A 1.12%(0.028% F)60% NaH » b i & 49 48 3 ¥ )
B > B w29 (0.023X F)2- R AT @ - RRBRAHESR
oo RE DT RE - MY EARRREANEABBE L&
&> 1F4.12%(54% & £)2-(2-{4-[1-(2-T 4 T % )-1H-% vk
S3-K]-A A 1-K}-CARA)-XTFTBRTE

C. 2-(2-{4-[1-(2-T & T A& )-1H-v] "% -3 -
BY-TARAAX)-RTB®RZ 4

#1.05% (2.33%8 ¥ F)2-(2-{4-[1-(2-Z & T %A )-1H-+3| =k -

whoeg -1 -

pially

b o

i
Ax]-

(JT
ﬁ],
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-AR]- N AMmE-1- K} - TR K- X T HESENZIOEH T
B2 o #450.19%(4.66% ¥ F)NaOHA30E I K+ X B ik v &
WHE o AFRBAEYWHO60Chn 22 . BF o 2Lk H B R WL6N
HCI¥ fu 1% > A A A CHCI; 33k o A BIE &R A B Rk > A
Na,SO, st & » B R A B E 4 406y EH B ¥ F
% 513 2.545(64%F £)2-(2-{4-[1-(2-2 & T % )-1H-+3] *k -
3-RK]-~Aaww-1-KX}-CAK)-X T E -
¥ 2=147.6-148.9°C
MS = 437 [(M+1)", C26 H32 N2 04]
RMN (CDCl;) d = 1.05 (t, 3H), 1.9 (m, 5H), 2.6 (t, 1H), 2.9
(m, 3H), 3.2 (m, 2H), 3.4 (q, 2H), 3.7 (t, 2H), 4.3 (t, 2H), 5.5
(m, 1H), 4.5 (m, 2H), 7.0-7.7 (m, 8H)
4139
2-(2-{4-[1-3-F A T A )-1H-#] "% -3- £ )- % A wb v -1-
A}-TRE)- X TR M

A3 R(T.9% F F)2-{2-[4-(1H-73] "k -3- Jk)- 55 & vt o -
1-X]-2&A}-XF B TFE > 0.544%£(13.58 % F)NaH#»
60%# i R 1.6754(11.08E X F)3-F AT At > k%
B138(FH A B)F A F A Hkibobdh - MBASHWKRE
PI138(H HC)F AT F ik KM » A B E AR W * &
T2 75 (TT% & F)ZPFAAEY
¥ 2 =150-151"C
ESI/MS m/e = 435 [(M+1)*, C27 H34 N2 O3]
NMR (300 MHz, DMSO) d = 0.91-0.93 (d, 6H), 1.48-1.67 (m,

W
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3H), 1.92-1.98 (m, 4H), 2.62-2.66 (m, 2H), 2.88-2.99 (m, 3H),

3.21-3.25 (d, 2H), 4.09-4.14 (t, 2H), 4.42-4.54 (t, 2H), 4.90-
5.10 (bs, 1H), 6.96-7.14 (m, 4H), 7.21-7.24 (d, 2H), 7.37-
7.39 (m, 2H), 7.53-7.56 (dd, 1H), 7.63-7.66 (d, 1H)
EH 140
2-(2-{4-[1-(2-F & T R )-1H-%] "k -3- K |- & b = -1-
A}-TERE)-XTFTRZEH

A3 % (7.9% £ F)2-{2-[4-(1H-v] "k -3- & )- % & nt = -
1-X]-TARE}-KXFT B FBE > 0.54%(13.5% % F)NaH#»
60%3%;‘&7&1.04%%(11.08%;%IF)‘A%L VoEEB Y RE
Bl138(M HB)FHE F ik » Bkibddh - HESHWIKE
BlLI38( 2 C)PF il H E KRB > LA BB ERE W * #
& B1.3%8(39% & R)XPFAAW o
¥ 2 =139-140°C
ESI/MS m/e = 423 [(M+1)*, C25 H30 N2 04]

NMR (300 MHz, DMSO) d = 1.91-1.98 (m, 4H), 2.61-2.69 (m,

2H), 2.91-2.99 (m, 3H), 3.62-3.65 (t, 2H), 4.25-4.29 (t, 2H),
4.42-4.45 (t, 2H), 5.20-6.00 (bs, 1H), 6.97-7.14 (m, 4H),
7.22-7.24 (d, 1H), 7.36-7.42 (m, 2H), 7.53-7.55 (d, 1H),
7.63-7.66 (d, 1H)
B #1141
2-{2-[4-(1-% & K -1H-#5%-3-KX)-~aww-1-L]-2 &
R}-XRFBR#

A2.8 % (7.4

i

R H)2-{2-[4-(1H-%1 "k -3- &) - 5 B b @
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-1-K]-TARE}- KT B PE > 0384£(9.6% % ¥ )NaH(#

60%@%5@4@)&0.77%%(8.9 XHE)H A ABRMEE  KRE

BII38(BR 2 B)AF M 7 ik » W ibd M - MBAMWIKE

Bl138(3 2 C)PF i 5 ik R A » A B L AR W & b

& #30.628(23% & R)X /A& 4 -

s 2 =123-125°C

ESI/MS m/e= 405 [(M+1)*, C25 H28 N2 03]

NMR (300 MHz, CDCl;) d = 1.96-2.32 (m, 4H), 2.34-2.41 (m,

2H), 2.83-2.91 (m, 3H), 3.12-3.16 (d, 2H), 4.40-4.35 (t, 2H),

4.66-4.68 (m, 2H), 5.08-5.21 (m, 2H), 5.93-6.92 (m, 3H),

7.00 (s, 1H), 7.03-7.31 (m, 5H), 7.40-7.46 (t, 1H), 7.57-7.60

(d, 1H), 7.88-7.91 (dd, 1H)

T #H 142

2-(2-{4-[1-(2-Z & T % )-

w-1-k}-T R A)-5-F

A 2-2-RTCAKR)-5-FEAEXTH CBs = & #
y15£(278*£%1F)2% A-5-FRAPERCTE »7.9% 5

(5558 X F)1-%-2-R 2Tk &7.7%(55.5% ¥ F)K,CO,

M > REFI(RSC)HAEF W B RILEH - EER

b ig > F4.555(68% & )8 A M o

NMR (300 MHz, CDCl;) d = 1.37-1.42 (t, 3H), 2.31 (s, 3H),

- R K -1H-w] k-3 K- 5 Ao

3.82-3.86 (t, 2H), 4.24-4.28 (t, 2H), 4.32-4.39 (q, 2H), 6.86-
6.89 (d, 1H), 7.23-7.26 (m, 1H), 7.59-7.60 (d, 1H)
B.5S-F A A-3-Xx Rwbwr-4-%-1H-%3 vk = % 4
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B~ B ( 82)

A S (33.9% ¥ F)5-F A A v vk #1324 (862% %
H)4- N At RE-KESHEBRBHAL - REH (I »>ARB)
Rk kW ie et > —REH > 156.5%5(83%4F %)
ria R M o
ESI/MS m/e= 231 [(M+1)*, C14 H18 N2 O]

C. 2-(2-{4-[1-(2-2Z R T A )-5-F & A -1H-73 "k -3- % ]- ~
Sk -1-A}-CTAA)-5-FRA-X TPz &4

A1.48(3.2% % F)2-{2-[4-(5-F & % -1H-%] "k -3-%)-
NAMR-1-K]-CTRA}-5-FA-KF BB (T H
138 3 AR M) > 0.174(4.2% 3£ F )NaH(A 60 %% % +)
BOA3ZEH (3.8 XL F )R AT BB > &K 138(F
AB)M M T kR o MBREWIRTE A 138( 5 C) A ik
ERE o BRABBE LR ML 30470 5(35%F %)
PR & th o
¥ 2 =144-146°C
ESI/MS m/e= 481 [(M+1)*, C28 H36 N2 05]

NMR (300 MHz, CDCl;) d = 1.02-1.07 (m, 3H), 1.90-2.05 (m,
4H), 2.10-2.25 (m, 3H), 2.50-2.65 (m, 2H), 2.80-3.05 (m, 3H),
3.20-3.23 (d, 2H), 3.36-3.39 (m, 2H), 3.50-3.64 (m, 2H),
3.80 (s, 3H), 4.10-4.25 (m, 2H), 4.30-4.45 (m, 2H), 6.73-6.76
(d, 1H), 7.09-7.15 (m, 4H), 7.31-7.35 (m, 2H)

B # 143

2-(2-{4-[7-;‘%-1-(2- 2T A)-1H-%3 "k -3- % ]- =
A}-TRA)-5-FR-X TV o4

b e -

e
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A T-B-3-x B owbwe-4- K -1H-73] "% = & 4
A0.950 (4.8 X F)7-%wl vk 1.894(12.38 % F)4-~
S kREA-K S BEBRE MY RTEH L »>ARB) M ik >
%ﬁ%mmé%o*%ﬁﬁ&’ﬁljﬁwwm@%mﬁ
E 4 o
ESI/MS m/e= 280 [(M+1)*, C13 H15 Br N2]
B. 2-(2-{4-[7-%-1-(2-Z & T X )-1H-%3] "% -3- & |-~ & ot
R-1-K}-TRE)-S-FA- X PB4
A1.63(3.3% % F)2-{2-[4-(7-&-1H-% "k -3- % )- =% &
W -1-R]-CRE}-5-FRA-XFHFaEE (T 138 -
HFOARM) > 017842 F F)NaHA60% 5% b & 0.45 %
FAEXF)RT A ML > READTH 138(% 5 B)2
ZTERMAE Y c MRS WIREANTH 138(F 5C) 2
TERE o ABBE LR kAL > 150.265(34%F )i
AE Y -
ESI/MS m/e= 530 [(M+1)", C27 H33 Br N2 04]
NMR (300 MHz, CDCl3) d = 1.12-1.18 (t, 3H), 1.97-2.00 (m,
4H), 2.32 (s, 3H), 2.73-3.09 (m, 5H), 3.09-3.13 (d, 2H),
3.41-3.48 (q, 2H), 3.76-3.80 (t, 2H), 4.38-4.41 (t, 2H), 4.66-
4.70 (t, 2H), 6.88-6.97 (m, 3H), 7.23-7.25 (m, 1H), 7.50-7.52
(d, 1H), 7.73-7.74 (d, 1H)
B Hl 144
2-(2-{4-[7-%-1-2- T & T A )-1H-%] "k -3- 4 ]- =~ & ot % -
I-X}-TRE)- A T@m 4 #
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yx14£(31%5'21F)2{2[4(7 B-o1H-w vk -3-4)- % &
Mpwg-1-K]-C 8K - B P A (B A 138 o AH
#) > 0.16 % (3.7% ¥ F )NaH(# 60% # & F ) #1 0.42 & 7+
(3.7Z2XF )R A CCEBMABL KE 45'1138(%[557\B)F)T1‘:ii7}‘
E R Bt e o MR AWK EPI38(IH 2 C)pF ik & ik
KR AERB LRI E AL 0 F034%028%EF F)MAE
4 o
ESI/MS m/e= 516 [(M+1)*, C26 H31 Br N2 04]

NMR (300 MHz, CDCl;) d = 1.13-1.52 (t, 3H), 1.98-2.04 (m,
4H), 2.32-2.38 (m, 2H), 2.78-2.88 (m, 3H), 3.11-3.14 (d, 2H),
3.40-3.48 (m, 2H), 3.72-4.42 (m, 2H), 4.42-4.45 (t, 2H),
4.66-4.70 (t, 2H), 5.75-5.84 (bs, 1H), 6.88-6.97 (m, 2H),
7.05-7.13 (m, 2H), 7.32-7.34 (d, 1H), 7.49-7.53 (m, 2H),

7.91-7.95 (d, 1H)
E 5145

wh W -

o

A0 B )-5-#-1H-" "k -3- % ]- 5%
AI1-TRRE)S-FA-KRTRHUM
A. 5-R-3-~awbw-4-K-1H-""x = ®H fy

5 YS- AR 2.1 % (13.6% X F)4-
N EAWMEE-KRASBEE B REHI(F2>AEB) TR
FiEUmiLEY o —HRIREEFOSL(6TNAE F)X
P A E M e
ESI/MS m/e= 219 [(M+1)*, C13 H15 F N2]
B. 2-(2-{4-[1-(2-Z & T *)-5-A - 1H-% "% -3- K ]-~ A b=
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A}-TRKX)S5-F % ¥ OBR 2 %

VA 0.0145@(0.034%;%EF)z-{z-M-(s-ﬁL-lH-wal Wk -3- )
NAME-1-K]-TRA}S-FA-KX T B VB (o H
138(3r 2 A)#H f) > 0.003%(0.08F ¥ T )NaH(# 60 % %
F)RO0.046F F (0.044F 3£ T )R A T B B4 > & T 4
138(3R 2 B)AT & & x H b dd o R SHWIEK T H
138(H 2 C)M il F ik KM > AB B ERE W F i 2
0.0050(33% & £)/FA A 4 o
ESI/MS m/e= 469 [(M+1)*, C27 H33 F N2 04]

NMR (300 MHz, CDCl;) d = 1.02-1.06 (m, 3H), 1.87-2.05 (m,

3.20-3.24 (d, 2H), 3.35-3.38 (m, 2H), 3.64-3.67 (t, 2H), 4.25-

4.29 (t, 2H), 4.35-4.42 (m, 2H), 6.95-7.49 (m, 7H)

F 146

2-(2-{4-[1-(2-T & T % )-5- &,

1-X}-T &R K)-4-F & % - **‘T’Lﬁé‘zi&%

A 2-2-RTAK)-4- W%%?ﬁ?&;ﬁf’@aziﬁa
y15}f,(27.4 XH)2-2K-5-FTA-XFEBEFPaEs > 9% I

(60.3% 3% F)1-R-2-8 Tk X594 (42.8% % F)K,CO, M

¥ REBI(HESC)ME F ik kit o - KT B &

Ltk > 36.6 L (99% & )X PFAEY o

NMR (300 MHz, CDCl;) d = 3.81-3.89 (m, 8H), 4.26-4.30 (t,

2H), 6.48-6.49 (d, 1H), 6.54-6.58 (dd, 1H), 7.85-7.88 (d, 1H)

B. 2-(2-{4-[1-(2-Z & T X )-5-f - 1H-"] "k -3- £ |- & ok

nh wE -

e

H-v] ok -3- & ]- =

-88-

4H), 2.15-2.25 (m, 3H), 2.60-2.73 (m, 2H), 2.87-3.10 (m, 3H),

AEEREBA ¥ BABEEIZE (CNS)AL H48 (210 x 297 2 E )
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A}-TRE)-4-FARX- X T & #

A 0.024 % (0.056 % ¥ F)2-{2-[4-(5-# - 1H-#] vk -3- & )-
NARE-1-K]-TARE}4-FAE- X TP BT E (o H
138 > R 5 A% ) > 0.005£(0.12% 3 F )NaH(5 60 % 5 &
F)RO0076E (00722 X F )R A 28B4 > & T 4l
138(3F £ B) ATl 7 i H ikt &4 - iR & WK T A
138(B R C)AT M F ik KB » A B LR Wikt 2
0.0125%(44% & £)F B AW -

ESI/MS m/e= 485 [(M+1)*, C27 H33 F N2 05]
NMR (300 MHz, DMSO) d = 1.01-1.06 (t, 3H), 1.81-2.05 (m,

4H), 2.58-2.70 (m, 2H), 2.81-2.92 (m, 2H), 2.95-3.08 (m, 3H),

3.29-3.69 (m, 5H), 3.77 (s, 3H), 4.25-4.28 (t, 2H), 4.38-4.42
(t, 2H), 6.61-6.65 (dd, 1H), 6.77-6.78 (d, 1H), 7.21 (s, 1H),
7.36-7.40 (dd, 1H), 7.44-7.48 (dd, 1H), 7.63-7.66 (d, 1H)
T #H 147
2-(2-{4-[1-(2-Z & T ¥ )-7-F A -1H-% "k -3- % ]-~ A =
-R}-LRA)AXTFTEBRZHEH
A, 7T-FR-3-XRwbwg-4-%-1H-7 "k = % #
u1;z,(7 6%%3}:)7 TAM R R2.94 (19 % F)4- 5
Ak RE-KESBRBME  REHWI(FH»>ARB)Z F %
KR itedd o —HREHEL > F0.84L(50% % £)pr A A
4y o
ESI/MS m/e= 215 [(M+1)*, C14 H18 N2]
B. 2-(2-{4-[1-(2-Z & T A& )-7-F A -1H-%] "% -3- % ]- =

ey

-89-

RERRE#A FEBE RAZE (CNS)A4 #4& (210 x 297 %)
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e -1- K} -ZRE)- KT B BB

VA 0.068 5% (0.172 % ¥ H )2-{2-[4-(7-F & -1H-v] % -3-
EA)- 7Bk w-1-RX]-CRAA)-XPEFTEBE (K138
HAAEM) > 0.010£(0.26% ¥ F)NaH(#A 60% 5% i + ) &
00232 (0.22Z X F )R AT BME > REH138(3F »
B)rm i ik kit o th - MBAEMWKREH 138(3 5C)
PRl ik KRB ABHE EARMN FsI > 130.074%(93% 4
RYRIBAEY o
ESI/MS m/e= 451 [(M+1)*, C27 H34 N2 04]
NMR (300 MHz, DMSO) d = 1.02-1.07 (t, 3H), 1.92-2.11 (m,
4H), 2.65 (s, 3H), 2.60-2.78 (m, 2H), 2.81-3.04 (m, 3H),
3.24-3.28 (d, 2H), 3.32-3.40 (q, 2H), 3.62-3.66 (t, 2H), 4.43-
4.47 (m, 4H), 5.00-5.18 (bs, 1H), 6.85-6.91 (m, 2H), 7.00-
7.05 (m, 2H) 7.22-7.24 (d, 1H), 7.37-7.47 (m, 2H), 7.54-7.56

(d, 1H)
5148
2-{2-[4-(1- T & -1H-w "k -3- % )-~x A mbwz-1-%]- 2 &

A}-XTPmx 84

VA0.1195% (0.31% ¥ F)2-{2-[4-(1H-7] "k -3- & )- % &
-1-&]-Z R A F-K 78 FE - 0.022 % (0.53
FI)NaH(#A 60% 4 it ¥ ) 2 0.044F (0418 % F) T A mt
¥ RERI38(R B F i B ibdd o 4
MR E B 138(F 2 C)PF i F ik KM HABE EAR W E
oAt 0 F0.054%(42%E R)PFAE W o

(e d

z

sy

e

2
7N j
AN

-90 -

REFRREHA ¥ BB RIZE (CNS)A4 #A4& (210 x 297 2% )

(i ek s o4 B diane B (N B i 88 o )
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ESI/MS m/e= 421 [(M+1)*, C26 H32 N2 03]
NMR (300 MHz, DMSO) d = 0.86-0.91 (t, 3H), 1.21-1.29 (m,

2H), 1.68-1.96 (m, 6H), 2.32-2.43 (m, 2H), 2.80-2.84 (m, 3H),

3.12-3.16 (d, 2H), 4.08-4.12 (t, 2H), 4.22-4.26 (t, 2H), 6.85-
7.25 (m, 6H), 7.31-7.33 (d, 1H), 7.39-7.42 (d, 1H), 7.59-7.61
(d, 1H)
R H 149
2-{2-[4-(1-T A -1H-% "k -3- K ]- S & wbw-1-%4£1)-2 &
BRI-RTFBR % Hh
A 0.1195% (0.31% ¥ F)2-{2-[4-(1H-"3] »k -3- % )- > & wk
Z-1- KX 1-CT R A }-KXF B 7 & > 0.022 % (0.52
HI)NaH(#A60%# i F ) 2 0.058F F# (0.41% £ F )T &z
¥ oo REBI38(IH»B)AT M F ik B i oW o
MR KB I38(HEC)HEFTHEKRB » A B LXK
Gt > 130.047 4L (34%E £)F /A E M o
ESI/MS m/e= 449 [(M+1)*, C28 H36 N2 03]

m@é\—
=X
ﬂ'\'

NMR (300 MHz, DMSO) d = 0.81-0.85 (m, 3H), 1.20-1.25 (m,
6H), 1.68-1.94 (m, 6H), 2.29-2.36 (m, 2H), 2.73-2.84 (m, 2H),

3.10-3.14 (d, 2H), 4.06-4.10 (t, 2H), 4.15-4.21 (m, 2H), 6.87-
7.12 (m, 5H), 7.19-7.25 (m, 1H), 7.37-7.41 (m, 2H), 7.58-
7.60 (d, 1H)

EH150

2-{2-[4-(1-B B A F A-6-f-1H-%"%-3-R)- S A mbw-1-
Rl-CAAX}-XTHBZEMH

-91 -

RUFRRERBA FEBRIZE (CNS)AL H4& (210 x 297 %)
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A. 2-{2-[4-(6- - 1H-% "k -3-%)-~ At e-1-£1-2 &

RA}I-RVPHRPEZEMH

AL 2% (552X F)6- /"5 % > ﬂku??‘{ﬁjl(%ﬁh\AﬁiB)ﬁéi
fii > R153%(7.22 X F)2-2-R T AK) X T B T &g M
o REWIZS(FH AT F ik R it dd > 52.1%
(96% Z £)PFAAE Y -
ESI/MS m/e= 397 [(M+1)*, C23 H25 F N2 03]
B. 2-{2-[4-(1-E A KA F A-6-A-1H-%"%-3-%)-% &
S1-R]-TRA-XTFERZEH

A2 (5.1 % F)2-{2-[4-(6-#-1H-v"] "k -3- % )- % &
e -1- K ]1-2 & KX }-X ¥ B ¥ B > 0.51 % (12.8 %
HI)NaH(#A60% # i ¥ )R 099 A (102 £ F ) |/ £
KEMY > REPI38( 5 B) AT il & i 4 # 1t & 4
HMEEGMWEREPIZS(FH2C)AE FEARMB» AR&EBMN
EAE B LA > 50325 (18%F R)PFJE E W o
i E=97C
ESI/MS m/e= 437 [(M+1)*, C26 H29 F N2 03]
NMR (300 MHz, CDCl;) d = 0.33-0.38 (m, 2H), 0.59-0.66 (m,

A

2

-

a0
o

;
®
i

o

2.80-2.85 (m, 3H), 3.13-3.17 (m, 2H), 3.84-3.86 (m, 2H),
4.41-4.44 (t, 2H), 6.50 (bs, 1H), 6.80-6.87 (t, 1H), 6.96-7.12
(m, 4H), 7.41-7.47 (m, 2H), 7.90-7.93 (t, 1H)

F#H151

2-{2-[4-(1H-"] "% -3-K)-~@wbw-1-X]- TR A}-XTF B

-92-

2H), 1.21-1.27 (m, 1H), 1.95-2.10 (m, 4H), 2.33-2.41 (m, 2H),

FETRREEA BB RZE (CNS)A4 845 (210 x 297 2% )
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%
M1338(33FE X F)NaOHAI20E A KPP 2Bk > &
6.3154(16.6 % 3£ H)2-{2-[4-(1H-"3] "k -3- % )-x A wbx-1-
E]-CRE}-XTRTFE(HATHLIF2>DF RH)A120%F
FTEHEFIRBEFR LRI A60CH AN BB B
EEHR o mS0E I KK o IR A M A2N HCLE Fo > 4 8
B BRAELHFTELERE  FREAMAENLZ2.6
A(43%E )G & B 5% -
¥ 2 =230°C
ESI/MS m/e= 365 [(M+1)*, C22 H24 N2 03]

7.54-7.56 (d, 1H), 7.62-7.64 (d, 1H)

B 152

4-{2-[4-(1-(2-Z & T A )-1H-%] % -3- K )- % A wb w2 -1-
Rl-TRA}-XATBRZEH (AR EH)

A. 4-(1H-%] "% -3-3)-3,6-=— & -2H-wbve - 1 - % B ¢ 8% = %
]

M5 3-(1,2,3,6-m9 & -wbwg-4-F)-1H-%"%(FE 1 > & 5
AY B H)E#H25E I CH,ClLLAM3 225 Z 0 £ Kk » 4%
HEBAEN20E25°CH ©c Em3 144 R F BB - B A Wik
H2 0 > m20FI Kk o A BE O BRBRB EERSE
5225 & & o

-93-

NMR (300 MHz, CDCl;) d = 1.91-2.07 (m, 4H), 2.53-2.72 (m,
2H), 2.86-2.98 (m, 3H), 3.19-3.23 (d, 2H), 4.38-4.44 (m, 2H),
6.93-7.09 (m, 4H), 7.21-7.24 (d, 1H), 7.33-7.42 (m, 2H),

ABEREBR FEBEFIZE (CNS)AL #H# (210 x 297 2% )

(D2 7 o4 B e B (N B e 1 O )

Ot @

13

" ——— e ——— — - ——— — — —— S w— — —— S — —
.



1226889

s
)

P20 P D 0 H om0 P 3P gl o 9K 3%

A7
B7

Y ECEASREA (91)

B. 4-(IH-%"k-3-R) XN A ®-1-B B LA 2 # @4
WEIRMEARFE o M5 1K 4-(1H-73 "k -3-%)-3,6-= % -2H-
e -1- B LB IR A 135 T BE o 4 8 ik A 8-10 kp/ T
TR ZRAT &I > £ M 0.8 % pd/C (10%)5 /B4 - ="
M A20-25CHEF 120 c B A B > MR R o w ¥
BR/K85: 152X R &M » M EAI2ZALB0%E £)y & B 2 o
5 #=114-116°C

C.4-[1-2-2 & T X)-1H-w %k -3- K |-S Awtwe-1-% % ¢
B 2 Wt

A 0.75% 2 NaH 60% % F R (A H b F)BEA20H &
KRDMF 3 jm 4 55, 4-(1H-7"] %k -3- K )-N Rt vz -1-% B 2 B
EREYM - AEBTEMIONL2-8C 4 T w744
20:25CHHF L6 o bk s AL ETE S XM
wH o M ARE > E A KR - BRBERBL X > 24585
B AYVBAFTRAF=ZTABR/CHEFL&S » 2% 4

= INE -
15 B =56-58"C
D.4-[1-(2-T R T & )-wl "k -3- 2 |- A b v 2 4 45

A48 4-[1-(2-T R T A )-1H-% % -3- A |-~ A wbw-1-%
B L B R 3.81%85% KOHAw £ 14 % 2-5 B » i & % A 95-
100°Che 2 16/ B o IR E R B mk o« BAMW AT X
ﬁ’ﬁ%ﬁ%a’uﬂﬁﬁ&%oﬁm%@#o%%aﬁ
V6% RO6EIH2-ABILREMWAEMNMI.45EETEK - 22N

BR300 o A0-5CAH302#% > AHRBEH»HEH X2

o

-94 -

REFRRERA P BB FIZE (CNS)A4 #.4% (210 x 297 N %)
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Elf - K405 EAEAYRE ERH -
¥ % =166-168°C
E. 4-{2-[4-(1-(2-Z & T A& )-1H-7] "k -3- & )- 55 & wb oz - 1 -
R]-CTRA}-XTBZHUH

HMO.5%(1.84% X F)4-[1-(2-T A T A )-1H-%3] "% -3- % -
NAMEROSSHQRAETET - R AR X T 8 B &2
6% FH4-F K-2-TH » m0.38%(2.76% ¥ F)K,CO, o % &
MERIS I RALHE  mk Dl EAERE » ALkRB
K o MIRBER - HAEY HENIE I T BE(96%)R 2
£F2NNaOHA B &R « EBHEH I8 HFHE > RAHR10%
R ER TR o WEN RZEM®0.39% 65%EF %) » 0
KRB BB R o

tx 2 =85°C

E 153

3-{4-[1-(2-Z AR T X )-1H-"3 "k -3-K]-~ Gubwg-1-£)-5
Bz
A0.58(1.84F X F)4-[1-2-T R T A )-w "k -3-4)-~
AR R (W FERIS2(F 2D)F R BIYA66T I B+ 2 %
& 02405 QLQAZ X F)AH B T B © B AW E A 18
B R BREER RO A KRB LB R R o
BB FRE M A2E I LB EMBAE 2N NaOH K &
R REMAEBREHLISNHE > FH X6N HCIF F o 14
CHCL ;4 #& R M X BB 1% > 2 8 0.4204(67%)% & & o
ESI/MS m/e= 345 [(M+1)*, C20 H28 N2 03]

o

-95-

AMIRR A ¥ BB AR E (CNS)A4 HAs (210 x 297 2 % )
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NMR (300 MHz, DMSO) d = 1.01-1.06 (t, 3H), 1.83-2.05 (m,
4H), 2.61-2.75 (m, 4H), 2.95-3.15 (m, 3H), 3.29-3.41 (m, 4H),
3.63-3.67 (m, 2H), 4.21-4.27 (m, 2H), 6.93-7.07 (m, 1H),
7.11-7.15 (m, 2H), 7.43 (d, 1H), 7.59-7.61 (d, 1H)
FEH 154
2-(2-{4-[1-(2-Z & T % )-1H-7"] "% -3- & |-~ A ot w -1-
A}-TAE)S-FRA-X TP &g

R0854 (3.1 £ H)I-2-CR T A)-3-% A nbwe-4- 4 -
IH-#*% > 0972 (4.0 £ F)2-2-R A KA)-5-FPA-% ¥
BT B 0 0.65%(4.7% X F)K,C0,%0.38%(2.3% % F)KI B
¥oREHI52(F »DARE)AF i H ik kit o4 o &4
BB B b > F0.525036%)H 8B =% 8 -
B #=109-112°C
ESI/MS m/e= 451 [(M+1)*, C27 H34 N2 04]
NMR (300 MHz, CDCl3) d = 1.12-1.19 (t, 3H), 2.01-2.05 (m,
4H), 2.31 (s, 3H), 2.36-2.39 (m, 2H), 2.80-2.84 (t, 2H), 2.85-
2.90 (m, 1H), 3.13-3.16 (d, 2H), 3.42-3.49 (q, 2H), 3.72-3.76
(t, 2H), 4.22-4.27 (t, 2H), 4.38-4.42 (t, 2H), 6.10-6.29 (bs,
IH), 6.94-7.26 (m, 5H), 7.33-7.36 (d, 1H), 7.56-7.59 (d, 1H),
7.71 (s, 1H)
E#H 155
2-[4-(4-{4-[1-2- T R T A )-1H-"] % -3- K |-~ A b wc-1-
AYy-TEmA)-XA]2-FX-m8

A0.1% (0372 £ F)1-(2-C AT A)-3-~ B abwg-4- 4% -

-96 -

AUFRREEA P EHERFEEE (CNS)AL HAE (210 x 297 N % )
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IH-# "k » 0.142 5%, (0.48 % 3 F)2-[4-(4- 8 T &k % )- % 4 |-

2-F A A B T B 5 0.075%(0.48%€ ¥ F)K,CO, % 0.04 % (0.24
TEF)KIM » R EF152(3 9D RE) M ik 7 & 8 4 %
1t &4 o
ESI/MS m/e = 505 [(M+1)*, C31 H40 N2 04]
NMR (300 MHz, DMSO) d = 1.02-1.06 (t, 3H), 1.51 (s, 6H),
1.98-2.50 (m, 6H), 2.73-2.96 (m, 5H), 3.10-3.14 (t, 2H),
3.31-3.42 (m, 4H), 3.64-3.67 (t, 2H), 4.24-4.27 (t, 2H), 6.97-
7.02 (t, 1H), 7.09-7.14 (m, 2H), 7.43-7.62 (m, 3H), 7.62-7.64
(d, 1H) 7.94-7.96 (m, 2H)
E#H 156
1-(2-Z & 2 £ )-3-(1-{3-[4-2H-w % -5- £ )- X A XA ]-&
AYy- N B wbwe-4-K)-1H-7 % 2 & #4
A. 4-(3-{4-[1-(2-6 2T A)-1H-5"%-3-K -5 &ubw-1-
A}-BAX)-FH & #H
MO0324(134F L F)MA-B-RBA AT A1 2T A
TRATE Y B R ﬁu§0.28£(1.03%;éﬂ)1-(2-ai z
AR)-3-7 Gwbwe-4-K-1H-%3 "k > (&0 T H 142(3 5 D) +
W) 021%(1.68 %X F)K,CO,%0.13%(0.8% ¥ F)KIz
45%%%T£?%?M¢z%é%o&@&é%@mm
NI R BREERBE > RBRBRLIEE - MRS H AR BR
BAEABB L& F0315(70%E %1)4-(3-{4-[1-(2-6
AT A)IH-""k-3-K]-~am=w-1-£)-m A %)- °
NMR (300 MHz, CDCly) d = 1.12-1.19 (t, 3H), 1.87-2.26 (m,

B T Ol 3 H mo 30 P P g o O B4 8

m .

-97 -

e
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8H), 2.57-2.64 (t, 2H), 2.80-2.92 (m, 1H), 3.07-3.13 (d, 2H),
3.37-3.48 (q, 2H), 3.69-3.74 (t, 2H), 4.07-4.13 (t, 2H), 4.21-
4.27 (t, 2H), 6.93-7.35 (m, 5H), 7.35-7.65 (m, 4H)
B. 1-(2-2 & T & )-3-(1-{3-[4-(2H-w9 = -5- & )- X & £ |-
BAAEY-NAabeg-4-3%)-1H-73 "k = % #
#0.108 % (0.25% ¥ F)4-(3-{4-[1-(2-C & ¢ % )-1H- ]
R-3-R]- AN AR -1- R} -BAA)- X HEN1L.5F 5 &
DMF ¥ 2 &% » m0.110% (2% ¥ F)NH,CI$0.135%(2 &
RH)E RS - MRS HWALII0OCH 188 > A %8 A
A& 0 fm 1% I 2N NaOHK & & ° % % & 4 2 pH=6 > & 4
ACLBRTEBHE - ARERBEHF EAZB E&ILE > 20.05
A(41% & R)YZ A AEY o
ESI/MS m/e = 475 [(M+1)*, C27 H34 N6 02]

*X

NMR (300 MHz, DMSO) d = 1.02-1.07 (t, 3H), 1.92-2.11 (m,

2H), 2.14-2.49 (m, 4H), 2.94-3.02 (m, 3H), 3.11:3.16 (t, 2H),

3.47-3.51 (d, 2H), 3.64-3.68 (t, 2H), 4.12-4.16 (t, 2H), 4.25-

4.29 (t, 2H), 6.98-7.18 (m, SH), 7.44-7.47 (d, 1H), 7.62-7.64

(d, 1H), 7.94-7.97 (m, 2H)

T H 157

2-{2-[4-(1-% A A F A -1H-7 "k -3-K)-x b we-1- 4 ]-

CRA}-XTEHZHH

A. 4-(1H-%]"k-3-K)-~ B mtw-1-% 8 ¢ 8 = % 4
AL1TEIH(0.18% F )R F 8L C B iw £30 % (0.153% F ) 4-

(B-v3l Rk K)-N B wbw R28F (018X F )= Z pe A 185 =
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I~ ARA (%)

AN
(=)

R

FCH,CL,Yy 2 %% > F"HEBAEA20H25C= B -
MAZEBRBH2IFERWISOEF K > 58 H BB » &R
MEEBRIFI6K(88%E X)X /A E 4 o
B. 4-(1- B & A F A-1H-%"k-3-K)- XN am=-1-%8K &
Bs 2 % fh

#0764 (19 % % H)60% NaOH¥ i i (A # ik F)# 15
Ef & AKDMFY X B F & > md i (158 % F)4-(1H-v] 7k
3-K)- N EAME-1-ABRCEBEASEH £ AKADMF ¥ 2 5%
R ERTF305% > w1l T1IE2H(18ETELF)BE R AT LR
ASEIHIDMFF ZER - MRAMWATBIEEI4F > &
Bixkmik - RS HWAKETHCEMHR - % MgSO,
FEBRAFMRRE > BEKE RBRBR FTEBRBAITEFAE
My o
ESI/MS m/e = 327 [(M+1)*, C20 H26 N2 02]
C. 1-BAATFTA-3-XAwbww-4-K-1H-7 % 2 & #
H4954 (752 X F)KOHA25EH B H B ¥ 2 8 & >
mEATHR(ISEEZF)4-(1-F A AT A -1H-7 "% -3-%)- %
A R-1-B BB > BRASWA5-100ChH 216 85 o &
B EBER MRS HRET K M o KB N
Na,SO, E sk » @B K > MEBKR XEH > $3.24(89% &
F)M AR
ESI/MS m/e = 255 [(M+1)*, C17 H22 N2]

2-{2-[4-(1- B A A F A-1H-""k-3-K)-~ A abwg-1-
Al-CREA}-X T 4@

&W

A

7
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£ 3. 6%(14?*%1F)1-iir‘f1f+&?’££-3-%ﬁ o -4 - K -
1H-#3] "% » 3.7 % (18 & 3% F)2-(2- & K)XR TP B P g
(AEHL 2 CFHMHE)» 2.9 % (2 %%IF)KZC%&
1L 72(MIMEXF)KIATOEHAETATFATER T %25
A0 Chn #1608 BF o BB XA » iR Akl
CH,Cl,Z M 44 o & # B # Na,SO, L % §& » @& # - &R
REBER > 6588 EH - hMBAEYWENIF0E I 2
B 14 Z 2N NaOHKR E &R - RAD A T BB IE16 )
B BRRBRBREXER > mMSOZEFHF ko RRAEY T R
CHClL;# 4% » Ak R B A k4B B L& » 152274 (39%
B E)RBAEY -
Y5 B =145-147°C
ESI/MS m/e = 419 [(M+1)*, C26 H30 N2 03]
NMR (300 MHz, DMSO) d = 0.36-0.39 (m, 2H), 0.47-0.51 (m,
2H), 0.1.17-1.24 (m, 1H), 1.92-1.99 (m, 4H), 2.60-2.69 (m,
2H), 2.90-2.97 (m, 3H), 3.20-3.24 (d, 2H), 3.97-3.99 (d, 2H),
4.42-4.45 (t, 2H), 6.10 (bs, 1H), 6.97-7.04 (m, 2H), 7.09-
7.14 (t, 1H), 7.20-7.24 (m, 2H), 7.36-7.47 (m, 2H), 7.52-7.54
(d, 1H), 7.64-7.66 (d, 1H)
4158
3-[4-(1-x A A F A -1H-% "% -3-A)- X G wbwg-1-%-7F
A]-XTFB 8 #

AL FERBEEFIST(RHD) S HEH > A1.5 %
(62X F)I-FEARATFTA-3-X Ambwg-4-%-93"% > 1.8%
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30 P S oo 350 H o 0 e TP s ot 9 B

A7
B7

B BHHRA ( 8)

(7.8 % F)3- % F KA X F B ¥ & > 1.2 4% (9

HI)K,CO; 2094 (452 £ FH)KIA25EH B T A F

Bl o MR EMABBFERMMEATBE L > 50.63%

EEYHIAAEY o

¥ 2 =207°C

ESI/MS m/e = 389 [(M+1)", C25 H28 N2 02]

NMR (300 MHz, DMSO) d = 0.33-0.37 (m, 2H), 0.46-0.50 (m,

2H), 1.17-1.25 (m, 1H), 1.70-1.78 (m, 2H), 1.92-1.97 (d, 2H),

2.20-2.27 (t, 2H), 2.75-2.82 (m, 1H), 2.94-2.98 (d, 2H), 3.66

(s, 2H), 3.95-3.98 (d, 2H), 6.95-7.00 (t, 1H), 7.07-7.12 (t,

1H), 7.20 (s, 2H), 7.43-7.62 (m, 4H), 7.85-7.88 (d, 1H), 7.96

(s, 1H)

EH 159

(4-{3-[4-(1-B A KX F A-1H-""k-3-%)-7

RMAR}-XRAX)- 2B 2 H
AL.S(6ZEXF)I-BRAKXTFT A-3-~aAm=

dlek 0 22(6.6F F F)[4-3-R A" A K)- X &

B > 1.7 (122 £ F)K,CO &1 %£(6.15% £ F)KIA32 2

FETRETFAFTEMRAL  REAIST(HF D) i & &

kb et - MRBEDARREMN E3H BB L4 &

1.6 4 (58% & )P A AW -

ks 2 =83-85°C

)

a0y
&
&
B

ESI/MS m/e = 447 [(M+1)*, C28 H34 N2 O3]
NMR (300 MHz, DMSO) d = 0.35-0.37 (m, 2H), 0.47-0.50 (m,
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2H), 1.13-1.20 (m, 1H), 1.66-1.76 (m, 2H), 1.89-1.97 (m, 4H),

2.05-2.13 (t, 2H), 2.46-2.50 (m, 2H), 2.71-2.78 (m, 1H),
2.97-3.00 (d, 2H), 3.45 (s, 2H), 3.95-4.01 (m, 4H), 6.85-6.88
(m, 2H), 6.95-7.00 (t, 1H), 7.07-7.18 (m, 4H), 7.42-7.45 (d,
1H), 7.54-7.56 (d, 1H)

EH 160

Bgasly : L )

5 4T50% £ 2-(2-{4-[1-(4-A ¥ £ )-1H-"] vk -3- % -
S -1-KR}-TARE)-FXFTERZ1000BM F(150 % H 82
)4 F B 4
2-(2-{4-[1-(4- R ¥ A)-1H-% vk -3- K ]- XN G wbwe-1-%]-

ZRAE)-RF B 750 %,
H it 15,000 %,
RALERB-FA LK 1,500 %,
HAREXT R TES M ' 240 %,
HAKKT R A B M 60 3%
¥& Hy 49 300 %,
# ok i)
NaOHi# ¥ pH=4
Bdk Tk EE 1504
¥ ik
AHAREARXTET(RA)BEHEEHMA3I0H M8 F K

714‘1’;‘5;‘&’ﬁuﬁiéwkiﬁf&&iub%w%f@-ﬁiZA,%o#ﬁ%#
%o m2-(2-{4-[1-(4- R F A )-1H-%] vk -3- & |- & wt % -
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- RA}-CEARR)-ATFTR Y —LEERAEM o LB M
ok B R NE R AR N BHE o AR TFRBEE R KR
ﬁ-o

HBEALEMR BT ERAEAISOEIARA o
EH161
BERamed : BEZIHEME

B &50% 42-{2-[4-(1-/% K -1H-"3] vk -3- 2 )- 5 & wb & -

-R]-TAAR}-XFHR 50,000 & > %8 FTafers &
o
2-{2-[4-(1- % A -1H-# "% -3-K)-x &mtw-1-%]-2 &
A}-XV B 2,500 %
AR RS B 4% 225 %,
LA AF IR 18,350 %,
R F R M 900 %,
+ = L B 4% 450 %,
ik

H2-{2-[4-(1- % A - 1H-% %k -3-&)- X bk -1-%]- ¢

AA}-RVEBR > TR LIBRIBATALSE M
—RESLEBBALOO6CE RILZFH - mEBIEKALAE » ROW
OB AFAERINZHABBEER -

#1162

B¥am A iz B

2258 4 22-(2-{4-[1-(2-T & T % )-1H-"] "% -3- % -

NEMmE-1-K}-TARA)- X T B 100,000 4z & » 12 4
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Z -~ B (101
T owm Ry B
uzmuua%a%ymwwuxﬁyxﬁﬁ -1-
Ay-THRE)- KT B, 2,500 %,
CECERE Ky 1,650 %,
FUHE > AF IR 9,620 %,
H F AR H 570 %,
R AR S B R 4 80 1%,
588 = &AL 80 %,
F ik

KA RABABRLOGEXRGEILZH - BFABKENB R
REMEL302 > B A6E KA &R FM4A4 ik BRERE
B 1458 42 B c s B K EFEB B0 o
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‘ , —INDOLYLPIPERIDINE DERIVATIVES AS
EXRABR (BRNALLH/ ANTIHISTAMINIC AND ANTIALLERGIC )

AGENTS
Indolylpiperidine compounds of formula (I)

70\1-W-A2-R3
N

S >
N
L
wherein:
Al represents an alkylene, alkyleneoxy, alkylenethio,
alkanoyl or hydroxyalkylene group;
A’ represents a single bond, an alkylene or alkenylene
group; -2-

AUER A T EBRREZE (CNS) A4 (210X297T20 % )
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' . i

( S5 m| -2 o o e B (- B sk B s )

w.__—_—"ﬂ'_——f——.—?‘*—



1226889

)

F§

T RO 35 M o e T e o S 7

AS
B5

v P XHERRE (KA

W

iﬁﬁ’ﬁﬁiﬁﬁ@%%ﬁ’iﬁimkimﬂ'
BALZHERT > BER/RIARK

AHR FRREE -HBRE > A AKE  HEA
Rk oOBREAREA - RARAXA-RARE S XA L F
XBEEHEARKRK T —EARA L HEEFRFRERE K
AARXRFTRARARK B KELFIREREA
ABRKIH —MBALZEHEETRTF - KEERKEALAR
A

AFHEI M EFRTFARARIARKX + &

RH AR K

-,

BFREBRE T 2zH® > A UGRBERAEZF E -

EXEAHE (BRAILM

represents a single bond or a phenylene or furanylene
group which is unsubstituted or substituted by one or
more halogen atoms, alkoxy groups and/or alkyl groups;

represents a hydrogen atom or an alkyl, alkenyl,
alkynyl, alkoxyalkyl, alkenyloxyalkyl, alkynyloxyalkyl
alkoxy-alkoxyalkyl, phenylalkyl group wherein the phenyl
ring is unsubstituted or substituted by one or more
halogen atoms or alkyl, alkoxy or arylalkoxy groups, OT
a cycloalkylalkyl group wherein the cycloalkyl group is
unsubstituted or substituted by one or more halogen
atoms, alkyl groups or alkoxy groups;

represents a hydrogen or halogen atom or an alkyl or
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R3

Al-w AT R

RC fFm X CoFRAX S Coh AL Cy
el Bk R C, 5 A
kB ot Ci ik RCyafb i &£
REBHIMARXEXMP A HEH3ARARET — R
5 EEERTFRA CioBLAR/IKC &£
FHRE T RC k& Cogl A Coelt & Ciokk &
(Cilat &) Coghh B (Clom k) Cogtk & (Cro k%
A) Co R AC A (CmE) X(Cok &)
(AP XBRBARREA G —BREMBEHERFRC,.
A CaE A AR KX(CoRAL)RK) 0 KCs
LER(CoRE) EFEBEREALARKR G —
BREBEFRTF  C R ERC KA ERK
(FHSZ B FRFRC o EAXRCowAX S &
RAHE K R WK

RFEFHAEIAANCEF1IBZILEGH AL BERE T2
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B A PFARC A Co AR CLREMK
KR C B & -
BREFAFEINEEHF2AIILEGH AL BE L THZ
#2 L FPA' R A K EE S FTHE @
AAE MM ER O FZAE O MFRAL BATE T
AFHRAXTATPTHE -
REFTFHFLEARLEDFIEI SO ALBE F Ti$ 2
B A FWEMrkmm AR RE L5 RXRKRIIR
2M@BF » CI&RBrR 7R K » FARFT AKX -

BYH LA KB F4BZ oW AL BE TS
g A FWETRRAZIMH B A ARAZH XL
R R A R XA PAMSRXE S RTFAMK

P

Wb A

R Y H LA B LI EF IO DAL EE LTS
B L FAREH O C MR ARC, MHH R -
REFFEAGKREFCAZIILAO Y AL BE LT s
B L FARER BT ER Ak AL T
Ap Tk #TEARFHL -

REFIFFLIANGEHLZ I AL A LERE F T2
B A FR'AHE FRC A » Coghh £ RCreke £
Cos B B (C e &) > Cy g B &-(C 5 A) Cotk &
(C k) Co  HARE-CmA(CE) ¥ £
XXCLEA(HAEXABRARKIAT —RNEBRHRERT C k%
Ao PAEARTFAAEARK] @ RCy B (C &)

%

I‘
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REX AR A (A5 ARKKB - XS EBHEFR T
ClumARFAARRK) " Bk ALK AR, a2

TEA O MTEA MM AELMFTE -

9. RBEFYHF LA GEEFSEZ LAY ALEE F THEZ X
B A PR'EHEFRA A THX 2T % &&E >
ok BE 2-FAAE 3-FETAEA HAEL A
A ARE FRZEA FARAEX - CZACTE A
Ak EZRACHK A-2-BRACTHE AH-2-HAC
A FRCCACCE 4-ARFE 4-FAFTHE  4-(F =
TE)F X 4-FAFTE 4-FTAXZE BRAAVT
A o BAaAcA BRALAAA BOEATFTER TR

AEZBTLEAE -
REFHFEIAHEEAFIEAZIEAHWALBEE L THEZZ
B A PR’AH " F CI&BrBRFRF AT AL -
N RETFHEALDFIAINLEGY AL B R ETHZZ

245
2-(2-{4-[1- < A )-1H-74] ok -3- & ]- 5% & ot & -

(4- & F £
AI-TRAE)-XTF &
2-{2-[4-(1-/% #% -1H-73 "% -3-X)-~@aw=-1-%]-2 &
AL-RK T E&
4-{4-[1-(2-T R T A )-1H-% "k -3- % ]- % & ok & -1-
A -T#&
3-(3-{4-[1-(4-F -F A )-1H-"3] % -3- £ ]- < & ab vg -1-
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4-43-[4-(1-/R A -1H-%"%-3-%]-~&Aww-1-%]-5& &
A}-X T8

4-{2-[4-(1-/x X -1H-7"%-3-%X)-~qawt=w-1-%]-T &
AY- KT E
2-[3-(4-{1-[2-(2-F &

N AME-1-%)-7F &
2-(3-{4-[1-(4- & - eriE)- I Y I I R
Ey-mAA)-RF &

2-{3-[4-(1-/% K -1H-9] "k -3-K)-~ wbwg-1-%]-5F &
Ay - XK 7F B
2-(3-{4-[1-(2-T & T % )-1H-# "% -3- K |-~ & wt =& -1-
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“(3-{4-[1-(2-T & T A )-1H-=3 "k -3- % ]-~ H ok = -1-
¥

f.4)-T K ]-1H-7"%-3-%}-~ &
e -1-38)- A 8.

3-[4-(1-/&R A -1H-"]"k-3-K)-~@wwe-1-K]-F &
4-(4-{1-[2-2-F R T & &£)-T %, ]-1H-5]"%-3-%} -5 &
whog - 1-3k)-T 8
4-{4-[1-(4-8-F &A)-1H-"3] % -3-K]-~Awbw-1-%&}-

T B8
4-[4-(1-/% & -1H-#"k-3-K)- N Qe "-1-K]-T &
{ 2(4{ [2(2‘111;‘16?(‘%)'&}&]- N e

Al-~aAwr-1-%)-2A]-XE}-AK

3-[4-(2-{4-[1-(2-T & T %, )-1H-#3 "% -3- & ]-7 & ot %& -

=
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3-(4-{2-[4-(1-/% & -1H-%"%-3-%&)-5 A x1-¢
i} )- A& R

3-[4-(2-{4-[1-(2-T & T % )-1H-#3] =k -3-K]-5x &t =&
1-&}-TA)-KK]-A KK

; b oE }-2-F K-A K
2-(4-{1-# & -4-[4-(1- &R & -1H-%] "% -3- 3 )- < & ot % -
1-X]-TEA}-XE)-2-FA-A&

-Z
1-%}-1-;@%&-7%)-* A]-2-FA-A 8

A A A)-C A ]-1H-7 "% -3-%&}-%
Awbeg-1-%)-TAKX]-T 8
2-{4-[1-(4-& -F % )-1H-"]"k-3-K]-~@wbew-1-%}-
zaXk)-¢
(2-[4-(1-/% & -1H-% "k -3-K)-~@&ww-1-%]-T &

2-{4-[1-(2-Z & T A )-1H-#] "R -3- &K ]- 5~ & » =& -1-
A)-CTEAA)-THE
S5-(4-{1-[2-2-F A C & A)-T A ]-1H-"3"%-3-%}-~ &
e -1-K-F K)-kH-2-H &

S-[4-(1-/% & -1H-#l"k-3-K)- S &atw-1-%-F K]-7%
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5-{4-[1-(2-C 8. ¢ A& )-1H-4] "% -3-K]-~< A wbwe-1-5&-

%7;;&}-%"&1-2-%;@&

S-(4-[1-(4-FL % A)-1H-%|k-3-A]- < Ak -1-%-7

A -vkh-2-H 8K

2-[4-(4-{4-[1-(4-A F &X)-1H-"3l "k -3-K]-~ st =&-1-

Ar-1-£2 X -TE)-XAX]-2-FEX-FK

2-{2-[4-(1-& ¥, -1H-%3 % -3-%X)-~a@Ant=w-1-%X]-T &
}

2-(2-{4-[1-(4-%F =T Ak -F &)-1H-=3l"%k-3-%k]-< a =
X

CIH-vw ok o324k ]- < A ook -

2-(2-{4-[1-(4-F & ¥ £ )-1H-=3 "% -3- % ]-55 & ot =& -
A}-TAREA)-XT B

2-{2-[4-(1-2 T A -1H-% ", -3-X)-~@&snw-1-%]-2
AR} -XT 8
2-[2-(4-{1-[2-(4-F R A X X)-T A-1H-#[%-3-4%}-x

fokw-1-%)-C2 A E]- KT8
2-(4-{2-[4-(1H-73] "k -3-FK)- N &wbwe-1-K]-2 & }-X
£)-2-F A-A#®
2-(4-{4-[4-(1H-3] % -

£)-2-F4-A#
2-[4-(1H-" "k -3-K)-~ & mwe-1-X-FEX]-XFTHK
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3-[4-(1H-#3"%-3-&K)- &=

4-[4-(1H-#3l "% -3-&)-5 &=
A)-T &
X)-T B,

A)-T B

4-4&)-1H-=l %

2-[4-2-{4-[1-(2- T &
1-&}-C%k)-KK]-2-7F %-
2-F F -2-[4-(4-{4-[1-(3-F %

Aoatwg-1-4&)-TE@m&A)-XA]-
2-{4-[1-(3-F %
¥A}-XTFE&
2

J

T A& )-1H-v3] ok -

FTA-XFTH

(OS]

TA}-KFE®

-8-
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