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& H>BrT> W W R'YRPEAR W E X R & o

3R Ak mITAMBS) ERLARKRFEZEL > H2-
A RBRBR(ANE —HKEHFTRE TAERRNRBEEATE
B (36) A MBS ML AELETRE B
47 > AN IEH F 4 LR > DMF > DMSO » THF » = =%kt % » &
FEEOCABABER  BEINEIHRR  KRFALAZTAETAS
DB A RSB B ERE YO E EfF#ERE
TAEmILEHB8) AHALEGHQL)ARAELETRE > 4o
BREL AP 0 A VB 4w 2 0 DMF > DMSO > THF » —+% 4z % »
BAEEOCREABAZH  BERIEHEIHX BKFALETER
TANE XA RS D) KA EHMOBNEEF EAT AL
SHmG)EAMZE MR E > TFLEH(IH) -
FoEl B X (ks 4 > £ F1=0> m=0> n=1H X=NR*

\’ %) R'
JNQ JNQ HNQ />_W’ B \ l /\
R=B

— N-R® e N-R' R’ ) -~ \.I/ < TN
08 0,8 0,8 N-RE
0N @ ON @ 0N @ 05
0N
(36) (40) 41) 42) @

b /\%J (2) R? T

R1
R? )
N Wiow?) S o
— TR W)Y QN/_,/\ \|7
R3 NH R I
(43) R an
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% B>J> W' W2 R RAR e E X PR 4 » HR*E
THRE CHEEX O RERFRE

f &4 (36) MR BaE & & £ T R A& 4o st 8 1 + o5 by
5 AEH P THF =%l » &4 > — & T k% >
DMF>DMSO% » BE AO0CAEABREZIHM B I HE
R BAF80TC T 120 8 X & &R AL & 4 (40)° g 1L & 45 (40)
PHAEEIEA-REL ARZILAEDUDRLEB QAR E
ETRKE > Jwr B4 > 32E % % 4 ¢ 5 > DMF » DMSO >
THF » =34 % » BELAOCREABEZIH  BHRIHZ
BER BHFAETRET4DE AL RS (42) 1644 (42)
¥BZh b FALEHG)AMZEHRE > THELEH(43)-
CEHA3)BLEHMQQRBE > HBAELET » s #
B H ¥ 4e &5 0 DMF > DMSO > THF » —-3Jx % » B & £ 0
CREABREZR  BERIKEIRR  KFTLEZTRTLN
B0 A R & E M (LD) -
T B KX ()M s& 4 0 £ FR=0H

R' X
| R' I d

wollyes, e o (
I " % \/ OMe ls W >_OH
R? | mt)/\ 2 R

) an

AFX> W WHR'VR ) I mAnE e & i 2 £ 52 48 F

e

j‘»&\ﬂ:

o

\)

HFAREMEHONER=ZF AR EER T RE & H

W W R X A AR % BELE-25CREABE
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ZH >  BESBEHER BFOCT208 > THILEY
(LJ') -
FiEK: B8 X(d s £ +1=1> m=0> n=0H X=NR*CO

R1 Tt #(2) R\rT‘\ /\

CL /\_<‘ 3R WEowh) \_FLS <, Qo /\_<|\R

(45) (K R

A+ BT W W HR'HVRZR W E XA 2L 0 AR'E
TIRE A RE FREE BEFERE FERBLFL
L&#m32) mF EGH# > HALEHMINRE » F X &
P FEALE S (TA)Z Bk > T A Kb A4 (44) - A B £ 1L
EMUHIREEABE ARZIILAEHUSHRILEIH Q)R E
T RE > dos B4y > HEH ¥4 &M » DMF > DMSO >
THF > =" ¥ > BEAOCAEABEZIH > BEIEZ
HR BFEFRTLNE > A4 RLEH (1K) -
L BHEA(Dksd4 £ ¥1=1> m=0>n=1> B X=k £

AR BR AR K ik A

R‘
HN R LS Q2

O\ /—T/\——<I7 [] _<|‘/ (WZ—‘:I'W) ( )2 R

R l N IJ) — = WK \\FL N R!

: S P

S-alkyl soz alky R N <\I 3}

R

(34) (46) Q

502'3|ky‘
(L)
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£+ B W WHR'VRER W EX R L -
4bé%am’ﬁmﬁ%Gﬁﬁﬁmﬁéxi%ﬁmﬁ%X%
A) BRAALHREE  w3-RBATH > BBK &A1k E&
FooAL s T KT A R K s & AT A P (46) o 4L & 45 (46)
FRACGH QAR AEETRE  WwRE4 HEEF T
J& > DMF > DMSO > THF » — %45 %8 & £0C A @ % 8 &
ZH O BERIFERR  KFEIOCT—&K > A4 RKE
# (1L) o

WEREAZ S ()T A L4 — F k3 4 A
— &L FTEFE - S HEL WRBERRLEHEZSRR
Moo il EMTAREF RS Cdox ikt kst
Koy BRIERALY - RSB (DALIHBBEE F i K2
CRHETHEYEHRY -
REABA B LR (DNEARDE FZ L E £ 55
& FFTSAME » £ 4 HDACH 1 4% A » H 4o 3 % F #] Ff
HAERENABRBE @B ETERB AL R HER -
REFABERAERBEIEDFTEEALEGH() L8
&@%%%%é&m%°&%ﬂﬁ?&&iz%%@mﬁ
T EHEE LDABKRRAM O 2 RE R LA
Rl mE o RANE  ERE - HEEH AMA o @ ANE
EREAXNZ B4 THHELEZ L2 ABEERGE
WEZFETEIRH LS EK -

THREAF REREBE R E . AR E L LR

A BMER > FEH > mokBER > kML EHET
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mEAAHL(DE ARz A Y THAP R4H > Réz > B
EH o BB BERF O KREEFLREZFE -

o BB B e M o T AR AR AT R w4 0 Rp A R AN B &
B E - TP AR B e E 4 Aitsm FHHE -
Bk BREE SHL O MABELETARER RS
Ko CTE > BB BBk HEHBEERR BHER W
BEk BTV EABHFT RiB vt BAELEERY T

A E LABHE AB BEBERSERRLHabg
Al e Ry B A B R BB A BB
BBt —Eh o BREREHGERALE BEH waiey

FE BRERE MAHRRL_E; RuokEEHwEE -
BT R EERRIELR -

EHARORARBEEMT > RSB EH > BHBHY 0 B
RE REBEFHEFETMELEH(DF > AR @AY
AR R REER  BEER RAHE  REHKREF
SRk Fik e BBl TF THEAFZELEZO%REER -
AEHERTREAGDEFHEEN - BETHZIEHTRR
BREE - MiaBAEB -

TR EH A pHAGH - Y BHEH ¥
BH BAMBERFTmEALSH()F > RFEAFEHE B
FrEMRZIEEMBARRET > A ERFRREZHH K
HHE YT ez Fik - Al FpHEAGHRLEHEH YT 6
HEERS  BBRMNABRMN - BEBHIETHOEEDR
B 4y > EDTA > MK H BB RARILE - B & FEEH 2T

84732 -26-
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AL FTHRBERBARAANZ FTERERE - FHEITHOLHE

RAC S R W H A

TAMRRA Y THELEF L HHE
HmEE o ARMFEX
H AT & A&

B o R T =
B F R TTmEE - BB &BR=
@ E |
ZHaEMTREZLEF L FERARARAE -

CRECE LRI N IR ' AR B ¥
FTHRAZTRAFTHEASAALAY() A RZIHELSY TR
SRR EE  KREFECLRFT X AH #FRET

' do Tween(@ & & )F m 24 &4 (1) >

f ﬁﬁ's%’-’

# oo k&

zﬂn}

T #l e

WG LEH o BawEd o T AREALE - REA X

-RERXTFTER A B -
BT bk 8
B R
A%
B IE R JE B Hh > WMERBRIBEERER > T
WA BAEHA  HEBER
BAKE WA EE CRERR  GRER AR
& (o

TR B sm kAR R N R R A A

#

BRBREIENTARGREAEE RER - &
TPl

W AREHE K

BxfERF) AEBFEAEE > vlBE > THE) &E
R E) o VAKMB(BPILBAKRIER > B0 NEE
k@ﬁuKWMW%nﬁ%a@%%%@W%%%ﬁ’

LEE P

T 68 T M4

B ETHREF) LFIBRAERwMEBE -

LB B MAER KLBETXEAEE WEE A
R EBR N BERRBEZE ARG > o bR E
84732 -27 -
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TR  REE > BERE BRENILE S O LRBETIRE
&Hﬁ@&u%mﬂ?ﬁ’%%ﬁ HEZREKEER WIRE
HwmplEm BHRER  A2HEAEAERE  WwtBRE - F
TRHECOTTHE TEHEZB(FETNRERL) FTAE -
HER KRR BRERE LBEEBL  FER - FLEX A M
TRfER REXRAER  WwEREEH EHAFE K
R FAMAZIRRERL  WwEXEETHRERZHETE  §
RS FmpAB FRAIBF@BABE  EHSHLASm
B BEB > FIRETHEALE  SRHYB - REAE
FRADABRTFELGL AR eLBE  BAB  BFR
N FEMABG  HRENAB > wFAB - kB M
EhEAB AARAB > BHAEE KB #% 34 Ewing

e
.

BINHEH ANB FHSAF@BABG  HFAEAKRENAB
LEKAR BEFaBEABE) RRAKEZIEREE
BHKRECE  FELRAAHKEE  EL2AKRER HuE
FARBAREE  ZELBFHMEB 2HEHEIRE &4
MEBE@mleahhm EHT-wEahm BHETHELES LK
BHEEFTHEALELRALE NI IBERER w2 & i

e BRI R S ER > SFTHRKEE S BLBEER S %S

-

XLRBRERER  wREHABZ KIEBE R E K G
Wilms'jg & H # K 80 % 2 & 5 °
REABEAELEREEEDNZIH T REAZIESH BT

BRI HEFTH  BRERBEEREIL - RO EYKF O
R E L HM(DBEFERAGET  HX1Z 1,000

84732 228 -
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ZEAZHE —RIXROBEARET -
TXHHTHEFEHRAELRER - Ao KEHLELRA

tERRily

2 '

Me

MeO | =

3,4,5-= F A A X A M B (20.10 % )R 2-5 £ 3 & 8 ¢ B
(18.56 % )M 1% £ F X (200 % 4+ ) & THF(100 & # )& & & #i
¥ oo BARBIE T AN2 Ma 4 (200 )R E(Z X B)
2 (0)(5.78%)  RAMWEIOCAAERA FTHHE — K- £ R
BREDFTMANTLBRLERA BT RE - AHE KB KK
M A2 RBEBEMNEXLBELENABRRBRTES - YUY AEDH
FEBEBAAAL  MACK-CBRTEGS: )T A& K2 E1
&M e

A & 1 27.99% (88%) o

'"H-NMR (400 MHz, CDCl3)8: 1.45 (t, 3H, J=7.0 Hz), 3.92 (s,
3H), 3.99 (s, 6H), 4.46 (q, 2H, J=7.0 Hz), 7.30 (s, 2H), 7.76
(dd, 1H, J=5.1 Hz, 1.6 Hz), 8.24 (dd, 1H, J=1.6 Hz, 0.8 Hz),
8.81 (dd, 1H, J=5.1 Hz, 0.8 Hz) -

o E 2

R AT R -2-3,45-Z F B A X K )mb g

84732 -29-
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Me
MeOQ

MeO T OH

2-3A45-ZFAARXE)EA R T E (24578 )R # &£ K
THF(200Z2 #)F » Az ¥  RO0C AR A Fmw A &1L
SE R KR(29454) RAMAOC THHFHIIEF  ERERS
MERMNY ZYREFRE S LR ER AW E G Celiteid
e BRAR  BARIHBERBAECLKRLE-CRTRSE
g 0 T A AR S Y
A& 17.53%(82%) ¢
'"H-NMR (400 MHz, CDCl5)8: 3.90 (s, 3H), 3.95 (s, 6H), 4.79
(s, 2H), 7.19 (d, 1H, J=5.1 Hz), 7.21 (s, 2H), 7.66 (s, 1H), 8.60
(d, 1H, J=5.1 Hz) -

#HEH3
4-R T E-2-3,4,5-=F AKX XK )b

Me
MeO.

4-72 F K -2-345-Z F A A X K )mb & (19.184)iE # &
(100 )+ » BAREZRFHOC T iw A & 58K (10.2
EI) 30404 % 0 RAYMBEER  BEHBELNF - R
R eMAtafo b s B R KIER R B KRiki#s » &£ £ KR
B L RRAR REYVWABIACHLE- TR YRLERT
A RAEEIALESY > ZRFELEH R -

84732 -30 -
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A% 1 18.24% (89%) o

'"H-NMR (400 MHz, CDCl5)8: 3.91 (s, 3H), 3.97 (s, 6H), 4.61
(s, 2H), 7.24 (s, 2H), 7.26 (d, 1H, J=5.1 Hz), 7.68 (s, 1H), 8.67
(d, 1H, J=5.1 Hz) -

g H4

e M N-[[2-(3,4,5-= F R A K K )mbwg-4- K ]F K |8k 8 & fix

Me
MeO.

N =
0

H4-HF EX-2-C45-Z F A A XA )ukw (881% £ )R &
H0EF)ZER > W ANBEKEREREIF(SS56E L) BAEY A
BTHRHF R Bk - ApAMKBEIELE  KBRXEHG
EFR-ABBRES  EHKBEBREELEBRARE > TAE K
ARG EG ER K
A& 1.16% (96%)

HMEEHS
A RA-BE T R -2-3,4,5-Z F A A X A )b wg

el

Me
MeO.

MeO 1 NH;

N
N .~

HN-[[2-345-Z FRA A XA )mbwg-4- 4L 17 £ 1Bk 8 5 Ik
(L6 )AZEBQGIZEH)Z B R P ARSI EH) &
MBIRIDEF 4% BENKRY  BRABZRILBRYG YR

AR BRBAATN BB AN KRERRBE Kb A B
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KRB B L TAETAREEALE  ZX X EH -
A& 4183 1(53%)0

& E 6

o 1-[[2-3,45- = F A A XA )b g 4- X ]FP X)X A=
-4-% B T B

Me
MeO.

MeO B I\Q
N& CO,Et

L LB (S14%E )R 4-8 F £ -2-(3,4,5-

hiii
>)
iy
&
A
4';
%‘
ﬁ

EFAEXE)UZE969E )R T QRIEH)ZIER » mA
REBSFUS2ER) REMEETBRTHHINFEAE - B Y
MBBEXTBEERE  EHNACK-TCEHTLEQR: 1)BFREH-
TEMO: DigdE - KELEMWZI AN EAE > TAEREHE
et Z2édeEkH%k-o

A% 1 1.20% (88%) o

'"H-NMR (400 MHz, CDCl;)8: 1.25 (t, 3H, J=7.0 Hz), 1.72-
1.93 (m, 4H), 2.10 (t, 2H, J=9.8 Hz), 2.27-2.35 (m, 1H), 2.86
(d, 2H, J=11.3 Hz), 3.55 (s, 2H), 3.91 (s, 3H), 3.98 (s, 6H),
4.14 (q, 2H, J=7.0 Hz), 7.21 (d, 1H, J=4.9 Hz), 7.24 (s, 2H),
7.63 (s, 1H), 8.59 (d, 1H, J=5.1 Hz) -

L

e A 1-[[2-C45-Z FRA XA )b -4- 217 £ 1%
-4-F B

nh g

Jagy

MeO

RS R St
CO,H

84732 -32-
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3 1-[[2- (3,4,5 =¥ & A )wbwg -4-FK ]F K] &wk e
A-HB B LE(T60E )N CE(IIZEF)ZER » A1 ME
Aitén - REVAZBR THHFINFLEARAE - BGHENH K
FQROZEF) BEBEMANSYAER G 47 KX &R & 3 X %RpH/A
LT&E - K ETNRY BEMYEEEALETRHMNT —

B o

EFEITIOE R (ERE) -

T 1

B M 1-[[2-(3,4,5-= 7 & A K A )mbwg -4- K 17 %K ]-4-[[2-
BAS5-ZFTREXREA)WMR4-R]FEBEEAREL] a5
RoELE

OMe CO,H
MeOQ E
CO,H
MeO . N H N
N~ N NS OMe
0 OMe

I-[[2-(3,4,5-= F & A XA )wb e -4- K 1F £ 155 & b wg -4-
BB OTZ R)BABEET A-2-C345-Z F RAE XA )t w
(68 £ )AL GEH)ZE & » /w AHBTUOSE £) - i
MEZRTHBFIZIERARE - ARG mENELG > A
T BB A MKRIERABARENE S EAKBBRELLER
KE - ARIREMENREDBER BHNRAHG -7 &

84732 -33-
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(40: DX B A& -FEQ0O: 1)iEdk  KELEHZ AN L
AE - EAMZITAOBRAEANA B FEBILRE LK B -
A& 93% 5%(49%) °

'"H-NMR (400 MHz, X % % & @ ] 3, DMSO-d¢)5: 1.87-2.01
(m, 4H), 2.48-2.56 (m, 1H), 2.78-2.86 (m, 2H), 3.26-3.31 (m,
2H), 3.78 (s, 3H), 3.79 (s, 3H), 3.87 (s, 6H), 3.90 (s, 6H),
4.15 (s, 2H), 4.39 (d, 2H, J=5.9 Hz), 6.16 (s, 2H), 7.16 (d,
1H, J=5.9 Hz), 7.35 (s, 2H), 7.39 (d, 1H, J=5.9 Hz), 7.39 (s,
2H), 7.73 (s, 1H), 7.95 (s, 1H), 8.15 (d, 1H, J=5.9 Hz), 8.54
(d, 1H, J=4.9 Hz), 8.68 (d, 1H, J=4.9 Hz) »

%t K 8

AR L-(F R K)-4-[[2-B45-Z FAA XA )b -4-£]F

AR K]S @anber

oty

HI-(FRZEE)4-7245 5 8w (1.00% )3 DMF(20% 4t)
Z R N B AL (55% R X Al 0 2228 %) o
EHMEZTBRTRFINE Bws-RF £-2-3,45-Z F A £
KB (1.3758) & 8447 (7552 %) B A4 A£T0C F 48
H-R o BEAKRY  BARGER - FHRB B Kk HE
e OKELER LR AR BRY A ERRE R

AMAAG-FEOI D&EEBEAETERBN » T A& K42 A4

84732 -34-
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&M o

A& 2132 £ (10%) -

'H NMR (400 MHz, CDCl3)8: 1.63 (br, 2H), 1.89 (br, 2H),
3.20-3.35 (m, 2H), 3.57-3.68 (m, 1H), 3.84-3.92 (m, 5H), 3.94
(s, 6H), 4.62 (s, 2H), 5.11 (s, 2H), 7.21-7.35 (m, 8H), 7.61 (s,
1H), 8.61 (d, 1H, J=5.0 Hz) -

o EH9
B RA-[[2-CA45-Z FPRAA XA ) w 4-A]F LA L]~ &
A

HI-(FAHKE)4-[[2-C45-ZF AL XA )b -4-2 7

ERAX]N A RQI3EL)N FEHAOEF)IZIER » A
40% R A AL 47 R E R (10E 1) i A 4 £ 100°C F #3385
EERE - MARKEBZEGHF BAEFER - FHRE B K
o EEKBEBEMELERBAE RBRYOBBEISTREE
BAT AR A -Rtaf ey PEQO: DT A RBHEALLY -
EFE 93% £ (60%) -
'"H NMR (400 MHz, CDCl3)3: 1.55-1.68 (m, 2H), 2.01 (br, 2H),
2.67-2.72 (m, 2H), 3.13-3.18 (m, 2H), 3.50-3.60 (m, 1H), 3.91
(s, 3H), 3.97 (s, 6H), 4.64 (s, 2H), 7.22 (d, 1H, J=4.3 Hz),
7.24 (s, 2H), 7.64 (s, 1H), 8.63 (d, 1H, J=5.1 Hz) -

84732 -35-
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B ] 2

& A 1-[[2-(3,4,5-2 F A & K R )wk ok 4- £ ] F £ ]-4-

[[2-3,45-Z FRAXEA)abwg 4- X ]FP LA XN Am =
BB
Me
MeO. Me
3HCI OMe

MeO B "O\
N & o) AN OMe

7,

4-[[2-C45-Z=FRAE XA )mg-4- X ]F A A A &
Z(10Z X)) 4-RFA-2-C4,5-Z FR L X L)tz (222
L) BB (560 A )R B U0 A )VE R AL+ GE
H) REMAEZEBTHHFSIE > BAF - ARGw S ¥
MNEHEK > BrEABE  BAAGERKE » LA
MERE  EREKFEBEELEREIAE -BRGHWiEmER
BEh  MARG-FTEMO: DAL - RESEAHZ K
WEAE - MEORRBAORZBRBETHEZEALLY -
AR 422 % (39%) -
'H NMR (400 MHz, £ & w #& #, CDCl3)8: 1.53-2.42 (m, 6H),
2.80 (br, 2H), 3.57 (br, 3H), 3.88 (s, 6H), 3.94 (s, 6H), 3.95 (s,
6H), 4.60 (s, 2H), 7.18-7.24 (m, 6H), 7.61 (s, 2H), 8.58-8.61
(m, 2H) -
LN
A (3S)-1-(F = T &% E)-3-[(2-# & X )mh i & f £ ot

& %
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HOS)3-BA-1-(FZTAZLA)® S R(L04E LR =T
B (2202 £ )W THF(SE )X sk A B & 0 e A 2-55 & K 5% &
RMABLER) REVEZBTHHIOIEREAE - AR Y
M F e N T ER LB © BRI KEB KR AR KRN
PHBRRARE RUNBELBBEEEN ERAEH-TF
B0 DaEMA - KELCAVWZI AL AETAEAREZA
e IR FZTERLZH -
E R SITE £ (74%) -
'H-NMR (400 MHz, CDCl3)5: 1.44 (s, 9H), 1.80-2.12 (m, 2H),
3.14-3.44 (m, 4H), 4.02 (br, 1H), 5.48 (d, 1H, J=7.2 Hz), 7.77
(t, 2H, J=4.4 Hz), 7.87-7.90 (m, 1H), 8.17-8.19 (m, 1H) -
HmE

&% (38)-1-(F = T & # £)-3-[N-F £ -N-(2-5 £ ¥ )t &
PN W LA
0]
S L
OZS,N‘Me

0, N\@

84732 -37-
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$}H(3S)-1-(F = T & #H £)-3-[(2-# & K )m g & fix K 1ok
k£(371%i)&zs—wéé?(wlr%i)%cﬂ%(loﬁ%%)iﬁéﬁ?
AT EA(141Z2 1)  BRAMAEOOC THF2)FFAE -
EREMFMANTRLE « BRA 6% E &M KER
ERBAREM  AERRKRBEBEMELZELAE RO mE
BEHEERE AMNRALKR-CHRLEQ: NHXHER - 2E2H
R KERABETAEARBREAILEGY AR EBEER -
EE 365% £ (95%) -
'"H-NMR (400 MHz, CDCl13)8: 1.44 (s, 9H), 1.95 (br, 1H), 2.09
(br, 1H), 2.87 (s, 3H), 3.20-3.31 (m, 2H), 3.53 (br, 2H), 4.58
(br, 1H), 7.65 (br, 1H), 7.71 (br, 2H), 8.04 (br, 1H) -
T HI
A A (3S)-3-[N-F 35 -N-(2-#4 & X )mx & & ik & Jwb & w2

"Q

OZS,N-Me
0,N
#HGS)-1-(F =T & # & )-3-[N-F K -N-(2-# & X )s s

A A RGSEA)VDAN R T RQIEH)Z AkA KR
FORMANZABR(ENF) REDETBTHHEIIFRER
B -REMERNRT - BRABPTUGE R M RERRSE

Kip e » B KB M L REAETAREZEALLESY

ExgEaBE-

EE 1352 2 (50%) -
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84732

'"H-NMR (400 MHz, CDCl5)8: 1.69-1.74 (m, 1H), 1.87 (br, 1H),
1.95-2.02 (m, 1H), 2.80 (dd, 1H, J=11.7 Hz, 5.7 Hz), 2.84-2.91
(m, 4H), 2.96-3.05 (m, 1H), 3.10 (dd, 1H, J=11.7 Hz, 8.2 Hz),
4.48-4.56 (m, 1H), 7.61-7.63 (m, 1H), 7.66-7.73 (m, 2H),
8.01-8.04 (m, 1H) -

W E 13

& & (38)-3-[N- ¥ & -N-(2-# £ X )# & & & £ ]-1-[[2-
(3,45-Z F A A XK )b wg -4- K 1F £ b & g
e Me
B (YN
MeO \$ gﬂne
OzNiG
(38)-3-[N-F 2 -N-(2-#5 £ X)# i & B &£ ]wb % w2 (135 %
A)BEA-RF HR-2-3,4,5-Z F & & X £)wb o (1392 £ )F A
e FH2A ZAEFXBE > TEARZEILAY 256

2
2 ah oo

EF 1 247T% % (96%) -

'"H-NMR (400 MHz, CDCl;)8: 1.80-1.87 (m, 1H), 2.15-2.30 (m,
2H), 2.52 (dd, 1H, J=10.5 Hz, 8.2 Hz), 2.71 (dd, 1H, J=10.5
Hz, 8.2 Hz), 2.90 (dt, 1H, J=8.8 Hz, 2.9 Hz), 2.96 (s, 3H), 3.53
(d, 1H, J=13.9 Hz), 3.68 (d, 1H, J=13.9 Hz), 3.90 (s, 3H),
3.96 (s, 6H), 4.61-4.68 (m, 1H), 7.16 (dd, 1H, J=4.9 Hz, 1.2

Hz), 7.21 (s, 2H), 7.58-7.60 (m, 2H), 7.64-7.69 (m, 2H),

-39.
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7.99-8.02 (m, 1H), 8.58 (d, 1H, J=4.9 Hz) -

HmgE w14

& A (38)-3-F B & 1-[[2-(3,4,5-= F & & K & )wb w -4-% ]
T A& ]k vk we

Me

£ (3S)-3-[N- 7 & -N-(2-#5 % X )# & & & £ ]-1-[[2-
B a45-=ZF A AKX KA )mbwe4- A2 17 £k (242F %)%
LREGEH)ZERY > mABBES (94F )R BB (155
) REMASOC THRFAIIEHEASE - AROHF A
CELUE  BRERABR BB QM KRKER KARB Kk
B B R E S E R B AE - Rk eE#H X TLC

MARG-FTEQRO: DAEEHZ%  TARTEBEKRZE
Aibed o

A% 104% % (64%) -

'H-NMR (400 MHz, CDCl3)8: 1.32 (br, 1H), 1.56-1.64 (m, 1H),
2.11-2.17 (m, 1H), 2.38 (s, 3H), 2.44 (dd, 1H, J=7.4 Hz, 4.5
Hz), 2.50-2.55 (m, 1H), 2.66-2.75 (m, 2H), 3.20-3.26 (m, 1H),
3.66 (s, 2H), 3.90 (s, 3H), 3.97 (s, 6H), 7.21 (d, 1H, J=4.1 Hz),
7.25 (s, 2H), 7.64 (s, 1H), 8.59 (d, 1H, J=4.9 Hz) -

T3

& M (38)-3-[N-F K -N-[[2-(3,4,5-= F & % %X & )wb vz -4- 2 ]

84732 -40 -
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TAEEA]L[[2-G45-Z F AL XA )ub g -4- K ]F Xk

" owe vy BB OER B

Me
MeO 4HC|
N OMe
MeO 7 fD 7\
N~ YA OMe
N
Mée OMe

(3S)-3-F A& & -1-[[2-B45-Z F R A X £ )mb
At g2 (1042 )R 4-8 F £-2-3,4,5-= F & & X £)mt
RBSEA)A W EHI2HZ MR FXELS - FBRZ % 6HE
RA—BRFFHLCADERSE > TARLZHELOY LS E
A& 1518 % (68%)
'"H-NMR (400 MHz, A & & & & % % @] 2%, CDCL;)8: 1.89-
1.92 (m, 1H), 2.04-2.08 (m, 1H), 2.18 (s, 3H), 2.60-2.76 (m,
4H), 3.25-3.29 (m, 1H), 3.53 (d, 1H, J=14.3 Hz), 3.62 (d, 1H,
J=14.3 Hz), 3.64 (d, 1H, J=13.9 Hz), 3.73 (d, 1H, J=13.9 Hz),
3.89 (s, 6H), 3.95 (s, 6H), 3.96 (s, 6H), 7.20-7.21 (m, 2H),
7.23 (s, 2H), 7.24 (s, 2H), 7.61 (s, 1H), 7.65 (s, 1H), 8.59 (d,
1H, J=5.7 Hz), 8.60 (d, 1H, J=5.3 Hz) -
B 1S
& 1-[[2-3,4,5-Z F & A X A )mb vz -4- £ 17 £ ]~

-4- 7 B R

wh wE

bay

Me
MeO.

MeO B r\O\
N~ CONH,

84732 41 -
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N R 45 B E (385 A )R 4-RF £-2-3,4,5-= 9 &
%ﬁﬁwﬁQM%ﬁmw%wzzm@ﬁ%%é’Wiﬁ
1E R Eda a4k

A% 1.01% (87%) o

'H-NMR (400 MHz, CDCl3)8: 1.70-1.88 (m, 4H), 2.01-2.23 (m,
3H), 2.95 (d, 2H, J=11.0 Hz), 3.56 (s, 2H), 3.90 (s, 3H), 3.98

(s, 6H), 5.46 (d, 2H, J=16.3 Hz), 7.21 (d, 1H, J=5.0 Hz), 7.24

(s, 2H), 7.64 (s, 1H), 8.59 (d, 1H, J=5.0 Hz) -
o W
R 3-MEA-I-[[2-C45-Z FARLA XA )b -4-£]F £ ]
fwbwe = BB B
Me
MeO. 3HCI
N N
MeO N| P O\NHZ
H1-[[2-C45-Z FAA XA )mb g -4- £ ]F £ ] &b = o

¥

-4-F B MR (1922 )& K50 H) A LR (50% )z B 4 &
HZERF WmAE(ZACTEHEAL)®R]IRGB23E 4)

o

>

%
NEZBTHRH -—RBAL - ARG T AR BR
AsuAER > BARGER - ARERE KRR £ &K
HBAELLREAR MAZIRERLEERLAZBR
B TERAREHRR - BACECW TEYETE - S LT
AAT— % 8% -

EEC2IZR(ZHT)

84732 _42-
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Ll W
S R2-3A45-ZFARAA XK )EHA BB

Me
Me

A\ COH

N~

MeO

H2-CA5-ZFTRAXLX)ERA BB LEBEGI7TL)A L E
(A0Z )X RE T > mAI0%E A iL4r(2.424 ) R A M A
TR THESIF  BAE WmKRKERGH T pHIEAHZ
T B REKEGEIRAMALEY TR By §E G
B T A F — % & -

A& 1 2.60% (90%) o

] 4

& 4-[2-(3,45-= F ROA X KX )t =

[[2-345-Z FRAX K )b 4- R ]F A ]S G wbwe B R &

B o
oy Coom e
2
M0 CL ~ o
2-B345-Z TR AXAE)EA BB (722 £ )R 4-1 &
-1-[[2-(3,45-Z F A A X A )mber -4- R 1F £ ] & wb ez (117

EXA)VA W EHRIZ MR FXEE THEZHELLY > 25
RERLE

A& 1738 £(93%) -

'H-NMR (400 MHz, & & & 8 ] 3%, DMSO-d¢)5: 1.82-1.94

84732 43 -
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(m, 2H), 2.03-2.08 (m, 2H), 2.77-2.83 (m, 2H), 3.20-3.27 (m,
2H), 3.79 (s, 6H), 3.90 (s, 12H), 4.00 (br, 1H), 4.06 (s, 2H),
6.15 (s, 2H), »7.36-7.38 (m, 1H), 7.39 (s, 2H), 7.41 (s, 2H),
7.61-7.63 (m, 1H), 7.90 (s, 1H), 8.12 (s, 1H), 8.27-8.32 (m,
1H), 8.67 (d, 1H, J=4.9 Hz), 8.74 (d, 1H, J=5.1 Hz) -

oo E b

e R A-[(2-70 A K )md A B X ]-1-[[2-CB4,5-Z F A £ %X %)

b -4- K )T K]S &b

\ww

Me
MeO.

MeO Y T:l 02
hahe 'R e
H

4-F & -1-[[2-(3,4,5-Z F A A X K )wb e -4- £ 17 £ 15 &
b (467 € X )R 2-75 K K rx i £ (2442 £ )% 4o 8 # F 4|
10Tk 2 48R F XNMEE > TERZEALESY -

AE X 4942 % (91%) -

g H19

& R A-[N-(2-7 & K)sgak & -N-[[2-(3,4,5-= F & & K & )mk
BT A B ATL-([2-3,45-Z F A A X A )b we-4-4 ]

TAIS AR

Me

84732 -44 -
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4-[(2-#4 % )%k & B B 1-1-[[2-(3,4,5-Z F & & % £ )t

-4 R]FT RN At (494 £ )R 4-RF £-2-3,4,5-= 7

o

FEXE)RQROTE L)AL T P2z BE # X 445
TAERAZRAA S Y o
AR D443F £ (61%) o

w
W
It
-
pa
i
It
pi
&
It
-
oo
%1
s
)
AN
5 -8
K
(=
3
2

OMe
MeO N UHOZC
N N OMe

4-[N-(2-75 & X )# 86 & -N-[[2-(3,4,5-= F & £ ¥ & )mt w2
4- R ]F K1 A]-1-[[2-C45-Z F R A X A )b oz -4-£]F
AN EMRUBEL)A L EHEN 4 HEFXEE - £
Bibm — P ERBREL > THIZHEILLLSY -
A% 103% % (24%) -
'H-NMR (400 MHz, & & & #& # #] 3%, CDC13)5: 1.44-1.53 (m,
2H), 1.87-1.91 (m, 2H), 2.15 (t, 2H, J=1.1 Hz), 2.57-2.64 (m,
1H), 2.82-2.85 (m, 2H), 3.59 (s, 2H), 3.78 (s, 6H), 3.89 (s,
12H), 3.90 (s, 2H), 6.63 (s, 4H), 7.24 (d, 1H, J=4.9 Hz), 7.29
(d, 1H, J=4.9 Hz), 7.35 (s, 2H), 7.37 (s, 2H), 7.76 (s, 1H),
7.85 (s, 1H), 8.53-8.56 (m, 2H) -

84732 -45.-
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R 2
B A-(T R P £)-1-[[2-(3,4,5-= F & &£ X & )wk vt -4-
A]F A]x Autwr

N
Nz '\O\NHCOZEt
#HI1-[[2-CB45- = FAREX A ) -4- £ | F £]5 &b
-4-F B e (528 R )AL B(I0EAH)R T H(10E )R & &
Bl ZER WAN[F(ZRCEAE)H]XBS84E L) RA4 W
EEBRBTHRHF -—RBEAE  LERGH T wAfafoey s g
MR ER S EAXARBER - FEBEAE KB > A& KRB
B EHXBRBAE RYYENnEZBEERE EHNAEKHE-TF
B2 (20 D& Espl it TARBEALLSY -
A E 566% % (96%) -
'"H-NMR (400 MHz, CDCl;)8: 1.21 (t, 3H, J=7.0 Hz), 1.40-
1.51 (m, 2H), 1.92 (d, 2H, J=10.9 Hz), 2.15 (t, 2H, J=10.9 Hz),
2.78 (d, 2H, J=11.6 Hz), 3.52 (br, 3H), 3.87 (s, 3H), 3.94 (s,
6H), 4.07 (q, 2H, J=7.0 Hz), 4.56 (br, 1H), 7.17 (d, 1H, J=4.9
Hz), 7.21(s, 2H), 7.59 (s, 1H), 8.56 (d, 1H, J=5.1 Hz) -
MR 2
A (F B A )-1-[[2-B45-Z F AA X A )mb e -4- £ ]F £ ]

/=,

75 5, wk v

84732 - 46 -
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Me
MeO.

MeO

a2 (100% £ ) & KTHF(S0Z ) B & © e A
4-(T R HEMEE)-1-[[2-C45-Z F AL XA )b -4-% 7
I55 & ok we (5662 %) & K THF(50& #) A& X & F o
REeVBER R ZBAH - ARG FTmABTY L

et

fLdgRIER > BALBRLEBEER - > H AHRE » LBk
BRI EB M EEBRBAR BRYEYWBELSHTBEREWN
MMBG-Re Ty TEO: DTARZELEY 2% 6
woe

AR 3T9%F % (78%) »

'H-NMR (400 MHz, CDCl;)3: 1.36-1.46 (m, 2H), 1.89 (d, 2H,
J=12.5 Hz), 2.10 (dt, 2H, J=11.5 Hz, 1.1 Hz), 2.35-2.43 (m,
1H), 2.43 (s, 3H), 2.86 (d, 2H, J=11.6 Hz), 3.56 (s, 2H), 3.90
(s, 3H), 3.97 (s, 6H), 7.21 (d, 1H, J=5.1 Hz), 7.24 (s, 2H),
7.64 (s, 1H), 8.59 (d, 1H, J=4.9 Hz) -

2 E vl 22
ERN-[[2-C45-Z PAEA XA ) w-4-%|F AL ]-4-# 2 =
Bf 4 N & b w2 BR

Me
MeO

MeO T N
S

84732 -47 -
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WL B4 Bk B (12.0% )R 4- 8 F & -2-(3,4,5-
ZFPRAEXA)R R (1232 )X e B H2 28R # X &
o TAHEREZALESY -

EE 190 (EHE) -

'"H-NMR (400 MHz, CDCI;)8: 1.68 (t, 4H, J=5.6 Hz), 2.48 (br,
4H), 3.50 (s, 2H), 3.82 (s, 3H), 3.86 (s, 4H), 3.88 (s, 6H), 7.13
(d, 1H, J=4.9 Hz), 7.17 (s, 2H), 7.57 (s, 1H), 8.51 (d, 1H,
J=4.9 Hz) -

B E #23

A 1-[[2-(3,4,5-Z F KA Xk )mbwg-4-£1F &£ ]-4-% £ 0k

v B -

Me
MeO.

MeO B l\(l
N2 o

HI1-[[2-CA45-Z FRAA XK )bk -4-£ 17 £ ]-4-44 2 =
BF 48 55 B vk w2 B (19.0 )3 THF (200 & # )hw A 1 M & (200
EH) REMEIC THH - K BER2MEAE G L+ 5
EATERTEER - FHRBAB AL Ao KE®BH LS
BREARE - RGO MENIZBERE F AL G-T 8
(40 D& Z R - RELHAEDZI ARG L AR AL AL
Aibe Y o

A E 15.0%(75%) -

u\

'H-NMR (400 MHz, CDCl3)8: 2.48 (t, 4H, J=6.1 Hz), 2.79 (t,

84732 -48 -
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4H, J=6.0 Hz), 3.69 (s, 2H), 3.89 (s, 3H), 3.96 (s, 6H), 7.24 (s,
2H), 7.26 (d, 1H, J=4.9 Hz), 7.66 (s, 1H), 8.62 (d, 1H, J=4.9

Hz) -

K F 2

AR L-[[2-3,4,5-Z F A A X K )b we -4-K]F K ]-4-55 & ok
o B

Me

0 o
N~ 0

MeO.

MeO

4-X B ook BB B B -k A 4 30745 )R 4-A F A
-2-(3,4,5-Z % A A K E)wb % (2.94 % )k 4= B ) 27 it 2 48
BaZA @b TEAREZHELESY -

A% 1 3.55%(99%) o

ot w2

& AA(F B E)-1-[[2-G45-Z2 F REX L)k -4-£]7 £] @
7N & vk e

MeO.

MeO ® UM
Nz N Me
H

H1-[[2-C4,5-Z FRAA XK )b -4-£1F £]-4-% & »
B (1.00E )R 1,2-— R 2 (608 FH )2 5 & m A30%F fik

CV'

ALEBE(S0Z )R ZCEma L aMILan(1.665)2 K% B

84732 - 49 -
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S ETBTREING Bl b BARELE - KinE H
GH b BEARGER - ARBAB KKK £ 5 KAER
B EHR O BAE - RGMBELDEERRK - A A R4 -
TR (40 1 1) A K AR M AL A 4 -

A& 640E % (62%) -

% F ] 26

S AR3-3.45-ZF AAER)

3,45- = F R AKX AMB 3.74)R3-2 X F 8 ¢ B (4.02
AV A B E TS I EZ AR FRXES > AL REHILS
My o
A E 1 509% (92%)

'H-NMR (400 MHz, CDCl;)8: 1.42 (t, 3H, J=7.1 Hz), 3.90 (s,
3H), 3.94 (s, 6H), 4.41 (q, 2H, J=7.1 Hz), 6.79 (s, 2H), 7.50 (t,
IH, J=7.8 Hz), 7.73 (dt, 1H, J=7.1 Hz, 1.5 Hz), 8.01 (dt, 1H

b

J=7.8 Hz, 1.4 Hz), 8.23 (t, 1H, J=1.8 Hz) -
=R 2
EMR3-345-Z F R A XA )X F B

3-CAS-ZFTAEARXA)RFTROE(1.19A )R B H 17

84732 -50-
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AR FRREE  TEREAALSY -
E R 986% £ (91%) -

A & 4-[N-F % -N-[3-(3,4,5-= 7 %
[[2-(3,4,5-= F & & X & )nb = -4-

BER:

. °

Me
MeO. OMe

MeO T UO
Nz N

3-345-Z FREAXAEA)R FER (1034 )& 4-(F B £ )-1-
[[2-3,4,5-Z F R A XK )mbwg 4- KX ]F A ] &b (1.32%)
A EHIZ MR ZXEE - A BB R - 88 5%
TAFEAIL A o
A& 1,445 (57%) °
'"H-NMR (400 MHz, »\ = H g 8 2] 3%, DMSO-de)s: 1.89 (d,
2H, J=11.7 Hz), 2.54-2.62 (m, 2H), 2.89 (s, 3H), 3.09 (t, 2H,
J=12.7 Hz), 3.43 (d, 2H, J=14.4 Hz), 3.76 (s, 3H), 3.78 (s, 3H),
3.88 (s, 6H), 3.91 (s, 6H), 4.34 (br, 3H), 6.91 (s, 2H), 7.33 (4,
1H, J=7.6 Hz), 7.47-7.51 (m, 2H), 7.54 (s, 2H), 7.60 (s, 1H),
7.71 (d, 1H, J=7.8 Hz), 8.55 (s, 1H), 8.68 (d, 1H, J=5.1 Hz) -
T 4 7
M A4-[N-F K -N-[5-3,4,5- = F A X A )b g -3-£ 1% £
AR ]-1-[[2-(3,4,5-Z F R A X A )mbwe-4- £ 17 £ 15 & ot

84732 -51-
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#IEY R BB
Me
CO,H
MeO. 2{| 2" oMe
OMe
MeO 1 AN [\O\HOZC
Nz

N l N OMe
Me N/

4-9 B & -1-[[2-(3,4,5-Z F R A X A )b wg -4-K]F X1~
Awbwr (1352 £)R3-A F £-5-3,4,5-= F & £ X X )wt
(1072 )R T H2x BB F XNMEE- 8 & Bdxidim =2
MEBRBE  THRECHRIEFEEALEGY -

A& 1 180% £ (58%) -

'"H-NMR (400 MHz, # g & A& & & %, CDCI;)5: 1.69-1.73 (m,

5‘3;

?ﬁu

2H), 1.82-1.85 (m, 2H), 2.03-2.08 (m, 2H), 2.25 (s, 3H),
2.48-2.51 (m, 1H), 2.97-2.99 (m, 2H), 3.56 (s, 2H), 3.67 (s,
2H), 3.90 (s, 3H), 3.91 (s, 3H), 3.94 (s, 6H), 3.98 (s, 6H), 6.76
(s, 2H), 7.22 (d, 1H, J=5.1 Hz), 7.24 (s, 2H), 7.62 (s, 1H),
7.80 (s, 1H), 8.50 (d, 1H, J=2.0 Hz), 8.60 (d, 1H, J=4.3 Hz),
8.69 (d, 1H, J=5.1 Hz) -

& E 28

AR 1-R-4-8-3,5-—F & X K
Me
MeO Br

AR BN OTE EA)AKQROZEH ) AR ZEH M £ 4-%

84732 -52-
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-2,6-= F RO K I (232% £)”A6.0 MB & B (2.5% )= %k
B ERF - Ehk‘#’i%i##w/\éi#ﬁ » N R AL (495 )R
RBBERQOEH)ZER - RERBAMWAE TR FTHHE3I0H
2 0 BAI00C F2 0 BRACEBUEBER - AHRE XS
o by BB S R IR R R R 0 B KRB M LS EEX
B -REMBEIZHREE AACK-THLEN: iR
Al TAERBEEILEY 28 &EH K -

AR 2308 £ (92%) -

o E #29

B4R -3,5-= F RA K L Ek

Me
C'IEL
MeO B(OH),

ERRAT  HBEH AL A-FEESZ £ KTHFQE )&
BrmAN1.57T MEET X425 % (0.8F )2 Wik > = £ &5
fe NG &R THF2QE )2 1-8-4-58-3,5- = F & £ % (160 %
R)VER > B AW EILAK-TFTEEL P20 414 0 i A M
ZRAEO.I8EH) BREMW BN HHIE20048 - R &R 2
Mk EE THEHFELNF  pHE B X4 MEH FZ3 - B

ROy

P

)
ZOCTHHFEIIN > BALHLEER - #HE LB ki
M ERRREBMNELLEBLEAR REYWELBRLE-TB®
TERER  TAEARBZEALSGY  Za&HK -

EE D90E £ (66%) -

i E 30

4.‘,

84732 -53-
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4-8-35-Z FAEXAMB(TASA)R2-R EHA BT
BE (039 )VREMEVIZHBRA T AN ES > TERBELSE
4y o
A& 8.55% (77%) -
'H-NMR (400 MHz, CDCl15)8: 1.45 (t, 3H, J=7.3 Hz), 4.03 (s,
6H), 4.45 (q, 2H, J=7.3 Hz), 7.32 (s, 2H), 7.80 (d, 1H, J=5.1
Hz), 8.27 (s, 1H), 8.83 (d, 1H, J]=5.0 Hz) -
oqmE 31
B 2-(4-R-35- = FREXRE)EZAREK -

Me

MeO B COH

2-(4-R-35- = FAEAXK)EHNBRBK B (8558 )% L 8
BOZ )X Bk > M A2MEA A LM (100 ) B A TR
304948 A o KEAIMBE ¥R TESED K T E
-THF(3 ' DRESEH T - A& KRBBEMNLEBREKE B A
BT AERAFEEALESY -
A& 7.20% (92%) °
'"H-NMR (400 MHz, CDCl;)3: 4.02 (s, 6H), 7.34 (s, 2H), 7.83
(d, 1H, J=4.9 Hz), 7.84 (s, 1H), 8.82 (d, 1H, J=4.9 Hz) -

84732 .54
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=% E # 3
e R2-(4-R-35-—_FAEXE)4-B AT Lok :

Me
Cl
MeO Y oH
N
H2-4-A-35-—FAAXA)EHABRB(T2045)& = 2 &

(56EH)ATHF(T0EH)Z kA EK > mAR T 8 ¢ B (2.8
EH)  REMAEZTER THRHFLINE > BBE - ZERT W
NBMALK(L2SA )N KRU@GEH)Z R R - RAMEERTHE
RHEAVDNT  BRABE - MmARKEZRLGHBEREHER - 4 &
BRIABRENE AR KREBMNELELEAE RO WED
BBEREN O AMARHG-FTEQRO: DE XK - FEE(LS:
DT & AR R L &4 o

A& 4.10% (60%)

'H-NMR (400 MHz, CDCI1;+DMSO0-dg)8: 4.01 (s, 6H), 4.76 (s,
2H), 7.20-7.35 (m, 3H), 7.78 (s, 1H), 8.62 (s, 1H) »

% E B3

B R2-(4-R-3,5-2F RARE)-4-RF Ak

MeO Y cl

2-(4-8-35-— FRAA XK )4-£2 X F L aber (4.10% )14
B EEFIZ AR FTREE > TAERAZE LAY -
AR 4.20%(96%) -

84732 -55-
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'H-NMR (400 MHz, CDCl1;)8: 4.02 (s, 6H), 4.63 (s, 2H), 7.26
(s, 2H), 7.29 (d, 1H, J=4.9 Hz), 7.72 (s, 1H), 8.69 (d, 1H,
J=4.9 Hz) -

o E 3
o 1-[[2-(4-A-3,5-—FAREX KX )sbwr-4- K7 L] &wt

R -4-F B R

Me

J
N CONH,

Cl

—

N

iy

o -4-F% B E (301 E )R 2-(4-8.-3,5-—F A £ %
E)-4-RF EAubeg (600 A )R EH22 AR 5 X184
E R RS -

A& T43% % (95%) o

) T

'"H-NMR (400 MHz, CDCl3)8: 1.75-1.90 (m, 4H), 2.07-2.25 (m,
3H), 2.94 (d, 2H, J=11.6 Hz), 3.57 (s, 2H), 4.02 (s, 6H), 7.24-
7.31 (m, 3H), 7.67 (s, 1H), 8.61 (d, 1H, J=5.1 Hz) -
HEH3

e ik 1-[[2-(4-8-3,5-= F A KX K )abwe-4- K ]F £ ]-4-(C
A A AN Ak w

MeO T I\O\
N& NHCO, Et

84732 -56-
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L-[[2-(4-8-3,5-= F AL X E)wb R -4- K ]F £ ]5v Qb
4-%BE(BEEL)A L EHEEHA200MEZIERAFT AR
W T A RAZHEA A -

B R I8TEL(ERE)-

'"H-NMR (400 MHz, CDCl;)8: 1.24 (t, 3H, J=7.1 Hz), 1.43-
1.59 (m, 2H), 1.96 (d, 2H, J=11.4 Hz), 2.19 (t, 2H, J=11.0 Hz),
2.82 (d, 2H, J=11.5 Hz), 3.56 (s, 2H), 4.02 (s, 6H), 4.10 (q, 2H,
J=7.1 Hz), 7.26 (s, 2H), 7.66 (s, 1H), 7.71 (dd, 1H, J=5.6 Hz,
1.0 Hz), 8.6 (dd, 1H, J=4.9 Hz, 0.5 Hz) -

o EH3

e & 1-[[2-(4-8-35- = F R A XK )mbwe-4-K]F £]-4-F
B & < B b owE

MeQ Ty '\O\
N2 N Me
H

1-[[2-(4-R-3,5-— FRA XK )wbwe-4-K]F X]-4-(T &
BABERE)SAMEBYZE LA )AL B HE T2 E F X
BRI T A RIFEALESY -
A& I95E £ (27%) -
'"H-NMR (400 MHz, CDCl13)5: 1.35-1.49 (m, 2H), 1.89 (d, 2H,
J=12.3 Hz), 2.11 (t, 2H, J=9.4 Hz), 2.38-2.45 (m, 1H), 2.44 (s,
3H), 2.87 (d, 2H, J=10.7 Hz), 3.57 (s, 2H), 4.02 (s, 6H),
7.23-7.29 (m, 3H), 7.68 (s, 1H), 8.61 (d, 1H, J=4.9 Hz) -

84732 57
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84732

OMe

Ak e -4-K]F K ]-4-F Ik
£)-4- R

Z B W

SEA)A2-(4-/-3,5-= ¥ x
EVA B W22 48 B & R & f
P TARTEH R -
A& % (75%) -

'"H-NMR (400 MHz, CDCl3)8: 1.60-1.90 (m, 4H), 2.06 (t, 2H,

¥
2 %
& B

=
B

i

Tz

B
3005
J=11.7 Hz), 2.26 (s, 3H), 2.45-2.55 (m, 1H), 2.97 (d, 2H,
J=11.3 Hz), 3.57 (s, 2H), 3.67 (s, 2H), 4.01 (s, 6H), 4.02 (s,
6H), 7.24-7.28 (m, 6H), 7.65 (s, 1H), 7.67 (s, 1H), 8.61 (d, 1H,

J=5.4 Hz), 8.62 (d, 1H, J=5.4 Hz) -

W E 37
A RA- (B -F & XM £)-1-[[2-3,4,5-= F & & X L )mb =
E]F £]-~ & wbwe
Me
MeOQ
OMe
e l\ N
weo S T
H
-58 -
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H1-[[2-CA45-ZFARA XK )wbeg-4-K]F £ ]-4-55 a4t
ZEQRAITHR)ATF KRUAOEF)ZIER > m AHf2-F XK
(900 £ )R % T H4A6.0) R4 EBARA—RKR > HFBEIL

HFBRERAE BREYHEATEMUOZTH)E ma #1L K
RQI6E X)) - RAVEZTBRTHHF2IE > BRAAETTREE -
REMBEATLRLE > ABRE Ef2KABRMNEXRAE
ARE RGN BELIDTBEETERN  AMARG-FTEGO1)
TERIFEILEGEWETERLELT -

A& 1 1.56% (55%)

'H-NMR (400 MHz, CDCl;)8: 1.48 (br, 2H), 2.05 (br, 2H),
2.20 (br, 2H), 2.86 (br, 2H), 3.23 (s, 1H), 3.58 (s, 2H), 3.74 (s,

3H), 3.91 (s, 3H), 3.97 (s, 6H), 6.58 (d, 2H, J=8.8 Hz), 6.77 (d,

2H, J=9.0 Hz), 7.22 (d, 1H, J=5.1 Hz), 7.26 (s, 2H), 7.64 (s,
1H), 8.59 (d, 1H, J=4.9 Hz) -

o E 38

B R2-345-Z FAARXRE)ABREK T E

Me
MeO.
O,Et
MeO s
N =

3,45-Z F A A X AN B (6942 2 )R2-8 A R B T B
(608ZE FZ VAW B HEHFIZAHBBRFTRARE T A RA2HEIL A
4y e

84732 .59.-



200407141

EE 799% 2 (7T7%) -

'"H-NMR (400 MHz, CDCl3)8: 1.10 (t, 3H, J=7.2 Hz), 3.89 (s,
9H), 4.19 (q, 2H J=7.2 Hz), 6.79 (s, 2H), 7.34 (dd, 1H, J=7.8
Hz, 4.8 Hz), 8.06 (dd, 1H, J=7.8 Hz, 1.7 Hz), 8.75 (dd, 1H,
J=4.8 Hz, 1.7 Hz) -

% 39

A R3-F A-2-(3,4,5- = F R A K A )b ¢

OMe
Me OH
MeO” {
N A
2-(3,4,5-Z F R A X A ) R B 2 B (4688 £) % 4n B 43

FH2Z MR FXRE > TEAREZHELEY -
A& 1293% % (72%) -
'"H-NMR (400 MHz, CDC1;)5: 3.90 (s, 9H), 4.72 (s, 2H), 6.83
(s, 2H), 7.32 (dd, 1H, J=7.9 Hz, 4.8 Hz), 7.92 (dd, 1H, J=7.9
Hz, 1.7 Hz), 8.62 (dd, 1H, J=4.8 Hz, 1.7 Hz) -
1 E 140
S R3-AF A£-2-3,4,5-ZF A& £ X L )mukbwr
Me

MeO N

3-8 F A -2-C34,5-Z FAA XA )R T (293F £ ) w &
WMEHFIZAETRARE  TARZHEILLEY -
EE 3T H(EHRE) -

84732 - 60 -
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B 49
& M 4-[N-(4- ‘?’ #£)-N-[[2-(3,4,5-= F & & X KX )b vz -3

AT A AL-L-[[2-CAS5S- = FAE KA )b -4-K]F K]

HA-(H42-FREEL)-1-[[2-G45-ZFRE XL )m =
A-E VT A S A (1398 £)&R 3-8 F £-2-(3,4,5-= F &
AXE)m (142 )R TCHGSEH)IBER > w5 B
(83 )R B iLIF (63 )  BRAMWATOC THIF — KB R
B o BRYMBENERT O ARBKEBRE » £ HKBEEKE LK
B AE RYMEENMERB SR AR L E-FE
20 N&EEEH - -MFIBHERBICR=ZBERESRE > TA
RAZBLEY  EXEHK -

A& 16E £ (8%) -

'"H-NMR (400 MHz, 2\ & & % & #] 3, CDCI13)5: 1.60 (br, 2H),
1.77(br, 2H), 2.09 (br, 2H), 2.93 (br, 2H), 3.45 (br, 1H), 3.54
(s, 2H), 3.73 (s, 3H), 3.90 (s, 6H), 3.91 (s, 6H), 3.96 (s, 6H),
4.34 (s, 2H), 6.65 (d, 2H, J=9.0 Hz), 6.71 (s, 2H), 6.74 (d, 2H,
J=9.0 Hz), 7.16-7.19 (m, 2H), 7.22 (s, 2H), 7.55 (s, 1H), 7.79
(d, 1H, J=7.0 Hz), 8.50 (br, 1H), 8.58 (d, 1H, J=4.9 Hz) -

84732 -61-
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‘4 10
& A4 IN-(4-F & ¥ £)-N-[[2-3.4,5-2Z F & & X £ )ub &

Me

4-(H 42 -F & KB £)-1-[[2-(3,4,5-Z F & £ X A )b &
EIP AN A= (1568 )%4-AF £-2-345- = F & A XK

-

)k ez (1.08E VA W B WO HEA F XA - A ¥k
EHBItRZBERE TAREITEHARIEZALESY
A& 1.17% (40%) -

N

o

'"H-NMR (400 MHz, A & g & & 2] 3%, CDCI;)5: 1.68-1.97 (m,

4H), 2.09-2.23 (m, 2H), 2.98 (br, 2H), 3.54-3.66 (m, 3H), 3.73
(s, 3H), 3.89 (s, 3H), 3.90 (s, 3H), 3.93 (s, 6H), 3.96 (s, 6H),
4.45 (s, 2H), 6.74 (d, 2H, J=9.2 Hz), 6.79 (d, 2H, J=9.2 Hz),
7.15 (s, 2H), 7.16-7.21 (m, 2H), 7.23 (s, 2H), 7.57 (s, 1H),
7.60 (s, 1H), 8.54 (d, 1H, J=5.1 Hz), 8.59 (d, 1H, J=4.9 Hz) -
B/ g 4l

b R3-(3,4,5-2 F R A& K &)Y 8

84732 -62-
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Moo OMe
e
MeO O OH
3-3,4,5-Z VTR AXA)E PR OB G094 )A & #& F
B2z R FRXREE  TERBEEALEY -
A& D 4.25%(97%) ¢
'H-NMR (400 MHz, CDCl;)8: 1.87 (t, 1H, J=6.0 Hz), 3.89 (s,
3H), 3.92 (s, 6H), 4.76 (d, 1H, J=5.6 Hz), 6.77 (s, 2H), 7.34 (d,
1H, J=7.4 Hz), 7.42 (t, 1H, J=7.5 Hz), 7.48 (d, 1H, J=7.6 Hz),
7.55 (s, 1H) -
o E Bl 42
& R3-345-=Z FAEAXE)FEAR
Moo OMe
e
MeO O cl
3-CBA45-=ZFAEAXKR)FE(Q21 8 )R HH T H 3248
Bl Z ARE > TAERZAALEY -
E & 1893% £ (69%) °
'H-NMR (400 MHz, CDCl3)5: 3.87 (s, 3H), 3.90 (s, 6H), 4.62
(s, 2H), 6.75 (s, 2H), 7.33 (d, 1H, J=7.6 Hz), 7.39 (t, 1H
J=7.7 Hz), 7.48 (d, 1H, J=7.6 Hz), 7.54 (s, 1H) »

b

11

B M 4-[N-(4-F 8K KX )-N-[3-(3,4,5-= F A X X %X)F Xk

84732 -63-
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EI-1-[[2-G.4,5-Z F R A X A)mbok -4-%]F £]x At %
— BB
Me
Me OMe
OMe
MeO a N 2HCI
N A O\N O OMe
i(?l:/le
4-( 42 -F A KB A)-1-[[2-(3,4,5-= F & & K XK )b v -4- ®
EIF A]NAs (1398 £)&3-(3.4,5-Z PR AKX K)¥ £

=2
RIMBZE L)AL TEHIZTHARTAEE BOERI T E R

Bl —BERE TAREITEHRIEALS

A E 52% % (22%) -

'"H-NMR (400 MHz, £ & & #&# A 3%, CDCl13)8: 1.77-1.92 (m,

5H), 2.14-2.20 (m, 2H), 2.95-3.00 (m, 2H), 3.58 (s, 2H), 3.72

(s, 3H), 3.88 (s, 3H), 3.89 (s, 6H), 3.90 (s, 3H), 3.96 (s, 6H),

4.47 (s, 2H), 6.70 (s, 2H), 6.74-6.83 (m, 4H), 7.20 (d, 1H, @@
J=7.4 Hz), 7.23 (s, 2H), 7.25-7.27 (m, 1H), 7.33 (¢, 1H, J=7.4

Hz), 7.38 (d, 1H, J=8.7 Hz), 7.43 (s, 1H), 7.62 (s, 1H), 8.59 (d,

1H, J=5.1 Hz) -

W E 43

A Mm6-3,4,5-Z F AKX XA )HRBEE CEg -

Me
MeO.

MeO
CO,Et

84732 64 -
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3,45-Z F A A XA ME (1165 )R 6-5 % i 8 ¢ 8 (1.02
ﬁ,)u'}znﬁiﬁ’ﬁ Bl1pr i 2 48 B & X 48 & T & & 428184
4 o
A& 1.42% (82%)

'"H-NMR (400 MHz, CDCl;)8: 1.43 (t, 3H, J=7.2 Hz), 3.92 (s,
3H), 3.98 (s, 6H), 4.44 (q, 2H, J=7.2 Hz), 7.32 (s, 2H), 7.76 (d,
1H, J=8.3 Hz), 8.33 (dd, 1H, J=8.2 Hz, 2.2 Hz), 9.26 (d, 1H,
J=2.2 Hz) -

R b4

A RS- T A-2-3,4,5-Z F A& XK )mbwr ¢

Me
MeO

MeO | N

6-3,45-Z TR A XK )F R CE658 £ )X i #
FH2Z AR FTARE  TERZALEY -
A & D A482% % (85%) -
'H-NMR (400 MHz, CDCl3)8: 3.91 (s, 3H), 3.97 (s, 6H), 4.76
(s, 2H), 7.23 (s, 2H), 7.68 (d, 1H, J=7.4 Hz), 7.78 (dd, 1H,
J=7.4 Hz, 2.3 Hz), 8.63 (d, 1H, J=2.3 Hz) -
w1 E 45
B RS-A T A-2-(3,4,5-ZF A& KK )ub ot ¢

Me
MeO.

MeO | N

84732 -65-
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S-f8 B K -2-(3,4,5-= F A & X K)ok % (6858 %)% 4w )
WEHAIZAARTXARE » TAEREZALEY -
AR I17% i(ijﬂ;}%}“‘ﬁ

B 12
& M 4-[N-(4-F 8 K & )-N-[[2-(3,4,5-= F & & X £ )wb =
S5-K Y R IR A ]-1-[[2-B,4,5-Z F A A X A )mb e -4-2£ ] F

4-(H A -F X B K )-1-[[2-(3,4,5- = F & & X & )mb & -4-
A]F AN Ak (1398 £)RS-R T £-2-345-=F & £

AE)M (42 EA)R BT HFIZHBE F X ELS - % 6%
T EHERBILRZBERE s TEARZTEH R ZHAS

My o

AR 13% 2 (5%) -

'H-NMR (400 MHz, X § & # # 8] %, CDCl13)8: 1.76 (br, 2H),
1.88 (br, 2H), 2.14 (br, 2H), 2.97 (br, 2H), 3.51 (br, 1H), 3.57
(s, 2H), 3.73 (s, 3H), 3.89 (s, 3H), 3.90 (s, 3H), 3.94 (s, 6H),
3.96 (s, 6H), 4.42 (s, 2H), 6.78 (br, 4H), 7.20 (br, 3H), 7.23 (s,
2H), 7.57-7.70 (m, 3H), 8.58-8.60 (m, 2H) -

B E 46

84732 - 66 -
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B mS-(3,45-Z FRARE )M B &

Me

345-Z T A EXEKXKEMBE (6364 )R5-2A B T & (6.90
A B mEHIZEABETARE > TERERALEY -
A& 1T7.19%(76%) °
'H-NMR (400 MHz, CDCl3)8: 1.44 (t, 3H, J=7.1 Hz), 3.91 (s,
3H), 3.95 (s, 6H), 4.46 (q, 2H, J=7.1 Hz), 6.79 (s, 2H), 8.44 (t,
1H, J=2.1 Hz), 8.96 (d, 1H, J=2.1 Hz), 9.18 (d, 1H, J=1.8
Hz) -

R B4
bSR3 T A-5-3,4,5-Z F A A KA )b

Me
MeO

MeO | N OH

5-BA45-Z FAREXXE)A BB CE (7198 )R & & #2
zZHBEFZARE > TEREEALEY -
A& 1 3.83%(61%)
'"H-NMR (400 MHz, CDCl;)5: 3.88 (s, 3H), 3.89 (s, 6H), 4.39
(br, 1H), 4.80 (s, 2H), 6.72 (s, 2H), 7.89 (t, 1H, J=1.2 Hz),
8.47 (d, 1H, J=2.1 Hz), 8.63 (d, 1H, J=2.2 Hz) -
R 5148

84732 -67 -
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S R3-A T A-5-3,4,5-Z F RA K K )ubwe

Me
MeO.

MeO | cl

2\ /

3-58 F B -5-(3,4,5-Z F A A X A )b (2.85%5 )0 e B
EH3IZMBAFTRANRE  TEAKREALLEY -
A& 1974 (65%)
'H-NMR (400 MHz, CDC1;)8: 3.90 (s, 3H), 3.94 (s, 6H), 4.67
(s, 2H), 6.75 (s, 2H), 7.87 (t, 1H, J=2.1 Hz), 8.59 (d, 1H,
J=2.0 Hz), 8.76 (d, 1H, J=2.1 Hz) -
% 4] 13
& A 4-[N-(4-F 2 X X )-N-[[5-(3,4,5-= F & &
3.7 KR A-1-[[2-CBAS5-ZF AA KX K )wbwe-4-K 17

Al Awbwg = B B B
Me
MeO. Me
Me
N A N S OMe

OMe

4-(H 4 -F BRI A)-1-[[2-(3,4,5-Z F R A KK )wbwg-4-
A]F AN A= (1392 )R- F £-5-3,4,5-= 7 & £
XA YRR (I4ZE E )R ERIZHE FTRELS - 89 E#
ZHEHTHROUR=ZBRYE  TARLIREHNRIFAL

84732 - 68 -
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&t oo

BE 4B A (5%) -

'H-NMR (400 MHz, 7 & & f& & #l 3, CDCL;)8: 1.73-1.75 (m,
2H), 1.88 (d, 2H, J=11.3 Hz), 2.13 (t, 2H, J=11.3 Hz), 2.96 (d,
2H, J=11.5 Hz), 3.50 (br, 1H), 3.55 (s, 2H), 3.72 (s, 3H), 3.88
(s, 3H), 3.89 (s, 9H), 3.96 (s, 6H), 4.45 (s, 2H), 6.65 (s, 2H),
6.76 (4, 2H, J=9.6 Hz), 6.80 (d, 2H, J=9.4 Hz), 7.20 (d, 1H,
J=5.3 Hz), 7.22 (s, 2H), 7.59 (s, 1H), 7.67 (s, 1H), 8.50 (s, LH),
8.59 (d, 1H, J=4.7 Hz), 8.62 (s, 1H) -

oW E P49

&% 2,6-= F A K -4-m By

MeO |
#}5-8-123-Z FAAXG2H)RA1,2-— & 2% (40% 5)
ZERF MARILE(1.64) REMAEGCT T H 4] 8
BABR BREMWEAIMAAILMKRIER » F AT Bk -
KB BB EARGFER - FHEEBERBRE > £&KR
BMELXBERRBEALERFALEG D EGEDIRH R
A& 1.0% (31%) -

% E 50
SR 13-—F & A-5-8-2-B2 /& 1 K

>_ OMe
MeO i M

84732 -69 -



200407141

$#2,6-— F f & -4-28 (1.0% )R 2 8 47 (938 % % )7 DMF
(10ZH)Z Bk > MAEREBGOTHI) BASHE60C
T‘a‘+3'l\ﬂ%¢ﬁ}ﬂ< M LB LERKEREY T B A
WE o OABRE S EEKBEBMN ESEEERE - RD Yk
mEBBEEAREMNATK-CRTEG: Daxts > T4
AR AL A4 o

A& 788% % (72%) -

M E B 51

BEM3IS-ZFTRA-4-ERAL KL

>_ Me
MeO: E‘B(OHz)

13- = F R A-S5-#-2-ERF AKX KXKQ258 )% & # F 427
ZAAEFTRRIE S TAERZHEAISY -
A& 1.23% (74%) -
B E 52
BR2-35- 2 FRA4-ERAA XA )EH BB 8
Vo
MeO

B CO,Et
N~

HI3S-—FRA4-ZERAAXEMB(1.234)R2-4 8
A LEO0ISE)ZTERY  REBEHIZARF X E
& TAERBEALSY -

A& 1 1.57%(89%) o

84732 -70 -
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'"H-NMR (400 MHz, CDCl3)8: 1.33 (d, 6H, J=4.9 Hz), 1.44 (t,
3H, J=7.1 Hz), 3.95 (s, 6H), 4.42-4.49 (m, 3H), 7.29 (s, 2H),
7.75 (dd, 1H, J=4.9 Hz, 1.4 Hz), 8.24 (s, 1H), 8.80 (d, 1H,
J=4.9 Hz) -

o EpS3

>_ Me

2-35-—mFAA-4-ZER AKX
VA e B MK 2PF 2 48 B R
A& 1.274(92%)

'"H-NMR (400 MHz, CDC1;)8: 1.32 (d, 6H, J=6.1 Hz), 3.93 (s,

el

R)E A MK CE(1.57%)
A ARBALE Y -

g\,x
2
o
b
4

6H), 4.45 (=%, 1H, J=6.1 Hz), 4.81 (s, 2H), 7.20 (d, 1H,
J=5.1 Hz), 7.23 (s, 2H), 7.68 (s, 1H), 8.62 (d, 1H, J=5.1 Hz) -
B EpS

AR T EA-2-C5- = FAX-4-BFRHEAXK )b w

Z =

2-3,5-=FRE-4-EREAXRK)4-2F Aabwg (1.495%)
A BB EF3Z M FRAREE > TAEREEALSY -
A& 1334 (84%) o

'"H-NMR (400 MHz, CDCl3)5: 1.32 (d, 6H, J=6.2 Hz), 3.94 (s,

84732 -71-
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6H), 4.45 (& %, 1H, J=6.1 Hz), 4.61 (s, 2H), 7.23-7.26 (m,
3H), 7.69 (s, 1H), 8.66 (d, 1H, J=5.1 Hz) »

' HSS |

& A 1-[[2-(3,5-= F & A -4-

piit:

AR KK )w g -4-K]F
& ]-4-1F & = BF &8 5% & it

*ﬁy
i Qﬁ

4-8F A-2-(3,5-=F

EB%
|

Y EHAXE ) (643% 1)
BAfb O B Hg4- Ak EA(287E A ) B H2Z 4R F
XBe > TEAREALSY -
A% 818% £ (95%) -
'"H-NMR (400 MHz, CDCl3)8: 1.32 (d, 6H, J=6.1 Hz), 1.78 (t,
4H, J=5.7 Hz), 2.57 (br, 4H), 3.49 (s, 4H), 3.59 (s, 2H), 3.94
(s, 6H), 4.44 (&%, 1H, J=6.1 Hz), 7.21 (d, 1H, J=5.1 Hz),
7.23 (s, 2H), 7.65 (s, 1H), 8.59 (d, 1H, J=5.1 Hz) -
4K 56
&R 1-[[2-CB5-= FREA-4-BRARXEA )b w 4-K 17
& 1-4-75 & w2 ER

Me

MeQ oS '\(:\L
N A~ 0)

1-[[2-B,5-—=F R KX-4-ZR A XA )b -4-K 17 £ 1-4-
L BN AR EASISE A )A w B B T H 2324 A F

84732 -72 -
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XE®E > TAEREFALEGSY -

EFE T17% 72 (98%) -

'H-NMR (400 MHz, CDCl3)8: 1.32 (d, 6H, J=6.2 Hz), 2.50 (t,
4H, J=6.1 Hz), 2.81 (t, 4H, J=6.1 Hz), 3.69 (s, 2H), 3.95 (s,
6H), 4.45 (&%, 1H, J=6.2 Hz), 7.24 (s, 2H), 7.25-7.27 (m,
1H), 7.68 (s, 1H), 8.63 (d, 1H, J=5.1 Hz) -

2 E ST
R A-(H42-F A
E)ywbeg-4-K]1F K] @b -

Me
Yo
OMe
we Y ) KT
N Z N
H

1-[[2-C5-—FRA4-ZRmAXKE)wbwe-4-K]17 £ ]-4-
N AWM REGOZT A)AH L -F A A (1238 £)% o & #
EH3TZMA T EE TEREZEALEY -
E & 1307% £ (69%) -

e R)-1-[[2-B5- = FARE-4-ZRAX

'"H-NMR (400 MHz, CDCl3)8: 1.32 (d, 6H, J=6.3 Hz), 1.46-
1.52 (m, 2H), 2.00-2.24 (m, 2H), 2.22 (t, 2H, J=11.1 Hz), 2.86
(d, 2H, J=12.1 Hz), 3.18-3.28 (m, 1H), 3.58 (s, 2H), 3.74 (s,
3H), 3.94 (s, 6H), 4.40 (&%, 1H, J=6.3 Hz), 6.58 (d, 2H,
J=6.6 Hz), 6.78 (d, 2H, J=6.6 Hz), 7.20 (d, 1H, J=5.1 Hz),
7.24 (s, 2H), 7.64 (s, 1H), 8.59 (d, 1H, J=5.1 Hz)

= 5 14
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% ]-4-[N-[[2-(3,5- = F & % -4- %

I
)
ol
It

E]-N-4-FaRAEX )V EEX]Savt =B R B

Me
0. Me
weo SN e X
N A N S OMe
J; |/N

OMe

4-( 4 -F R KX A )-1-[[2-CB5-=FAE-4-EARAXE)
bvE -4-R]F R ]S A2 (307E L)R4-R F £ -2-(3,5-=
¥ A A-4-BERAXE)RRQIIE L)X T H OB F
RS MBI aEBRAGILR=ZBRE > T A KREZEAEAL
thbETEHR -

A& 230%F % (46%)

'"H-NMR (400 MHz, CDCl;)8: 1.31 (d, 6H, J=3.3 Hz), 1.32 (d,

6H, J=6.8 Hz), 1.70-1.92 (m, 4H), 2.10-2.20 (m, 2H), (@@
2.92-3.01 (m, 2H), 3.56 (s, 2H), 3.73 (s, 3H), 3.85-3.95 (m,

1H), 3.90 (s, 6H), 3.93 (s, 6H), 4.39-4.49 (m, 4H), 6.73 (d, 2H,

J=4.8 Hz), 6.78 (d, 2H, J=4.8 Hz), 7.14 (s, 2H), 7.15-7.20 (m,

2H), 7.23 (s, 2H), 7.58 (s, 1H), 7.60 (s, 1H), 8.53 (d, 1H,

J=5.1 Hz), 8.58 (d, 1H, J=5.1 Hz) -

o fE BlS

B RA-FIEE-T-[[2-C45-ZFRARE )nbww-4-K]-F X

5 & vtk e
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MeO.

MeO X r\O\
N = N/\@
H

1-[[2-(3,4,5-Z F R A X K )mb g -4- K ]F K ]-4-55 &b we
BR(140E )R ¥ I (0518 ) e B H B HI3TH i 2 48 B F &
A TARBEALEY  EXEEBT -
A& 1 1.20% (68%)
'"H-NMR (400 MHz, CDCI;)8: 1.40-1.60 (m, 2H), 1.88-2.09 (m,
5H), 2.54 (br, 1H), 2.82-2.85 (m, 2H), 3.52 (s, 2H), 3.80 (s,
2H), 3.89 (s, 3H), 3.95 (s, 6H), 7.18-7.31 (m, 8H), 7.64 (s, 1H),
8.57 (d, 1H, J=5.1 Hz) -
E 15
A A% 4-[N-F & -N-[[2-(3,4,5-= F & £ X A )b w -3-%]-
AEAI-[[2-C45-Z FAEARXE )k -4- A ]F X ]~ &

-

0

A

whowe v B OER B

Me Me

4-F B A -1-[[2-B45-Z FAEA XA ) w-4-£]F £ ]
Bt (134 R)A3-RF A-2-3,45-Z F A& X A )ub =%
Ko

(I4ZA)A T HIZ AR TN GBE -FFHa g EREL
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REBBEBE TARFEALEWEREN K o

B & A43F 72 (17%) °

'"H-NMR (400‘MHz, VA B W RE & Bl &, CDCl3)8: 1.63 (br, 4H),
1.87 (br, 2H), 2.39 (br, 1H), 2.88 (br, 2H), 3.49 (s, 2H), 3.57
(s, 2H), 3.68 (s, 2H), 3.86 (s, 6H), 3.88 (s, 3H), 3.90 (s, 3H),
3.96 (s, 6H), 6.60 (s, 2H), 7.17 (d, 1H, J=5.1 Hz), 7.22-7.29
(m, 8H), 7.56 (s, 1H), 8.02 (d, 1H, J=8.0 Hz), 8.50 (d, 1H,
J=6.4 Hz), 8.58 (d, 1H, I=5.1 Hz) »

T 16

A M 4-[N-F K -N-[[2-3,4,5- = F & X X E)mbwg-4-K]F %]
fr & 1-1-[[2-C45-=Z FRAE XA )b w-4- K ]7 A ]x awn

vE Vg B OER B

Me Me
MeO. OMe
4HC\
N
SO
Me NoZ N > OMe
J ‘ N

4-%F B K -1-[[2-3,45- = F A A X E)mbwg-4-2 17
A (2302 L)RA4-AF A-2-345-= F RAE XL )wbw
(IS8E A )VREHIZHMEA FT XL - m Bz
REBERBE ATAERBEEALEH IR EH K -
AR 112% % (47%) °
'"H-NMR (400 MHz, 2 g & #&# 2 &, CDC1;)8: 1.69-1.85 (m,

4H), 1.93-1.99 (m, 2H), 2.56 (br, 1H), 2.93-3.00 (m, 2H), 3.51

84732 -76 -
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(s, 2H), 3.71 (s, 2H), 3.74 (s, 2H), 3.90 (s, 6H), 3.96 (s, 6H),
7.18-7.32 (m, 9H), 7.38 (d, 2H, J=7.1 Hz), 7.59 (s, 1H), 7.68
(s, 1H), 8.56 (d, 1H, J=5.1 Hz), 8.60 (d, 1H, J=5.1 Hz) -
417

& & 4-[N- ¥ & -N-[3-(3,4,5- = F &
B 1-1-[[2-(3,4,5-2 F £ & % &)k % -4-

Y
= i
-8

g
Ml v
bty }'\Fﬁ'
&
A

—B®RB

MeO

Me
: ‘OMe
MeO X U 3HCI O OMe
‘ N ©/Il\l O OMe

4-F PR A -1-[[2-34,5-Z F R A X X )b e -4- K17 X ]~
At (1348 £)R3-34,5-Z FAAEA XA )T AR (1142 %)
A BEHIZHAR TR EES AdERIFEHTHALR=
BRE TAHERBEALEY EZFEH

A EATE £ (18%) -

'"H-NMR (400 MHz, X A & #& # #] 3%, CDCl3)8: 1.70-1.86 (m,

o

.>|.\.

4H), 1.96 (br, 2H), 2.59 (br, 1H), 2.94 (br, 2H), 3.51 (s, 2H),
3.70 (s, 2H), 3.74 (s, 2H), 3.89 (s, 3H), 3.90 (s, 3H), 3.92 (s,
6H), 3.96 (s, 6H), 6.75 (s, 2H), 7.18-7.30 (m, 6H), 7.35-7.40
(m, SH), 7.56 (s, 1H), 7.60 (s, 1H), 8.58 (d, 1H, J=5.1 Hz) »

£ ) 18
A M 4-[N-F A -N-[[2-CB45-=Z F R A X X )mbw-5-4]1F %]
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Me

Z =

I Z OMe

e U 4HCI
4 N NN

OMe
OMe

4-F B A -1-[[2-B45-Z F A A X K )mbwg -4- % ]F
b2 (1342 L)AS-8 T A-2-C,45-=F AKX K ) =%
(MM4Z2 )X EHFIZTARATABEESA AR ganmgil
R BB TAERIBEEALEMEREH K o

A& 44z 7 (17%) -

'"H-NMR (400 MHz, X & ¥ % & 8] 3%, CDCl;)3: 1.81 (br, 4H),

e

1.96 (br, 2H), 2.55 (br, 1H), 2.96 (br, 2H), 3.52 (s, 2H), 3.69
(s, 4H), 3.89 (s, 6H), 3.95 (s, 6H), 3.96 (s, 6H), 7.19-7.32 (m,
8H), 7.36-7.38 (m, 2H), 7.61 (d, 2H, J=7.6 Hz), 7.69-7.73 (m,
1H), 8.59 (d, 1H, J=4.9 Hz), 8.63 (s, 1H) -

£ # 19

A R 4-[N-F 2 -N-[[5-34,5-=F A £ X E )b -3-£]F £ ]
& ]-1-[[2-345-= F A A XA )mb e -4-K]F £ ]55 &b
v HBOER B

Me

4HCI OMe
MeO N 0
N~ N B OMe
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4-%F B Rk -1-[[2-345-Z FRAE X K )mb e -4-K]F £ ]
Awbwe (1348 £)R3-RF A-5-345-Z F AKX XA )b =€
(1142 i)uﬁufwfwz#a ArREs AR T ERT
BlbRE BREE > TERBZALES  ZExEHK -

A& 120% % (10%) -

'H-NMR (400 MHz, »z & & f& & 8] 3%, CDCl;)5: 1.83 (br, 4H),
1.97 (br, 2H), 2.58 (br, 1H), 2.95 (br, 2H), 3.53 (s, 2H), 3.71
(s, 2H), 3.75 (s, 2H), 3.90 (s, 6H), 3.93 (s, 6H), 3.96 (s, 6H),
6.74 (s, 2H), 7.19-7.30 (m, 6H), 7.36 (d, 2H, J=6.8 Hz), 7.60
(s, 1H), 7.79 (s, 1H), 8.54 (s, 1H), 8.59 (d, 1H, J=5.1 Hz),
8.64 (s, 1H) -

o EH59

A 7% & )-4-[N-[[2-(3,45-= F A A X KX )wb %

FAE-2-(3,4,5-Z F A A X A )wkwx (18338 %)k 4 F # 257 i
ZHMEAZXEES ALERFEALEGH  EZxEHEER-
EFE 264F % (90%) °

'"H-NMR (400 MHz, CDCl13)8: 1.12-1.27 (m, 3H), 1.45 (s, 9H),

1.60 (br, 1H), 1.74 (d, 2H, J=12.9 Hz), 2.54 (d, 2H, J=6.6 Hz),

84732 -79 -
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2.69 (br, 2H), 3.87 (s, 2H), 3.90 (s, 3H), 3.97 (s, 6H), 4.03-
4.14 (m, 2H), 7.20 (d, 1H, J=3.9 Hz), 7.24 (s, 2H), 7.65 (s,
1H), 8.60 (d, 1H, J=4.9 Hz) »

oM F ) 60
Sk 1-(F =T & #K)-4-[N-F A-N-[[2-(3,4,5-=F & A X
E)mber-4-FL1F A ¥ E ] & wtee

0
%OAD\,’&% :‘N OMe

1-(% = T & # % )-4-[N-[[2-(3,4,5-= F & £ X £ )b =&

4- R TP A FRA]ISEAEREQR4Z 2 )Aw B HETH 11X
AR FRANRE  TERBZHEAILEGY  HFEeHEE -
A% 1STE % (58%) -
'"H-NMR (400 MHz, CDCl13)8: 1.00-1.09 (m, 2H), 1.43 (s, 9H),
1.65-1.70 (m, 1H), 1.79 (d, 2H, J=12.7 Hz), 2.21 (d, 2H, J=7.4
Hz), 2.23 (s, 3H), 2.69 (br, 2H), 3.52 (s, 2H), 3.89 (s, 3H),
3.96 (s, 6H), 4.07-4.13 (m, 2H), 7.20 (d, 1H, J=4.9 Hz), 7.24
(s, 2H), 7.64 (s, 1H), 8.58 (d, 1H, J=5.1 Hz) -
HEmEPO
& R A4-[N-F K -N-[[2-(3,4,5-= F A A X A )b we-4- £ ]F £ ]
fe ¥ A& ]55 &b w

HN Me N
N A OMe

OMe
OMe
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1-(% =T & #% #£)-4-[N-F £ -N-[[2-3,4,5- = F A A X %)
whoog -4- K ]F AP AN &mtee (152 £ )R B M F #1112
z*arﬂﬁiﬂﬁiiﬁ T A RIS SE K E R
A% 1 105% % (88%) -

'H-NMR (400 MHz, CDCl3)8: 1.00-1.10 (m, 2H), 1.60-1.68 (m,
1H), 1.80 (d, 2H, J=12.5 Hz), 2.03 (br, 1H), 2.20 (d, 2H, J=8.4
Hz), 2.21 (s, 3H), 2.58 (dt, 2H, J=12.1 Hz, 2.1 Hz), 3.05 (d,
2H, J=12.1 Hz), 3.51 (s, 2H), 3.89 (s, 3H), 3.95 (s, 6H), 7.20

(d, 1H, J=5.1 Hz), 7.24 (s, 2H), 7.65 (s, 1H), 8.57 (d, 1H,
J=5.9 Hz) »

b
=)

120

& B 4-[N-F & -N-[[2-(3,4,5-Z F £ & X £ )b ve-4- %17 &1
TR ]-1-[[2-(3,4,5-Z F R A& X Rk -4-R]F £]x &
wE

>4']

-

xR B

C\"

47

Me
MeO 2(COH)2

Me /N
MeO P I\O\/{“ < OMe

4-[N-F A -N-[[2-34,5-Z F A A X A )wbw -4- £ ]F %]
A FRAINEAEMRO6E L)R4-8F £-2-3,4,5-= F A&
XE)ME(TM3Z L)AL EH2ZHE FRXEL - TEKAEG
R EILR _ERER  FaehRIEALEY -
A& 11098 £ (40%) -
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'"H-NMR (400 MHz, » g v & # & %, CDCl3)8: 1.19-1.27 (m,
2H), 1.56 (br, 1H), 1.81 (d, 2H, J=11.1 Hz), 1.99-2.04 (m, 2H),
2.23 (s, 5H), 2.88 (d, 2H, J=11.1 Hz), 3.53 (s, 4H), 3.89 (s,
3H), 3.90 (s, 3H), 3.94 (s, 6H), 3.96 (s, 6H), 7.20 (br, 2H),
7.23 (s, 4H), 7.61 (s, 1H), 7.64 (s, 1H), 8.58 (d, 2H, J=4.9
Hz) -

Bt K 6

A % 4-(3,5-=F R & KB A)-1-[[2-3.45-=ZF AL X K)
b -4-35 ] F K ]5T gt

1-[[2-(3,4,5-Z F & A X K )wbwe-4-K]F K ]-4-5% & wbwE
(722% £ )0 4o 8 # & 4137
ZHMEFARE  TAEARBZHEILEY -
A% 1 800% £ (41%) °

¥®
Bl (14052 )& 3,5-= F & & X g

'"H-NMR (400 MHz, CDC1;)5: 1.40-1.90 (m, 2H), 1.95-2.50 (m,
4H), 2.93 (br, 2H), 3.31 (br, 1H), 3.65 (br, 2H), 3.72 (s, 6H),
3.88 (s, 3H), 3.96 (s, 6H), 5.76 (s, 2H), 5.85 (s, 1H), 7.20-7.35
(m, 3H), 7.73 (br, 1H), 8.60 (d, 1H, J=4.9 Hz) -

T 421

& & 4-[N-(3,5-= F & & X & )-N-[[2-3,4,5- = F A A K X&)
mhowe -3-k 1F B 1R R 1-1-[[2-(3,4,5-= F & & X B )nb s -4-

84732 -82-
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Me Me
MeO et M0 ove
N
MeO N|> IJN Ly
0L
MeO OMe
4-(3,5-=— W & A& K B X )-1-[[2-3,4,5-=Z F & & X £ )t
G4-EA P EA] S A& w (1488 )R 3-R 2 F & -2-(3,4,5-= ¥

AAXA)VMR(I4E L)AL ETHFAIZ MR TN ES - IF
ZHEBEYBLLRZBERE TAREALLIHERE
AE 298 £ (11%)

'"H-NMR (400 MHz, »X & W f& & #] 3%, CDCl3)8: 1.60-1.63 (m,
2H), 1.79 (d, 2H, J=11.7 Hz), 2.13 (t, 2H, J=11.4 Hz), 2.94 (4,
2H, J=11.3 Hz), 3.54 (s, 2H), 3.71 (s, 6H), 3.78-3.84 (m, 1H),
3.90 (s, 3H), 3.91 (s, 6H), 3.92 (s, 3H), 3.96 (s, 6H), 4.41 (s,
2H), 5.84 (s, 2H), 6.72 (s, 2H), 7.09-7.24 (m, 5H), 7.53 (s, 1H),
7.71 (d, 1H, J=6.6 Hz), 8.51 (dd, 1H, J=4.7 Hz, 1.6 Hz), 8.59
(d, 1H, J=4.9 Hz) -

oW 563

S R2-3,45- = F A A XL)K T BE T &
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3,4,5-= W & & K X BB (639% L) A 2-2 X TV B L B
(479 % }E)Miw%ﬁ? #llz B Z# XEE TERIZEALS
4y o
A E 655% £ (69%) -

'"H-NMR (400 MHz, CDC1;)3: 1.04 (t, 3H, J=7.2 Hz), 3.86 (s,
6H), 3.89 (s, 3H), 4.12 (q, 2H, J=7.2 Hz), 6.54 (s, 2H), 7.40-
7.42 (m, 2H), 7.51 (t, 1H, J=7.8 Hz), 7.77 (d, 1H, J=6.8 Hz) °
2 F Fl 64

& 2-(3,4,5-=Z 7 & & X EK)F BE .

2-(3,4,5- = F @ A X E )X T B (6552 L)k 4o B 1
Ep2zBAFZXRE > TEARBEALLY -
E R 630 A(ERET) -
'"H-NMR (400 MHz, CDCl3)8: 3.85 (s, 6H), 3.90 (s, 3H), 4.61
(s, 2H), 6.61 (s, 2H), 7.26-7.39 (m, 3H), 7.53 (d, 1H, J=6.8
Hz) -
HEEHO
A R2-B45-ZFRAARE)F AR
Meo e .
MeO
@

2-C45-ZFTAAXE)FTEHOI0Z )R BT H3IX
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MEFRNRE > THERFALEY -

A F 615% i(ﬁl )

'H-NMR (400 MHz, CDC13)8: 3.87 (s, 6H), 3.90 (s, 3H), 4.53
(s, 2H), 6.66 (s, 2H), 7.29-7.32 (m, 1H), 7.34-7.39 (m, 2H),
7.50-7.52 (m, 1H) -

T )22
A M 4-[N-(3,5- = F & £ X X)-N-[2-345-=F AL X X)
A1 AT-1-[[2-B45- = FAAA X X )sbw-4-K 17 X ]S

ok —BEKB

Me OMe
MeO. 2HCI MeO O OMe
MeO B I\O\
© e

4-(3,5- = F R & X B A)-1-[[2-3,4,5-= F & & X & )wh
g -4-3K1F K]S Ambee (148 £)K2-3,4,5-= FAEKXE)
¥FER(IUEZEAA R EAIZHRAFT XN ES - FFXEH & E
LR —BRE > TARBAEALESY  AFXEH K -

E % 208 % (8%) -

'"H-NMR (400 MHz, & & & & & #] %, CDC1;)8: 1.50-1.90 (m,
4H), 2.05-2.20 (m, 2H), 2.92 (br, 2H), 3.52 (br, 3H), 3.68 (s,
6H), 3.85 (s, 6H), 3.88 (s, 3H), 3.89 (s, 3H), 3.94 (s, 6H), 4.31
(s, 2H), 5.85 (br, 3H), 6.52 (s, 2H), 7.05-7.27 (m, 6H), 7.34 (s,
1H), 7.51 (s, 1H), 8.56 (s, 1H) «

84732 - 85-
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T 23
& AAIN-G,5-= F R &% £)N-[[2-3,4,5-2 F & & % &)
o -4- 1T B 1B E]-1-[[2-3,4,5-2 F & & % &)k & -4-

A]FPR]-Nante = BB

Me
MeO.
Me
MeO XN 3HCI OMe
o
MeO OMe .
4-(3,5-=— % & K X A )-1-[[2-(3,4,5-= F & & X & )w

g -4- K ]F R]N &b (1488 L)AR4-8 F £-2-(3,45-= F
FEXEMER(I4ZE L)AL EHIZHBRATANES - 8 9F
By et _BRE > T4 RZ2HALobWExrE

Sy
%ﬁ.

A FE 40%E £ (18%) -

'"H-NMR (400 MHz, & & t #& & #] 3%, CDCl13)5: 1.68-1.90 (m, ®
4H), 2.12-2.22 (m, 2H), 2.94-3.02 (m, 2H), 3.57 (s, 2H), 3.71

(s, 6H), 3.81-3.83 (m, 1H), 3.89 (s, 3H), 3.90 (s, 3H), 3.93 (s,

6H), 3.96 (s, 6H), 4.52 (s, 2H), 5.89-5.94 (m, 3H), 7.14 (d, 1H,

J=5.3 Hz), 7.16 (s, 2H), 7.20 (d, 1H, J=3.7 Hz), 7.22 (s, 2H),
7.54-7.60 (m, 2H), 8.55 (d, 1H, J=5.1 Hz), 8.59 (d, 1H, J=5.1

& R 4-[N-(3,5-= F & & X & )-N-[3-(3,4,5-= F & & X %)
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Me

MeO YN 2HCI OMe
Nz

4-(3,5- = F & £ X B £)-1-[[2-(3,4,5-= F & £ X £ )wt
4-R1F K] Ak (148 £ )R3-B3,4,5-Z FRAXK)
FERE(NLbZ2A)AEAIZTHBA ST ELS - 80 B %K
EmBitm — BB TEARBERALEHWEZTEHN KR -
A E 41E £ (16%) -
'"H-NMR (400 MHz, »A g ¥ f& & #] %, CDCI;)8: 1.78-1.88 (m,
4H), 2.16 (t, 2H, J=10.7 Hz), 2.96 (d, 2H, J=11.3 Hz), 3.56 (s,
2H), 3.70 (s, 6H), 3.73-3.84 (m, 1H), 3.87 (s, 3H), 3.89 (s, 6H),
3.90 (s, 3H), 3.95 (s, 6H), 4.54 (s, 2H), 5.95 (s, 2H), 6.71 (s,
2H), 7.19-7.26 (m, 4H), 7.31-7.39 (m, 3H), 7.42 (s, 1H), 7.59
(s, 1H), 8.58 (d, 1H, J=4.9 Hz) -
T 25
A B 4-[N-(3,5-= % & % £)-N-[[2-(3,4,5-= % & £ ¥ £ )mt
SRV AR AT-1-[[2-3,4,5-Z F A A X A )mbw -4-4 ]
FR]ISAMw =88R B
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Me
Me
MeO B I\CL 3HCI
N NN
N Z OMe
MeO OMe OMe
OMe

4-(3,5- = F A A& X B A)-1-[[2-(3,4,5-=Z F & A X &)t
w-4-R]F RA] S A w (1488 £)AS-R F £-2-(3,4,5-= F
AEAXE VM (I4ZE EZ)A W ERIZHEFTXNES - B Y

BRI xehBILR=—82RE  TARBEALELERE
2l

A E 23E £ (10%) -

'"H-NMR (400 MHz, »k & w & & &) 3%, CDC13)5: 1.64 (br, 2H),
1.82 (br, 2H), 2.10 (br, 2H), 2.94 (br, 2H), 3.48-3.60 (m, 3H),
3.64 (s, 6H), 3.82 (s, 3H), 3.83 (s, 3H), 3.87 (s, 6H), 3.90 (s,
6H), 4.46 (s, 2H), 5.85 (br, 3H), 7.05-7.24 (m, 6H), 7.53-7.54
(m, 2H), 8.51 (s, 1H), 8.54 (br, 1H) -

o E P66

B MR4-3,45-Z FRARXE)RN TP R T &

CO,Et

345- = F A A XA M B (2.0l 8 )&R4-2 X ¥ B ¢ 8B (2.29

84732 - 88 -
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A)VA B HEEHIZ MR TRXNES TERBEALEY -
A& D2.99%(95%) -
'H-NMR (400-MHz, CDCl;)8: 1.42 (t, 3H, J=7.2 Hz), 3.90 (s,
3H), 3.94 (s, 6H), 4.38 (q, 2H, J=7.2 Hz), 6.81 (s, 2H), 7.62 (d,
2H, J=8.2 Hz), 8.10 (d, 2H, J=8.2 Hz) -
%R 67
b R 4-(3,4,5-Z F AKX X KX)¥ 8 ¢
OMe
MeO. @
MeO O on
4-BAS-ZFAEARXE)X TR OB QRIIA)A L #F
Fl2zraR 7 ARE > TEARBZHELEY -
A& 1.83%(71%)
B MK # 68
B MA-B45-Z FRERXRE)F AR -

OMe

MeO. O
MeO O
Cl

4-3,45- = FRARXEK)FEBE(3 ) w B # & #3249
Bl ARE > TARBHAILSY -
A& 1.65% (84%)
'"H-NMR (400 MHz, CDCl1)8: 3.90 (s, 3H), 3.93 (s, 6H), 4.65

(s, 2H), 6.77 (s, 2H), 7.46 (d, 2H, J=8.0 Hz), 7.55 (d, 2H,

84732 -89-
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J=8.0 Hz) -
B 5 26

& & 4-[N-(3,5-= F & % £ )-N-[4-(3,4,5-= F & %

P
e
eyt

:

A A T-1-[[2-34,5-= F A A KK ) €-4-KX]7

e
o)
o

mhowE — B ER BB

Me
Me
MeO o U 2HCl
N A N
" MeO OMe - OMe

OMe

4-3,5-= 7 R & X A)-1-[[2-3.4,5-= F A & X X )wh
wh ot (1488 £ )& 4-(3,4,5-= F £

FERAE(IVEA MU EHIZHBEA TAELS - B BRI X
B THALR _BHRBE A TAERZTEHRZZHELEY -
AR 358 £ (14%) -
'"H-NMR (400 MHz, & g & £ & #] 3%, CDCI3)8: 1.80-1.89 (m, ®
4H), 2.17 (br, 2H), 2.97 (d, 2H, J=10.5 Hz), 3.57 (s, 2H), 3.70
(s, 6H), 3.77-3.84 (m, 1H), 3.87 (s, 3H), 3.90 (s, 3H), 3.91 (s,
6H), 3.96 (s, 6H), 4.52 (s, 2H), 5.93 (s, 2H), 6.74 (s, 2H), 7.19
-7.22 (m, 4H), 7.31 (d, 2H, J=8.2 Hz), 7.46 (d, 2H, J=8.2 Hz),
7.60 (s, 1H), 8.59 (d, 1H, J=5.1 Hz) -

% E %69
S R 4-(3,4- F — & X Ix £)-1-[[2-B45-=F & A X K)
mheg -4-K]F K] & wber

84732 -90-
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Me
e SR ONesS:
N A N 0]
H

1-[[2-(3,4,5- = F R A X X )bz -4- K17 K ]-4-X Bk
B (1.40 % )& 3,4-3 F — 4 K X IR (646 % £ )A m B #1292
WMEAFRXRE TAREZHELSY -
A& 810% £ (43%) -
'"H-NMR (400 MHz, CDC1;)3: 1.63 (br, 2H), 2.02-2.60 (m, 4H),
2.80-3.15 (m, 2H), 3.25 (br, 1H), 3.70 (br, 2H), 3.88 (s, 3H),
3.96 (s, 6H), 5.83 (s, 2H), 6.02 (d, 1H, J=8.3 Hz), 6.22 (s, 1H),
6.61 (d, 1H, J=8.3 Hz), 7.18-7.28 (m, 3H), 7.64 (br, 1H), 8.60
(d, 1H, J=4.9 Hz) -

4 & 4-[N-(3,4-% F =
E)mb e -3-%1F & B
-4-K1F

% x %}:E )'N'[[z'(3:495'-—:— EF f’fi %—E x

lﬁi é“ﬂ‘
E
-
\
_.E
ol
-
P
e
by

4-(3,4-3 F — A & K g A )-1-[[2-3,4,5- = F &R & X &)
v -4- R JF RS At (1198 £)R3-8 F £-2-(3,4,5-=
i)

g (1142 £ )R BHOIOZXHRA F X B4 - A

84732 -91-
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TR ARCAZBRE > T AZHALGY L%
o

B & 30E £ (14%) -

'"H-NMR (400 MHz, & & & f& & #] 2%, CDCl3)5: 1.45-2.25 (m,

6H), 2.90 (br, 2H), 3.40 (br, 1H), 3.55 (br, 2H), 3.87 (s, 3H),

3.88 (s, 9H), 3.93 (s, 6H), 4.28 (s, 2H), 5.82 (s, 2H), 6.10 (br,

1H), 6.28 (s, 1H), 6.58 (d, 1H, J=8.4 Hz), 6.67 (s, 2H), 7.12-

7.30 (m, 4H), 7.52 (br, 1H), 7.75 (br, 1H), 8.51 (br, 1H), 8.57

(br, 1H) -

T ] 28

B & 4-[N-(3,4-% F — R & K E)-N-[2-C345-Z= FARAELAXE)
A A1-1-[[2-C45-Z F A A XA )mbwe-4- £ 17 £ 1

Awbve — B B

Me OMe
M
MeO vt MeO 0 e

MeO & "O\
e O
i 0

o~

4-(3,4-% F — R A XM A)-1-[[2-G4.5-Z F & £ £ &)
oo -4- A ]F K5

\

rd

ke (119% )& 2-(3,4,5-Z F & & X
)V A

At THOIZHMEFXES - TRZ
LB TAERBFEALEY ZXEH K -

E)F A& (1l4% %
BE iR AL R — BB
EE I3E £ (6%) -

'H-NMR (400 MHz, 2 & # f& # 2] 3%, CDCl3)8: 1.61 (br, 2H),

84732 -92.
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1.78 (br, 2H), 2.10 (br, 2H), 2.91 (br, 2H), 3.50-3.54 (m, 3H),
3.87 (s, 6H), 3.90 (s, 3H), 3.92 (s, 3H), 3.99 (s, 6H), 4.26 (s,
2H), 5.82 (s, 2H), 6.12 (d, 1H, J=8.6 Hz), 6.32 (s, 1H), 6.53 (s,
2H), 6.62 (d, 1H, J=8.6 Hz), 7.17-7.26 (m, 6H), 7.42 (br, 1H),
7.55 (s, 1H), 8.58 (d, 1H, J=4.9 Hz) -

T ¥ 29
B A& 4-[N-(3,4-% F = & & K £)-N-[[2-(3,4,5-= F A %X X
E)wbwg-4- K ]F K8 K ]-1-[[2-3,45-= F A X X K )m =
4-RIF RN AMRZB R B

MeO e Ve

4-(3,4- F — R X XA &K )-1-[[2-B45- = F & &£ X &)
b -4- R IF AN A (1198 )R 4-8 F £-2-(3,4,5-=
FTAEXE)MEZ(I4Z )R THIZ AR F X &EE -
HERIFEORILRZERE > TARZELLAHEFR

Iy

AR S2E £ (25%) -

'"H-NMR (400 MHz, »A g & £& & ] 3%, CDCl3)8: 1.60-1.95 (m,
4H), 2.20 (br, 2H), 3.00 (br, 2H), 3.58 (br, 3H), 3.86 (s, 3H),
3.87 (s, 3H), 3.91 (s, 6H), 3.94 (s, 6H), 4.41 (s, 2H), 5.82 (s,
2H), 6.17 (d, 1H, J=8.4 Hz), 6.39 (s, 1H), 6.62 (d, 1H, J=8.4

84732 -93-
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Hz), 7.12-7.13 (m, 3H), 7.18 (d, 1H, J=4.1 Hz), 7.23 (br, 2H),

7.54 (br, 2H), 8.51 (d, 1H, J=5.1 Hz), 8.57 (d, 1H, J=4.9 Hz) -

% 530 |

& M 4-[N-(3,4-2 F = 2 KX KK )-N-[3-345-=Z= FRHEXEK)
AlpEA]-1-[[2-C45-Z=F A X X E)mbwg-4-X]F7 X ]

b —BEH

Me

4-(3,4-3 F — & A X B £)-1-[[2-(3,4,5- = W & £ X &)

E)FEXEAR(I14E £
Z K &b k=
A& 1582 % (29%) -

b -4- KX ]P L] Ak (1198 %£)&3-(3,4,5-= F & £ X
YA B HIZME FRX4EES - A K&
- 7

BB TAREFZEALEHEZTERNRK -

'"H-NMR (400 MHz, X g & f& # #] &, CDCl3)8: 1.60-1.97 (m,
4H), 2.15 (br, 2H), 3.00 (br, 2H), 3.58 (br, 3H), 3.86 (s, 3H),
3.88 (s, 9H), 3.94 (s, 6H), 4.43 (s, 2H), 5.81 (s, 2H), 6.21 (br,
1H), 6.42 (s, 1H), 6.62 (d, 1H, J=8.4 Hz), 6.69 (s, 2H), 7.18 (d,

1H, J=4.9 Hz), 7.22-7.39 (m, 6H), 7.60 (br, 1H), 8.57 (d, 1H,
J=4.9 Hz) -

e & 4-[N-(3,4-2 F = & & KX & )-N-[[2-(3,4,5-= F & & X
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A-K]F R amw = BRR B
Me
MeO.
MeO AN N 3HCI
RO RSPH
‘/ OMe
@o OMe
o/ OMe
4-(3,4-2 F — 8 & XA A )-1-[[2-C4,5-= F & X X X&)

e -4-R]F R] S A= (1198 £)ES-8 F £-2-(3,4,5-=
FAEAXE )R (I4Z )R T HIZAHR FTRXESLS - B
BRI FTEeENBILRZBEREB > TARIZEALESGY L E

EE69E £ (27%) ¢

'"H-NMR (400 MHz, »A g w #& & 8] 3%, CDCI;)5: 1.71-1.88 (m,
4H), 2.14 (d, 2H, J=11.2 Hz), 2.97 (d, 2H, J=11.5 Hz), 3.45-
3.52 (m, 1H), 3.56 (s, 2H), 3.89 (s, 3H), 3.90 (s, 3H), 3.94 (s,
6H), 3.96 (s, 6H), 4.12 (s, 2H), 5.85 (s, 2H), 6.24 (dd, 1H,
J=8.5 Hz, 2.5 Hz), 6.45 (d, 1H, J=2.4 Hz), 6.64 (d, 1H, J=8.5
Hz), 7.20-7.21 (m, 1H), 7.21 (s, 2H), 7.23 (s, 2H), 7.58-7.65
(m, 3H), 8.57 (d, 1H, J=1.5 Hz), 8.59 (d, 1H, J=4.9 Hz) -

£ 432
& & 4-[N-(3,4-82 F = A & X K)-N-[4-(3,4,5-= kX Kk)

& 4 = ¥ A
FAEA]I-[[2-345- = F A A X A )mbwg-4-4 17 £ 1%
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Me
MeO

. MeO Y N 2HCI
- N N

& e

o~/ OMe

4-3,4-2 F — R A Xk £)-1-[[2-B45-= F A& X &)
g -4- K ]F K]S A (119 )& 4-(3,4,5-=
AZ F)A B HOZME F X 44 -

¥k e s bR _B®RE TAEARRBALSY  ZxEH

o -8
B @
et

A E 129% £ (14%) -

'H-NMR (400 MHz, »\ & & f& & # 3%, CDCl3)8: 1.62-2.00 (m,
4H), 2.20 (br, 2H), 2.99 (br, 2H), 3.58 (br, 3H), 3.86 (s, 3H),
3.87 (s, 3H), 3.88 (s, 6H), 3.89 (s, 6H), 4.41 (s, 2H), 5.82 (s,
2H), 6.19 (d, 1H, J=8.6 Hz), 6.39 (s, 1H), 6.63 (d, 1H, J=8.4
Hz), 6.72 (s, 2H), 7.18 (d, 1H, J=5.1 Hz), 7.23 (s, 2H), 7.29 (d,
2H, J=8.0 Hz), 7.43 (d, 2H, J=8.2 Hz), 7.60 (br, 1H), 8.57 (d,
1H, J=4.9 Hz) -

#H g W T0

A A 4-[N-F & -N-[(2-# & X)sm Ak 7 K]1-2-(3,4,5-=
T AE XK )b w

Me
02
CassaNe
Nz Me

84732 - 96 -
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4-RFA-2-CB45-ZFAA XA )M w (2328 £ ) N-F &
2-A A KR (1718 £ )R #3847 (1388 )M 5 & LW
(10E ) - zxné\#hﬁi‘iﬁT#%é$~&ﬁ?;%%§ %G M F fe
ANRGEK - FEHREBEIEH Ao i B MK ERRE
KRB M &R LB EAEALREBHEALLY -
B FE 362F %(97.0%) -

HmEWTI

T RA- (T REA T A)2-3,45-Z F & A X £ )mt ot

Me
Me

MeO T Me

Iz

$H4-[N-F & -N-[(2-# % X )srm & 18 F £1-2-(3,4,5-=
FAREXEK)UR(691F £ )R 5 8 47 (203 %) 2 A8 (202
%)i%@f&’/JuA@ﬁEh‘(ZZSﬁi-ﬂ-%i%é\%ESO"C’Fa‘%#*"”
BAR - AREHDFTWARBRK - 2B ARLBE » ABE
Anfaf KRIERRBEKREA  £&KkiB B4 F 3L B 3 X
B -REDELIBBEERANAES-FTEHGO: DFE K 7
B0 DA md# - KEL AN AN AETARLEE
it &4 o
E R 1356% % (84%) -
E 433

2

& M 4-[N-F K -N-[[2-(3,4,5-= 7 & & % 2 ot vz -4-

il

A 19 % ]
e HEAL-1-[[2-C45-Z F A XA X A )b 4- £ |7 £]% &

84732 -97-
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whowg B R BE B

Me Cco zH
MeO [
CO,H

‘ N ve @ N
MeO NI P O\G/N ~ ) OMe
0 OMe
. OMe

1-[[2-(3,4,5-= F & A X A )wb o -4- £ ]F & ]55 & wt & -4-
HBOOBE ) A4-(FTREATFTA)2-C345-=F AL XKE)u
F(MBEA)A TR IZBRFTXNES TEAREALEDY
zZHBREH > ZHEaHmK e

E & 1452 £ (75%) -

'"H-NMR (400 MHz, B %k 8 & 3] 3%, DMSO0-d¢)5: 1.89-1.97

24

(m, 4H), 2.75-2.96 (m, 3H), 3.03 (s, 3H), 3.27 (d, 2H, J=12.0
Hz), 3.78 (s, 3H), 3.79 (s, 3H), 3.87 (s, 6H), 3.90 (s, 6H), 4.09
(s, 2H), 4.64 (s, 2H), 6.14 (s, 2H), 7.09 (d, 1H, J=5.0 Hz),
7.33 (s, 2H), 7.37 (d, 1H, J=5.0 Hz), 7.38 (s, 2H), 7.65 (s, 1H),
7.90 (s, 1H), 8.57 (d, 1H, J=5.0 Hz), 8.67 (d, 1H, J=5.0 Hz) -

HmE W7
A (3S)-1-(% = T & # #& )-3-[N-[(2-# £ X ) # &
A]-N-[[2-B4,5-Z= F R E XK )mbwg-4- K 1F L] E]Int
o
(0]
>L0JLD /N OMe

OMe

OMe
ow@
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(3S)-1-(% =T & #& & )-3-[(2-#4 & X )i X e K [nb %
w (72 % Ji)/?a4 ¥Rk -2-3,4,5-= F A A XK KX )= (57F
FVREFI2 g o TAERREHAE S HBZHELESY -

A& 103% £ (85%) -
B RK 73
& M (3S)-3-[N-[(2-#5 & X )#x 8k & ]-N-[[2-(3,4,5-= 7 & %

P
KA e -4-K]F K x K Iwb & we

HN OMe
OZb OMe
O,N

(38)-1-(% = T & # % )-3-[N-[(2-#5 % X ) & & ]-N-

[[2-(3,4,5-=Z F & A& X A )wbwe-4-K]F & 18 & Jwbw% 92 (103

EA)VAEHEEHI2ZABE FTRAREE > TARBEEAILESY

ZwERGH -

EFE T2% % (84%) -

'H-NMR (400 MHz, CDCl3)8: 1.66-1.75 (m, 1H), 2.03-2.05 (m,

1H), 2.78-2.85 (m, 2H), 3.00-3.10 (m, 2H), 3.39 (br, 1H), 3.90

(s, 3H), 3.96 (s, 6H), 4.59-4.67 (m, 1H), 4.70 (s, 2H), 7.13-

7.18 (m, 1H), 7.20 (s, 2H), 7.52-7.64 (m, 4H), 7.95 (dd, 1H,

J=7.9 Hz, 1.1 Hz), 8.52 (d, 1H, J=5.1 Hz) -

Kt ® 74

& M (35)-3-[N-[(2-#% % X )#x &h K ]-N-[[2-(3,4,5-= F & %

KA )b -4-K]F R 1 £]1-1-[[2-(3,4,5-Z F & & X &)t

84732 .99
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e -4-A1F & Iuk s

Me
Me
Me
MeO 7 N\ ) /N
N < — OMe
N .
Ozs' OMe

o)

(3S)-3-[N-[(2-#% & X )& & & ]-N-[[2-(3,4,5-= F &L & X
A)wb e 4- K ]F K]l XInt s (72 £ )R 4-8 F %
-2-(3,4,5-Z F & & X A )wk = (40
ARE  TERBALEGYZI R
AR 972 2 (91%) -

'"H-NMR (400 MHz, CDCl3)8: 1.59 (br, 1H), 1.80-1.90 (m, 1H),

A)Ade B B2 48 B F

& o

o

2]
HE

Q

R

2.20-2.30 (m, 2H), 2.55 (dd, 1H, J=10.5 Hz, 8.2 Hz), 2.78 (dd,
1H, J=10.6 Hz, 3.2 Hz), 2.87 (t, 1H, J=7.2 Hz), 3.50 (d, 1H,
J=13.7 Hz), 3.64 (d, 1H, J=13.7 Hz), 3.89 (s, 3H), 3.90 (s, 3H),
3.92 (s, 6H), 3.93 (s, 6H), 4.83 (d, 2H, J=4.5 Hz), 7.07 (d, 1H,
J=5.1 Hz), 7.10 (d, 1H, J=4.9 Hz), 7.15 (s, 2H), 7.17 (s, 2H),
7.41-7.45 (m, 1H), 7.50-7.55 (m, 3H), 7.61 (s, 1H), 7.81 (d,
1H, J=7.4 Hz), 8.45 (d, 1H, J=4.9 Hz), 8.51 (d, 1H, J=5.1
Hz) -

T 5 34

b B (3S)-1-[[2-(3,4,5- = F f & % & )k & -4- £ ] F
B 1-3-[[2-(3,4,5-2 F G % )k k-4 T B AL ok B R

La .
BER B

I
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Me
HCI
MeO 3 N OMe
XX N 74
MeO 1 Q \
N < — OMe
HN OMe

(3S)-3-[N-[2-(3,4,5-=Z F & A X X )wbwe -4- K 1F A ]
E1-1-[[2-3,4,5-Z F R A R K )b o2 -4- K 17 & ok o w2 (97
Za)A B HEEAIIZARTRARE  TAREALS

 hE a0 ATHILR=Z BB
&% 1 80% % (89%) -
'"H-NMR (400 MHz, »& & % & #] %, CDCl13)5: 1.71 (br, 2H),

o

2.19-2.21 (m, 1H), 2.52-2.55 (m, 2H), 2.73-2.77 (m, 2H), 3.39
(br, 1H), 3.66 (d, 1H, J=13.7 Hz), 3.71 (d, 1H, J=13.7 Hz),
3.82 (s, 2H), 3.90 (s, 6H), 3.95 (s, 12H), 7.18-7.21 (m, 2H),

7.23 (s, 2H), 7.24 (s, 2H), 7.63 (s, 2H), 8.59 (d, 1H, J=4.3 Hz),
8.60 (d, 1H, J=4.3 Hz) -

\Eﬂ'

F 4 35
& 4-[3-3,4,5-2 F R A X K )F & &
TRERXRE)WR-4-K]F AN A2 HREE -

Me
MeQ

MeO S "O\
N £ N
H

3-345-=F A A XA )XV
b

% # (69 %
[[2-(3,4,5-2Z F f & % £ )mk g -4- % 17 2 155 ok & (1145

84732 -101 -
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FVA B IZ AT X EE - EHHBILREREBRT
FAERIL & -

A& 100E % (56%) -

'"H-NMR (400 MHz, A & % 8 2 8] X, DMSO-d4)5: 1.85-2.10
(m, 4H), 2.77-2.93 (m, 2H), 3.20-3.31 (m, 2H), 3.77 (s, 3H),
3.79 (s, 3H), 3.89 (s, 6H), 3.91 (s, 6H), 3.98-4.07 (m, 1H),
4.13 (s, 2H), 6.15 (s, 2H), 6.94 (s, 2H), 7.40-7.52 (m, 4H),
7.73-7.80 (m, 2H), 8.02-8.10 (m, 3H), 8.67-8.68 (m, 1H) °
36

A M 4-[N-F 3 -N-[[2-(3,4,5-= P A £ X A )mbw-4- X ]F & ]
% & 1-1-[[2-345-Z F A A XK KA )mbwe-4-K]F £ ] @t

% BB

Me
MeO. Me
4HCI OMe
MeO T D
N N | B OMe
Me N

4-(F Bz A£)-1-[[2-3,4,5-Z= F A A X A )b -4- K ]F £

e

Py

N AR (2.67THE)R4-R T £ -2-(3,4,5-Z F & & % £ )b %

QlI2x) A TH2z AR FXNES ARG T
B TRAZAEALEY -

A& 2.55% (46%) o

'"H-NMR (400 MHz, & g £ & #] 3%, CDCI3)8: 1.66-1.74 (m,

R

2H), 1.82 (d, 2H, J=10.7 Hz), 2.04 (t, 2H, J=11.0 Hz), 2.25 (s,
3H), 2.45-2.51 (m, 1H), 2.98 (d, 2H, J=11.7 Hz), 3.55 (s, 2H),

84732 -102 -
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3.66 (s, 3H), 3.90 (s, 3H), 3.91 (s, 3H), 3.96 (s, 6H), 3.97 (s,
6H), 7.21-7.23 (m, 2H), 7.24 (s, 2H), 7.25 (s, 2H), 7.62 (s, 1H),
7.63 (s, 1H), 8.59 (d, 1H, J=5.1 Hz), 8.60 (d, 1H, J=5.3 Hz) -

HHEREHTS

R 1-(T R #HA)-4-[[2-CB45-ZFAELA KK )mubwg-4-K]F

Bz K 155 & ook e

B A)NSBEwbg (3412 L )R4-8 F £
2-3A5-ZFAAXE )M EBOOZE LA )AL T H2ZAEAF
RS TERERAILESY -

AR A48T H(EHE) -

'"H-NMR (400 MHz, CDCIl3)8: 1.25 (s, 3H, J=7.1 Hz), 1.27-
1.34 (m, 2H), 1.60 (br, 1H), 1.90 (d, 2H, J=10.9 Hz), 2.67-2.72
(m, 1H), 2.87 (t, 2H, J=11.5 Hz), 3.90 (s, 3H), 3.91 (br, 2H),
3.96 (s, 6H), 4.09 (br, 2H), 4.12 (q, 2H, J=7.0 Hz), 7.21 (d, 1H,
J=3.5 Hz), 7.24 (s, 2H), 7.65 (s, 1H), 8.59 (d, 1H, J=4.9 Hz) -

g HT6

& 1-(T A& &)-4-[N-F K -N-[[2-345-=F & X X %)

mbowg -4-3K 1T KRR A ]SS &owk o

Me

Etoch(:L OMe
A OMe

Me l/N

-z
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H1-(TEHEE)4-[[2-CA45-Z F AKX )wkww-4-£]1F %
Al am @B A )R EHRBEETHIIZAREAFT AR
¥ ?Iiﬁia*%%mé\#hé%:% & ¥ R o
A& 2358 £ (52%) -

'"H-NMR (400 MHz, CDCI3)8: 1.26 (t, 3H, J=7.1 Hz), 1.42-
1.57 (m, 2H), 1.82 (d, 2H, J=11.9 Hz), 2.24 (s, 3H), 2.59-2.65
(m, 1H), 2.75 (t, 2H, J=12.6 Hz), 3.65 (s, 2H), 3.90 (s, 3H),
3.97 (s, 6H), 4.13 (q, 2H, J=7.0 Hz), 4.23 (br, 2H), 7.22 (dd,
1H, J=5.0 Hz, 1.3 Hz), 7:24 (s, 2H), 7.63 (s, 1H), 8.59 (d, 1H,
J=4.5 Hz) -

oW E BT

& A 4-[N-F A -N-[[2-3,4,5-Z FPRAE XA )mtw-4-K]1F &1

fe F o5 & wb e
HI\Q\ OWNe
ll\l N OMe

#H1-(Z & & K )-4-[N-F A -N-[[2-3,4,5-= F & A X &)
e -4- KT AIER]IS A& (1002 2 )A TEQREHF)X
B FRANL MEAILMBEI) REME R — K » F WA
R HER - FHBAKRBRILE £ &2 KBREHNL LR
EERE - BRYEYDELTHBEREARREEN  XAE&H-7 8B
20 DT A mAZAILEY > &x &R -

EFE 732 % (88%) ¢
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'"H-NMR (400 MHz, CDCl3)8: 1.50-1.55 (m, 2H), 1.84 (d, 2H,
J=12.0 Hz), 1.99 (br, 1H), 2.25 (s, 3H), 2.55-2.63 (m, 3H),
3.16 (d, 2H, 1=12.2 Hz), 3.65 (s, 2H), 3.90 (s, 3H), 3.97 (s,
6H), 7.22 (d, 1H, J=6.1 Hz), 7.24 (s, 2H), 7.64 (s, 1H), 8.58 (d,
1H, J=5.1 Hz) -

T 537

& & 4-[N-F & -N-[[2-3,4,5- = F A X )b 4-£]F &

—_

W OEOER E O
Me
MeO. Me
4HCI OMe
MeO N N v
N QN X OMe

4-[N-F 3 -N-[[2-(3,4,5-Z F & £ X £ )b -4- £ ]F £ ]

e RN & m (732 A)R4-AF A-2-3,4,5-Z P A A %X #)
M (S8E L) A T2 MEA FXEAS - & & & ik&iR
W BB THEEALEY -
AR 126% % (84%) o
E 38
& A 4-[N-F K -N-[3-(3,4,5-= F & KX £ )% & 18 &£ ]-1-[[2-
(3 45-Z F R XA )wbg-4- K17 K] B mbwe — 32 35 & &
8o

veo Lo ) ICOZHMe
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4-(F Be &£ )-1-[[2-B45-Z F A X A )mbw-4- £ ]F X155

ok (1112 £)&3-3,4,5-Z F A X A)F L R (88% %)
FH22 R FA GO - AMERA LA -_LHEREA

TIFEARAAILEY 2 EH K
A E 59% % (46%) -
'"H-NMR (400 MHz, »& & & £& # & 3, CDCIl3)8: 1.70-1.77 (m,
2H), 1.85-1.87 (m, 2H), 2.03-2.08 (m, 2H), 2.27 (s, 3H),
2.55-2.59 (m, 1H), 2.98 (d, 2H, J=11.3 Hz), 3.56 (s, 2H), 3.69
(s, 2H), 3.89 (s, 3H), 3.90 (s, 3H), 3.93 (s, 6H), 3.98 (s, 6H),
6.79 (s, 2H), 7.22 (d, 1H, J=4.9 Hz), 7.28 (s, 2H), 7.31 (d, 1H,
J=7.6 Hz), 7.38 (t, 1H, J=7.4 Hz), 7.45 (d, 1H, J=7.6 Hz), 7.51
(s, 1H), 7.63 (s, 1H), 8.60 (d, 1H, J=5.1 Hz) -

\Eﬂ

T 39
e M A-[N-F & -N-[[2-(3,5-= F A A -4-2 KK )b we-4-% ]
A A]-I-[[2-C5-=F A E-4- 2R A )wbwe-4-K]1F £

-4

wbowe vg BB AR B

Me
HO.
MeQ | N D\
M

$#4-[N-F K -N-[[2-3,45-Z F A X &L )mbwg -4-£]F £ ]
A& ]-1-[[2-(3,4,5-Z F R X KA )mbwg-4- K ]F £ 15 & wb ot
(I00ZE ) RFRGSEH)Z AL ER WAB=ZTFT LY
(L7364 )  REMAEOC THF2IH BHAFTET — & -

jeax
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TR  CHRLEABRURB AMKERMEOICZ R
ey BB AEMBE c HEEB LB KRR 0 B KERKSE
J-_ﬁal‘;njﬁ;’?i%& G ERHMHEATLCE Al A R -R
thfmz FEAS: DTA R ERIAFANLEGY > LT
12 4% 7 E8B AL B o
A E 508 £(52.3%) -

'"H-NMR (400 MHz, »x & o #&d& # 3%, CDCl3)58: 1.68-1.89 (m,
4H), 2.03-2.12 (m, 2H), 2.26 (s, 3H), 2.48-2.60 (m, 1H), 2.98-
3.05 (m, 2H), 3.57 (s, 2H), 3.65 (s, 2H), 3.94 (s, 6H), 3.95 (s,
6H), 7.16-7.19 (m, 2H), 7.26 (s, 2H), 7.27 (s, 2H), 7.62-7.68
(m, 2H), 8.56 (d, 1H, J=5.3 Hz), 8.58 (d, 1H, J=5.2 Hz) -
oW E BT

& R 1-(T & # % )-4-[N-T & -N-[[2-(3,4,5-= F R & X %)
v -4- K ]F A K]S At w -

Me

Etozcr\O\ OMe

N
Mé) 1 :h OMe

H1(TEHEL)4-[[2-CBA45-ZF AR E XL )mbwg-4-% 17
fe K]S 8wt (400 )R TCHEGEH)Z B & > v A 5 B

(132 L)R M LK (145 R)  RAMEREHEEF
HABOC FTHMHF2) 0 - AEAETHEEHE MATRT
5 AKRBEBARRBE  EREKFEEBRMNELBELAF BT
MBLIHEBERE ARG -FEOGO: D& REH - KELE

Mz R AE > TARERALEMSE T EBE -
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A& 242% % (57%) °

'H-NMR (400 MHz, CDCl;)8: 1.04 (t, 3H, J=7.1 Hz), 1.25 (t,
3H, J=7.1 Hz-), 1.43-1.52 (m, 2H), 1.79 (d, 2H, J=11.5 Hz),
2.60 (q, 2H, J=7.0 Hz), 2.66-2.76 (m, 3H), 3.70 (s, 2H), 3.90
(s, 3H), 3.97 (s, 6H), 4.12 (q, 2H, J=7.0 Hz), 4.20 (br, 2H),
7.23 (s, 2H), 7.26 (d, 1H, J=5.7 Hz), 7.67 (s, 1H), 8.58 (d, 1H,
J=4.9 Hz) -

HmEH T

B & 4-[N-Z B -N-[[2-3,4,5-= F A A X A )mbww-4-K]F &1

B 25 155 & owbwe

TR # A )-4-[N-T & -N-[[2-(3,4,5-= 7 & & X &£ )nt
AR RIEA]ISNAREQZEA)A W RMBE AT
METARE > TEARRALEGH LK EHEE -

A FE 1508 % (74%) -

A

'H-NMR (400 MHz, CDCI1;)8: 1.03 (t, 3H, J=7.0 Hz), 1.43-
1.52 (m, 2H), 1.70 (br, 1H), 1.79 (d, 2H, J=12.3 Hz), 2.53-2.67
(m, 5H), 3.13 (d, 2H, J=11.9 Hz), 3.71 (s, 2H), 3.90 (s, 3H),
3.97 (s, 6H), 7.24 (s, 2H), 7.27 (d, 1H, J=5.1 Hz), 7.68 (s, 1H),
8.57 (d, 1H, J=4.3 Hz) -

 #] 40

P

A% 4-[N-Z & -N-[[2-(3,4,5- = F & £ X L )wb e -4- K17 £ ]
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& ]-1-[[2-(3,45-= F & A X K )wbwg-4-K]F & 55 & wb
e v B OER B
Me
MeO. Me
4HCI OMe
MeO N
Me) 2N

4-[N-Z % -N-[[2-(3,4,5- = F & X X A )wbww -4-£ 17 £ ]
fe R]N b w (652 L )R4-RF A-2-345- = FAEXXEK) P
b (508 L )Awm B A2 4B 5 XNE4E - B & & &1Lk
B BT AAZESY -

A FE 121% % (90%) -

'H-NMR (400 MHz, »& & & #& & @] 3%, CDCl3)5: 1.03 (t, 3H,
J=7.1 Hz), 1.64-1.69 (m, 2H), 1.77 (d, 2H, J=10.7 Hz), 2.01 (t,
2H, J=10.8 Hz), 2.55-2.64 (m, 3H), 2.95 (d, 2H, J=11.1 Hz),
3.53 (s, 2H), 3.71 (s, 2H), 3.90 (s, 6H), 3.97 (s, 12H), 7.20-

7.27 (m, 6H), 7.60 (s, 1H), 7.68 (s, 1H), 8.57 (d, 1H, J=4.9 @
Hz), 8.59 (d, 1H, J=5.1 Hz) -

o E 4180
S RA- (BT HEE)1-[[2-CB45-= FAA X A)ubwg-4-£]7F
Al &b

Me
MeQO.

aag>gele
Nz N
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1-[[2-(3,4,5- = F R X £ )ubwg -4- K 1F £ ]-4-55 & ok w2 &R
(4008 A)ABETHE(3M4E L )R B HE T HITZMAE F X
B > TARBEALEY -

A& 1 342% 7,(69%) o

'H-NMR (400 MHz, CDCl3)8: 1.05-1.30 (m, 6H), 1.38-1.52 (m,
2H), 1.53-1.80 (m, 3H), 1.87 (br, 4H), 2.07 (t, 2H, J=10.7 Hz),
2.59 (br, 2H), 2.86 (br, 2H), 3.54 (s, 2H), 3.90 (s, 3H), 3.97 (s,
6H), 7.19 (d, 1H, J=4.9 Hz), 7.24 (s, 2H), 7.64 (s, 1H), 8.58 (d,
1H, J=4.9 Hz) -

41

17

& A 4-[N-38 T & -N-[[2-(3,4,5-=Z F & & X & )vt vz -4-
K17 A 1% &

Ak A T-1-[[2-3,4,5-= F R A K A )wbw-4-4 ]

mbowg v B OER B

Me

4-(R TR E)1-[[2-CA45-ZF R A X X )mbwr-4- K17 £ ]
bee (3422 )R 4-R F A-2-3,4,5-= F & A X K )wt

2522 ) B o ME F ARE-E 434w B R

BRIRFEANLEY -

EE 552 5 (8%) -

'"H-NMR (400 MHz, X & & #&# 3, CDCI3)8: 1.00-1.39 (m,
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6H), 1.58-1.88 (m, 8H), 2.07 (br, 2H), 2.61 (br, 2H), 2.96 (br,
2H), 3.57 (br, 2H), 3.85 (s, 2H), 3.90 (s, 3H), 3.91 (s, 3H),
3.97 (s, 12H); 7.19-7.28 (m, 6H), 7.70 (br, 2H), 8.56 (d, 1H
J=5.1 Hz), 8.60 (d, 1H, J=5.1 Hz) -

1K )8

R A- KA -L-[[2-3,45-Z F ARA R K )b g -4- K17 1]

A *>**

—
Ve

ik

Ay

MeOQ

VT LD
N = N
H

1-[[2-(3,4,5-Z F & £ X )b -4-K |F £ ]-4-5 & ok &
B(LIA)RA X QGAME L)AL EHETHITIZHARE F AR
B TAEmRFEAEALEY -
A% 1 1.09% (81%) o
'"H-NMR (400 MHz, CDCl;)8: 1.53 (br, 2H), 2.02-2.13 (m, 2H),
2.16-2.32 (m, 2H), 2.86 (br, 2H), 3.32 (br, 1H), 3.59 (s, 2H),
3.88 (s, 3H), 3.95 (s, 6H), 6.57 (d, 2H, J=8.6 Hz), 6.66 (t, 1H,
J=7.3 Hz), 7.14 (t, 2H, J=7.9 Hz), 7.20-7.24 (m, 5H), 7.65 (br,
1H), 8.59 (d, 1H, J=5.1 Hz) -
T 5 42
e A 4-[N-K K -N-[[2-(3,4,5-= F & A X K )wbwe -4-%]F &

KRZBBRE
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Me
MeQ. Me

MeO B I\Q 3HCI OMe
' N N S8 OMe

'/N

4-K P -1-[[2-B45-= F A A X K )mbwg 4- K17 K15
Aok (1642 )R 4-8 F £-2-3,45-Z F & A XK )t =

(164 ) e B EHIABEATARE - B ILR=BR
BT iR eY -

A& 1635 £ (20%) -

'"H-NMR (400 MHz, 2 § & #& & 38 3, CDCI;)8: 1.60-2.00 (m,

4H), 2.10-2.35 (m, 2H), 2.99 (br, 2H), 3.58 (br, 3H), 3.86 (s,

3H), 3.88 (s, 3H), 3.90 (s, 6H), 3.94 (s, 6H), 4.52 (s, 2H), 6.66

-6.78 (m, 3H), 7.13-7.28 (m, 8H), 7.54 (br, 2H), 8.53 (d, 1H,

J=5.1 Hz), 8.58 (d, 1H, J=4.9 Hz) -

5 F 82

Bk 1-[[2-(4-8-3,5-= F RA XK )mb g -4-K]F K ]-4-4F

C =B 4 55 B whowg BR C

Me
Cl

MeO ™ D/o
Y

fb 0 — B Mg 4-~ AR EA(S73 % £ )& 2-(4-£-3,5-— F &
ERE)4-RF AR 198 )R B HE T H2248E F K
A THERIEALEY -
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AR 1I6TH(EHE) -

'H-NMR (400 MHz, CDCl3)3: 1.78 (t, 4H, J=5.6 Hz), 2.58 (br,
4H), 3.61 (s, 2H), 3.67 (s, 4H), 4.02 (s, 6H), 7.25-7.29 (m, 3H),
7.68 (s, 1H), 8.61 (d, 1H, J=4.9 Hz) -

o E 83

ek 1-[[2-(4-A-35-—F R LA X E)mber-4- K17 £ -4-% &

vk wE R
Me
cl
MeO: 7 >
N QO
1-[[2-(4- & -35-— PR E XA )sbwm-4- X7 X ]-4-¥ C

—BEESNEUMRE(TA)A L EHETHA2IZARE 5 XE
2T AERBEALEY

A& 1 1.29% (89%) o

'"H-NMR (400 MHz, CDCI;)8: 2.50 (t, 4H, J=5.8 Hz), 2.81 (t,
4H, J=5.8 Hz), 3.71 (s, 2H), 4.02 (s, 6H), 7.26 (s, 2H), 7.33 (d,
1H, J=4.3 Hz), 7.70 (s, 1H), 8.66 (d, 1H, J=4.9 Hz) -

ot E 8

bR A-RBERE-I-[[2-(4-R-35-— F AL XL )b ww-4-£]F
AN &b

Me
Cl

0,0
N & N
H

I-[[2-(4-% -3,5-= F & & X X )wt g -4-K]F £ ]-4-% &
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mt o B (6008 £)R X (0.18EH ) B #H T #3724 R
FRRE  TAERZEAILEY -

EE O 465E £ (63%) -

'H-NMR (400 MHz, CDCl5)8: 1.49-1.69 (m, 2H), 2.08 (d, 2H,
J=7.8 Hz), 2.23 (t, 2H, J=9.3 Hz), 2.87 (d, 2H, J=7.8 Hz), 3.34
(br, 1H), 3.60 (s, 2H), 4.02 (s, 6H), 6.60 (d, 2H, J=7.6 Hz),
6.69 (t, 1H, J=7.3 Hz), 7.10-7.20 (m, 2H), 7.20-7.30 (m, 3H),
7.67 (s, 1H), 8.62 (d, 1H, J=5.2 Hz) -

\mﬂ

& A 1-[[2-(4- & -3,5- = F 3
A ]-4-[N-[[2-(4-&-35- = F A A XA )mbwg-4-K]F X ]-

P

KAl ame =888

4-F B A -1-[[2-(4-R-3,5- = Fa A XX )mbww-4-£1F £
N R (2308 L)A2-(4-R-3S5-mFAEAXK)4-ATFT X
b (1572 )R BEROZME F R4 80 &KL R
ZBERBE THEALEMETEHR K -

A& 1 104% % (24%) -
'"H-NMR (400 MHz, & & & #& # 8] 3, CDCI3)8: 1.70-1.85 (m,

4H), 2.20 (t, 2H, J=2.3 Hz), 3.00 (d, 2H, J=1.3 Hz), 3.59 (s,

84732 -114 -
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2H), 3.96 (s, 6H), 4.00 (s, 6H), 4.56 (s, 2H), 6.65-6.78 (m, 3H),

7.16 (s, 2H), 7.18-7.28 (m, 6H), 7.59 (s, 1H), 7.62 (s, 1H),

8.57 (d, 1H, J=5.1 Hz), 8.57 (d, 1H, J=4.8 Hz) -

W E #1185

AR A-(Ha-F 8 K £)-1-[[2-(4-8-3,5-—F & £ X £ )ut
-ET K]S At

Me
Cl

MeO T U @OMe
N
N
H

-[[2-(4- 8 -35- = FARE XA )mbw-4-K]F X]-4-% &
v BA (690 A )R H5-F & XA (2832 £ )R w & # & 4
37z B FXRE > TEREZEHELEY -

A E D 646% £ (72%) -

'"H-NMR (400 MHz, CDCl3)8: 1.45-1.55 (m, 2H), 2.05 (d, 2H,
J=11.7 Hz), 2.20 (t, 2H, J=11.2 Hz), 2.87 (d, 2H, J=11.7 Hz),
3.20-3.35 (m, 1H), 3.59 (s, 2H), 3.74 (s, 3H), 4.02 (s, 6H),
6.58 (d, 2H, J=8.7 Hz), 6.77 (d, 2H, J=8.7 Hz), 7.25-7.28 (m,
3H), 7.67 (s, 1H), 8.62 (d, 1H, J=4.9 Hz) -

£ 7l 44

>
2
o
N
Wl
i
K
-
et
P
e
&

£ wg -4-3K 1% 3 ]-4-[N-
A XK )wwE-4-K]F £]-N-(4-F & X
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Me

4-(H 45 -F & X B £)-1-[[2-(4-£-3,5-= F & £ X £ )mt
-4- KT RSN Aw 'R (Q27T1E L)R2-(4-8-3,5-=F &%
XE)4-R TP AR =(I7T3Z R )A W B HIZABE F X4
LS BMERBLAZBERBEATRREALLGY  ZRE

mﬂ

A& 324% % (67%) -

'"H-NMR (400 MHz, »A & & #& & #] 2%, CDCl3)8: 1.65-1.90 (m,
4H), 2.16 (t, 2H, J=10.4 Hz), 2.97 (d, 2H, J=7.5 Hz), 3.54-3.60
(m, 1H), 3.58 (s, 2H), 3.73 (s, 3H), 3.97 (s, 6H), 4.00 (s, 6H),
4.46 (s, 2H), 6.74 (d, 2H, J=9.4 Hz), 6.79 (d, 2H, J=9.4 Hz),
7.16 (s, 2H), 7.20-7.29 (m, 4H), 7.59 (s, 1H), 7.62 (s, 1H),
8.56 (d, 1H, J=4.8 Hz), 8.60 (d, 1H, J=4.8 Hz) -

o E 86

b R A4-(3-F B K B £ )-1-[[2-(3,4,5-Z F & X )b we -4-% ]
L QP

Me
MeO

LA P AW
N& N SMe

84732 -116-
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1-[[2-(3,4,5-= F & X £ )mb g -4- 4 ]F £ ]-4-75 & wt = &
(1L40A)R3-F XA A (655 L) A B T #3748 F
AR Tk RAR AL &M -
A& 1.01%(54%) -
'"H-NMR (400 MHz, CDCl;)8: 1.44-1.60 (m, 2H), 1.98-2.10 (m,
2H), 2.23 (br, 2H), 2.42 (s, 3H), 2.88 (br, 2H), 3.30 (br, 1H),
3.59 (s, 2H), 3.88 (s, 3H), 3.95 (s, 6H), 6.35 (d, 1H, J=7.6 Hz),
6.47 (s, 1H), 6.55 (d, 1H, J=8.6 Hz), 7.05 (t, 1H, J=7.9 Hz),
7.20 (d, 1H, J=4.9 Hz), 7.24 (s, 2H), 7.68 (br, 1H), 8.58 (d, 1H,
J=4.9 Hz) -
T ] 45
& AR 4-[N-(3-F 7% X £ )-N-[[2-(3,4,5-= F & £ X £ )t =
3-EIF A AL-L-[[2-3.45-=F AR XA )b -4-4]F

Al g =B8R B

Me Me

MeO 5 I\O\
Nz N SN

4-(3-F B & Xl £)-1-[[2-(3,4,5-= F & £ X & )ub vz -4-
AIF AN amb2 (1432 A)R3-RF A-2-3,45-=F AL
XE WM (I4ZE L )A W BRI HRZ B FTRAES - 8%

BB THREALEHWEREH KR

A& 45E £ (18%) -
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'"H-NMR (400 MHz, »x & o f& & 8] %, CDCI1;)5: 1.58-1.71 (s,
2H), 1.79 (d, 2H, J=10.7 Hz), 2.16 (t, 2H, J=11.2 Hz), 2.38 (s,
3H), 2.96 (d, 2H, J=11.2 Hz), 3.56 (s, 3H), 3.68-3.97 (m, 1H),
3.90 (s, 3H), 3.92 (s, 9H), 3.96 (s, 9H), 4.42 (s, 2H), 6.45 (d,
1H, J=8.3 Hz), 6.52 (s, 1H), 6.61 (d, 1H, J=7.3 Hz), 6.74 (s,
2H), 7.11 (t, 1H, J=8.1 Hz), 7.15-7.26 (m, 4H), 7.54 (s, 1H),

7.68 (d, 1H, J=7.8 Hz), 8.53 (d, 1H, J=3.2 Hz), 8.59 (d, 1H,

& A 4-[N-(3-F 5 K 5 )-N-[2-(3,4,5-= F A & X £ )¥ & ]k
EI-1-[[2-3,4,5-= F A A XK )b ®-4-K]F K]~ At =

Me OMe

>
[i:l\SMe

4-(3-F AR K K )-1-[[2-(3,4,5-= F A & )b we -4- &

_E

A]N A (1432 A )AR2-345-Z FREA XA )T X 4
(142 ) A e T WO HME FTAEES - Bh BEmEilbh =
BREBmTHRERLEAEMETER R -

A ESIE L (23%) -

'"H-NMR (400 MHz, »A g v % & 8] 3%, CDC13)8: 1.56-1.73 (m,

poll

FE

2H), 1.78-1.87 (m, 2H), 2.10-2.20 (m, 2H), 2.38 (s, 3H), 2.91-

84732 - 118 -
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2.98 (m, 2H), 3.55 (s, 2H), 3.70-3.80 (m, 1H), 3.88 (s, 6H),
3.90 (s, 3H), 3.92 (s, 3H), 3.96 (s, 6H), 4.35 (s, 2H), 6.47 (d,
IH, J=8.2 Hz), 6.53-6.62 (m, SH), 7.09 (t, 1H, J=8.0 Hz), 7.18
-7.40 (m, 6H), 7.54 (s, 1H), 8.58 (d, 1H, J=4.7 Hz)

B 547
& A& 4-[N-(3-F 8 X % )-N-[[2-(3,4,5-= F R X & )k vt -4-
EIF A E]-1-[[2-CB45-ZF R A XK )b -4-K]F & ]
7 g b e E R B
Me
MeO COH
[ Me
MeO J/ OMe

4-(3-9 & & XK B £)-1-[[2-(3,4,5- = F & X £ )wbw -4-£ ]
FRINA®R(43Z 2 )R4-RF A-2-34,5-ZF A& XK
Ay (142 A)A W EHAIZ AR FTRELS - aw ke
R ERFREBLTHFAERALLEHLEIGEH K -

A& 14E £ (5%) -

'"H-NMR (400 MHz, 2 g i f & ] 3%, CDCI;)8: 1.76-1.86 (m,
5H), 2.17-2.23 (m, 2H), 2.39 (s, 3H), 2.97-3.00 (m, 2H), 3.58
(s, 2H), 3.89 (s, 3H), 3.90 (s, 3H), 3.93 (s, 6H), 3.96 (s, 6H),
4.54 (s, 2H), 6.47-6.50 (m, 1H), 6.63 (s, 1H), 6.64 (s, 1H),
7.10-7.15 (m, 2H), 7.15 (s, 2H), 7.20-7.21 (m, 1H), 7.22 (s,

2H), 7.55 (s, 1H), 7.59 (s, 1H), 8.56 (d, 1H, J=5.1 Hz), 8.59 (d,

84732 119 -
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1H, J=5.1 Hz) -

b R A-[N-(3-F B % £ )-N-[3-(3,4,5-= F A & ¥ £)% &1
£ 1-1-[[2-3,4,5- = F & A X X )mbwe-4-K]1F £ 1%

0¥

#, vk wE

]M

BB

I

Me
MeO 0O Me

MeO B r\O\ 2HCI O
N & N O OMe
©8Me '

4-(3-F A AL K B A )-1-[[2-(3,4,5-= F & & X £ )ak = -4-

EIF A]N &b (1432 )A3-B45- = FAE X K)FT £

R(I4ZE )AL T HAIZ BB FTRXNEE - Ad EdHli=
BRRTFEAEALEGY  ExE&HK -

A& D 60%E £ (24%) -

'"H-NMR (400 MHz, 2 f & f& # 8] 3%, CDCI1;)8: 1.65-1.91 (m,

OMe

4H), 2.18 (t, 2H, J=10.5 Hz), 2.38 (s, 3H), 2.97 (d, 2H, J=10.9
Hz), 3.58 (s, 2H), 3.70-3.85 (m, 1H), 3.88 (s, 3H), 3.89 (s, 6H),
3.90 (s, 3H), 3.96 (s, 6H), 4.56 (s, 2H), 6.52 (d, 1H, J=8.4 Hz),
6.59 (d, 1H, J=7.6 Hz), 6.65 (s, 1H), 6.72 (s, 2H), 7.10 (t, 2H,
J=8.0 Hz), 7.19-7.25 (m, 4H), 7.31-7.42 (m, 3H), 7.60 (s, 1H),
8.59 (d, 1H, J=7.8 Hz) »

T 4] 49

A & 4-[N-(3-F B & X X)-N-[[2-(3,4,5- = F & & X X))k =

84732 -120-
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S5- RV AN A]-L-[[2-B45-Z F A A X A )ubw-4-24 ]

Me
Me
MeO N N(:L 3HCI
N~ N I“N
= OMe
SMe OMe
OMe

4-(3-F &R B K ME £)-1-[[2-(3,4,5-Z F & £ ¥ £ vt o2 -4-
EIFP AN A= (1438 £)RS-RF £-2-3,4,5-= F & &
KEWMR(I4ZEA)A W EFAIZ AR I ELS - a0 L&
Blm B8 B% THEZEALESY  ZXEHE -
EE22% £(9%)

'H-NMR (400 MHz, »& & & #& & #] 3%, CDCl13)8: 1.50-2.05 (m,
4H), 2.20 (br, 2H), 2.37 (s, 3H), 3.05 (br, 2H), 3.50-3.70 (br,
3H), 3.86 (s, 3H), 3.87 (s, 3H), 3.92 (s, 6H), 3.95 (s, 6H), 4.52
(s, 2H), 6.49 (d, 1H, J=8.3 Hz), 6.62 (br, 2H), 7.09 (t, 1H

J=8.2 Hz), 7.18-7.30 (m, 6H), 7.58 (s, 2H), 8.54 (br, 1H), 8.60
(br, 1H) -

T #1150

B MA-[N-(3-F AR K E)N-[4-C45-Z T A AKX A)¥ 4]
e A 1-1-[[2-(3,4,5-Z F R A X K )b -4- % ]F &£ % & ot
e BB

84732 - 121 -
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Me
Me
" MeO B U 2HCI
N A N
f i OMe
SMe OMe

OMe

4-(3-F i & Kl £)-1-[[2-(3,4,5-= F & K £ )b v -4-% ]
FAISN Ak = (1438 )R 4-B,45-= FAEA X E)FT X &
(M4 ) BHIZTBEFTAEES B ERELKR=
RBAETRRALEH > ZXEHK -

A% 5TE % (22%) -

'H-NMR (400 MHz, X & & % & 8] 3%, CDC1;)5: 1.58-1.83 (m,
4H), 2.20 (t, 2H, J=11.3 Hz), 2.39 (s, 3H), 2.98 (d, 2H, J=11.1
Hz), 3.58 (s, 2H), 3.88 (s, 3H), 3.90 (s, 3H), 3.91 (s, 6H), 3.96
(s, 6H), 4.53 (s, 2H), 6.51 (dd, 1H, J=8.4 Hz, 2.4 Hz), 6.60 (d,
1H, J=8.0 Hz), 6.64 (s, 1H), 6.75 (s, 2H), 7.10 (t, 1H, =8.1 Hz),
7.24-7.33 (m, 4H), 7.47 (d, 2H, J=8.0 Hz), 7.61 (s, 1H), 8.59
(d, 1H, J=5.0 Hz) -

% 1K ¥ 87

B A4tk B ORE R -1-[[2-345-=2 F R A R K )mbwe -4-K]F
AN & wbwE

MeQO

I-[[2-3,4,5-=Z F AAA XK )b @ -4- K ]F A ]-4-x At

84732 -122 -
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B (4002 Z )R A B0 )X B H T Hl 252 AR F X
BRI T HERIFALEY -

J- 3 227%}5(63%)o

'"H-NMR (400 MHz, CDC1;)8: 1.38-1.51 (m, 2H), 1.83-1.86 (m,
3H), 2.10-2.15 (m, 2H), 2.21 (s, 1H), 2.74 (br, 1H), 2.83-2.87
(m, 2H), 3.45 (s, 2H), 3.56 (s, 2H), 3.89 (s, 3H), 3.96 (s, 6H),
7.19 (d, 1H, J=4.9 Hz), 7.24 (s, 2H), 7.65 (s, 1H), 8.58 (d, 1H,

J=4.9 Hz) o
T )51

B M 4-[N-& fe & -N-[[2-(3,4,5-Z F A A X K )b -4-5K]F
A A-L-[[2-C45-=FAE X R )b -4-K]F A ] &

Mbowg v HOER E O

4 e B A -1-[[2-(3,4,5-Z F R A& K 4wk 5 -4-

e

¥
NEME(227TE R )RA-A T A-2-3,4,5-Z F A A X K )wt
A)VA BEHIZHME T A ES - A BERElLAw
BEBEITHERAILLEY  ZEFEeH R -
B E 128% £ (23%) -
'"H-NMR (400 MHz, X & & #& # 2 3%, CDCl3)8: 1.48-2.40 (m,

A
"~
N
o
fal

7H), 2.72 (br, 1H), 3.02 (br, 2H), 3.39 (s, 2H), 3.64 (br, 2H),

84732 - 123 -
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3.84 (s, 2H), 3.91 (s, 6H), 3.98 (s, 6H), 3.99 (s, 6H), 7.22-7.29
(m, 6H), 7.66 (br, 2H), 8.60 (d, 1H, J=4.9 Hz), 8.62 (d, 1H,
J=4.9 Hz) -

5 F #188

A R A-(5-& 20 B B A )-1-[[2-(3,4,5-= F & & X A )mt wg -4-
EQ R S

Me

MeO. .
MeO s N '
’ Nz

N
H

1-[[2-(3,4,5- = F A& & X E)wbwr-4- K ]F £ ]-4-5 & ok

B (1405 )AR S5-I A 85 (680F 2 ) e B F #1372 4 A
FRARE > TAERFEALESY

A& 1.22% (59%) -

'H-NMR (400 MHz, CDCl3)8: 1.40-1.57 (m, 2H), 2.00-2.15 (m, (@
5H), 2.19-2.25 (m, 2H), 2.77-2.93 (m, 6H), 3.30 (br, 1H), 3.58

(s, 2H), 3.91 (s, 3H), 3.97 (s, 6H), 6.41 (d, 1H, J=8.0 Hz),

6.52 (s, 1H), 7.01 (d, 1H, J=8.0 Hz), 7.21-7.26 (m, 3H), 7.64

(s, 1H), 8.60 (d, 1H, J=4.9 Hz) -

\Bﬂ

5 5] 52

& & 4-[N-(& % -5-% )-N-[[2-(3,4,5-= F & & X & )nb % -3-

BT A E]-1-[[2-G4,5-2 F RAE KA )k -4-£]F £]
NAWEZBR B

84732 -124 -
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MeO. MeQ OMe

4-(5-& &% Mg K)-1-[[2-3,4,5-= F & A K A )mbwg-4-%K]F
Als@ww (142 A)AR3-RFA£-2-C34,5-Z F A A X RL)
e (1142 L )A e B HOIZAAE F RXNEES- 8 & &tk
CHRBEATRERALEY LXK EHK -

A E90E &L (41%) -

'"H-NMR (400 MHz, » & w f& # 8] 3%, CDCl3)5: 1.54-1.67 (m,
2H), 1.74-1.83 (m, 2H), 1.98-2.07 (m, 2H), 2.09-2.98 (m, 2H),
3.55 (s, 2H), 3.64-3.74 (m, 1H), 3.90 (s, 3H), 3.91 (s, 6H),
3.92 (s, 3H), 3.96 (s, 6H), 4.41 (s, 2H), 6.49 (dd, 1H, J=8.2 Hz,
2.4 Hz), 6.59 (s, 1H), 6.74 (s, 2H), 7.04 (d, 1H, J=8.2 Hz),
7.15-7.20 (m, 2H), 7.22 (s, 2H), 7.54 (s, 1H), 7.77 (dd, 1H,
J=7.8 Hz, 1.4 Hz), 8.52 (dd, 1H, J=4.7 Hz, 1.8 Hz), 8.59 (d,
1H, J=5.1 Hz) o

\m%

#153
AEFE)FT A&
A7 A1

0y

& M 4-[N-(& % -5-% )-N-[2-(3,4,5-= F
R 1-1-[[2-(3,4,5-= F & & X & )wk = -4-

24

g, vk e

h

84732 -125 -
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Me
MeO PMe

2HC| MeO. OMe
MeO 0

<2>

4-(5-& 2 P R)-1-[[2-C3,4,5-Z F AL X A )b vz -4- £ 7
Al A= (1428 £)R2-B45- = F R A XA
(IM4Z ) A W EHIZ AR T XA EEL- AW
ﬁi;‘é?&’i’?ﬁ%%é‘%ﬁzﬁ%%mé\%o

A& 1ISE £ (47%)

Z=

'"H-NMR (400 MHz, X g & f& # # %%, CDCI1;)5: 1.56-1.66 (m,
2H), 1.80-1.83 (m, 2H), 2.00-2.05 (m, 2H), 2.11-2.18 (m, 2H),
2.77-2.83 (m, 4H), 2.92-2.95 (m, 2H), 3.55 (s, 2H), 3.72 (br,
1H), 3.87 (s, 6H), 3.90 (s, 3H), 3.92 (s, 3H), 3.96 (s, 6H), 4.34
(s, 2H), 6.49 (d, 1H, J=8.3 Hz), 6.56 (s, 2H), 6.60 (s, 1H),
7.02 (d, 1H, J=8.3 Hz), 7.17-7.27 (m, 5H), 7.42-7.45 (m, 1H),
7.54 (s, 1H), 8.58 (d, 1H, J=4.9 Hz) -

T 54

A B A4-[N-(& 3 -5-%£)-N-[[2-(3,4,5- = F & £ %X £ )k & -4-
AP A A]-1-[[2-C45-Z F A A X K )mbwg-4- K17 £

84732 -126 -
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4-(5-8 20 & B £ )-1-[[2-(3,4,5- = F & £ X £ )wb e -4-%

Seed

-

4

T AN &bve (1422 £)&4-8 F £-2-3,4,5-=F & £
Ay (142 Z )R B IZABE FXELS - 8 F & i &
LR ZBHRBETFOEHROZALEY -

EE 238 £ (9%) -

'"H-NMR (400 MHz, »\ & w f& & 8] 3%, CDCl3)8: 1.60-1.95 (m,

ks

4H), 2.00 (& ¥, 2H, J=7.3 Hz), 2.20 (br, 2H), 2.75-2.81 (m,
4H), 2.99 (br, 2H), 3.58 (br, 2H), 3.77 (s, 1H), 3.86 (s, 3H),
3.87 (s, 3H), 3.91 (s, 6H), 3.94 (s, 6H), 4.49 (s, 2H), 6.51 (d,
1H, J=8.3 Hz), 6.62 (s, 1H), 7.02 (d, 1H, J=8.0 Hz), 7.16 (s,
2H), 7.18-7.22 (m, 4H), 7.57 (br, 2H), 8.52 (d, 1H, J=4.9 Hz),
8.57 (d, 1H, J=4.9 Hz) -

\E@‘

= 555
& A 4-[N-(& % -5-%)-N-[3-(3,4,5-= 7 %
A 1-1-[[2-(3,4,5-= F & & X & )b 2 -4-

—BERE

OMe

MeO
OMe
MeO XN 2HCI OMe
N2
N: O OMe

84732 -127 -
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4-(5-& %0 A B E)-1-[[2-3,4,5- = F & A& X L )mbwe-4-K ]

AN Bk = (60F L)AR3-(3,45-= F AL X EX)F X &K
(114%%)&@?%91#3 Bl R4EE° 8 W

B TAREAILEY AR EH K -

A& 188 £ (19%) -
'"H-NMR (400 MHz, »& & & #& & A 3%, CDC13)58: 1.60-1.95 (m,
4H), 2.00 (& %, 2H, J=7.2 Hz), 2.20 (br, 2H), 2.75-2.81 (m,
4H), 2.95 (br, 2H), 3.60 (br, 2H), 3.85 (br, 1H), 3.86 (s, 3H),
3.87 (s, 6H), 3.88 (s, 3H), 3.94 (s, 6H), 4.51 (s, 2H), 6.54 (d,
1H, J=8.2 Hz), 6.66 (s, 1H), 6.70 (s, 2H), 7.01 (d, 1H, J=8.4
Hz), 7.19 (d, 1H, J=4.9 Hz), 7.19-7.42 (m, 6H), 7.60 (br, 1H),
8.59 (br, 1H) -
456
B A% 4-[N-(& & -5-% )-N-[[2-(3,4,5-= 7 & & K & )wb & -5-

R
AP A1 E]-1-[[2-C45-= FARAE XK )wbg-5-K]F %]

¥

SN R ombwg = HOBR EBOC

}i

Me
MeO.
MeO 7NN 3HCI
Nz
N , SN
= OMe
OMe

OMe

4-(5-8 20 K e K )-1-[[2-(3,4,5-Z F R A X X )mbwe -4-% ]
RIS Ak (1438 £)RS-R F £-2-3,4,5-= ¥ & £ %
Byt R (14 A )VA W BEHRIZ A SR GELS - o w R

84732 -128 -
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Lt —BEBEATRARRALeEMERTEHN K -

E % 138% 5 (63%) -

'H-NMR (400 MHz, # & & & # # 3%, CDCL3)8: 1.71-1.91 (m,
4H), 1.98-2.06 (m, 2H), 2.13-2.22 (m, 2H), 2.76-2.84 (m, 4H),
2.94-3.05 (m, 2H), 3.57 (s, 2H), 3.69-3.78 (m, 1H), 3.89 (s,
3H), 3.90 (s, 3H), 3.94 (s, 6H), 3.96 (s, 6H), 4.50 (s, 2H), 6.57
(dd, 1H, J=8.2 Hz, 2.3 Hz), 6.67 (s, 1H), 7.04 (d, 1H, J=8.4
Hz), 7.20-7.22 (m, 1H), 7.22 (s, 2H), 7.23 (s, 2H), 7.57-7.62
(m, 1H), 7.60 (s, 1H), 7:65 (dd, 1H, J=8.2 Hz, 2.2 Hz), 8.58-
8.62 (m, 2H) -

T H57
& M 4-[N-(& 2 -5-%)-N-[4-(3,4,5-= F & & X & )F A 1k
AI-1-[[2-345-= F AEA XA ) @-4- K ]F A]X & mb

—B®R B

Me
MeO.

MeO d N [\O\ 2HCI
N & N

Narw

OMe

4-(5-2 % &k A )-1-[[2-3,4,5-Z F R A X X )mbw -4-K ]
FTAISAME(143E £)AR4-CA45-Z FREXE)F AR
(MI4Z2)A e ETHIZHABRA T GBS ARG LR B
BREE > TRRALLISAZEH R -

A& 95 % (39%) -

84732 -129 -
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'"H-NMR (400 MHz, ¥\ & & #& é ] 3%, CDCl3)5: 1.74-1.90 (m,
4H), 2.01-2.06 (m, 2H), 2.16-2.22 (m, 2H), 2.78-2.84 (m, 4H),
2.96-2.99 (m,IZH), 3.58 (s, 2H), 3.72 (br, 1H), 3.88 (s, 3H),
3.90 (s, 3H), 3.91 (s, 6H), 3.96 (s, 6H), 4.51 (s, 2H), 6.55 (d,
1H, J=8.3 Hz), 6.67 (s, 1H), 6.72 (s, 2H), 7.04 (d, 1H, J=8.3
Hz), 7.20 (d, 1H, J=5.1 Hz), 7.23 (s, 2H), 7.35 (d, 2H, J=8.1
Hz), 7.47 (d, 2H, J=8.1 Hz), 7.61 (s, 1H), 8.59 (d, 1H, J=4.9
Hz) -

R R HI89

AR A-(4-T & K £)-1-[[2-(3,4,5-= F & % X £ )wk vz -4-
AIF A]x A=

Me
MeO

MeO A N
N =
N
H

1-[[2-(3,45- = P A A X X )b -4- K )7 L ]-4- X A=
Bl (1.243) R 4-T A X499 )0 w & # T #37= 48 B
FARE T AERARAEILEY -
A& 1.23%(72%) -
'"H-NMR (400 MHz, CDCIl;)8: 0.82 (t, 3H, J=7.3 Hz), 1.20-
1.30 (m, 2H), 1.38-1.50 (m, 4H), 1.92-2.25 (m, 4H), 2.40 (t,
2H, J=7.7 Hz), 2.77 (br, 2H), 3.21 (br, 1H), 3.50 (s, 2H), 3.82
(s, 3H), 3.89 (s, 6H), 6.45 (d, 2H, J=7.8 Hz), 6.89 (d, 2H,
J=8.0 Hz), 7.13 (d, 1H, J=4.9 Hz), 7.18 (s, 2H), 7.58 (s, 1H),

84732 -130-
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8.52 (d, 1H, J=4.9 Hz) -

£ 458

A K 4-[N-(4- T & % £)-N-[[2-(3,4,5-= F & £ % £ )b
AP AR A ]-1-[[2-3,4,5-=2 F A A K K )b -4-K]F

ElXNaww =8B 8K B

Me Me
MeO. . MeO. OMe

MeO B D
~Z
N NN

4-(4-T & X B £)-1-[[2-3,4,5-= F & £ X A )mb e -4-% ]
PRI A& (1478 )A3-RF A-2-345-=FAE XK
Ay (114Z )X B HIZ R FRAELS - - a0 &R
bR ZBBRBERTHFRARALEGY  &xEH R -

EE 588 £ (27%) -

'"H-NMR (400 MHz, X & & #& & # 3%, CDCI3)8: 0.91 (t, 3H,
J=7.3 Hz), 1.32-1.35 (m, 2H), 1.50-1.70 (m, 4H), 1.75 (br, 2H),
2.10-2.20 (m, 2H), 2.49 (t, 2H, J=7.6 Hz), 2.95 (br, 2H), 3.55
(s, 2H), 3.70 (br, 1H), 3.90 (s, 3H), 3.91 (s, 6H), 3.92 (s, 3H),
3.96 (s, 6H), 4.41 (s, 2H), 6.59 (d, 2H, J=8.8 Hz), 6.74 (s, 2H),
7.00 (d, 2H, J=8.6 Hz), 7.16-7.17 (m, 1H), 7.19 (d, 1H, J=4.9
Hz), 7.22 (s, 2H), 7.54 (s, 1H), 8.59 (d, 1H, J=7.5 Hz), 8.52
(br, 1H), 8.59 (d, 1H, J=4.9 Hz) -

84732 -131-
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& A 4-[N-(4-T & X % )-N-[2-(3,
EI-1-[[2-345-=Z FRA XK )mb g -4- K ]F K ]55 At

—BRg

Me OMe

MeO 2HCI MeO, O
MeO TN D
Nz N

4-(4-T A KB 8£)-1-[[2-3,4,5- = F R A X K )b -4- %]
FRIN A (1472 )R2-C45-Z FAEXE)F XL
(M4 )l BHIZAHR TN ES A ERBLAR B

BETFRAEALEGY T EHK -

A& 59% £ (24%) -

'"H-NMR (400 MHz, & & o #& & #] 3%, CDCl1,)8: 0.90 (t, 3H,
J=7.4 Hz), 1.25-1.41 (m, 2H), 1.48-1.75 (m, 4H), 1.81 (d, 2H,
J=11.7 Hz), 2.13 (t, 2H, J=11.2 Hz), 2.48 (t, 2H, J=7.5 Hz),
2.93 (d, 2H, J=11.2 Hz), 3.55 (s, 2H), 3.65-3.80 (m, 1H), 3.87
(s, 6H), 3.90 (s, 3H), 3.92 (s, 1H), 3.96 (s, 6H), 4.33 (s, 2H),
6.56 (s, 2H), 6.60 (d, 2H, J=8.5 Hz), 6.98 (d, 2H, J=8.5 Hz),
7.18 (d, 1H, J=4.9 Hz), 7.21 (s, 2H), 7.20-7.37 (m, 3H), 7.41
(br, 1H), 7.54 (s, 1H), 8.58 (d, 1H, J=4.9 Hz) -

& AR 4-IN-(T % R K)-N-[[2-(3,4,5- = F & & X & )wk vz -4-

19 &Ik R ]-1-[[2-3,45-= F A A X A )wbwe-4-4&]F &

e

84732 -132-
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>

o
=
&
it
HE
-
HE:

4-(4-T 5 % B £)-1-[[2-(3,4,5-Z F & & % £ )b vt -4- % ]
“f'%]\ﬁ,wbtw;z(l% A)BEA-RF A-2-(3,4,5-Z F R A X
£ )wb w2 (129%%)&&:: BO9Z MMEFXEAES - B H L iR L
CRZBBRBBETREERACLOY  HEEHEK
A E 208 £ (6%) e
'H-NMR (400 MHz, % & o & #& # 3, CDCI;)8: 0.88 (t, 3H,

Vi

J=7.3 Hz), 1.20-1.35 (m, 2H), 1.49-1.60 (m, 2H), 1.62-2.02 (m,
4H), 2.20 (br, 2H), 2.46 (t, 2H, J=7.3 Hz), 3.05 (br, 2H), 3.60
(br, 3H), 3.87 (s, 3H), 3.88 (s, 3H), 3.90 (s, 6H), 3.94 (s, 6H),
4.49 (s, 2H), 6.62 (d, 2H, J=8.3 Hz), 6.98 (d, 2H, J=8.3 Hz),
7.13 (s, 2H), 7.15-7.40 (m, 4H), 7.55 (br, 2H), 8.52 (d, 1H,
J=4.9 Hz), 8.60 (br, 1H) -

F # 61

& AR 4-[N-(4-T &£ X £ )-N-[3-(3,4,5-= F & £ X £ )¥ £ 1%

0y

EI-1-[[2-C,45-= F A A X K )wbwg-4-K]F K]x &wb =

\4

EN TS .
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Me

MeOQO
OMe

~ MeO B U 2HCl O OMe
Nz
N

4-(4-T & KB £)-1-[[2-(3,4,5-= F & & X X )mb vz -4-% ]
FAIS &b (147 £)A3-3,4,5-Z F A A X K)F
(1142 ) A e BHIZHAEA TR EE- 8 v Bé&in=
wBR TERALEHAEFEH R -

A& 102% % (42%) -
'"H-NMR (400 MHz, »& & o % # # 3%, CDCl3)8: 0.90 (t, 3H,

B
B

J=7.4 Hz), 1.30-1.36 (m, 2H), 1.48-1.56 (m, 2H), 1.76-1.89 (m,
4H), 2.19 (br, 2H), 2.48 (t, 2H, J=7.8 Hz), 2.97 (br, 2H), 3.58
(s, 2H), 3.86 (br, 1H), 3.88 (s, 3H), 3.90 (s, 3H), 3.95 (s, 6H),
4.54 (s, 2H), 6.68 (d, 2H, 1=8.6 Hz), 6.72 (s, 2H), 7.00 (d, 2H,
J=8.6 Hz), 7.20-7.27 (m, 2H), 7.23 (s, 2H), 7.32-7.40 (m, 2H),
7.44(s, 1H), 7.62 (s, 1H), 8.59 (d, 1H, J=5.1 Hz) -

E 1] 62

& & 4-[N-(4-T K X & )-N-[[2-3,4,5-= F & A X k)b =
S5-IV AR A -1-[[2-(B,4,5-Z F AKX X K )mbwg-4-K 19

AlXgubw =B8R B

84732 -134-
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Me
MeO.

MeQ

XN 3HCI
P

N | SN
= OMe
OMe

OMe

Z=

4-(4-T A X A)-1-[[2-C,4,5-Z F R A X E)mb g -4-4 ]

RIS w1472 L)RS5S-RF £-2-(3,4,5-= 7
By (1142 A)A e K HI9XMAF XNEE - ad Rl
ft ZBREBBETHEREEALEIETEDH K o
AR 65% 7 (21%) -
'"H-NMR (400 MHz, »X g & #& # 3 3, CDCI;)8: 0.90 (t, 3H,
J=7.3 Hz), 1.32-1.36 (m, 2H), 1.50-1.54 (m, 2H), 1.70-1.95 (m,
4H), 2.17 (br, 2H), 2.49 (t, 2H, J=7.7 Hz),2.96 (br, 2H), 3.58
(s, 2H), 3.75 (br, 1H), 3.89 (s, 3H), 3.90 (s, 3H), 3.94 (s, 6H),
3.96 (s, 6H), 4.50 (s, 2H), 6.68 (d, 2H, J=8.6 Hz), 7.00 (d, 2H,
J=8.6 Hz), 7.20-7.22 (m, 3H), 7.23 (s, 2H), 7.58-7.66 (m, 3H),
8.59 (br, 1H), 8.60 (br, 1H) -

T 63

&R A4-[N-(4-T XX E)-N-[4-3,45-= F K & X K )F &1k
EJ-1-[[2-C45- = FRAARE )M w-4- K ]F A ]x &t =
—BER8

84732 -135-
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Me
MeO

MeO N|: UN 2
/\? OMeOMe

4-(4-T % X pr £)-1-[[2-(3,4,5-= F & & ¥ X )wmb o2 -4-% ]
W EAISAwmw (147 )% 4-B45-Z FREXE)FE R
(I4Z A )R EHIZHBE TN EE - B ERBLR-8
RERTEEELEGMEFEHK -
A& 82% £ (33%) -
'H-NMR (400 MHz, % § i #& # #] 3%, CDCI13)8: 0.90 (t, 3H,
J=7.3 Hz), 1.30-1.36 (m, 2H), 1.51-1.55 (m, 2H), 1.79-1.90 (m,
4H), 2.18 (br, 2H), 2.48 (t, 2H, J=7.7 Hz), 2.98 (d, 2H, J=10.7
Hz), 3.57 (s, 2H), 3.72-3.85 (m, 1H), 3.88 (s, 3H), 3.90 (s, 3H),
3.91 (s, 6H), 3.96 (s, 6H), 4.50 (s, 2H), 6.66 (d, 2H, J=8.8
Hz),6.75 (s, 2H), 7.00 (d, 2H, J=8.8 Hz), 7.20 (d, 1H, J=4.9
Hz), 7.22 (s, 2H), 7.33 (d, 2H, J=8.2 Hz), 7.47 (d, 2H, J=8.2
Hz), 7.61 (s, 1H), 8.59 (t, 1H, J=5.1 Hz) -
% E 90
B 1-(4- F K )-4-5< R ok ER ¢

4-N AR EI BB B - REMOI22E A)ERL-AFEAAE

84732 -136 -
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B(820% )R KW O R F KRB T A KAZAM S
o
AE 870% £ (92%) -
'H-NMR (400 MHz, CDC1;)8: 2.46 (t, 4H, J=5.9 Hz), 2.74 (t,
4H, J=6.2 Hz), 3.61 (s, 2H), 7.29 (d, 2H, J=6.2 Hz), 8.55 (dd,
2H, J=6.2 Hz, 1.1 Hz) -
HEmE WL
SRI-(4-hFE)4-(b- A A2 A BN Ak R BB B

1-(4- % # K )-4-< 8wt 2 BA(870% %) &R 4- & # % Ik (497
EAVA L EBESIZAAFTXBE s ERELAD
BHRBETARALESY  ZREEHK -

EFE 1363% £ (19%) -

'H-NMR (400 MHz, 2 & & # # 2] 3, CDCI1;)8: 1.37-1.51 (m,

2H), 1.82-1.90 (m, 2H), 2.04 (dt, 2H, J=11.6 Hz, 2.7 Hz),
2.44-2.55 (m, 1H), 2.76-2.82 (m, 2H), 3.47 (s, 2H), 3.82 (s,
2H), 7.23-7.26 (m, 4H), 8.50-8.53 (m, 4H).

B M 192

SARA-(H BT R KR 1-(F b

SRy

TR H L)<

it

7LOiN OMe
Wy

H
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1-(F=Z=TEA&BEE)4-~amwBA(LI6E)RHE-F & X
fiz (68. 3%)1’1&0%% #1372 4B F XEE > TERIFEAL
&4
A& 125% (74%) -

'"H-NMR (400 MHz, CDCI3)8: 1.23-1.35 (m, 2H), 1.46 (s, 9H),
1.96-2.06 (m, 2H), 2.83-2.96 (m, 2H), 3.27-3.38 (m, 1H), 3.74

(s, 9H), 3.94-4.12 (m, 2H), 6.58 (d, 2H, J=9.0 Hz), 6.77 (d, 2H,
J=9.0 Hz) -

S R1-(5=ZTAR B EL)4-[N-(4-F & % £ )-N-[3-(3,4,5- =

A-(HZ-FEREAEE)-1I-(F=ZTAHE)N A (6132
A)E3-CAS5-ZFRAEARXB)RFRGTTIE L )R W EH1Z
HMEAFZXES TERRZHELLLSY -

AR A416% £ (36%) -

1K #5194
& R A4-[N-(4-F & £ X A)-N-[3-B45- = F AL XA )Y
]

7
B L] Bumb o |88 B: BB ci

OMe
Hu

OMe

84732 -138 -
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H1-(F =T &#HK)4-[N-(4-F R
FTAARXE)FEKER A avt=

)z mik » A MELCAEATCHRTEGE

FETHFLNE ERZ

LEE R TAEARFERAIALESY -

A& 3158 £ (85%)

T 64% 66

€ 6 2 B R AIN-(4-F R R
ZPRAEE)EmER]N Ak R B
35 42% 48 F FT 4%

i B 481t Ay 48 F 8

Bl o

S

B

B AT e

z:..;,

(416 %

% )-N-[3-(3,4,5-=
%) T B
'ﬂ‘)" /tb/\fflh/é—:

zEEGE

MBI E BABI LA TE

® #)-N-[3-(3,4,5-

B ody R

ZRACHITAED LSRR TR E G E

e h & e 2 2 ANMRHE

TH

Y

NMR-%U}?@OO MHz, A
B o & i 8 3 CDC13)8

64

OMe
OMe

Dj:'j\'/\)/\ 2HCI

OMe

OMe

68%

1.53-1.55 (m, 2H), 1.89 (d, 2H,
J=12.0 Hz), 2.23 (t, 2H, J=12.0
Hz), 2.91 (d, 2H, J=11.0 Hz), 3.51
(s, 2H), 3.70 (s, 3H), 3.84 (s, 3H),
3.87 (s, 9H), 3.92 (s, 6H), 4.78 (br,
1H), 6.54 (s, 2H), 6.72 (d, 2H,
J=8.5 Hz), 6.94 (d, 2H, J=8.5 Hz),
7.13-7.20 (m, 4H), 7.18 (s, 2H),
7.32(d, 1H, J=5.3 Hz), 7.45 (s,
1H), 8.19 (d, 1H, J=4.9 Hz).

65

OMe
OMe

D:é\g\ 2HCI

OMe

OMe

52%

1.66-1.89 (m, 4H), 2.05-2.17 (m,
2H), 2.97 (d, 2H, J=10.3 Hz),
3.43-3.60 (m, 1H), 3.57 (s, 2H),
3.86 (s, 3H), 3.87 (s, 6H), 3.91 (s,
6H), 4.42 (s, 2H), 6.63 (s, 2H),
6.72-6.79 (m, 6H), 7.64 (s, 1H),

84732
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7.78 (br, 1H), 8.46 (d, 2H, J=1.6
Hz), 8.59 (d, 1H, J=2.4 Hz), 8.68
(d, 1H, J=2.2 Hz).

66 Me N —[75% | 1.42-1.58 (m, 2H), 1.85-1.92 (mn,
e 2H), 2.14-2.23 (m, 2H), 2.93-3.03
meo” SN ”CLNOMe (m, 2H), 3.56 (s, 2H), 3.70 (s, 3H),
® 3.85 (s, 3H), 3.87 (s, 3H), 3.87 (s,
6H), 3.90 (s, 6H), 4.79 (br, 1H),
Ovee 6.54 (s, 2H), 6.70 (d, 2H, J=8.9

Hz), 6.74 (s, 2H), 6.93 (d, 2H,
J=8.9 Hz), 7.17-7.23 (m, 3H),
7.31-7.43 (m, SH).

#H I )-4-[N-(4-F & K &£ )-N-[[2-(3,4,5- =

£
FARARE)wbw-4- K17 A1 AN &obog

ﬁ Me
-;\0 O OMe
N N

| OMe
© 2N

OMe

A< qwbee (2.21%)
Yub wE (2.12 % )VA B #] 9
ZAABEAGFZXNEETERBEBILEY -

A E 13.76%(93%) -

'"H-NMR (400 MHz, CDCl,)8: 1.40-1.64 (m, 2H), 1.44 (s, 9H),
1.82-1.91 (m, 2H), 2.71-2.84 (m, 2H), 3.62-3.73 (m, 1H), 3.74
(s, 3H), 3.89 (s, 3H), 3.94 (s, 6H), 4.10-4.30 (m, 2H), 4.40 (s,
2H), 6.76 (d, 2H, J=9.4 Hz), 6.79 (d, 2H, J=9.8 Hz), 7.14-7.19
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(m, 3H), 7.56 (s, 1H), 8.55 (d, 1H, J=5.1 Hz) -

BT H96

& R A-[N-(4- 7 & % R AE)-N-[[2-3,4,5-= F R A X L )mb w
A-R)FAIBEA]ISN AR R — BB

Me
OMe
HI\O\ 2HCI
N |\ OMe
<he
OMe

5% & )-4-[N-(4-F & X £)-N-[[2-(3,4,5-= F
AERXE)b-4- K7 XA A2 (3.76 )% o & 4
THMAZ AR FTARE > TERREALLSY -
EE3TITA(RHAR)

2 1 E #1097
o 1-(%F = T &% A)-4-[N-(4-F & X £)-N-[[3-(3,4,5-=
FTREXE)mbwe-5-A]F X1 A]x Awb i

TR K
S)ES-RF K-3-(3,45-Z F & A X
KBTI HRAFTXRAE TEARAR ST ECE LB URZAEL
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&4 -
A& 159% % (14%)

'"H-NMR (400‘MHz, CDCl3)8: 1.44 (s, 9H), 1.50-1.65 (m, 2H),
1.83-1.91 (m, 2H), 2.70-2.84 (m, 2H), 3.53-3.62 (m, 1H), 3.73
(s, 3H), 3.89 (s, 3H), 3.91 (s, 6H), 4.10-4.29 (m, 2H), 4.41 (s,
2H), 6.66 (s, 2H), 6.76-6.84 (m, 4H), 7.70 (s, 1H), 8.49 (s, 1H),
8.63 (d, 1H, J=2.1 Hz) -

5 F )98

B A 4-[N-(4-F & % K K )-N-[[3-3,4,5-= F A A XA )m =
SS5-R )T AR AL &

Whwe — BB B

g

Me
H ‘\O\ZHCI OMe
N | N OMe
i p/
N
OMe

1-(% =T & & & )-4-[N-(4-F & & KX K)-N-[[3-(3,4,5-=
FARARE)ME-S-RA]FEAIEEA]INAw= (159 )% 4o
KBz AR FTRAREE  TARAEREN R ZAML
&4 e
EE D 142% % (94%) -

SR 1-(% = T8 # £)-4-[N-(4-F & &% % £ )-N-[3-(3,4,5-

84732 - 142 -
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4-(H 42 -FAEBRE)-I(BFEZTAZ L) anwwe(613%
F)VR3-(3,4,5-Z F %

ARG X" T
EE 1127 (90%) -

'"H-NMR (400 MHz, CDCl3)8: 1.44 (s, 9H), 1.50-1.63 (m, 2H),
1.82-1.91 (m, 2H), 2.71-2.83 (m, 2H), 3.69 (tt, 1H, J=11.5 Hz,
3.5 Hz), 3.73 (s, 3H), 3.88 (s, 3H), 3.90 (s, 6H), 4.10-4.28 (m,
2H), 4.42 (s, 2H), 6.71 (s, 2H), 6.78 (s, 4H), 7.24-7.28 (m, 1H),
7.31-7.40 (m, 2H), 7.42 (s, 1H) -

K # 100

B & 4-[N-(4-F B A& KE)-N-[3-3,45- = FREXE)F X&]

Al At BEE B

OMe

Hl\O\ HCI i OMe
N

O OMe
Q

OMe

I-(% = T & #%& % )-4-[N-(4-7 & & X & )-N-[3-(3,4,5-=

FTARERE)FTEIEA]I A2 128 ) A0 ® T 4# 9

84732 143 -
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zHBEFXEE T RE
E &

980 % % (99%)

B 67TETI

TEMRIBREAELEGY -

TS BT I8RINF A iy B E

PlA2R AT IF X R b iT At » B hBEERAREF - BT HF

Z B d KBk E

NMR# # 7] # F -

- oph B OBR

]

S

- HAadmERIAERR

s ¥l TEEH

NMR # 3% (400 MHz, ¥
A & i) 3%; CDCL)S

67

Me
Me
Me
3HCI
MeO | N O OMe
N’ NS OMe
© ”
OMe

62%

1.60-1.92 (m, 4H), 2.08-2.22 (m,
2H), 2.92-3.06 (m, 2H), 3.54-3.64
(m, 3H), 3.73 (s, 3H), 3.89 (s,
3H), 3.90 (s, 3H), 3.93 (s, 12H),
4.43 (s, 2H), 6.70-6.81 (m, 6H),
7.12-7.17 (m, 3H), 7.56 (s, 1H),
7.76 (s, 1H), 8.49 (d, 1H, J=1.8
Hz), 8.53 (d, 1H, J=5.1 Hz), 8.70
(s, 1H).

68

OMe

eO
2HCI
Me(::‘\‘A Q OMe

54%

1.65-1.79 (m, 2H), 1.81-1.90 (m,
2H), 2.04-2.18 (m, 2H), 2.94-3.06
(m, 2H), 3.52-3.66 (m, 3H), 3.72
(s, 3H), 3.89 (s, 6H), 3.92 (s, 6H),
3.93 (s, 6H), 4.44 (s, 2H),
6.70-6.80 (m, 6H), 7.13-7.17 (m,
3H), 7.24-7.50 (m, 4H), 7.55 (s,
1H), 8.53 (d, 1H, J=4.9 Hz).

84732
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52% | 1.66-1.89 (m, 4H), 2.05-2.17 (m,

69 Me
:;\J:S\(YN wo Qe 2H), 2.97 (d, 2H, J=10.3 Hz),
DA< W 3.43-3.60 (m, 1H), 3.57 (s, 2H),
| @ (p 3.86 (s, 3H), 3.87 (s, 6H), 3.91(s,
6H), 4.42 (s, 2H), 6.63 (s, 2H),
ove 6.72-6.79 (m, 6H), 7.64 (s, 1H),
7.78 (br, 1H), 8.46 (d, 2H, J=1.6
Hz), 8.59 (d, 1H, J=2.4 Hz), 8.68

(d, 1H, J=2.2 Hz).

70 Meﬁm 69% | 1.55-1.97 (m, 4H), 2.06-2.21 (m,
wo e 2H), 2.92-3.07 (m, 2H), 3.53-3.68
MeO NN Ome A : ’ ’ )
C Qéom (m, 3H), 3.72 (s, 3H), 3.87 (s,
OMe

3H), 3.89 (s, 6H), 3.94 (s, 3H),
4.46 (s, 2H), 6.69 (s, 2H),
6.73-6.82 (m, 6H), 7.22-7.29 (m,
1H), 7.32 (t, 1H, J=7.4 Hz), 7.36
(d, 1H, J=7.8 Hz), 7.41 (s, 1H),
7.79(br, 1H), 8.48 (s, 1H),
8.71(br, 1H).

71 o pe 75% | 1.69-1.89 (m, 4H), 2.06-2.15 (m,
e el M*OMe 2H), 2.96-3.04 (m, 2H), 3.56-3.66
CL (m, 1H), 3.57 (s, 2H), 3.72 (s,

3H), 3.87 (s, 3H), 3.89 (s, 9H),
3.92 (s, 6H), 4.46 (s, 2H), 6.70 (s,
°Me 2H), 6.71-6.79 (m, 6H), 7.23-7.47
(m, SH).

R 101
SARI(FZTAZE)4-(TREXREL)S

7L fL OEt
0 Oﬁ@’

(B =T & #HL)4-~ A EA(5.00% )& 34 - - R K

wk wg

jey

LB (28 A ) A BB EHITZ AR T RARE T A A &
wRZAEALESY -
A& 7.00% (91%) -
'H-NMR (400 MHz, CDCl;)8: 1.21-1.31 (m, 2H), 1.37 (t, 3H,
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J=7.0 Hz), 1.46 (s, 9H), 1.97-2.05 (m, 2H), 2.84-2.95 (m, 2H),
3.28-3.37 (m, 1H), 3.96 (q, 2H, J=7.0 Hz), 3.99-4.10 (m, 2H),
6.57 (d, 2H, J=8.8 Hz), 6.77 (d, 2H, J=9.0 Hz) -

R 102

- (B =T&a# L)-4-[N-(4-T & E XA ) A ]~ &wbwE
(641 % )R 4-8 F £-2-3,4,5-= 7 & £ X £ )k 2 (588 %
A)VA ERIZTAE FARE  TEARRERTELEILTY IR
AL A o
A & 1 1.08% (94%) -

'"H-NMR (400 MHz, CDCl15)8: 1.36 (t, 3H, J=7.9 Hz), 1.44 (s,
9H), 1.49-1.58 (m, 2H), 1.82-1.92 (m, 2H), 2.70-2.85 (m, 2H),
3.62-3.72 (m, 1H), 3.89 (s, 3H), 3.94 (s, 6H), 4.12-4.29 (m,
2H), 4.39 (s, 2H), 6.75 (d, 2H, J=9.2 Hz), 6.78 (d, 2H, J=9.6
Hz), 7.14-7.18 (m, 3H), 7.55 (s, 1H), 8.54 (d, 1H, J=5.1 Hz) -
M E 103

4 A 4-[N-(4-T 8 R £ )-N-[[2-(3,4,5-= 7 & X % )wt & -4-

AP A AN Eanw —BR B
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T & # & )-4-[N-(4-T & X & )-N-[[2-(3,4,5-= F
A A A )k -4- AT AL AR EA8E) A B HF
FO4Z MRA FRXARE  TEARETERRZIBRALEY -
A& 1 1.01%(98%) -
B E 104
&R 1-(F =T

£
PREXRE)wE-S-R]FE]EE]S AL

7Lﬂ Me

(0]

# #K)-4-[N-(4-T & X & )-N-[[3-(3,4,5-=

A %
ZVRS5-8 F K -3-(3,4,5-= F & & X E )b vz (588% £ )Mk 4o

%
*alrt
(CLUENG

EHIZHME FXRE  TA
4 e
A& L 452% % (39%) °

£ &AL S

'H-NMR (400 MHz, CDCl3)8: 1.36 (t, 3H, J=6.8 Hz), 1.44 (s,
9H), 1.50-1.60 (m, 2H), 1.82-1.90 (m, 1H), 2.68-2.82 (m, 2H),
3.52-3.61 (m, 1H), 3.88 (s, 3H), 3.90 (s, 6H), 3.94 (q, 2H,
J=7.0 Hz), 4.10-4.25 (m, 2H), 4.40 (s, 2H), 6.66 (s, 2H), 6.77
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(d, 2H, J=9.2 Hz), 6.81 (d, 2H, J=9.2 Hz), 7.67 (s, 1H), 8.49 (d,
1H, J=2.0 Hz), 8.62 (d, 1H, J=2.1 Hz) -

B E 6105

& A4 IN-(4-Z R A K £)-N-[[3-3,4,5-Z F & £ % £ )k

S-RIFTERIEA]ISNAME —BE B
HU 2HCI OMe
N OMe

1-(% =T & #% £)-4-[N-(4-2 & % X £)-N-[[3-(3,4,5-=
FTARERE) g -5-A]F R AN &b eg (4522 2 4
HHmEPAZHAFRAEE  TERRETEDAZIRAL

& oo
E & D380% % (88%) °
HWHEHF 106

&R L-(% =T & % £)-4-[N-(4-2 & £ X £ )-N-[3-(3,4,5-

I(F=ZTAREKX)4-[N-4-TEEXE )L~ &
(6412 £)R3-CBA45-Z FAAXE)Y £ £ (5863 %)k 4o
EHIZHAFTRAAE  TEARR ST GLEIT 2128 L A
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4y o

A% 1 1.06% (92%)

'"H-NMR (400’ MHz, CDC13)8: 1.36 (t, 3H, J=7.0 Hz), 1.44 (s,
9H), 1.53-1.59 (m, 2H), 1.83-1.91 (m, 2H), 2.70-2.83 (m, 2H),
3.64-3.73 (m, 1H), 3.88 (s, 3H), 3.90 (s, 6H), 3.94 (q, 2H,
J=7.0 Hz), 4.10-4.29 (m, 2H), 4.41 (s, 2H), 6.71 (s, 2H), 6.76
(s, 4H), 7.26 (d, 1H, J=7.9 Hz), 7.33 (dd, 1H, J=7.4 Hz, 7.4
Hz), 7.38 (d, 1H, J=7.6 Hz), 7.42 (s, 1H) -

B4R #1107

& M A4-[N-(4-T 8 A& KX E)-N-[3-3,4,5-= F A A X &)F £]

fe R]x &wbeg BB B

T R % A )-4-[N-(4-2T & % % % )-N-[3-(3,4,5-=
VAKX RXE)FEAIBEA]IS &g (1.06% )k 40 & # F 494
ZHARTZARE  TERRETEHRRGBFEHALEY -
A% 9I13%E £ (97%) -

B 5] 72-79

&

EAL A BB EFL03 105R 107/ 12 2 e » i g &
WEPI A2RABFF R TEMITEHASER RIET - AT
FxhAmERBBLAMEYERSE - LA G REBRX AR
B NMR#E # 7] # F X -

1?“\'«
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'

ot

NMR £ 3£(400 MHz. »A
& & B dk i8] 3K; CDClL;)8

72

Me
Meojé\y\ 3HCI v
MeO X U OMe
Nz N/\Cfé[OMe
h
OFEt

49%

1.36 (t, 3H, J=7.1Hz), 1.68-1.94
(m, 4H), 2.10-2.24 (m, 2H),
2.93-3.04 (m, 2H), 3.54-3.65 (m,
3H), 3.89 (s, 3H), 3.90 (s, 3H),
3.93 (s, 6H), 3.96 (s, 6H), 4.45 (s,
2H), 6.72 (d, 2H, J=9.2 Hz), 6.78
(d, 2H, J=9.3 Hz), 7.15 (s, 2H),
7.17 (d, 1H, J=6.1 Hz), 7.20 (dd,
1H, J=4.9 Hz, 1.0 Hz), 7.23 (s,
2H), 7.57 (s, 1H), 7.61(br, 1H),
8.54 (d, 1H, J=5.2 Hz), 8.59 (d,
1H, J=4.9 Hz).

Me
Me: Me
Mezjé\m,\o i‘fl()/é[OMe
N N i A OMe
She
OEt

63%

1.36 (t, 3H, J=7.0 Hz), 1.56-1.74
(m, 2H), 1.80-1.90 (m, 2H),
2.07-2.19 (m, 2H), 2.92-3.02 (m,
2H), 3.58 (s, 2H), 3.88-3.95 (m,
2H), 3.89 (s, 3H), 3.93 (s, 12H),
4.43 (s, 2H), 6.69-6.79 (m, 6H),
7.12-7.17 (m, 3H), 7.55 (s, 1H),
7.76 (s, 1H), 8.49 (d, 1H, J=1.8
Hz), 8.53 (d, 1H, J=5.1 Hz), 8.69
(s, 1H).

74

OMe
Me 2HCI Me
MeO O U OMe
N | A OMe
she

OEt

65%

1.36 (t, 3H, J=7.0 Hz), 1.58-1.78
(m, 2H), 1.80-1.89 (m, 2H),
2.04-2.16 (m, 2H), 2.95-3.05 (m,
2H), 3.52-3.66 (m, 1H), 3.57 (s,
1H), 3.85-3.97 (m, 2H), 3.89 (s,
6H), 3.92 (s, 6H), 3.93 (s, 6H),
4.44 (s, 2H), 6.67-6.80 (m, 6H),
7.13-7.18 (m, 3H), 7.25-7.31 (m,
1H), 7.37 (dd, 1H, J=7.6 Hz, 7.6
Hz), 7.41-7.48 (m, 2H), 7.55 (s,
1H), 8.53 (d, 1H, J=4.9 Hz).

84732
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75

Me
Me Me
Me;jé\@/\ Q 3HC! OMe
Nz S OMe
o

OEt

42%

1.36 (t, 3H, J=7.0 Hz), 1.74-2.34
(m, 6H), 2.96-3.10 (m, 2H),
3.47-3.73 (m, 3H), 3.87-3.98 (m,
2H), 3.88 (s, 3H), 3.90 (s, 9H),
3.97 (s, 6H), 4.4 (s, 2H), 6.65 (s,
2H), 6.74-6.82 (m, 4H), 7.18-7.32
(m, 4H), 7.67 (s, 1H), 8.49 (d, 1H,
J=1.6 Hz), 8.57-8.65 (m, 2H).

76

Me
Me Me
Me;\/é\(\j/\,\o\ T’(j/éiom
N N I\, OMe
She

OEt

43%

1.36 (t, 3H, J=6.8 Hz), 1.63-1.96
(m, 4H), 2.00-2.26 (m, 2H),
2.92-3.03 (m, 2H), 3.44-3.66 (m,
3H), 3.86-3.96 (m, 2H), 3.88 (s,
3H), 3.89 (s, 6H), 3.90 (s, 3H),
3.93 (s, 6H), 4.4 (s, 2H), 6.65 (s,
2H), 6.72-6.80 (m, 6H), 7.67 (s,
1H), 7.77(br, 1H), 8.47-8.53 (m,
2H), 8.62 (d, 1H, J=1.9 Hz), 8.70
(s, 1H).

77

e
Me Hel OMe
2
N-# N OMe
OEt

82%

1.35 (t, 3H, J=6.8 Hz), 1.70-1.82
(m, 2H), 1.84-1.92 (m, 2H),
2.10-2.19 (m, 2H), 2.92-3.00 (m,
2H), 3.52-3.65 (m, 3H), 3.88 (s,
3H), 3.89 (s, 6H), 3.90 (s, 3H),
3.93 (q, 2H, J=7.1 Hz), 3.96 (s,
6H), 4.47 (s, 2H), 6.70 (s, 2H),
6.73 (d, 2H, J=9.3 Hz), 6.77 (d,
2H, J=9.3 Hz), 7.18-7.28 (m, 4H),
7.33 (dd, 1H, J=7.3 Hz, 7.3 Hz),
7.37 (d, 1H, J=7.6 Hz), 7.43 (s,
1H), 7.59 (s, 1H), 8.58 (d, 1H,
J=4.9 Hz).

78

Me
Me OMe

2HCI ii]OM,e
OMe

©

OEt

61%

1.35 (t, 3H, J=6.9 Hz), 1.58-1.80
(m, 2H), 1.82-1.91 (m, 2H),
2.09-2.18 (m, 2H), 2.93-3.20 (m,
2H), 3.56-3.65 (m, 1H), 3.58 (s,
2H), 3.87 (s, 3H), 3.89 (s, 6H),
3.89 (s, 3H), 3.91-3.94 (m, 2H),
3.93 (s, 6H), 4.45 (s, 2H), 6.69 (5,
2H), 6.71-6.78 (m, 6H), 7.23-7.28
(m, 1H), 7.32 (t, 1H, J=7.5 Hz),
7.36 (d, 1H, J=7.6 Hz), 7.42 (s,
1H), 7.77 (s, 1H), 8.49 (d, 1H,
J=1.8 Hz), 8.69 (d, 1H, J=1.8 Hz).

84732
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79 Me [ 73% | 135 (1, 3H, J=6.8 Hz), 1 68-1.80
S GO oe (m, 2H), 1.81-1.89 (m, 2H),
® QNOW 2.06-2.14 (m, 2H), 2.96-3.03 (m,
© 2H), 3.57 (s, 2H), 3.57-3.65 (m,
v 1H), 3.87 (s, 3H), 3.89 (s, 9H),
3.91-3.96 (m, 2H), 3.92 (s, 6H),

4.46 (s, 2H), 6.69-6.79 (m, 9H),
7.23-7.47 (m, TH).

o E 4 108

1-(5 =T & # ¥%)-4-x & nb s BA(S. 00% )R 4-T & 3 K&
G9SEVA W B HEHFITZHAFTXARE > TERRER y
z A e
A% 1691%(83%)-

'H-NMR (400 MHz, CDCI;)8: 0.96 (t, 3H, J=7.2 Hz), 1.23-
1.35 (m, 2H), 1.42-1.53 (m, 2H), 1.46 (s, 9H), 1.68-1.76 (m,
2H), 1.97-2.05 (m, 2H), 2.84-2.95 (m, 2H), 3.28-3.37 (m, 1H),
3.88 (t, 2H, J=6.6 Hz), 3.96-4.12 (m, 2H), 6.57 (d, 2H, J=9.0
Hz), 6.77 (d, 2H, J=8.8 Hz) -

R 4109

pu)
s
b
»
Z
®
‘_.\
i“:ﬂ

£ )-N-[[2-(3,4,5-=

84732 -152 -
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A a@bﬁ

O
1-(F=ZTAHZEE)4-[G-TAXE)EA]-ant=(696%
T)EA-RTF HX-2-3,4,5-=F & A XK )mb=w (588& )k
EHIZHEAFRRERE  TARRFTE2 LB ZHALS
My oo

A& 1 980% £ (81%) -

'H-NMR (400 MHz, CDCl;)8: 0.95 (t, 3H, J=7.4 Hz), 1.40-
1.50 (m, 2H), 1.44 (s, 9H), 1.67-1.76 (m, 2H), 1.82-1.90 (m,
2H), 1.82-1.90 (m, 2H), 2.70-2.82 (m, 2H), 3.61-3.71 (m, 1H),
3.84-3.90 (m, 5H), 3.94 (s, 6H), 4.10-4.28 (m, 2H), 4.39 (s,
2H), 6.74 (d, 2H, J=9.4 Hz), 6.78 (d, 2H, J=9.4 Hz), 7.14-7.18
(m, 3H), 7.56 (s, 1H), 8.54 (d, 1H, J=5.1 Hz) -

WHmE 110

e M 4-[N-(4-T & K %)-N-[[2-(3,4,5-= F & X & )mt = -4-

EZIP A AN Eam e BB B

1-(% = T &% %£)-4-[N-(4-T & X £)-N-[[2-(3,4,5-= ¥

84732 - 153 -
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AAE)mm-4-K]FAIEA]INARO80E L )R K MH
EHMzHBEATARE TEREREHRIFALEY -
A& 926% % (99%) -

R H111

SR 1-(5 =T &% £)-4-[N-(4-T & X £ )-N-[[3-(3,4,5-=
FRAERE)wew-5- A7 R A]Samt e

X " one
=, of

N OMe
_ -

I-(F=TaBRKX)4-[G-TARXE)EEX]X A2 (697F
S-RF A-3-345-ZFAARE )M R (S588E AL )R e

EHIZME F 3

4 o

A & D 485F % (40%) -

D
i
s
8
).q:.
?&

AR es Gl AREALS

'"H-NMR (400 MHz, CDCl3)8: 0.95 (t, 3H, J=7.4 Hz), 1.40-
1.57 (m, 2H), 1.44 (s, 9H), 1.67-1.75 (m, 2H), 1.82-1.90 (m,
2H), 2.69-2.81 (m, 2H), 3.51-3.60 (m, 1H), 3.87 (q, 2H, J=6.6
Hz), 3.88 (s, 3H), 3.90 (s, 6H), 4.06-4.23 (m, 2H), 4.39 (s, 2H),
6.66 (s, 2H), 6.77 (d, 2H, J=9.2 Hz), 6.81 (d, 2H, J=9.2 Hz),
6.81 (d, 2H, J=9.4 Hz), 7.67 (s, 1H), 8.49 (d, 1H, J=1.8 Hz),
8.62 (d, 1H, J=2.2 Hz) »

HmEH 112
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& A 4-[N-(4-T & KX & )-N-[[3-(3,4,5-= 7 & £ %X &£ )mt =
-%]“F’J;E]ﬂ#f,&]‘ whowr = HBEG EB

Me

HQ 2HCI OMe
N OMe

R # K )-4-[N-(4-T & X £ )-N-[[3-(3,4,5-= ¥
A XK )M -S- AP E]EA]INAEs w4858 £ ) &
MEPAZABAFTRARE  TERRZTEN RAZAEE LS

e
AR A456% % (98%) o
W EHILS

ERLI-(% =T & & X)-4-[N-(4-T & % £ )-N-[3-(3,4,5- =

I(FZTABE)4-[G-TREEEA]S A ® (697
A)E3-(3,4,5-ZF R A X E)¥ £ £ (

MEATARE  TARBRELEIBIAZHELLY -

A& 11745 (97%) o

'H-NMR (400 MHz, CDCl5)8: 0.95 (t, 3H, J=7.3 Hz), 1.40-

84732 -155-
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1.61 (m, 4H), 1.44 (s, 9H), 1.67-1.75 (m, 2H), 1.83-1.90 (m,
2H), 2.70-2.83 (m, 2H), 3.63-3.72 (m, 2H), 3.87 (q, 2H, J=6.6
Hz), 3.88 (s, 3H), 3.90 (s, 6H), 4.09-4.28 (m, 2H), 4.41 (s, 2H),
6.70 (s, 2H), 6.76 (s, 4H), 7.26 (d, 2H, J=8.0 Hz), 7.33 (t, 1H,
J=7.6 Hz), 7.38 (d, 1H, J=7.3 Hz), 7.42 (s, 1H) -

HimEH 114

& M 4-[N-(4-T & K & )-N-[3-(3,4,5-= 7 R A X £)¥ X 1j&
Als &t BER B -

OMe -
OMe

1-(% = T & # #£)-4-[N-(4-T & ¥ £)-N-[3-(3,4,5-= &

Ve & 158 Bk (11T )k 4o 8 45 K 4] 942

A& 1 1.02%(98%) -
F 80 % 87

BEAASCYAEHEEFLII0 112R 1145 B 2 i by & 4
FH3 A2RABHI B X AL T A Y » ITHE SR @ ZF - Ff
oo BRABLAEETHERSE - LA BB A%
ENMR# 3 7] % F -

84732 - 156 -
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B4 s = NMR #; 3% (400 MHz, »4
* EE g oy A # 3K, CDCL)S
80 | .. % 63 | 0.95 (t, 3H, J=7.3 Hz), 1.40-1.51
- — 3f|(/\(§we (m, 2H), 1.66-1.79 (m, 2H),
OGN o 1.83-1.92 (m, 2H), 2.10-2.21 (m,
© on 2H), 2.92-3.02 (m, 2H), 3.53-3.63
(m, 3H), 3.84-3.90 (m, 2H), 3.89
N0

(s, 3H), 3.93 (s, 6H), 3.96 (s, 6H),
6.72 (d, 2H, J=9.3 Hz), 6.77 d,
2H, J=9.3 Hz), 7.15 (s, 2H), 7.17
(d, 1H, J=5.1 Hz), 7.20 (d, 1H,
J=6.1 Hz), 7.22 (s, 2H), 7.57 (s,
1H), 7.59 (s, 1H), 8.54 (d, 1H,
J=4.9 Hz), 8.59 (d, 1H, J=5.1 Hz).
44% 10.95 (t, 3H, J=7.4 Hz), 1.42-1.51

_ .
Me
Megﬁg\(\fN A (m, 2H), 1.67-1.76 (m, 4H),
(O, A~ e 1.80-1.91 (m, 2H), 2.08-2.20 (m,
Q-
o0

81

2H), 2.92-3.03 (m, 2H), 3.84-3.96
(m, 3H), 3.89 (s, 3H), 3.90 (s, 3H),
3.93 (s, 12H), 4.43 (s, 2H),
6.69-6.79 (m, 6H), 7.14 (s, 2H),
7.16 (d, 1H, J=5.2 Hz), 7.55 (s,
1H), 7.76 (s, 1H), 8.49 (d, 1H,
J=1.8 Hz), 8.53 (d, 1H, J=5.0 Hz),
8.69 (s, 1H).

82 .. " 53% ] 0.95 (1, 3H, J=7.2 Hz), 1.40-1.51
ne e Ve e (m, 2H), 1.65-1.78 (m, 4H),
o, ~ K 1.81-1.89 (m, 2H), 2.05-2.18 (m,
<he

2H), 3.05-3.06 (m, 2H), 3.54-3.65
(m, 3H), 3.84-3.96 (m, 20H), 4.44
0 (s, 2H), 6.70 (d, 2H, J=9.2 Hz),
6.74-6.80 (m, 4H), 7.11-7.19 (m,
3H), 7.22-7.32 (m, 1H), 7.34-7.50
(m, 3H), 7.55 (s, 1H), 8.53 (d, 1H,

J=5.1 Hz). |

8 |, I 42% |0.95 (t, 3H, 7.4Hz), 1.40-1.51 (m,

o - af(ﬁom 2H), 1.67-1.86 (m, 6H), 2.03-2.30
SRS PPYS o (m, 2H), 2.92-3.06 (m, 2H),

© L 3.46-3.56 (m, 1H), 3.60 (s, 2H),

3.84-3.91 (m, 2H), 3.88 (s, 3H),

0 3.89 (s, 6H), 3.90 (s, 3H), 3.96 (s,

6H), 4.4 (s, 2H), 6.65 (s, 2H),
6.74-6.81 (m, 4H), 7.20 (d, 1H,
J=4.9 Hz), 7.25 (s, 2H), 7.6 7(br,
2H), 8.50 (d, 1H, J=1.6 Hz), 8.60
(d, 1H, J=5.6 Hz).

-157 -
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84

Me
Me i 3HCI Me
N s OMe
© N

36%

0.95 (t, 3H, J=7.4 Hz), 1.40-1.51
(m, 2H), 1.66-1.79 (m, 4H),
1.82-1.92 (m, 2H), 2.00-2.22 (m,
2H), 2.83-3.06 (m, 2H), 3.44-3.67
(m, 3H), 3.82-3.97 (m, 2H), 3.88
(s, 3H), 3.89 (s, 6H), 3.90 (s, 3H),
3.93 (s, 6H), 4.44 (s, 2H), 6.65 (s,
2H), 6.72-6.80 (m, 6H), 7.67 (s,
1H), 7.76(br, 1H), 8.47-8.53 (m,
2H), 8.62 (d, 1H, J=2.2 Hz), 8.70
(s, 1H).

85

Me

Me 2HCI OMe
wo SO
N N O OMe
N0

72%

0.95 (t, 3H, J=7.3 Hz), 1.40-1.51
(m, 2H), 1.66-1.82 (m, 4H),
1.84-1.92 (m, 2H), 2.10-2.20 (m,
2H), 2.92-3.00 (m, 2H), 3.53-3.66

(m, 3H), 3.83-3.92 (m, 2H), 3.88

(s, 3H), 3.89 (s, 6H), 3.90 (s, 3H),
3.96 (s, 6H), 4.47 (s, 2H), 6.67 (s,
2H), 6.73 (d, 2H, J=9.2 Hz), 6.77
(d, 2H, J=9.5 Hz), 7.18-7.29 (m,
4H), 7.33 (dd, 1H, J=7.3 Hz, 7.3
Hz), 7.37 (d, 1H, J=7.6 Hz), 7.43
(s, 1H), 7.60 (s, 1H), 8.58 (d, 1H,
J=4.9 Hz).

86

Me
Me 2HC! OMe
N
N7 N O OMe
\/\/o

24%

0.94 (t, 3H, J=7.4 Hz), 1.41-1.51
(m, 2H), 1.61-1.80 (m, 4H),
1.82-1.92 (m, 2H), 2.08-2.19 (m,
2H), 2.92-3.02 (m, 2H), 3.55-3.65
(m, 1H), 3.57 (s, 2H), 3.84-3.91
(m, 2H), 3.87 (s, 3H), 3.88 (s, 6H),
3.89 (s, 3H), 3.93 (s, 6H), 4.45 (s,
2H), 6.69 (s, 2H), 6.71-6.78 (m,
4H), 6.75 (s, 2H), 7.23-7.28 (m,
1H), 7.32 (t, 1H, J=7.4 Hz), 7.36
(d, 1H, J=7.6 Hz), 7.42 (s, 1H),
7.77 (s, 1H), 8.49 (d, 1H, J=1.6
Hz), 8.69 (s, 1H).

87

C Qém

78%

0.94 (t, 3H, J=7.3 Hz), 1.40-1.50
(m, 2H), 1.66-1.88 (m, 4H),
1.82-1.89 (m, 2H), 2.04-2.16 (m,
2H), 2.96-3.03 (m, 2H), 3.55-3.65
(m, 3H), 3.83-3.90 (m, 2H), 3.87
(s, 3H), 3.89 (s, 9H), 3.92 (s, 6H),
4.46 (s, 2H), 6.69-6.79 (m, 9H),
7.23-7.48 (m, TH).

84732
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W EHFILLS
& Ak 4- (Fa‘iﬂ-“F’ ARXIERX)1I-(F=ZTARKEKL)S

s
>

o
2
o

Ak,
O\ﬁ@OMe

I (F=TAa#X)4- AR 4784 )R M 42-7 & X
(296 VA B HE 3T AR F XA ELS T A RAZA
/B
A% 1 4.83% (66%) -

'"H-NMR (400 MHz, CDCl;)8: 1.20-1.39 (m, 2H), 1.44 (s, 9H),
1.99-2.05 (m, 2H), 2.89 (dt, 2H, J=13.5 Hz, 2.2 Hz), 3.33-3.44
(m, 1H), 3.75 (s, 3H), 3.96-4.07 (m, 2H), 6.14 (t, 1H, J=2.2
Hz), 6.18-6.29 (m, 2H), 7.05 (t, 1H, J=8.1 Hz) -
HmEHILLG6

& 1-(%F = T 8 %% &)-4-[N-(3-F & & X & )-N-[[2-(3,4,5-

4-(?55’&-‘??(‘%}] %)-1'(%—:‘—]‘%;};{%)/\ ﬂ“bt (613
A)BA-RF A-2-3,45-Z F & X X L )nb w2 (588F £ ) 4w
FHIOZHEAEFTARE  TERRZTELELB ZEHEIL L

W e

84732 - 159 -
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& & T789% £ (70%) -

'H-NMR (400 MHz, CDC13)8: 1.45 (s, 9H), 1.50-1.67 (m, 2H),
1.82-1.91 (m, 2H), 2.74-2.87 (m, 2H), 3.74 (s, 3H), 3.88-3.98
(m, 1H), 3.89 (s, 3H), 3.94 (s, 6H), 4.14-4.32 (m, 2H), 4.48 (s,
2H), 6.28 (dd, 1H, J=2.2 Hz, 2.2 Hz), 6.31-6.37 (m, 2H), 7.10-
7.15 (m, 2H), 7.16 (s, 2H), 7.55 (s, 1H), 8.56 (d, 1H, J=5.1
Hz) -

HmE LT

B M 4-[N-(3-F & & K &£ )-N-[[2-(3,4,5-= F & X % )mt w2

A-R )T ERIEA]IS AR — BB B

Me
HT::L 2HCI OMe
N N OMe

1-(% = T & % £)-4-[N-(3-F & # %X % )-N-[[2-(3,4,5- =

¥R REK)beg 4- A ]F A AN Awbew (78928 2 )k 4o &
HEFIAZAMBAFXERE » TERRBRZTEND A ZZHEIL A
My e

A& 1T10% £(95%) °
oot R 118

84732 - 160 -
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b-(M e -F R EMBA)1-(FZTAEL)S Aok (6135
FVES-RF A-3-(3,4,5-ZF KA K £L) 4o
FHIZHAAFRAAE  TAARS G DY 2 IBALL
i e

B & 396% % (35%) -

'"H-NMR (400 MHz, CDCl;)8: 1.45 (s, 9H), 1.54-1.66 (m, 2H),
1.81-1.91 (m, 2H), 2.73-2.87 (m, 2H), 3.74 (s, 3H), 3.87-3.93
(m, 1H), 3.88 (s, 3H), 3.90 (s, 6H), 4.14-4.29 (m, 2H), 4.51 (s,
2H), 6.30-6.35 (m, 2H), 6.38 (d, 1H, J=7.2 Hz), 6.68 (s, 2H),
7.12 (dd, 1H, J=8.8 Hz, 8.8 Hz), 7.66 (s, 1H), 8.49 (d, 1H
J=2.0 Hz), 8.66 (d, 1H, J=2.2 Hz) -

B E 119

& A A-[N-(3-F & % % 5£)-N-[[3-(3,4,5-Z 7 & £ % £ )b 2
S-ER]FEAIBAIS AR — BB B

2HCI OMe

"L
N N OMe

-

N
MeO

I-(% =T &% & )-4-[N-3-F & & X £)-N-[[3-(3,4,5-=

FTREXRE)RZ-S-R]FAIEA]X A& (396F £)A 4o
KA EFMZBRATXAE  TEARRELTENRAZZ AL

&4 .

E R 348% 2 (92%) -

84732 - 161 -
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o E 120
SR 1-(F = TR ELE)A[N-G-F & £ X £ )-N-[3-(3,4,5-
ZPAREEE)EAIEA]S Ak R

TARZA)S Aot w (613%
H)E3-CA45-ZFAAXE)FTAAGEA )R L Rt F
BlOZHMAFZARE  TEARRREALIHBIBALLY -
A% 1014 (90%) -

'H-NMR (400 MHz, CDCl3)3: 1.44 (s, 9H), 1.56-1.67 (m, 2H),

1.83-1.91 (m, 2H), 2.72-2.86 (m, 2H), 3.73 (s, 3H), 3.85-3.98

(m, 1H), 3.88 (s, 3H), 3.90 (s, 6H), 4.12-4.30 (m, 2H), 4.50 (s,

2H), 6.27-6.34 (m, 2H), 6.38 (dd, 1H, J=8.2 Hz, 2.4 Hz), 6.72

(s, 2H), 7.10 (dd, 1H, J=8.2 Hz, 8.2 Hz), 7.21-7.27 (m, 1H),

7.32-7.43 (m, 3H) »

MR p 121

B A A4-[N-(3-F & A X A)-N-[3-3,45- = F AL KXA)L A
B’

7 A )55 & b 3o

OMe

HU HCI O OMe
N @ OMe
MeO i

84732 - 162 -
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I-(F =T &% £ )-4-[N-3-7 & £ X £ )-N-[3-(3,4,5- =
PRAEA)ERE AN Bk (1.01 5 )% 4o 8 45 & 4 94
zﬁﬂﬁﬁiﬁ’ﬁi& Y E AN RZARAILSH -

EE O 820% £ (92%) -

E 1) 88-95
Lo Z R EBTHIIT 119121 s g &

za.\:

MRS A2RABHI B XL RACHTAY > ITHASER @I o
IR nERAlLARENERSE - LA G RRZE
F ZNMR# # 7] # F -

# NMR# 3% (400 MHz, &
o i AE A o B 83X, CDCL;)d

88 63% [ 1.70-1.82 (m, 2H), 1.83-1.90 (m,
. ol 2H), 2.14-2.23 (m, 2H), 2.94-3.01
P CL (m, 2H), 3.57 (s, 2H), 3.73 (s, 3H),
O 3.76-3.88 (m, 1H), 3.89 (s, 3H),

Meo 3.90 (s, 3H), 3.93 (s, 6H), 3.96 (s,
6H), 4.53 (s, 2H), 6.26-6.35 (m,
3H),7.11 (dd, 1H, J=8.3 Hz, 8.3
Hz), 7.12-7.14 (m, 1H), 7.15 (s,
2H), 7.20 (d, 1H, J=5.1 Hz), 7.22
(s, 2H), 7.55 (s, 1H), 7.58 (s, 1H),
8.55 (d, 1H, J=4.9 Hz), 8.59 (d,
1H, J=4.9 Hz).

89 Ve 72% | 1.67-1.90 (m, 4H), 2.13-2.22 (m,
o . af@/&em 2H), 2.94-3.04 (m, 2H), 3.59 (s,
» CLN S S 2H), 3.74 (s, 3H), 3.77-3.87 (m,
@ Ln 1H), 3.89 (s, 3H), 3.89 (s, 3H),
Meo™ 3.92 (s, 6H), 3.93 (s, 6H), 4.52 (s,
2H), 6.27 (dd, 1H, J=2.4 Hz, 2.4
Hz), 6.29-6.34 (m, 2H), 6.75 (s,
2H), 7.08-7.17 (m, 4H), 7.54 (s,
| 1H), 7.75 (s, 1H), 8.50 (d, 1H,
J=1.8 Hz), 8.54 (d, 1H, J=5.1 Hz),

84732 -163 -
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8.69 (d, 1H, J=2.0 Hz).

90

60%

1.68-1.90 (m, 4H), 2.09-2.19 (m,
2H), 2.97-3.06 (m, 2H), 3.58 (s,
2H), 3.73 (s, 3H), 3.76-3.87 (m,
1H), 3.89 (s, 6H), 3.92 (s, 6H),
3.92 (s, 6H), 4.52 (s, 2H),
6.25-6.35 (m, 3H), 6.76 (s, 2H),
6.78-7.17 (m, 4H), 7.25-7.32 (m,
1H), 7.37 (dd, 1H, J=7.4 Hz, 7.4
Hz), 7.41-7.47 (m, 2H), 7.54 (s,
1H), 8.54 (d, 1H, J=5.1 Hz).

91

50%

1.80-1.93 (m, 4H), 2.13-2.32 (m,
2H), 2.87-3.10 (m, 2H), 3.60 (s,
1H), 3.69-3.85 (m, 1H), 3.73 (s,
3H), 3.88 (s, 3H), 3.89 (s, 6H),
3.90 (s, 3H), 3.96 (s, 6H), 4.57 (s,
2H), 6.29-6.34 (m, 2H), 6.37 (dd,
1H, J=8.2 Hz, 8.1 Hz), 6.67 (s,
2H), 7.11 (dd, 1H, J=8.6 Hz, 8.6
Hz), 7.20-7.28 (m, 3H), 7.58-7.72
(m, 1H), 7.68 (s, 1H), 8.50 (d, 1H,
J=1.8 Hz), 8.60 (d, 1H, J=4.7 Hz),
8.65 (d, 1H, J=2.0 Hz).

35%

1.70-1.90 (m, 4H), 2.12-2.25 (m,
2H), 2.95-3.03 (m, 2H), 3.59 (s,
2H), 3.72-3.97 (m, 1H), 3.73 (s,
3H), 3.88 (s, 3H), 3.89 (s, 6H),
3.90 (s, 3H), 3.93 (s, 6H), 4.54 (s,
2H), 6.25-6.38 (m, 2H), 6.36 (d,
1H, J=8.4 Hz, 8.4 Hz), 6.67 (s,
2H), 6.75 (s, 2H), 7.11 (dd, 1H,
J=8.4 Hz), 7.66 (s, LH), 8.49 (s,
1H), 8.50 (d, 1H, J=1.8 Hz), 8.64
(d, 1H, J=2.0 Hz), 8.70 (d, 1H,
J=1.9 Hz).

93

86%

1.73-1.93 (m, 4H), 2.13-2.23 (m,
2H), 2.94-3.02 (m, 2H), 3.57 (s,
2H), 3.73 (s, 3H), 3.77-3.87 (m,
1H), 3.88 (s, 3H), 3.88 (s, 6H),
3.90 (s, 3H), 3.96 (s, 6H), 4.56
(s,2H), 6.27 (dd, 1H, J=8.0 Hz, 2.2
Hz), 6.31 (dd, 1H, J=2.2 Hz, 2.2
Hz), 6.36 (dd, 1H, J=8.2 Hz, 2.2
Hz), 6.71 (s, 2H), 7.09 (dd, 1H,
J=8.1 Hz, 8.1 Hz), 7.18-7.28 (m,
4H), 7.34 (dd, 1H, J=7.4 Hz, 7.4
Hz), 7.38 (d, 1H, J=7.6 Hz), 7.42

84732
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84732

(s, 1H), 7.59 (s, 1H), 8.59 (d, 1H,
J=4.9 Hz).

94

K&(TCLZ"M’

MeO

56%

1.72-1.92 (m, 4H), 2.10-2.23 (m,
2H), 2.92-3.60 (m, 2H), 3.59 (s,
2H), 3.72 (s, 3H), 3.77-3.89 (m,
1H), 3.87 (s, 3H), 3.88 (s, 6H),
3.93 (s, 6H), 4.55 (s, 2H), 6.27
(dd, 1H, J=8.0 Hz, 2.2 Hz), 6.31
(dd, 1H, J=2.1 Hz, 2.1 Hz), 6.36
(dd, 1H, J=8.4 Hz, 2.4 Hz), 6.70
(s, 2H), 6.75 (s, 2H), 7.09 (dd, 1H,
J=8.2 Hz, 8.2 Hz), 7.22 (4, 1H,
J=7.4 Hz), 7.33 (dd, 1H, J=7.4 Hz,

| 7.4 Hz), 7.38 (d, 1H, J=7.8 Hz),

7.40 (s, 1H), 7.77 (s, 1H), 8.50 (d,
1H, J=1.8 Hz), 8.69 (d, 1H, J=1.8
Hz).

95

OMe

O OMe

OMe

OMe .
MeO.
g ol
w0
N

MeO

77%

1.66-1.89 (m, 4H), 2.08-2.18 (m,
2H), 2.95-3.05 (m, 2H), 3.58 (s,
2H), 3.72 (s, 3H), 3.75-3.84 (m,
1H), 3.87 (s, 3H), 3.88 (s, 6H),
3.89 (s, 3H), 3.92 (s, 6H), 4.55 (s,
2H), 6.26 (dd, 1H, J=8.0 Hz, 2.2
Hz), 6.30 (dd, 1H, J=2.2 Hz, 2.2
Hz), 6.36 (dd, 1H, J=8.3 Hz, 2.2 -
Hz), 6.70 (s, 2H), 6.76 (s, 2H),
7.08 (dd, 1H, J=8.3 Hz, 8.3 Hz),
7.22 (d, 1H, J=7.3 Hz), 7.27-7.47
(m, 7H).

oo 122

R AL -F R X E)-1-(F =T & #

%ﬁfkéJ

H

(B ZTABA)4-x At

e (296 ) A ®H B H 3724 B F X 4% 4

- 165 -
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& e

EE 2614 (36%)

'H-NMR (400 MHz, CDCl3)8: 1.31-1.41 (m, 2H), 1.47 (s, 9H),
2.00-2.08 (m, 2H), 2.90-3.01 (m, 2H), 3.38-3.47 (m, 1H), 3.83
(s, 3H), 4.00-4.21 (m, 2H), 6.60-6.69 (m, 2H), 6.76-6.89 (m,

2H) -
K 123
bR 1-(% = T & % £ )-4-[N-(2-F & % £ )-N-[[2-(3,4,5- =

T
WR A A ) -4- KT E]IEE]S &b w

4-(FF1Z-FRAXBEE)-I-(FZTABRE)Sam=(613F
FVBRA-RF A-2-3,4,5-Z F & £ X A )mb w2 (588 £ ) 4w
FHIZHARAFTARE  TARB LT EALIBZIZALS
4 o
E &R 1T63% £ (68%) -
"H-NMR (400 MHz, CDCl13)5: 1.41-1.58 (m, 2H), 1.44 (s, 9H),
1.81-1.91 (m, 2H), 2.62-2.78 (m, 2H), 3.29 (tt, 1H, J=7.6 Hz,
3.7 Hz), 3.86 (s, 3H), 3.89 (s, 3H), 3.95 (s, 6H), 4.06-4.16 (m,
2H), 4.37 (s, 2H), 6.80 (ddd, 1H, J=7.6 Hz, 7.6 Hz, 1.2 Hz),
6.87 (dd, 1H, J=8.5 Hz, 1.0 Hz), 7.00-7.06 (m, 2H), 7.14 (s,

2H), 7.20 (dd, 1H, J=4.9 Hz, 1.0 Hz), 7.61 (s, 1H), 8.49 (d, 1H,
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J=4.9 Hz) -
& F 124
& A 4-[N-(2-7 & £ K AE)-N-[[2-(3,4,5- = F & & X K )k =

AP A A~ avtw — B8 B

I-(% = T & & % )-4-[N-(2-F & % X £ )-N-[[2-(3.,4,5-=
FTREFXRE)Z2-4-K]F XA A2 (763 £)R 4o
KETHMIZHBEAFTAREE  TEARRZTEHAIEAEL
e o
AE DTOLE £ (97%)
ot E H125

e l-(F = T & #% %)-4-[N-(2-9 & & % #£)-N-[[3-(3,4,5-

4-(Hpf2-F £

A
T)BS5-RF A-3-(3,4,5-ZF & & X KL )wkw (588% £ )1

Moo

84732 - 167 -
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AR 353% 5 (31%)

'"H-NMR (406—MHZ, CDC1;3)8: 1.44 (s, 9H), 1.46-1.53 (m, 2H),

1.82-1.91 (m,‘2H), 2.62-2.78 (m, 2H), 3.24-3.33 (m, 1H), 3.83

(s, 3H), 3.89 (s, 3H), 3.91 (s, 6H), 4.03-4.16 (m, 2H), 4.37 (s,

2H), 6.64 (s, 2H), 6.79 (ddd, 1H, J=7.6 Hz, 7.6 Hz, 1.2 Hz),

6.84 (dd, 1H, J=7.0 Hz, 1.2 Hz), 6.97-7.06 (m, 2H), 7.68 (dd,

1H, J=1.3 Hz, 1.3 Hz), 8.49 (d, 1H, J=2.0 Hz), 8.56 (d, 1H,

J=2.2 Hz) -

B E 126

B M 4-[N-(2-F A & X £ )-N-[[3-3,4,5-= F & A XA )mt =
AP RIEEEA]S At — BB B

1-(% = T & % #£)-4-[N-(2-F & £ % £ )-N-[[3-(3,4,5-=
FTARERXE)wwe-S-R]IFEBEA]IS A (G534 )&
EmEHMZIAAFTARE  TARRZTEN R BAL
/A
A% 312% % (93%) o
&% E H 127

& 1-(% =T &% K)-4-[N-(2-F & % X % )-N-[3-(3,4,5-

84732 - 168 -
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—
[}

b-(Frfa-F A X E)-1I(FZTAHL)S At = (6132
F)ER3-3,45-ZF AARXA)F XA R(GB6E L )A T #I9X 48
A7 XRE > TEARRETER2ABVIERALEY

A& 1124 (100%) »

'H-NMR (400 MHz, CDCl13)8: 1.43 (s, 9H), 1.46-1.57 (m, 2H),
1.81-1.90 (m, 2H), 2.62-2.76 (m, 2H), 3.31 (tt, 1H, J=11.1 Hz,
3.3 Hz), 3.84 (s, 3H), 3.88 (s, 3H), 3.91 (s, 6H), 4.00-4.16 (m,
2H), 4.36 (s, 2H), 6.67 (s, 2H), 6.78 (t, 1H, J=7.3 Hz), 6.85 (d,
1H, J=7.9 Hz), 6.96-7.03 (m, 2H), 7.24-7.34 (m, 3H), 7.43 (s,
1H) -

% E 128

& R 4-[N-(2-F & & K E)-N-[3-3,45-= F & & X K)F £]

fe AR ]N Bobwe BER B

1-(% =T & % £ )-4-[N-(2-9¥ & & % % )-N-[3-(3,4,5- =
REXRA)F A IEA]Sank (1. 128) A B H T HO
* FRARE  THERETEHRZIBEAILLESY -

84732 - 169 -
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i

Bl A A B E 1240 1262 12857 12 2 B o fLih 8

R IIRASE AR 2 B AL AT A M AT A B T IR - PR AR
ZEHRBAEREILAELTNERE - L hREBRLEER

NMR# 3% 7] 7 F -

B

HH

NMR 3% (400 MHz, A
g & f& i a)3X; CDCl;)d

96

Me
MeO.
Me
3HCI
X OMe
Nz NS OMe
MeO\ t =N

MeO

73%

J=7.6 Hz, 7.6 Hz, 1.2 Hz), 6.86

1.62-1.74 (m, 2H), 1.82-1.90 (m,
2H), 1.98-2.08 (m, 2H), 2.86-2.94
(m, 2H), 3.13-3.22 (m, 1H), 3.52
(s, 2H), 3.85 (s, 3H), 3.89 (s, 3H),
3.90 (s, 3H), 3.94 (s, 6H), 3.96 (s,
6H), 4.40 (s, 2H), 6.80 (ddd, 1H,

(dd, 1H, J=8.1 Hz,1.2 Hz),
6.98-7.05 (m, 1H), 7.14 (s, 2H),
7.18 (dd, 1H, J=4.9 Hz, 1.2 Hz),
7.20-7.24 (m, 1H), 7.22 (s, 2H),
7.58 (s, 1H), 7.62 (s, 1H), 8.49 (d,
1H, J=4.9 Hz), 8.57 (d, 1H, J=5.2
Hz).

97

55%

1.60-1.73 (m, 4H), 1.82-1.93 (m,
2H), 1.98-2.07 (m, 2H), 2.87-2.97
(m, 2H), 3.12-3.22 (m, 1H), 3.54
(s, 2H), 3.85 (s, 3H), 3.89 (s, 3H),
3.90 (s, 3H), 3.93 (s, 6H), 3.94 (s,
6H), 4.39 (s, 2H), 6.75 (s, 2H),
6.79 (dd, 1H, J=7.4 Hz, 7.4 Hz),
6.86 (d, 1H, J=7.8 Hz), 6.97-7.05
(m, 2H), 7.13 (s, 2H), 7.20 (d, 1H,
J=4.7 Hz), 7.61 (s, 1H), 7.75 (s,
1H), 8.46-8.50 (m, 2H), 8.68 (d,
1H, J=2.0 Hz).

98

29%

1.64-1.82 (m, 2H), 1.84-1.97 (m,
2H), 2.00-2.15 (m, 2H), 2.84-3.01
(m, 2H), 3.13-3.27 (m, 1H), 3.56
(s, 2H), 3.82 (s, 3H), 3.88 (s, 3H),
3.90 (s, 3H), 3.91 (s, 6H), 3.96 (s,
6H), 4.40 (s, 2H), 6.63 (s, 2H),
6.75-6.88 (m, 2H), 6.97-7.04 (m,
2H), 7.19 (d, 1H, J=4.3 Hz), 7.25
(s, 2H), 7.58-7.73 (m, 2H), 8.50
(d, 1H, J=1.6 Hz), 8.56 (d, 1H,
J=2.2 Hz), 8.58 (d, 1H, J=4.9 Hz).

84732
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9w 2 30% | 1.62-1.75 (m, 2H), 1.83-1.94 (m,
WS SN L et 2H), 1.95-2.11 (m, 2H), 2.84-3.01
PG WSS (m, 2H), 3.12-3.23 (m, 1H), 3.55

Meo\© L. (s, 2H), 3.82 (s, 3H), 3.88 (s, 3H),

3.90 (s, 3H), 3.90 (s, 6H), 3.93 (s,
6H), 4.39 (s, 2H), 6.63 (s, 2H),
6.70-6.86 (m, 4H), 6.94-7.06 (m,
2H), 7.68 (s, 1H), 7.76 (s, 1H),
8.47 (d, 1H, J=1.7 Hz), 8.49 (d,
1H, J=1.7 Hz), 8.55 (d, 1H, J=2.2
Hz), 8.69 (s, 1H).

100 | oo P 67% | 1.64-1.79 (m, 2H), 1.85-1.93 (m,
Me0” SN 2 e 2H), 1.99-2.09 (m, 2H), 2.86-2.95

> ) o (m, 2H), 3.16-3.26 (m, 1H), 3.52

Mw@ ® (s, 2H), 3.84 (s, 3H), 3.88 (s, 3H),

3.90 (s, 6H), 3.96 (s, 6H), 4.40 (s,

2H), 6.67 (s, 2H), 6.78 (dd, 1H,
J=7.4 Hz, 7.4 Hz), 6.85 (d, 1H,
J=8.2 Hz), 6.97 (dd, 1H, J=7.8 Hz,
7.8 Hz), 7.02 (dd, 1H, J=7.8, 1.6
Hz), 7.17-7.33 (m, 6H), 7.44 (s,
1H), 7.59 (s, 1H), 8.57 (d, 1H,
J=5.1 Hz).

101 Me 55% | 1.62-1.77 (m, 2H), 1.82-1.94 (m,
2HCl 2 ove 2H), 1.98-2.08 (m, 2H), 2.86-2.96
0 y e (m, 2H), 3.16-3.26 (m, 1H), 3.54
Meotj ® (s, 2H), 3.83 (s, 3H), 3.87 (s, 3H),
3.90 (s, 9H), 3.93 (s, 6H), 4.39 (s,
2H), 6.66 (s, 2H), 6.73-6.80 (m,
3H), 6.84 (d, 1H, J=7.8 Hz), 6.97
(dd, 1H, J=7.8 Hz, 7.8 Hz), 7.01
(d, 1H, J=7.8 Hz), 7.23-7.32 (m,
3H), 7.43 (s, 1H), 7.77 (s, lH),
8.47 (d, 1H, J=1.4 Hz), 8.68 (d,
1H, J=1.8 Hz).

W 129

ERI(FZTARL)4-QI3-=F A EBK L)~

.
0L,

OMe

mhowE !

o
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84

1-(B=Ta#L)4- XA BA(4.784%)%2,3-—F & X
Wi (3.68% )0 40 B4 B W37 48 Bl o X B & 0 T & AR AL
& o |
EE 3184 (39%) -

'H-NMR (400 MHz, CDCl5)5: 1.29-1.42 (m, 2H), 1.45 (s, 9H),
1.97-2.03 (m, 2H), 2.92 (dt, 2H, J=13.5 Hz, 2.2 Hz), 3.38 (dt,
1H, J=13.8 Hz, 4.1 Hz), 3.77 (s, 3H), 3.82 (s, 3H), 3.99-4.03

(m, 2H), 4.17 (m, 1H), 6.27-6.32 (m, 2H), 6.88 (t, 1H, J=8.4

Hz) -
2% E 130
& 1-(% = T & & & )-4-[N-(2,3- = 7 & X £ )-N-[[2-
(B, 45-ZF A RXE)mbwe-4- K ]F K]k K] abwg

;\i MeOMe

Meojij

I-(F = TRHEAE)4-Q23-=F A XA M)~ &= (673
T A)RA-R T AE-2-(3,4,5-Z F A A& X K )mb w2 (588% £ )M

W FEHIZTHRATARE TEAREB X ELES VI ZHILS
4y o

E & D613% % (52%) -

'H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.56-1.70 (m, 2H),
1.84-1.91 (m, 2H), 2.62-2.76 (m, 2H), 3.58 (tt, 1H, J=11.8 Hz,
3.6 Hz), 3.83 (s, 3H), 3.89 (s, 6H), 3.93 (s, 6H), 4.08-4.25 (m,

732 -172 -
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2H), 4.35 (s, 2H), 6.56-6.63 (m, 2H), 6.86 (t, 1H, J=8.3 Hz),
7.14 (s, 2H), 7.17 (dd, 1H, J=5.1 Hz, 1.2 Hz), 7.62 (s, 1H),
8.50 (d, 1H, J=5.1 Hz) »

R 131

& R 4-[N-(2,3-= F &KX £ )-N-[[2-(3,4,5-Z F & X &£ )b &

ARIPAIEE]IN AR R B R B

rh

HI\O\ 2HC! OMe
NN

OMe

I-(% =T & #% % )-4-[N-(2,3- = 7 & X & )-N-[[2-(3,4,5-

ZF AR XA )abeg 4- A ]FP A AN A (613F 45 )A 4

EmEFIIZBRAFTARE TEAREBFTEH R AZHL
,A\4@ °

A& 512% % (88%)

£ 4] 102
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4-[N-(2,3-=— % & & X X )-N-[[2-(3,4,5-= F &, & X X )k
A-R]F A AN Ak % B (113E £)R4-8 7
gg%aaxz?gug*gwwﬁw9%£wa@gng¢ma
FREL BN ERBILR-ZBHEBEE > THAIRZED
Kz AZE A Y
A% 21E £ (12%) o
'"H-NMR (400 MHz, X & & #& & & 3, CDC1;)8: 1.76-1.96 (m,
4H), 2.00-2.13 (m, 2H), 2.86-3.00 (m, 2H), 3.42-3.60 (m, 1H),
3.54 (s, 2H), 3.82 (s, 3H), 3.88 (s, 3H), 3.90 (s, 3H), 3.97 (s,
6H), 4.41 (s, 2H), 6.57 (d, 1H, J=8.0 Hz), 6.62 (d, 1H, J=8.2
Hz), 6.85 (dd, 1H, J=8.4 Hz, 8.4 Hz), 7.11-7.29 (m, 6H), 7.59
(s, 1H), 7.63 (s, 1H), 8.50 (d, 1H, J=4.9 Hz), 8.59 (d, 1H,

J=4.9 Hz) -
B E 132
AR (FZTARAEE)4[[4-(ZRTAE)XEAIEEA]S L
Pt e

;\ﬂ OCF,

go¥s;
I (F=ZTAREE)4- AR REAGO0L)R4-(Z AT A

A)RBA2IA) A 8 HEH3TZME TRXAREE > TAEK
e RIFEALEY -

A& 1 522%(60%) ¢

"H-NMR (400 MHz, CDCl3)8: 1.25-1.40 (m, 2H), 1.47 (s, 9H),
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1.98-2.08 (m, 2H), 2.83-2.98 (m, 2H), 3.34-3.43 (m, 1H), 3.97
-4.12 (m, 2H), 6.58 (d, 2H, J=8.8 Hz), 7.03 (d, 2H, J=8.8 Hz) -

2 4% F 5133

Sk 1-(%F = T & % % )-4-[N-[4-( = 5 F & £ ) X
AI-N-[[2-3,4,5- = F A XK )b -4- K17 Rk A ] Ak
wE
Me
;\Oim OMe
N '\ OMe
-OCF3

I(F=ZTAREE)4-[-ERTAEABIXREIELA]INAR

(721 % )R 4-8 F £ -2-(3,4,5-= F & A X & )b »2 (588
EAIVAWEHFAIZREFTARE  TAREREGELB X
R A oo
B E D543 £ (44%) o
'"H-NMR (400 MHz, CDC1;)8: 1.45 (s, 9H), 1.52-1.66 (m, 2H),
1.81-1.91 (m, 2H), 2.73-2.88 (m, 2H), 3.88-3.99 (m, 1H), 3.89
(s, 3H), 3.93 (s, 6H), 4.15-4.34 (m, 2H), 4.48 (s, 2H), 6.68 (d,
2H, J=9.2 Hz), 7.07 (d, 2H, J=8.6 Hz), 7.12 (dd, 1H, J=5.2 Hz,
1.3 Hz), 7.15 (s, 2H), 7.52 (s, 1H), 8.58 (d, 1H, J=5.2 Hz) -
ot E 134
&R A-N-[4-(Z 8 F AE)KXKE]-N-[[2-C,45-= FAX %)
g -4-K]F ALl s awtw — B R B
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Me

HI\O\ 2HCI OMe
N N

I OMe
2N

OCF,
I-(%F =T & # % )-4-[N-[4-(=Z & F & &)X X ]-N-[[2-
(3,4,5-Z P R X K )b -4- K17 K1 K] &b (5432
FIVA W BEHEAMNZ AR FTAREE  TEARERTLEHRIZ
LS W o

A% 1 481% % (93%) -

W E 135

&k 1-(% = T & #% % )-4-[N-[4-

(Z &
[[3-(3,4,5-=Z F R & X L)k we-5-% 17 £ 1 £ 15 &b ot

7Loi MeOMe

OCF,

I(F=Z2TAERE)4-[4-(ZRTFARE)RE]EL]S A
(721% % )R S5-8 F £-3-(3,4,5-= F & & % £ )nb w2 (588
ZEA)VA W ETHRIZHAREFTARE  TEARERFTELEAGE X
BALeY -

A& 201% % (16%) -

3

A

'"H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.54-1.67 (m, 2H),
1.82-1.90 (m, 2H), 2.74-2.86 (m, 2H), 3.84-3.91 (m, 1H), 3.88

(s, 3H), 3.89 (s, 6H), 4.16-4.30 (m, 2H), 4.52 (s, 2H), 6.67 (s,

84732 -176 -
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2H), 6.72 (d, 2H, J=9.4 Hz), 7.06 (d, 2H, J=8.4 Hz), 7.64 (t,
1H, J=2.1 Hz), 8.49 (d, 1H, J=2.2 Hz), 8.68 (d, 1H, J=2.1

Hz) -
K Ep136
& R 4-[N-[4-(Z R F & )% £ ]-N-[[3-(3,4,5-= F & % X

T A
Ak -5-K]F XA an g BB

)

HU 2HCI OMe
N N OMe
Z

2
(3,45- = F A A R A )mb e -5-K 17 & 18k £ 155 & wb w2 (201
EA) R B BETHI4Z A FXEE » TEARE X EH
AzEALEY -
A% D 185% % (96%) o
2 137
&R 1-(F =

TR B A)-4-[N-[4-(Z A 7 & £ )X A ]-N-[3-
(3.45-Z F AARXE)F R AN &t o

84732 -177 -
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WwEUIZHEFTRARE TAEARETECEELIBZREHEALS
.

A% 1.O6E £ (86%) -

'H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.56-1.68 (m, 2H),
1.83-1.90 (m, 2H), 2.71-2.86 (m, 2H), 3.87-3.90 (m, 1H), 3.88
(s, 3H), 3.89 (s, 6H), 4.16-4.29 (m, 2H), 4.51 (s, 2H), 6.70 (d,
2H, J=9.3 Hz), 6.70 (s, 2H), 7.04 (d, 2H, J=8.5 Hz), 7.22 (d,
1H, J=7.8 Hz), 7.34-7.44 (m, 3H) ¢

R 138
M 4-[N-[4-(Z R FRE)RKE]-N-[3-3,4,5- = F AL X %)
B %

¥
-:[’:Z-Etg]ﬂ#‘ ]/\ ;L"kb“/’i

OCF,

1-(% =T & # £ )-4-[N-(4-(=Z s F &
BA45-ZFARAARXRE)FT A AN A2 (1065 ) &
WOAZ MREA FARE » TARBFTEH R ZHILEY -
A E D T95% £ (84%) o

T # 103%110

A )X A )-N-[3-

Jn“uf.

slb ol B 134 136R 13858 & 45 F 43> 42
B4 fF 2 RA\bL it Y  ITHAERARIEF - HIFXAEY
R ARILARAETNERE - L g g Eex 2 £ ANMRE
AT -

84732 - 178 -
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7 s A% |  NMR##(400 MHz, ¥
A d A& A3, CDCL3)3
103 e 70% | 1.71-1.90 (m, 4H), 2.15-2.23 (m,

Me!
- . SH:IQ/&OME 2H), 2.95-3.02 (m, 2H), 3.58 (s,
N CLN A 2H), 3.76-3.85 (m, 1H), 3.89 (s,
L 3H), 3.90 (s, 3H), 3.92 (s, 6H),
3.96 (s, 6H), 4.54 (s, 2H), 6.66 (d,
0¢Fs 2H, J=9.3 Hz), 7.05 (d, 2H, J=8.5
Hz), 7.13 (dd, 1H, J=5.1 Hz, 1.2
Hz), 7.14 (s, 2H), 7.20 (dd, 1H,
J=4.9 Hz, 1.2 Hz), 7.22 (s, 2H), o
7.53 (s, 1H), 7.59 (s, 1H), 8.57 (d, '
1H, J=4.9 Hz), 8.59 (d, 1H, J=5.2
: Hz).
104 |, 7% 48% | 1.68-1.92 (m, 4H), 2.13-2.25 (m,
oo o, M M e 2H), 2.95-3.06 (m, 2H), 3.60 (s,
» CLN N ove 2H), 3.75-3.87 (m, 1H), 3.89 (s,
L 3H), 3.90 (s, 3H), 3.91 (s, 6H),
3.93 (s, 6H), 4.52 (s, 2H), 6.65 (d,

2H, J=9.4 Hz), 6.75 (s, 2H), 7.05
(d, 2H, J=9.2 Hz), 7.12 (d, 1H,
J=5.1 Hz), 7.14 (s, 2H), 7.52 (s,
1H), 7.76 (s, 1H), 8.51 (d, 1H,
J=1.8 Hz), 8.57 (d, 1H, J=5.1 Hz),
8.70 (d, 1H, J=2.1 Hz).

69% | 1.70-1.89 (m, 4H), 2.10-2.19 (m,

OMe
MeO OMe

2 . 2H), 2.98-3.08 (m, 2H), 3.59 (s,
MeO N HCl OM
ng% 2H), 3.72-3.84 (m, 1H), 3.89 (s,

105

6H), 3.92 (s, 6H), 3.92 (s, 6H),
4.52 (s, 2H), 6.65 (d, 2H, J=9.4
0CFs Hz), 6.76 (s, 2H), 7.04 (d, 2H,
J=8.6 Hz), 7.11 (d, 1H, J=5.1 Hz),
7.14 (s, 2H), 7.25-7.33 (m, 1H),
7.37 (dd, 1H, J=7.4 Hz, 7.4 Hz),
7.41-7.48 (m, 2H), 7.51 (s, 1H),
8.56 (d, 1H, J=5.1 Hz).
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106

Me.
Me
3HCI Me o
MeO B ,O\ e
N NS OMe
: W

OCF,

41%

1.73-1.93 (m, 4H), 2.12-2.26 (m,
2H), 2.93-3.07 (m, 2H), 3.53-3.65
(m, 2H), 3.74-3.84 (m, 1H), 3.88
(s, 9H), 3.90 (s, 3H), 3.96 (s, 6H),
4.58 (s, 2H), 6.66 (s, 2H), 6.69 (d,
2H, J=9.2 Hz), 7.05 (d, 2H, J=8.8
Hz), 7.18-7.29 (m, 3H), 7.59(br,
1H), 7.64 (s, 1H), 8.49 (s, 1H),
8.60 (d, 1H, J=5.3 Hz), 8.67 (d,
1H, J=2.0 Hz).

107

Me
Me
Me
3HC!
MeO B U OMe
N7 NS OMe
i N’

OCF;

28%

1.72-1.91 (m, 4H), 2.12-2.28 (m,
2H), 2.94-3.06 (m, 2H), 3.60 (s,
2H), 3.76-3.82 (m, 1H), 3.88 (s,
9H), 3.90 (s, 3H), 3.93 (s, 6H),
4.56 (s, 2H), 6.65 (s, 2H), 6.69 (d,
2H, J=9.2 Hz), 6.75 (s, 2H), 7.05
(d, 2H, J=8.8 Hz), 7.63 (s, 1H),
7.76 (s, 1H), 8.48 (d, 1H, J=1.8
Hz), 8.51 (d, 1H, J=1.8 Hz), 8.66
(d, 1H, J=2.2 Hz), 8.70 (d, 1H,
1=2.2 Hz).

108

Ve
Me
2HCI MEOM
MeO B U O e
N N O OMe

OCF,

78%

1.76-1.91 (m, 4H), 2.14-2.23 (m,
2H), 2.94-3.03 (m, 2H), 3.57 (s,
2H), 3.75-3.84 (m, 1H), 3.87 (s,
9H), 3.90 (s, 3H), 3.96 (s, 6H),
4.56 (s, 2H), 6.65-6.72 (m, 4H),
7.03 (d, 2H, J=8.8 Hz), 7.18-7.24
(m, 4H), 7.33-7.43 (m, 3H), 7.59
(s, 1H), 8.59 (d, 1H, J=4.9 Hz).

109

Me
Me
2HCI MeOM
O
N7 N O OMe

OCF;

5%

1.72-1.90 (m, 4H), 2.12-2.21 (m,
2H), 2.94-3.03 (m, 2H), 3.59 (s,
2H), 3.73-3.86 (m, 1H), 3.87 (s,
9H), 3.90 (s, 3H), 3.93 (s, 6H),
4.54 (s, 2H), 6.66-6.70 (m, 4H),
6.75 (s, 2H), 7.03 (d, 2H, J=9.0
Hz), 7.21 (d, 1H, J=7.2 Hz),
7.32-7.41 (m, 3H), 7.76 (s, 1H),
8.50 (d, 1H, J=1.6 Hz), 8.69 (d,
1H, J=1.6 Hz).

110

® Céj A L.,

OCF,

62%

1.72-1.89 (m, 4H), 2.08-2.20 (m,
2H), 2.97-3.07 (m, 2H), 3.59 (s,
2H), 3.73-3.83 (m, 1H), 3.87 (s,
9H), 3.89 (s, 3H), 3.92 (s, 6H),
4.55 (s, 2H), 6.67 (d, 2H, J=9.3
Hz), 6.69 (s, 2H), 6.76 (s, 2H),
7.02 (d, 2H, J=8.6 Hz), 7.20 (d,
1H, J=7.6 Hz), 7.25-7.47 (m, 7H).
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R E 139

ERlI(E=ZTABER)4-[4-(FRA)X LI EA]S

)
RS
&

S
—

wE
7L JOL SMe
QT

1-(F =T &a#LE)4-5< &nt g EA(5.00% )& 4-(F AL K )X
BEG33E)VA e B HITZRAEFTRARE TERGEHRI
ZAELEY -

A% 1 3.80% (49%) -

'H-NMR (400 MHz, CDCl3)8: 1.26-1.38 (m, 2H), 1.46 (s, 9H),
1.98-2.06 (m, 2H), 2.41 (s, 3H), 2.88-2.97 (m, 2H), 3.36-3.45

(m, 2H), 3.48-3.56 (br, 1H), 3.96-4.12 (m, 2H), 6.55 (d, 2H,

J=8.8 Hz), 7.21 (d, 2H, J=8.8 Hz) -

W E 140

o 1-(% =T & % K )-4-[N-[4-(F & &)X & ]-N-[[2- .
BA45-Z F R XK )mbwg-4- A ]F A A]N &wbog !

7LOiN Ve OMe
O\N N OMe

- (F=ZTa#E)4-[G-(FPRE)EXLEIELE]S
(644% )R 4-RF A-2-C45-=FAEXE

)
o
&

84732 -181-
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Aite e
A E 671% £ (58%) -
'H-NMR (400 MHz, CDC1,)5: 1.45 (s, 9H), 1.50-1.66 (m, 2H),
1.81-1.89 (m, 2H), 2.40 (s, 3H), 2.74-2.87 (m, 2H), 3.88-3.94
(m, 1H), 3.90 (s, 3H), 3.94 (s, 6H), 4.15-4.29 (m, 2H), 4.48 (s,
2H), 6.67 (d, 2H, J=9.0 Hz), 7.11-7.18 (m, 1H), 7.16 (s, 2H),
7.22 (d, 2H, J=6.6 Hz), 7.54 (s, 1H), 8.57 (d, 1H, J=5.1 Hz) -
W F Bl 141
A A 4-[N-[4-(F B £ )-K A ]-N-[[2-(3,4,5-= F & X &£ )wb vz
A AT AEA]INA R B R B
MeOMe
H[\O\N ZHCI\ .

@'/N

SMe
1-(% = T & % &£ )-4-[N-[4-(F 5 % )X X ]-N-[[2-(3,4,5-

ZFARERE)M e -4- R ]F R RAR]S A2 (671F L )R 4 ®
BHEPAZHEFTXAE  TEARBRFTEN A ZILAEL

&4 o
E & 1 602%F % (94%) -
oA 142

S 1-(% = T & % £ )-4-[N-[4-(F 5 £ )% % ]-N-[[3-

84732 -182-
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_ 7LOﬁN Meonvle
‘\/:LN l S OMe
Q"

SMe

1-(% =T &% £)-4-[[4-(F 5 £ )X K 1%k
(6458 £)AS-R F £ -3-3,45-Z F £ & X £ )mk & (588 %
AT EHIZ AR TAREE  TARR T EL AT I IF
Bt
B % 312E £ (27%) -
'H-NMR (400 MHz, CDC13)8: 1.45 (s, 9H), 1.53-1.63 (m, 2H),
1.83-1.89 (m, 2H), 2.40 (s, 3H), 2.73-2.85 (m, 2H), 3.87-3.91
(m, 1H), 3.88 (s, 3H), 3.90 (s, 6H), 4.16-4.30 (m, 2H), 4.50 (s,
2H), 6.67 (s, 2H), 6.71 (d, 2H, J=9.0 Hz), 7.21 (d, 2H, J=9.0
Hz), 7.64 (s, 1H), 8.48 (d, 1H, J=2.2 Hz), 8.66 (d, 1H, J=2.1
Hz) -
Bt K 1143
& A 4-[N-[4-(F B &)X B ]-N-[[3-(3,4,5-= 7 & & X £ )t

e -5-RIFEIEA]IS A — BB
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L #9 z@ﬂﬁﬁﬁﬁ’?i&%%é%*zﬁ%wé

A & 1 251% % (84%) ¢
o E ) 144

T & # K )-4-[N-[4-(F 22 X)X X ]-N-[3-(3,4,5-
ZFRAERE)FEIEA]N &b

7]\ )(i MeOMe ﬁ'
° hO\ OMe )
L0
Q

SMe

L (F =2 TREE)4-[A-(FRE)KE] AN S ok =
(6452 )& 3-CBA45-Z FAEARXRE)T AR (S86ZE L) A
BEHIZTHEAFARE TARE T ECEELIB IZEALS
4y o
A& 1 1.10% (95%)
'"H-NMR (400 MHz, CDCl15)8: 1.45 (s, 9H), 1.55-1.68 (m, 2H),
1.81-1.90 (m, 2H), 2.39 (s, 3H), 2.73-2.86 (m, 2H), 3.87-3.91
(m, 1H), 3.88 (s, 3H), 3.89 (s, 6H), 4.15-4.29 (m, 2H), 4.50 (s,
2H), 6.68-6.73 (m, 4H), 7.19-7.24 (m, 3H), 7.33-7.43 (m, 3H)-
# K ] 145
e & 4-[N-[4-(F AL K )X K ]-N-[3-3,45-= F & & X X)F

A Al an g BR B

84732 - 184 -
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OMe

N

@ O OMe

SMe

T ##HK)-4-[N-[4-(F s £ )X £ ]-N-[3-(3,4,5-=
TRERE)FT R AN Kot v (1.10% )k 40 & 4 F 4] 94
ZHEAFARE  TEARBZTENDRIAZHEILLY -
E & D B866% £ (89%) -
FEH 1115118
E RS M BB T 141 43R 145 B 2l i &
WEBI 2R BRI TEY > THERAERGE -
MRz awmEefditrmdtwEng - Lag i
£ ANMRE 3 7] % F o

e

84732 - 185 -
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T 1

ik

NMR #; 3£ (400 MHz. ¥A
A o 2 d 8] 3K, CDCL)8

111

Me
Me
3HCI Me
MeQ s ;\O\ OMe
NF NS OMe
i o4

SMe

40%

1.70-1.90 (m, 4H), 2.14-2.26 (m,
2H), 2.40 (s, 3H), 2.94-3.04 (m,
2H), 3.58 (s, 2H), 3.76-3.88 (m,
1H), 3.89 (s, 3H), 3.90 (s, 3H),
3.93 (s, 6H), 3.96 (s, 6H), 4.53 (s,
2H), 6.66 (d, 2H, J=9.0 Hz),
7.11-7.24 (m, 8H), 7.54 (s, 1H),
7.59 (s, 1H), 8.56 (d, 1H, J=5.1
Hz), 8.59 (d, 1H, J=5.1 Hz).

112

Ve
Me: -
3HCI Me
MeOQ’ I RS I\O\ OMe
N7 NS OMe

SMe

53%

1.66-1.90 (m, 4H), 2.12-2.24 (m,

2H), 2.40 (s, 3H), 2.94-3.05 (m,
2H), 3.59 (s, 2H), 3.73-3.88 (m,
1H), 3.89 (s, 3H), 3.90 (s, 3H),
3.92 (s, 6H), 3.93 (s, 6H), 4.51 (s,
2H), 6.65 (d, 2H, J=8.8 Hz), 6.75
(s, 2H), 7.12 (d, 1H, J=4.9 Hz),
7.14 (s, 2H), 7.21 (d, 2H, J=8.8
Hz), 7.53 (s, 1H), 7.76 (s, 1H),
8.50 (d, 1H, J=1.9 Hz), 6.55 (4,
1H, J=4.9 Hz), 8.69 (d, 1H, J=1.4
Hz).

113

OMe
MeC
O 2HCI Me
MeO O r\O\ OMe
N 1 N OMe
i o~

SMe

53%

1.68-1.89 (m, 4H), 2.10-2.20 (m,
2H), 2.39 (s, 3H), 2.98-3.07 (m,
2H), 3.58 (s, 2H), 3.75-3.87 (m,
1H), 3.89 (s, 6H), 3.92 (s, 6H),
3.92 (s, 6H), 4.51 (s, 2H), 6.65 (d,
2H, J=9.0 Hz), 6.76 (s, 2H), 7.11
(d, 1H, J=5.1 Hz), 7.14 (s, 2H),
7.21 (d, 2H, J=8.8 Hz), 7.29 (d,
1H, J=7.4 Hz), 7.37 (dd, 1H, J=7.6
Hz, 7.6 Hz), 7.42-7.49 (m, 2H),
7.52 (s, 1H), 8.54 (d, 1H, J=4.9
Hz).

114

50%

1.57-2.00 (m, 4H), 2.12-2.30 (m,
2H), 2.39 (s, 3H), 2.90-3.13 (m,
2H), 3.50-3.74 (m, 2H), 3.75-3.86
(m, 1H), 3.88 (s, 3H), 3.89 (s,
3H), 3.90 (s, 6H), 3.97 (s, 6H),
4.57 (s, 2H), 6.66 (s, 2H), 6.70 (d,
2H, J=9.0 Hz), 7.17-7.30 (m, SH),
7.66(br, 2H), 8.48 (s, 1H),

84732
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8.58-8.70 (m, 2H).

115

Me
Me
3HCI Me
MeO S N’i OMe
N7 o NS OMe
i %

SMe

59%

1.68-1.92 (m, 4H), 2.12-2.27 (m,
2H), 2.39 (s, 3H), 2.94-3.08 (m,
2H), 3.60 (s, 2H), 3.74-3.83 (m,

‘1H), 3.88 (s, 3H), 3.89 (s, 6H),

3.90 (s, 3H), 3.93 (s, 6H), 4.55 (s,
2H), 6.66 (s, 2H), 6.69 (d, 2H,
J=8.8 Hz), 6.73-6.80 (m, 2H), 7.20
(d, 2H, J=8.8 Hz), 7.64 (s, 1H),
7.77(br, 1H), 8.48 (s, 1H), 8.50 (s,

1H), 8.65 (s, 1H), 8.71 (s, 1H).

116

Me .
Me
7 2HC pue
MeOQ B [\Q O OMe
N N O OMe

SMe

85%

1.76-1.93 (m, 4H), 2.14-2.24 (m,
2H), 2.39 (s, 3H), 2.94-3.03 (m,
2H), 3.57 (s, 2H), 3.76-3.86 (m,
1H), 3.88 (s, 6H), 3.90 (s, 3H),
3.96 (s, 6H), 4.55 (s, 2H),
6.67-6.73 (m, 4H), 7.18-7.29 (m,
6H), 7.34 (dd, 1H, J=7.6 Hz, 7.6
Hz), 7.37-7.44 (m, 2H), 7.59 (s,
1H), 8.59 (d, 1H, J=4.9 Hz).

117

Me
Me
2HCI OMe
MeO l\ ;\Q O OMe
N7 N O OMe
SMe

53%

1.72-1.90 (m, 4H), 2.12-2.22 (m,
2H), 2.39 (s, 3H), 2.95-3.05 (m,
2H), 3.59 (s, 2H), 3.74-3.85 (m,
1H), 3.87 (s, 3H), 3.88 (s, 6H),
3.89 (s, 3H), 3.93 (s, 6H), 4.54 (s,
2H), 6.67-6.70 (m, 4H), 6.75 (s,
2H), 7.19-7.23 (m, 3H), 7.33 (dd,
1H, J=7.4 Hz, 7.4 Hz), 7.36-7.40
(m, 2H), 7.76 (s, 1H), 8.50 (d, 1H,
J=1.8 Hz), 8.69 (s, 1H).

118

SV, S
.

SMe

83%

1.72-1.90 (m, 4H), 2.09-2.20 (m,
2H), 2.38 (s, 3H), 2.97-3.06 (m,
2H), 3.58 (s, 2H), 3.73-3.84 (m,
1H), 3.87 (s, 3H), 3.88 (s, 3H),
3.89 (s, 6H), 3.92 (s, 6H), 4.54 (s,
2H), 6.66-6.71 (m, 4H), 6.76 (s,
2H), 7.18-7.24 (m, 3H), 7.26-7.48
m, 7H).

84732

- 187 -



200407141

oM E P 146

0¥

SRI-(BFZTABE)A[(4-F A X L) A]S Aot &

A, e
oW}

I-(B=ZTABEAE)4-NANREN(S.00% )R H42-F X I
QRS )AEHEHFAIZHBAFTARE TAREGER KL
ZEIAS W -

A& 5.79% (83%) o
'H-NMR (400 MHz, CDCl3)8: 1.25-1.36 (m, 2H), 1.46 (s, 9H),
1.99-2.06 (m, 2H), 2.23 (s, 3H), 2.86-2.96 (m, 2H), 3.30-3.43

(m, 2H), 3.96-4.10 (m, 2H), 6.53 (d, 2H, J=8.4 Hz), 6.98 (d,

2H, J=8.0 Hz) -

R 147

S 1-(% = T &8 8 3% )-4-[N-(4-F % X X )-N-[[2-(3,4,5-=
FRARE)wbwe-4-A]F A1 A]s &b ‘

i
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A& 1.00% (91%) -

'H-NMR (400 MHz, CDCI)5: 1.45 (s, 9H), 1.55-1.59 (m, 2H),
1.81-1.90 (m, 2H), 2.23 (s, 3H), 2.72-2.86 (m, 2H), 3.81-3.94
(m, 1H), 3.89 (s, 3H), 3.93 (s, 6H), 4.14-4.30 (m, 2H), 4.45 (s,
2H), 6.66 (d, 2H, J=8.6 Hz), 7.02 (d, 2H, J=8.2 Hz), 7.13-7.16
(m, 3H), 7.55 (s, 1H), 8.55 (d, 1H, J=8.1 Hz)

Rl 148

B A% 4-[N-(4-F & K K )-N-[[2-(3,4,5-= F & X & )k = -4-

AP A BA] S Antw — B g B

HU 2HCI OMe
N N

| OMe
@ g

Me

1-(F =T & % &)-4-[N-(4-F £ X ¥ )-N-[[2-(3,4,5-= ¥
AE)hew-4- KR ]F LA A~ a2 (1005 )R B HE

#l942 MR FARE  TEARBFEHRZIEZALEGY -
EE924% £ (97%) -
4 K 149

0% A& )-4-[N-(4-F X X £ )-N-[[3-(3,4,5- =
TAEXRE)U=-S-KR]IFEAIEA]ISAutw

O Me
7LOJL,\O\ OMe
N/\(j/é:OMe
@ N

Me
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1-(F=ZTREE)4-[G-FEXE)EEA]S autw(581%
EVES-R P A-3-(3,4,5-Z F A AKX £) 4o
FHIZHEAFAAE  TAARL AR B ZRZALS
My o
AR 426% % (39%)
'"H-NMR (400 MHz, CDC15)8: 1.45 (s, 9H), 1.52-1.70 (m, 2H),
1.82-1.90 (m, 2H), 2.23 (s, 3H), 2.72-2.86 (m, 2H), 3.77-3.86
(m, 1H), 3.88 (s, 3H), 3.90 (s, 6H), 4.10-4.28 (m, 2H), 4.47 (s,
2H), 6.67 (s, 2H), 6.70 (d, 2H, J=8.6 Hz), 7.01 (d, 2H, J=8.2
Hz), 7.67 (dd, 1H, J=2.1 Hz, 2.1 Hz), 8.50 (d, 1H, J=2.0 Hz),
8.64 (d, 1H, J=2.2 Hz) -
2% EHI150
B A A4-[N-(4-F 3 K K )-N-[[3-(3,4,5-= F & & K A )wk &
S-ER]FAIER]S A — BB B

Me
OMe
H'\O\ 2HCI
N X OMe
: »
N

Me
% K& )-4-[N-(4-F & X X )-N-[[3-(3,4,5-= F
BARA)mew-S5-A]F A1 E]SNAnbeg (4268 £ )R o #
HEFYZHHRATARE  TEARBRTEHRZIEZHELS
4 e
EF L 400Z % (99%) -
g 151
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ERL-(F =T A& K )-4-[N-(4-F & X % )-N-[3-(3,4,5- =

e

(% = TRHEE)-4-[(4-F X2 XA A1 &b s (581
A)E3-(3,4,5-ZF R A KE)Y £ £ (586F %) %0 K 419
HMEFRARE TEAREREAZH ZAZHELLY -
A% 1.03% (94%) -

'H-NMR (400 MHz, CDCl;)8: 1.44 (s, 9H), 1.50-1.66 (m, 2H),

‘51

1.83-1.90 (m, 2H), 2.23 (s, 3H), 2.72-2.85 (m, 2H), 3.82-3.92
(m, 1H), 3.88 (s, 3H), 3.89 (s, 6H), 4.11-4.30 (m, 2H), 4.47 (s,
2H), 6.68 (d, 2H, J=8.6 Hz), 6.71 (s, 2H), 7.00 (d, 2H, 1=8.8
Hz), 7.23-7.27 (m, 1H), 7.32-7.44 (m, 3H) -

M E 152

B R 4-[N-(4-9 & X X )-N-[3-(3,4,5- = F & £ X X)X £ 1
AlNAwbeg BEL B

OMe
OMe

WL K
N OMe

@

Me

AL A% K )-4-[N-(4-F & X £ )-N-[3-(3,4,5-= ¥
B AR ]x @ mbwg (1.03 %)k 4 8 # F 4 942

A
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BMEAFREE  TEAEKEHRZIEALEY

A% 1 882% £(97%) -
45 119-126

i

B At A M B E ) 148 0 ISOR 152F7 13 2 B > S1 oy B

WEF3 A2RABFF XA ITEY > HHEEERAMF -

Az ERANLAREWBRE - LA ERLE

% B NMR#$ 4 713 F -

B

EE

NMR # #%(400 MHz, »A
A o A&k 3X; CDCL)0

119

AR
Me -
MeO.
Me
3HCI
MeQ' N f\O\ OMe
NF NS OMe
i A
Me

66%

1.70-1.82 (m, 2H), 1.83-1.91 (m,

2H), 2.13-2.25 (m, 2H), 2.23 (s,

3H), 2.96-3.02 (m, 2H), 3.57 (s,
2H), 3.73-3.83 (m, 1H), 3.89 (s,
3H), 3.90 (s, 3H), 3.93 (s, 6H),
3.96 (s, 6H), 4.50 (s, 2H), 6.64
(d, 2H, J=8.8 Hz), 7.01 (d, 2H,
J=8.5 Hz), 7.13-7.17 (m, 3H),
7.20 (d, 1H, J=4.9 Hz), 7.22 (s,
2H), 7.56 (s, 1H), 7.59 (s, 1H),
8.54 (d, 1H, J=5.1 Hz), 8.59 (d,
1H, J=4.9 Hz).

120

41%

1.60-1.91 (m, 4H), 2.12-2.24 (m,
2H), 2.23 (s, 3H), 2.95-3.05 (m,
2H), 3.59 (s, 2H), 3.73-3.83 (m,
1H), 3.89 (s, 3H), 3.89 (s, 3H),
3.92 (s, 6H), 3.93 (s, 6H), 4.49
(s, 2H), 6.63 (d, 2H, J=8.6 Hz),
6.75 (s, 2H), 7.00 (d, 2H, J=8.6
Hz), 7.13-7.16 (m, 3H), 7.55 (s,

84732
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1H), 7.76 (s, 1H), 8.50 (d, 1H,
J=1.8 Hz), 8.53 (d, 1H, J=5.1
Hz), 8.70 (s, 1H).

121

Me 69%
o
Meo O 2HCI Me
MeO O O OMe
N | A OMe
A

1.67-1.80 (m, 2H), 1.81-1.89 (m,
2H), 2.09-2.20 (m, 2H), 2.22 (s,
3H), 2.98-3.06 (m, 2H), 3.58 (s,
2H), 3.72-3.81 (m, 1H), 3.88 (s,
3H), 3.89 (s, 3H), 3.92 (s, 6H),
3.92 (s, 6H), 4.49 (s, 2H), 6.63
(d, 2H, J=8.4 Hz), 6.76 (s, 2H),
7.00 (d, 2H, J=8.6 Hz),
7.12-7.15 (m, 3H), 7.26-7.32 (m,
1H), 7.37 (dd, 1H, J=7.6 Hz, 7.6
Hz), 7.41-7.48 (m, 2H), 7.55 (s,
1H), 8.53 (d, 1H, J=5.0 Hz).

122

e A 47% -

1.55-2.00 (m, 4H), 2.12-2.31 (m,
2H), 2.22 (s, 3H), 2.93-3.10 (m,
2H), 3.60(br, 2H), 3.69-3.80 (m,
1H), 3.88 (s, 3H), 3.89 (s, 6H),
3.90 (s, 3H), 3.96 (s, 6H), 4.53
(s, 2H), 6.66 (s, 2H), 6.69 (d,
2H, J=8.6 Hz), 7.00 (d, 2H,
J=8.6 Hz), 7.19-7.27 (m, 4H),
7.68 (s, 1H), 8.50 (s, 1H), 8.60
(d, 1H, J=4.9 Hz), 8.64 (d, 1H,
J=2.2 Hz).

123

Me 34%

1.67-1.98 (m, 4H), 2.10-2.38 (m,
2H), 2.22 (s, 3H), 2.85-3.10 (m,
2H), 3.53-3.67 (s, 2H), 3.67-3.79
(m, 1H), 3.88 (s, 3H), 3.89 (s,
6H), 3.90 (s, 3H), 3.93 (s, 6H),
4.51 (s, 2H), 6.66 (s, 2H), 6.68
(d, 2H, J=8.8 Hz), 6.76 (s, 2H),
7.00 (d, 2H, J=8.2 Hz), 7.67 (s,
1H), 7.77(br, 1H), 8.47-8.53 (m,
2H), 8.63 (d, 1H, J=2.0 Hz),

8.70 (s, LH).

124

Me 91%

1.73-1.92 (m, 4H), 2.12-2.26 (m,
2H), 2.21 (s, 3H), 2.92-3.02 (m,
2H), 3.57 (s, 2H), 3.72-3.82 (m,
1H), 3.87 (s, 3H), 3.88 (s, 6H),
3.90 (s, 3H), 3.95 (s, 6H), 4.53
(s, 2H), 6.67 (d, 2H, J=7.8 Hz),
6.70 (s, 2H), 6.9 (d, 2H, J=8.0
Hz), 7.18-7.25 (m, 4H), 7.33
(dd, 1H, J=7.4 Hz, 7.4 Hz), 7.38
(d, 1H, J=7.2 Hz), 7.42 (s, 1H),

84732
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7.59 (s, 1H), 8.58 (d, 1H, J=4.7
Hz).

125

74%

1.70-1.92 (m, 4H), 2.10-2.28 (m,
2H), 2.21 (s, 3H), 2.92-3.06 (m,
2H), 3.58 (s, 2H), 3.72-3.82 (m,
1H), 3.87 (s, 3H), 3.88 (s, 6H),
3.89 (s, 3H), 3.93 (s, 6H), 4.51
(s, 2H), 6.66 (d, 2H, J=8.6 Hz),
6.70 (s, 2H), 6.75 (s, 2H), 7.23
(d, 1H, J=7.0 Hz), 7.32 (dd, 1H,
J=7.6 Hz, 7.6 Hz), 7.37 (d, 1H,
J=7.8 Hz), 7.41 (s, 1H), 7.77 (s,
1H), 8.49 (s, 1 H), 8.69 (s, 1H).

126

& Cté o Lo

Me

84%

1.71-1.88 (m, 4H), 2.08-2.18 (m,
2H), 2.21 (s, 3H), 2.96-3.04 (m,
2H), 3.58 (s, 2H), 3.71-3.83 (m,
1H), 3.87 (s, 3H), 3.88 (s, 6H),
3.89 (s, 3H), 3.92 (s, 6H), 4.52
(s, 2H), 6.66 (d, 2H, J=8.6 Hz),
6.70 (s, 2H), 6.76 (s, 2H), 6.98
(d, 2H, J=8.3 Hz), 7.22-7.47 (m,
8H).

Wt ;4153
ERI(FZTAREEX)4[4-ERTE)XEIEL]S &

o

7L Ji CFy
O

I-(F=TARFEA)4- XA (S.00)R4-(ZAF &)
KEQCISA)AwHHEETHITZ AR FTRAEEZ  TELERG E

R FERELEY -

84732

D 3.30 % (40%) o
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'H-NMR (400 MHz, CDC13)8: 1.30-1.41 (m, 2H), 1.47 (s, 9H),
2.00-2.07 (m, 2H), 2.88-2.99 (m, 2H), 3.32-3.52 (m, 1H), 3.83
-3.89 (m, 1H), 4.00-4.14 (m, 2H), 6.59 (d, 2H, J=8.4 Hz), 7.39
(d, 2H, J=8.4 Hz) -

o E 154

¥ &)X K ]-N-[[2-

I-(F=Z2TAERE)4-[A-(ZRTFEOREIEA] A w
(688% % )& 4-%8 F £ -2-(3,4,5-= F & £ % £ )t 2 (588 %
RI)VA W BHIZHE FTARE  TEARR X EELB A2
i & o
A E L AI2E % (34%) ¢
'"H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.54-1.68 (m, 2H),
1.81-1.90 (m, 2H), 2.77-2.90 (m, 2H), 3.89 (s, 3H), 3.92 (s,
6H), 3.98-4.07 (m, 1H), 4.18-4.33 (m, 2H), 4.55 (s, 2H), 6.73
(d, 2H, J=8.8 Hz), 7.09 (d, 1H, J=3.7 Hz), 7.13 (s, 2H), 7.44
(d, 2H, J=8.8 Hz), 7.49 (s, 1H), 8.58 (d, 1H, J=5.1 Hz) -
oW P55
& R A4-[N-[4-(Z A T £)X X ]-N-[[2-(3,4,5-= F & X £ )t
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I-(% =T & % & )-4-[N-[4-(= s 7 £ )X &£ ]-N-[[2-
(B 45-ZFARAXE)ww-4- K17 XAl &b (412%
AR BB BOAZ AR S AR T AR A2
AL by o
EE 3598 % (91%) -

5 F 156
R 1-(F =T &K K)4[N-[4-(Z A ¥
(3, 45-= FRAERXE)F R AT & nbwr ¢

&

oo
A& 5228 £ (44%)

'"H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.58-1.70 (m, 2H),

84732 - 196 -
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1.83-1.90 (m, 2H), 2.76-2.87 (m, 2H), 3.87 (s, 6H), 3.88 (s,
3H), 3.96-4.06 (m, 1H), 4.15-4.30 (m, 2H), 4.58 (s, 2H), 6.68
(s, 2H), 6.76 (d, 2H, J=8.8 Hz), 7.19 (s, 1H, J=7.4 Hz), 7.33-
7.44 (m, 5H) -
o E B 157
& MR A4-[N-[4-(=Z R F A)XRK]-N-[3-3,4,5- = F & & X K)

FAIBEA]IS AW BR B

CF,
1-(F =T &% K)-4-[N-[4-(Z £ F £)X %X ]-N-[3-(3,4,5-
ZFARERE)FAIEA]INERRG2R2E LA )AL EHE
Blodz Bl A RXNEE > TAERRBRTENR R AZALESY -
EFE 460% £ (99%) -

T 127% 132
B S BB ERISSEISTH Ik > 8% 4% F 4

ﬁt\‘«

30 A2RABH R X R AT AN TR AHER MIE - R
A RERAB LA BENBERS c LA BEBRZEER
NMR # # 7] # F -

84732 - 197 -
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H

NMR# 4% (400 MHz, »A
A vy & drin) X; CDCL;3)d

Me
MeO.
Me

3HCI

MeO 7 0 OMe

N NS OMe

i Z
CF

3

2%

1.74-1.92 (m, 4H), 2.17-2.26 (m,
2H), 2.96-3.04 (m, 2H), 3.59 (s,
2H), 3.89 (s, 3H), 3.90 (s, 3H),
3.91 (s, 6H), 3.96 (s, 6H), 4.60 (s,
2H), 6.72 (d, 2H, J=8.8 Hz), 7.10
(d, 1H, J=4.9 Hz), 7.13 (s, 2H),
7.20 (d, 1H, J=5.1 Hz), 7.43 (d,
2H, J=8.8 Hz), 7.50 (s, 1H), 7.59
(s, 1H), 8.56 (d, 1H, J=4.9 Hz),
8.58 (d, 1H, J=5.1 Hz).

128

- .
e ' 3HCH Ve
N N 1 N OMe
[i] 2
CFj

51%

1.70-1.90 (m, 4H), 2.14-2.28 (m,
2H), 2.96-3.08 (m, 2H), 3.61 (s,
2H), 3.87-3.96 (m, 1H), 3.89 (s,
3H), 3.90 (s, 3H), 3.91 (s, 6H),
3.93 (s, 6H), 4.59 (s, 2H), 6.71 (d,
2H, J=8.8 Hz), 6.75 (s, 2H),
7.07-7.15 (m, 3H), 7.43 (d, 2H,
J=8.8 Hz), 7.49 (s, 1H), 7.76 (s,
1H), 8.51 (d, 1H, J=1.8 Hz), 8.57
(d, 14, J=5.1 Hz), 8.70 (s, 1H).

129

MeO.
MeO

OMe
Me
U 2HCI OMe
N 1 A OMe
i 2

CF3

59%

1.72-1.88 (m, 4H), 2.11-2.24 (m,
2H), 2.98-3.10 (m, 2H), 3.59 (s,
2H), 3.87-3.95 (m, 1H), 3.88 (s,
3H), 3.89 (s, 3H), 3.90 (s, 6H),
3.92 (s, 6H), 4.59 (s, 2H), 6.71 (d,
2H, J=9.0 Hz), 6.76 (s, 2H), 7.08
(d, 1H, J=5.1 Hz), 7.12 (s, 2H),
7.29 (d, 1H, J=7.4 Hz), 7.37 (dd,
1H, J=7.6 Hz, 7.6 Hz), 7.40-7.52
(m, SH), 8.56 (d, 1H, J=5.1 Hz).

130

Mo
e 2HCI [Me
MeO B [\Q O OMe
N N O OMe
CF

3

81%

1.78-1.94 (m, 4H), 2.15-2.27 (m,
2H), 2.94-3.08 (m, 2H), 3.58 (s,
2H), 3.86 (s, 6H), 3.87 (s, 3H),
3.90 (s, 3H), 3.96 (s, 6H), 4.63 (s,
2H), 6.67 (s, 2H), 6.74 (d, 2H,
J=8.8 Hz), 7.17-7.24 (m, 4H),
7.34-7.45 (m, SH), 7.59 (s, 1H),
8.59 (d, 1H, J=5.1 Hz).

84732
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131 54% | 1.75-1.90 (m, 4H), 2.14-2.24 (m,
- OMe 2H), 2.95-3.04 (m, 2H), 3.60 (s,
CL 2H), 3.84-3.88 (m, 1H), 3.86 (m,

o 1H), 3.87 (s, 3H), 3.90 (s, 3H),
3.93 (s, 6H), 4.61 (s, 2H), 6.67 (s,
2H), 6.72-6.77 (m, 4H), 7.18 (d,
IH, J=7.4 Hz), 7.33-7.43 (m, SH),
7.76 (s, 1H), 8.50 (d, 1H, J=1.9
Hz). 8.69 (d, 1H, J=1.9 Hz).

132 NS 67% | 1.76-1.88 (m, 4H), 2.11-2.19 (m,
ne “C‘ " ove 2H), 2.98-3.06 (m, 2H), 3.59 (s,
one 2H), 3.86 (s, 6H), 3.87 (s, 3H),

3.89 (s, 3H), 3.92 (s, 6H), 4.61 (s,

| 2H), 6.67 (s, 2H), 6.73 (d, 2H,
J=8.8 Hz), 6.76 (s, 2H), 7.18 (d,
1H, J=7.3 Hz), 7.29 (d, 1H, J=7.6
Hz), 7.32-7.47 (m, 8H).

R 158

BRA-(4-E XA VEEX- 1 (BF=ZTEAHL)~ fubw -

L-(% =T &8 K)-4-5 8wt w2 87 (5.00 £ ) & 4-38 ¥ i
(A IA)A W FHITZHRAFRXEE > TEARGELZ S H K
Z IR E Y o
A& 3.09% (36%) -

'"H-NMR (400 MHz, CDCl3)8: 1.25-1.37 (m, 2H), 1.46 (s, 9H),

1.97-2.05 (m, 2H), 2.86-2.96 (m, 2H), 3.33-3.42 (m, 2H), 3.47

-3.57 (m, 1H), 3.96-4.12 (m, 2H), 6.47 (d, 2H, J=8.8 Hz), 7.24
(d, 2H, J=9.0 Hz) -
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o} E F 159
& R A-[N-(4-i2 % £ )-N-[[2-(3,4,5-Z F £ % £ )t = -4- % ]

EEE]-I(BF=ZTAR#EL)S g ntw
i Me

N OMe

O\N OMe

4-(4-R X BV EX-1(F=ZTAZEA)Sawm=w(711E %)
BA-8F EK-2-C45-Z FAARXE)RRG8E L )A o F
ARBEREAB(BZZALEY -
A& 607F % (50%) -

'H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.50-1.64 (m, 2H),
1.81-1.88 (m, 2H), 2.74-2.88 (m, 2H), 3.86-3.94 (m, 1H), 3.89
(s, 3H), 3.93 (s, 6H), 4.14-4.32 (m, 2H), 4.46 (s, 2H), 6.59 (d,
2H, J=9.1 Hz), 7.10 (d, 1H, J=5.2 Hz), 7.14 (s, 2H), 7.28 (d,
2H, J=9.1 Hz), 7.50 (s, 1H), 8.57 (d, 1H, J=5.0 Hz) -

H 5 E 160

B A% 4-[N-(4-9% K 3£ )-N-[[2-(3,4,5-= F & % & )wt vz -4- 2 ]

A Al ame B85 B

4-[N-(4-i% K EX)-N-[[2-3,4,5- = F & X L )mb oz -4-£ ] 7
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AEEAI(F=ZTAEE2)SA&w (6072 £ ) e B # %
wwzﬁﬂﬁiﬁﬁ’ﬁim%%@*xzﬁ%mA%
A% SALE £ (93%) -

o E 161

& A% 4-[N-(4-7% X £ )-N-[[3-(3,4,5-= ¥ & £ % £ )wt wz -5-

A
AIFEIEEA-I(F=ZTABERA)N Aok w ¢

om

N
N/
Br
4-(A-REXEVEE-1I(F=ZTABEA )N A= (T11E %)
BS5-R T A-3-3,45-Z F R A KA )b (588 £ )l o F

5
Pl9ZAMRAFZAEE > TARRRTECARIHBZZEALLY -
E R 34TE £ (28%) -

'"H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.52-1.67 (m, 2H),
1.80-1.89 (m, 2H), 2.72-2.87 (m, 2H), 3.82-3.92 (m, 1H), 3.89
(s, 3H), 3.90 (s, 6H), 4.14-4.33 (m, 2H), 4.50 (s, 2H), 6.63 (d,
2H, J=9.2 Hz), 6.65 (s, 2H), 7.28 (d, 2H, J=9.4 Hz), 7.61 (s,
1H), 8.47 (d, 1H, J=2.0 Hz), 8.67 (d, 1H, J=2.2 Hz) »
o E 162

e A 4-[N-(4-7% K K )-N-[[3-(3,4,5-= F & % % 2% )k wz -5-
A]F A A a8 B8
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Me

H;\Q 2HCI OMe
N

) OMe
7
: '

Br

4-[N-(4-7% X K )-N-[[3-(3,4,5-Z F & &£ X £ )b g -5-% ]
e (3472 L) B 15
EHMZ MR T XRE TEARRSERRAZIREALLY -
EFE 3022 2 (91%) -
KK #1163
& M A-[N-(4- XA )-N-[3-3,4,5-= 7 £ A X A)¥ %1k
)

EIEEA-I-(FZTABL)S &n

Al-l-(F=Ta#% £

A#EB)SNawm=(TILE £)

4-(4-2 X E)-BAE-1-(BE=T
)F K R (586% %)k 4w B 4] 9 48

B 3-3,4,5-Z F &KX XK K)¥

FlZXNEE > TEARR L ELSIBIZAILLY -

A& 1.14% (93%) -

'H-NMR (400 MHz, CDC1;)8: 1.45 (s, 9H), 1.52-1.67 (m, 2H),
1.80-1.89 (m, 2H), 2.72-2.86 (m, 2H), 3.84-3.91 (m, 1H), 3.88
(s, 3H), 3.89 (s, 6H), 4.11-4.32 (m, 2H), 4.49 (s, 2H), 6.62 (d,
2H, J=9.2 Hz), 6.69 (s, 2H), 7.19 (d, 1H, J=7.6 Hz), 7.25 (d,
2H, J=5.5 Hz), 7.32-7.42 (m, 3H) -

" E Pl 164

84732 -202 -
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P

=

4

\\4
7

jey
)

-[N-(4-3% % #£)-N-[3-(3,4,5-= ¥
v BB

OMe
OMe
HN HCI
03] O O OMe
Br
I-(F =T & & E)x

/=
&

X

()

Y

!

TARE S TAERBREHRZIZHEILLY -
E & 1 9T3E % (84%)
% 4] 133 2 140

iy

FadvBERARLLAEAETWERS - Loyt i

-203 -

4-[N-(4-7% K A& )-N-[3-(3,4,5-= F & £ X %) & 18

o (11450 )k o B B F #1942 48 F

B B HEEH160> 162R 164712 2 ik » Sy &

P33 A2RABFT B X RACM T A Y » T AR R -
EENMR# 7] 5% F o

—

e 5K ]-
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15

NMR £ #% (400 MHz, A
& t fe @Al 3%, CDCly)d

133

52%

1.70-1.90 (m, 4H), 2.14-2.25 (m,
2H), 2.94-3.04 (m, 2H), 3.58 (s,
2H), 3.73-3.84 (m, 1H), 3.89 (s,
3H), 3.90 (s, 3H), 3.92 (s, 6H),
3.96 (s, 6H), 4.52 (s, 2H), 6.57 (d,
2H, J=8.8 Hz), 7.10 (d, 1H, J=4.9
Hz), 7.14 (s, 2H), 7.20 (d, 1H,
J=4.9 Hz), 7.22 (s, 2H), 7.26 (d,
2H, J=8.5 Hz), 7.51 (s, 1H), 7.59
(s, 1H), 8.56 (d, 1H, J=4.9 Hz),
8.59 (d, 1H, J=4.9 Hz).

134

56%

1.68-1.88 (m, 4H), 2.12-2.24 (m,
2H), 2.95-3.04 (m, 2H), 3.59 (s,
2H), 3.72-3.84 (m, 1H), 3.89 (s,
3H), 3.90 (s, 3H), 3.92 (s, 6H),
3.93 (s, 6H), 4.50 (s, 2H), 6.57 (d,
2H, J=9.2 Hz), 6.74 (s, 2H), 7.09
(d, 1H, J=3.9 Hz), 7.13 (s, 2H),
7.26 (d, 2H, J=8.8 Hz), 7.50 (s,
1H), 7.75 (s, 1H), 8.50 (d, 1H,
J=2.0 Hz), 8.55 (d, 1H, J=5.0 Hz),
8.69 (d, 1H, J=2.0 Hz).

135

65%

1.70-1.86 (m, 4H), 2.10-2.20 (m,
2H), 2.97-3.08 (m, 2H), 3.59 (s,
2H), 3.72-3.82 (m, 1H), 3.89 (s,
6H), 3.92 (s, 6H), 3.92 (s, 6H),
4.50 (s, 2H), 6.56 (d, 2H, J=9.2
Hz), 6.76 (s, 2H), 7.09 (d, 1H,
J=5.1 Hz), 7.13 (s, 2H), 7.23-7.33
(m, 3H), 7.37 (dd, 1H, J=7.4 Hz),
7.41-7.48 (m, 2H), 7.49 (s, 1H),
8.54 (d, 1H, J=5.1 Hz).

136

49%

1.77-1.93 (m, 4H), 2.12-2.30 (m,
2H), 2.94-3.10 (m, 2H), 3.60 (s,
2H), 3.73-3.83 (m, 1H), 3.88 (s,
3H), 3.89 (s, 6H), 3.90 (s, 3H),
3.96 (s, 6H), 4.55 (s, 2H), 6.61 (d,
2H, J=9.2 Hz), 6.65 (s, 2H),
7.19-7.29 (m, SH), 7.62(br, 2H),
8.47 (d, 1H, J=1.6 Hz), 8.60 (d,
1H, J=4.9 Hz), 8.66 (d, 1H, J=2.0
Hz).

84732
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137

Me
Me
Me

3HCI

MeO ' A U OMe

N7 NS OMe
@ ”

Br

50%

1.70-1.92 (m, 4H), 2.12-2.27 (m,
2H), 2.93-3.07 (m, 2H), 3.60 (s,
2H), 3.67-4.08 (m, 1H), 3.88 (s,
3H), 3.89 (s, 6H), 3.90 (s, 3H),
3.93 (s, 6H), 4.54 (s, 2H), 6.60 (d,
2H, J=9.0 Hz), 6.64 (s, 2H),
6.73-6.80 (m, 2H), 7.25 (s, 2H),
7.61 (s, 1H), 7.77(br, 1H), 8.45 (d,
1H, J=1.7 Hz), 8.50 (d, 1H, J=1.7
Hz), 8.65 (d, 1H, J=2.0 Hz).

138

Me
MeO. - OMe
2HCI
MeO B ;\CL 0 OMe
7 N 0 OMe
Me

81% .

1.75-1.90 (m, 4H), 2.17-2.24 (m,
2H), 2.94-3.02 (m, 2H), 3.57 (s,
2H), 3.72-3.83 (m, 1H), 3.88 (s,
3H), 3.88 (s, 6H), 3.90 (s, 3H),
3.95 (s, 6H), 4.54 (s, 2H), 6.60 (d,
2H, J=9.2 Hz), 6.69 (s, 2H),
7.18-7.27 (m, 6H), 7.32-7.42 (m,
3H), 7.60 (s, LH), 8.58 (d, 1H,
J=4.9 Hz).

139

Ne
MeO. OMe
2HCI oM
O e
N? N O OMe
Br

80%

1.72-1.90 (m, 4H), 2.13-2.21 (m,
2H), 2.94-3.05 (m, 2H), 3.59 (s,
2H), 3.72-3.82 (m, 1H), 3.87 (s,
3H), 3.88 (s, 6H), 3.89 (s, 3H),
3.93 (s, 6H), 4.53 (s, 2H), 6.60 (d,
2H, J=9.0 Hz), 6.68 (s, 2H), 6.75
(s, 2H), 7.19 (d, 1H, J=7.2 Hz),
7.24 (d, 2H, J=9.0 Hz), 7.31-7.41
(m, 3H), 7.76 (s, 1H), 8.50 (d, 1H,
J=1.8 Hz), 8.70 (s, 1H).

140

C Q(Nj S L.

Br

78%

1.72-1.88 (m, 4H), 2.08-2.18 (m,
2H), 2.97-3.06 (m, 2H), 3.58 (s,
2H), 3.71-3.82 (m, 1H), 3.87 (s,
3H), 3.88 (s, 6H), 3.89 (s, 3H),
3.92 (s, 6H), 4.53 (s, 2H), 6.59 (d,
2H, J=9.3 Hz), 6.68 (s, 2H), 6.76
(s, 2H), 7.18 (d, 1H, J=7.3 Hz),
7.21-7.47 (m, 9H)

84732
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O F 4165

S RI-(BZTAZE)A[A-REEVELA]S £

JEy
3
c
pi

1-(% =T & % X )-4-5< G b wg 81 (5.00% )& 4- 8 X =
GBOSAIVEHMEHFAIIZABRFTAXRE TEARAGEHRRZ
AL ESY -

A & 1 3.80% (49%) o

'"H-NMR (400 MHz, CDCl;)8: 1.24-1.38 (m, 2H), 1.46 (s, 9H),
1.97-2.05 (m, 2H), 2.86-2.96 (m, 2H), 3.32-3.42 (m, 2H), 3.51
(br, 1H), 6.52 (d, 2H, J=9.0 Hz), 7.11 (d, 2H, J=9.0 Hz) -
K 1166

&R 1-(F = T &% & )-4-[N-(4-8 X £)-N-[[2-(3,4,5-= F
A RK)woe-4-KR)F A]EEA]S &wt =
7J\ ji MeOM
° T::]\N | :~ OMe
2
I(F=ZTAREE)4-[G-ERXE)V AN Ank = (621F %)
BA-RFH-2-C45- = FARAAEX KA )k 2 (588 £ )Aw &

PlOZ AR FXNKE > THh
E & T89%F % (69%) °

F<‘~
‘a\#
(&
fer
bl
N
N
ity
s
PN
&y
>
N

'"H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.51-1.68 (m, 2H),

84732 - 206 -
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1.80-1.89 (m, 2H), 2.72-2.86 (m, 2H), 3.87-3.90 (m, 1H), 3.89
(s, 3H), 3.93 (s, 6H), 4.64 (s, 2H), 6.64 (d, 2H, J=9.0 Hz), 7.14
(d, 1H, J=5.3 Hz), 7.15 (d, 2H, J=9.0 Hz), 7.51 (s, 2H), 8.57
(d, 2H, J=5.1 Hz) -

Bt g #1167

A M 4-[N-(4- 8 X £)-N-[[2-(3,4,5-= F & X £ )b v -4-2 ]

FTRIER]SaAww — B8R &

I-(% = T &% &£)-4-[N-(4-8 X £ )-N-[[2-(3,4,5- = F &
KA -4- X 7P A AN AU 2789 A ) B # F
W94z M Z XARE  TAREFTENRZIFZALEY -
EE D 673F £ (90%)

5 E 168
&R 1-(F =7

0% K )-4-[N-(4-8 X £)-N-[[3-(3,4,5-= F
FARE )b -5- K17 R A]N &b

0y

A

84732 -207 -
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BS5-F T A-3-G45-ZFALAXL) k% (588FE A )AL F
FlOX MR FZAEE  TARARFCADIBIRELLY -
A& 268% £ (24%)

'"H-NMR (400 MHz, CDCl15)8: 1.45 (s, 9H), 1.56-1.76 (m, 2H),
1.80-1.90 (m, 2H), 2.76-2.83 (m, 2H), 3.86-3.90 (m, 1H), 3.89
(s, 3H), 3.90 (s, 6H), 4.15-4.30 (m, 2H), 4.50 (s, 2H), 6.66 (s,
2H), 6.68 (d, 2H, J=9.2 Hz), 7.15 (d, 2H, J=9.0 Hz), 7.63 (s,
1H), 8.47 (d, 1H, J=2.0 Hz), 8.66 (d, 1H, J=2.0 Hz) -

2 E 169

& A 4-[N-(4- 8 K E)-N-[[3-(3,4,5-=Z F & £ X & )wt & -5-
AT A AN A B8R 8

Me
OMe

i B OMe

o K )-4-[N-(4-8 X 3K )-N-[[3-(3,4,5-= F &
51T A A]S Aok og (268F £ ) e B
BHOMAZHEA FTARE TARZETEND RZIEZEALLY -
EE 2332 £(91%) -

B EHILIO

2 K )-4-[N-(4- 8 X £ )-N-[3-(3,4,5-= ¥

84732 -208 -
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OMe

J§ ove
7N 0

O OMe
o

I-(F =T aR#E)4-[4- (R RXE) K]~ amte (622 1)
Z 3-(3,4,5-= F & )¥ A& R (586% L)k 4 K 419 4
B A RXRE > TARRBRRTECLELIBEZHEILEGY -

A& 1.04% (92%) ¢

'"H-NMR (400 MHz, CDC13)8: 1.45 (s, 9H), 1.58-1.67 (m, 2H),

e
P
e

1.82-1.91 (m, 2H), 2.74-2.86 (m, 2H), 3.85-3.92 (m, 1H), 3.88
(s, 3H), 3.89 (s, 6H), 4.35-4.31 (m, 2H), 4.49 (s, 2H), 6.66 (d,
2H, J=9.2 Hz), 6.70 (s, 2H), 7.12 (d, 2H, J=9.0 Hz), 7.20 (d,
2H, J=7.3 Hz), 7.33-7.43 (m, 3H) -

B EHLITIL

b AR 4-[N-(4- 8 X X£)-N-[3-345-= F AL X E)¥ £ 1M £ ]

OMe

N

O OMe
O

cl
A K )-4-[N-(4- 8 X X )-N-[3-(3,45-= F &

T
AXRE)FTRIER]S A2 (1.040)% o 8 T #1942 4
FlrZRXRE > TERRREHNRIBALELY -

84732 -209 -
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E R 1 899% % (97%) o
5141 % 148

o

Bl L BT I6T 169R1TIMA 2 g &
MRS A2RABPTIFZ R AL TAY » FHAFEA GBI -
PIFX bR ARiLRBEwERE - Lgylazi
% B NMR# # 7] # F -

B o < % NMR £ 3% (400 MHz, »A
o sk EF®| i CDCl)S
66% | 1.71-1.90 (m, 4H), 2.15-2.24 (m,

Me -
Me!
Mei%;q 3Hel ™ e 2H), 2.95-3.05 (m, 2H), 3.58 (s,
> QN Ao 2H), 3.73-3.84 (m, 1H), 3.89 (s,
2

141

3H), 3.90 (s, 3H), 3.93 (s, 6H),
3.96 (s, 6H), 4.52 (s, 2H), 6.62 (d,
2H, J=9.0 Hz), 7.10-7.16 (m, SH),
7.19-7.24 (m, 3H), 7.52 (s, 1H),
7.59 (s, 1H), 8.56 (d, 1H, J=4.9
Hz), 8.59 (d, 1H, J=4.9 Hz).

67% | 1.69-1.90 (m, 1H), 2.12-2.25 (m,

Me
Me
Mgé\@m 3He! . 2H), 2.93-3.06 (m, 2H), 3.59 (s,
> klé ~A L, 2H), 3.72-3.83 (m, 1H), 3.89 (s,
Cl

142

3H), 3.90 (s, 3H), 3.92 (s, 6H),
3.93 (s, 6H), 4.50 (s, 2H), 6.62 (d,
2H, J=9.2 Hz), 6.75 (s, 2H), 7.10
(d, 1H, J=5.3 Hz), 7.13 (s, 2H),
7.13 (d, 2H, J=9.0 Hz), 7.50 (s,
1H), 7.76 (s, 1H), 8.50 (d, 1H,
J=1.8 Hz), 8.55 (d, 1H, J=5.1 Hz),
8.70 (d, 14, J=1.8 Hz).

84732 -210 -
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143

OMe )
MeO. . Ve
2HCI OMe
ghgege!
N I\ OMe
A

cl

70%

1.65-1.88 (m, 4H), 2.08-2.20 (m,
2H), 2.97-3.07 (m, 2H), 3.59 (s,
2H), 3.71-3.82 (m, 1H), 3.88 (s,
3H), 3.89 (s, 3H), 3.90-3.93 (m,
3H), 4.50 (s, 2H), 6.61 (d, 2H,
J=8.2 Hz), 6.76 (s, 2H), 7.07-7.14
(m, SH), 7.28 (d, 1H, J=6.6 Hz),
7.37 (dd, 1H, J=7.4 Hz), 7.40-7.47
(m, 2H), 7.50 (s, 1H), 8.54 (d, 1H,
J=5.1 Hz).

144

Me
Me
3HCI Ve Ve
MeOQ T 0
Z NS OMe
i N
) .

57%

1.56-1.93 (m, 4H), 2.12-2.30 (m,
2H), 2.92-3.10 (m, 2H), 3.53-3.68
(m, 2H), 3.70-3.82 (m, 1H), 3.88
(s, 3H), 3.89 (s, 6H), 3.90 (s, 3H),
3.96 (s, 6H), 4.56 (s, 2H),
6.64-6.70 (m, 4H), 7.13 (d, 2H,
J=9.0 Hz), 7.20-7.30 (m, 3H),
7.63(br, 2H), 8.48 (s, 1H), 8.60 (d,
1H, J=5.1 Hz), 8.66 (d, 1H, J=2.2
Hz).

145

Me
Me
Me

3HCI

MeO | A 0 OMe

N” NS OMe

i N7
(]

70%

1.71-1.92 (m, 4H), 2.12-2.27 (m,
2H), 2.94-3.07 (m, 2H), 3.59 (s,
2H), 3.69-3.81 (s, 1H), 3.88 (s,
3H), 3.89 (s, 6H), 3.90 (s, 3H),
3.93 (s, 6H), 4.54 (s, 2H),
6.63-6.68 (m, 4H), 6.75 (s, 2H),
7.13 (d, 2H, J=9.0 Hz), 7.62 (s,
1H), 7.76 (s, 1H), 8.47 (d, 1H,
J=1.8 Hz), 8.50 (d, 1H, J=1.8 Hz),
8.65 (d, 1H, J=2.0 Hz), 8.70 (s,
1H).

146

Me
ve 2HCI pute
MeO' 7 [O O OMe
N N 0 OMe
cl

78%

1.75-1.91 (m, 4H), 2.13-2.23 (m,
2H), 2.94-3.02 (m, 2H), 3.57 (s,
2H), 3.73-3.82 (m, 1H), 3.88 (s,
3H), 3.88 (s, 6H), 3.90 (s, 3H),
3.96 (s, 6H), 4.55 (s, 2H), 6.65 (d,
2H, J=9.0 Hz), 6.68 (s, 2H), 7.11
(d, 2H, J=8.5 Hz), 7.18-7.24 (m,
4H), 7.32-7.42 (m, 3H), 7.59 (s,
1H), 8.59 (d, 1H, J=4.9 Hz).

147

Me
e 2HC Qe
Al > 8 SN ¢ o
N? N O OMe
el

63%

1.72-1.89 (m, 4H), 2.12-2.21 (m,
2H), 2.94-3.03 (m, 2H), 3.59 (s,
2H), 3.72-3.82 (m, 1H), 3.87 (s,
3H), 3.88 (s, 6H), 3.90 (s, 3H),
3.93 (s, 6H), 4.53 (s, 2H), 6.64 (d,
2H, J=9.2 Hz), 6.68 (s, 2H), 6.75
(s, 2H), 7.11 (d, 2H), 7.19 (d, 1H,

84732
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J=7.6 Hz), 7.32-7.40 (m, 3H), 7.76
(s, 1H), 8.50 (d, 1H, J=1.8 Hz),
8.69 (d, 1H, J=2.2 Hz).

148

Me:]éi\mE[A

HCI

0 OMe
N O OMe
Q

ct

68%

1.72-1.87 (m, 4H), 2.08-2.18 (m,
2H), 2.97-3.05 (m, 2H), 3.58 (s,
2H), 3.71-3.82 (m, 1H), 3.87 (s,
3H), 3.88 (s, 6H), 3.89 (s, 3H),
3.92 (s, 6H), 4.53 (s, 2H), 6.64 (dt,
2H, J=9.3 Hz, 2.9 Hz), 6.68 (s,
2H), 6.76 (s, 2H), 7.10 (dt, 2H,
J=9.0 Hz, 2.8 Hz), 7.19 (d, 1H,
J=7.6 Hz), 7.24-7.47 (m, 7H).

Kt ®

ERI-(F=TAHKE

-(% =
(3.09 %, )¥A 4o ® 14

'H-NMR (400 MHz, CDCl3)5: 1.24-1.37 (m, 2H), 1.46 (s, 9H)

#1172

g

TER#HEKX)-4-< A&

)-4-[(3,4-= A X K ) A ]

oyed

H

€ B (5.00 % ) & 3,4- = &,

b owg -

je

K PE

BH3TZHARAFXEE TARRE &R
RERZIZHELESY -

L 4.66 % (62%) -

b

1.97-2.05 (m, 2H), 2.85-2.96 (m, 2H), 3.26-3.36 (m, 1H), 3.38

-3.52 (m,

1H), 3.96-4.14 (m, 2H), 6.22-6.28 (m,

1H), 6.38

(ddd, 1H, J=12.7 Hz, 6.6 Hz, 2.9 Hz), 6.94 (dd, 1H, J=19.1 Hz,

9.0 Hz) -
W E

SARI-(FZTaRA

84732

#1173

-212-

)-4-[N-(3,4- =

ﬁ 3 g )-N-[[z-(35455—
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My e

AR 534% 1 (47%) -

'"H-NMR (400 MHz, CDCI;)8: 1.45 (s, 9H), 1.50-1.70 (m, 2H),
1.82-1.90 (m, 2H), 2.73-2.88 (m, 2H), 3.90 (s, 3H), 3.94 (s,
6H), 4.15-4.30 (m, 2H), 4.43 (s, 2H), 6.33-6.39 (m, 1H), 6.52
(ddd, 1H, J=13.6 Hz, 6.4 Hz, 3.1 Hz), 6.98 (dd, 1H, J=19.1 Hz,
9.2 Hz), 7.11 (dd, 1H, J=5.0 Hz, 1.3 Hz), 7.16 (s, 2H), 7.51 (s,
1H), 8.58 (d, 1H, J=5.1 Hz) -

KR Hp 174

A R 4-[N-(3,4-=— L X £)-N-[[2-(3,4,5-= F & £ X &)t =
4-RIF A A]Santee — BB

84732 -213 -
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I-(% = T & # £ )-4-[N-(3,4- = £ % £ )-N-[[2-(3,4,5- =
TR A KA )ub v -4-£]F & 1B K 158 & ok wg (534% £ )k 4o
i—'if%%"“{f'%z#aﬂffwiﬁ’T’Tiﬁi“f%é B K 2 42
& o
AR A442F % (87%) -

HHmEHFLTS
R 1-(F = T & # £)-4-[N-(3,4-= £ % £ )-N-[[3-(3,4,5-
EFAREXE)Uw-5-RIF A A]S oot ¢

4y o

EE 3508 £ (31%) -

R EH176

& B 4-[N-(3,4- = A)-N-[[3-(3,4,5-= 7 & & X A )mt 2

S-ER]FEAIEA]ISAUR R —BR B

84732 -214 -
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1-(% = T & % £ )-4-[N-(3,4- = £ ¥ #£)-N-[[3-(3,4,5- =
‘?%Lf&*;&)wkt S-E T EIEEA]IS A= (B50E L)AR A
#HmE {5494-1#51ﬂ7a‘f&1§if§£"Efiﬁii%%é%f}ii*%%m
& e

A& 3058 % (92%) -

R
ER1-(%F =T

2% & )-4-[N-(3,4-= & X £ )-N-[3-(3,4,5-=
WA EARXE)F A A]S ot

F
1-(F=TEAHEX)4-[CA4-— R XX ) K]S &g (625
Z F)ER3-3,4,5-Z FAAXE)F A RGB6EL)ATHOZ

AMEAFXRE  TEARRBRTEHRIZEAEALEY -

& % 1 980% % (86%) -

'"H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.52-1.66 (m, 2H),
1.81-1.89 (m, 2H), 2.72-2.85 (m, 2H), 3.78 (tt, 1H, J=11.8 Hz,
3.8 Hz), 3.88 (s, 3H), 3.90 (s, 6H), 4.12-4.30 (m, 2H), 4.45 (s,
2H), 6.36-6.42 (m, 1H), 6.54 (ddd, 1H, J=13.9 Hz, 6.8 Hz, 2.9
Hz), 6.71 (s, 2H), 6.95 (dd, 1H, J=19.2 Hz, 9.2 Hz), 7.20 (d,
1H, J=7.4 Hz), 7.36-7.43 (m, 3H) -

R 178

B & 4-[N-(3,4-= fU R A )-N-[3-(3,4,5-= F &R A XK )F X ]

84732 215 -
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s
It
)
Jay
L&
A
R
po
B

£# A )-4-[N-(3,4-= £ % £)-N-[3-(3,4,5-= &
ALK E)FRIBEA]S A (980 %)k 4o & 4 B 4] 94
ARG ARE  TARBRRENR R Z ALY -
FD819%F % (94%) -
F 4 149% 156
Bloaomba B mEH1I74 176K 178512 2 fi » 1 & 45
KO3 A2R A8 B X RALMATAE Y » /T4 A% A @ 42 - FF
FomERABLAAENERS - LA R B E 2
B NMR# # 7] % F -

fr?"\'«

L4 3 A% NMR#JE(400 MHz, /&
& & B a2, CDCl3)d

67% | 1.70-1.90 (m, 4H), 2.16-2.23 (m,

149 | %
Megféyjm SH«C'QY&OME 2H), 2.95-3.03 (m, 2H), 3.58 (s,
N QN A e 2H), 3.64-3.74 (m, 1H), 3.89 (s,
@ ¢ 3H), 3.90 (s, 3H), 3.93 (s, 6H),
0 3.96 (s, 6H), 4.49 (s, 2H),

6.31-6.37 (m, 1H), 6.51 (ddd, 1H,

84732 -216-
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J=13.9 Hz, 6.6 Hz, 3.1 Hz), 6.96
(dd, 1H, J=19.2 Hz, 9.8 Hz), 7.11
(d, 1H, J=5.1 Hz), 7.15 (s, 2H),
7.20 (d, 1H, J=5.1 Hz), 7.22 (s,
2H), 7.52 (s, 1H), 7.59 (s, 1H),
8.57 (d, 1H, J=5.1 Hz), 8.59 (d,
1H, J=5.1 Hz).

150

Me
Me
3HC! MeOMe
MeO » T::L
N? NS OMe
A
F
F

47%

1.67-1.79 (m, 2H), 1.81-1.89 (m,
2H), 2.13-2.20 (m, 2H), 2.95-3.05
(m, 2H), 3.59 (s, 2H), 3.63-3.75
(m, 1H), 3.89 (s, 3H), 3.90 (s, 3H),
3.93 (s, 12H), 4.47 (s, 2H),
6.30-6.36 (m, 1H), 6.50 (ddd, 1H,
J=13.9 Hz, 6.6 Hz, 3.1 Hz), 6.75 (s,
2H), 6.96 (d, 1EL, J=19.0 Hz, 9.4
Hz), 7.10 (d, 1H, J=4.1 Hz), 7.15
(s, 2H), 7.51 (s, 1H), 7.75 (s, 1H),
8.50 (d, 1H, J=1.8 Hz), 8.56 (d,
1H, J=5.1 Hz), 8.70 (s, 1H).

151

OMe
MeO O
Me
2HCI
Mebo\ OMe
N i N OMe
A

53%

1.68-1.87 (m, 4H), 2.09-2.18 (m,
2H), 2.98-3.06 (m, 2H), 3.58 (s,
2H), 3.63-3.72 (m, 1H), 3.89 (s,
3H), 3.89 (s, 3H), 3.92 (s, 6H),

3.93 (s, 6H), 4.47 (s, 2H),
6.33-6.35 (m, 1H), 6.50 (ddd, 1H,
J=13.9 Hz, 6.4 Hz, 2.9 Hz), 6.76 (s,
2H), 6.95 (dd, 1H, J=19.2 Hz, 9.4
Hz), 7.09 (d, 1H, J=5.1 Hz), 7.15
(s, 2H), 7.25-7.30 (m, 1H), 7.37
(dd, 1H, J=7.3 Hz, 7.3 Hz),
7.42-7.46 (m, 2H), 7.50 (s, 1H),
8.56 (d, 1H, J=5.1 Hz).

152

Me

50%

1.72-1.96 (m, 4H), 2.12-2.28 (m,
2H), 2.94-3.08 (m, 2H), 3.59 (s,
2H), 3.62-3.72 (m, 1H), 3.89 (s,
3H), 3.90 (s, 9H), 3.96 (s, 6H),
4.52 (s, 2H), 6.36-6.43 (m, 1H),
6.55 (ddd, 1H, J=13.7 Hz, 6.6 Hz,
2.9 Hz), 6.67 (s, 2H), 6.96 (dd, 1H,
J=19.1Hz, 9.2 Hz), 7.21 (dd, 1H,
J=5.1 Hz, 1.2 Hz), 7.24 (s, 2H),
7.61(br, 1H), 7.64 (s, 1H), 8.47 (d,
1H, J=2.0 Hz), 8.60 (d, 1H, J=4.9
Hz), 8.67 (d, 1H, J=2.0 Hz).

84732
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153

. 61%

Me
Me
3HCI
MeO' | X ,‘O\ OMe
N? NS OMe

1.71-1.90 (m, 4H), 2.12-2.25 (m,
2H), 2.95-3.05 (m, 2H), 3.57-3.75
(m, 1H), 3.59 (s, 2H), 3.88 (s, 3H),
3.90 (s, 9H), 3.93 (s, 6H), 4.50 (s,
2H), 6.32-6.43 (m, 1H), 6.54 (ddd,
1H, J=13.6 Hz, 6.4 Hz, 2.7 Hz),
6.67 (s, 2H), 6.73-6.78 (m, 3H),
6.96 (dd, 1H, J=18.9 Hz, 9.6 Hz),
7.63 (s, 1H), 7.76 (s, 1H), 8.46 (s,
1H), 8.50 (d, 1H, J=1.6 Hz), 8.66
(d, 1H, J=1.8 Hz), 8.70 (d, 1H,
J=2.0 Hz).

154

Me 82%

1.74-1.90 (m, 4H), 2.13-2.22 (m,
2H), 2.95-3.01 (m, 2H), 3.57 (s,
2H), 3.63-3.73 (m, 1H), 3.88 (s,
3H), 3.89 (s, 6H), 3.90 (s, 3H),
3.96 (s, 6H), 4.51 (s, 2H),
6.34-6.40 (m, 1H), 6.52 (ddd, 1H,
J=14.1 Hz, 6.6 Hz, 3.1 Hz), 6.70 (s,
2H), 6.94 (dd, 1H, J=19.2 Hz, 9.4
Hz), 7.17-7.26 (m, 4H), 7.32-7.42
(m, 3H), 7.59 (s, 1H), 8.59 (d, 1H,
J=5.1 Hz).

155

Me 75%

1.74-1.90 (m, 4H), 2.13-2.21 (m,
2H), 2.95-3.04 (m, 2H), 3.59 (s,
2H), 3.63-3.72 (m, 1H), 3.88 (s,
3H), 3.89 (s, 6H), 3.89 (s, 3H),

3.93 (s, 6H), 4.49 (s, 2H),
6.33-6.39 (m, 1H), 6.52 (ddd, 1H,
J=14.3 Hz, 3.7 Hz, 2.9 Hz), 6.69 (s,
2H), 6.75 (s, 2H), 6.94 (dd, 1H,
J=19.1 Hz, 9.8 Hz), 7.19 (d, 1H,
J=7.8 Hz), 7.32-7.41 (m, 3H), 7.76
(s, 1H), 8.50 (d, 1H, J=1.5 Hz),
8.69 (s, 1H).

156

7%
O HCI MeOMe
" O r\(:LN O OMe

&

1.72-1.88 (m, 4H), 2.08-2.18 (m,
2H), 2.98-3.05 (m, 2H), 3.58 (s,
2H), 3.62-3.72 (m, 1H), 3.88 (s,
3H), 3.89 (5, 9H), 3.92 (s, 6H),
4.45 (s, 2H), 6.33-6.39 (m, 1H),
6.51 (ddd, 1H, J=13.9 Hz, 6.6 Hz,
3.0 Hz), 6.69 (s, 2H), 6.76 (s, 2H),
6.93 (dd, 1H, J=19.3 Hz, 9.5 Hz),
7.19 (d, 1H, J=7.6 Hz), 7.25-7.47
(m, 7H).

84732
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K E 179

bR (B=ZTEABEE)4-[G-AREE )V ERA]S A= -

b

1-(% =T R &K KX)4-~ 8w 2 BR(5.00% )& 4-7 K Ix
QO6CE VAW BEHERITZRBAFTARERE TAEARG EL G
wRZIIEALEY -
A E D 499% (71%) -
'"H-NMR (400 MHz, CDC13)8: 1.23-1.36 (m, 2H), 1.46 (s, 9H),
1.97-2.05 (m, 2H), 2.84-2.96 (m, 2H), 3.30-3.39 (m, 2H), 3.96
-4.14 (m, 2H), 6.51-6.57 (m, 2H), 6.84-6.91 (m, 2H) -
®HF #1180
&M 1-(F =
a0 XA )mk

a‘h 4

)

I-(F =T &% K)-4-[(4-A
BA-FF AK-2-(3,4,5-= F & A X A )mb = (588% %
B9z A8 R 7 XK HE > T4 &

A E T702% % (64%) o

84732 -219-
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'"H-NMR (400 MHz, CDCl1;3)8: 1.45 (s, 9H), 1.48-1.64 (m, 2H),
1.81-1.90 (m, 2H), 2.72-2.85 (m, 2H), 3.69-3.98 (m, 1H), 3.89
(m, 3H), 3.94 (m, 6H), 4.16-4.28 (m, 2H), 4.43 (s, 2H), 6.66-
6.73 (m, 2H), 6.91 (dd, 2H, J=9.2 Hz, 9.2 Hz), 7.12-7.16 (m,
3H), 7.53 (s, 1H) -

Bt E 181

A A 4-[N-(4- 5 K 5 )-N-[[2-(3,4,5-= F & &£ X £ )nb w& -4-
AP EIERA]anw B KRB

T R K )-4-[N-(4- R X %£)-N-[[2-(3,4,5-= F &
EARE) - 4-ER]F A AN Aok = (7022 L)k B
FEHMUI AR FTARE TARETENRZIZHEALEY -
E & 1 561% % (84%) o

84732 -220 -
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B5-8F AK-3-345-ZFAAXE ) g (588 L) A |
] 9 48 B 73::‘&1?2?31  TEARBEREAEGBAEELEY -
EE 190 £ (17%) -

'H-NMR (400 MHz, CDC15)8: 1.45 (s, 9H), 1.50-1.73 (m, 2H),
1.82-1.90 (m, 2H), 2.71-2.85 (m, 2H), 3.71 (tt, 1H, J=11.7 Hz,
3.1 Hz), 3.89 (s, 3H), 3.90 (s, 6H), 4.12-4.30 (m, 2H), 4.45 (s,
2H), 6.66 (s, 2H), 6.73-6.78 (m, 2H), 6.91 (dd, 2H, J=9.2 Hz,
8.2 Hz), 7.65 (s, 1H), 8.49 (d, 1H, J=2.0 Hz), 8.65 (d, 1H,
J=2.0 Hz) -

WK 183 -

& M 4-[N-(4- 8 K &£ )-N-[[3-(3,4,5-= F & & X K )nb = -5-
AP A Al amx B8R B

Me
HI\Q 2HCI OMe
NS OMe
N/

1-(%F = T & % & )-4-[N-(4-# X £ )-N-[[3-(3,4,5-= ¥ &
EAE )M m-5-BAIFT A L] &b (190F %)k 4o & #

EHMUZHEAFABRE TAEARERTERARZIEALEY -
EE 1165 % (91%) -
i 5 184

% 3 )-4-[N-(4- f X £ )-N-[3-(3,4,5-= ¥

84732 -221-
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I-(F=TRHEE)4-[G-REE)EEA]S Q= (589E 1)
B3-(3,4,5-Z P A A X A )Y X R (586% %) F 41 9= 48
TRARE TAHERRRECELBZIEZALEY -

A% 1.01%(92%)

'"H-NMR (400 MHz, CDCl;)8: 1.44 (s; 9H), 1.51-1.65 (m, 2H),
1.82-1.90 (m, 2H), 2.82-2.84 (m, 2H), 3.78 (tt, 1H, J=11.7 Hz,
3.5 Hz), 3.88 (s, 3H), 3.90 (s, 6H), 4.10-4.30 (m, 2H), 4.45 (s,
2H), 6.68-6.73 (m, 4H), 6.89 (dd, 2H, J=9.2 Hz, 8.2 Hz),
7.21-7.25 (m, 1H), 7.32-7.41 (m, 3H) -

K #1185

L R 4-[N-(4-FL X £)-N-[3-3,4,5- = F & £ ¥ X)X X 1B £ ]

OMe

H[\O\ HCI O OMe
N

@ O OMe

TR # K )-4-[N-(4- R %X £)-N-[3-(3,4,5-= F &
EXEB)FERIEA]IS AR .01 2)% 0w 8 4 F #1942 48
A7 ARE TEAREFTEHRIFEALEY -

A E T90% % (88%) ¢

84732 -222-
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EH157F 164

15 s b/\%r‘hﬁzﬂ% B 181 183 & 185A7 15 = fx ¥ oy & %
EH3 2RI B L RAH T M > 1T 8 oA @R - B
BRzaRERARLAAEOERS - L BB AE
R NMR# # 7 3 F -

T 23 &% | NMR#$E(400 MHz, »A
ié i g o & ein] 3K, CDCl3)d
62% | 1.60-1.82 (m, 2H), 1.83-1.91 (m,

Me
Me
MEZKS\@AN w2 2H), 2.13-2.23 (m, 2H), 2.95-3.03
g % (NS ove (m, 2H), 3.57 (s, 2H), 3.64-3.75
B F

157

(m, 1H), 3.89 (s, 3H), 3.90 (s, 3H),
3.93 (s, 6H), 3.96 (s, 6H), 4.48 (s,
2H), 6.65-6.70 (m, 2H), 6.90 (dd,
2H, J=8.8 Hz, 8.8 Hz), 7.13-7.16
(m, 3H), 7.20 (d, 1H, J=5.1 Hz),
7.22 (s, 2H), 7.54 (s, 1H), 7.59 (s,
1H), 8.55 (d, 1H, J=5.1 Hz), 8.59
(d, 1H, J=4.9 Hz).
158 Me 53% | 1.66-1.95 (m, 4H), 2.12-2.24 (m,
ol Ay ove 2H), 2.95-3.07 (m, 2H), 3.60 (s,
» CLN . 2H), 3.64-3.76 (m, 1H), 3.89 (s,
© n 3H), 3.90 (s, 3H), 3.92 (s, 6H),
3.93 (s, 6H), 4.47 (s, 2H),
F 6.63-6.70 (m, 1H), 6.75 (s, 2H),

84732 3.
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6.90 (dd, 1H, J=9.2 Hz, 9.2 Hz),
7.11-7.16 (m, 3H), 7.53 (s, 1 H),
7.77 (s, 1H), 8.50 (d, 1H, J=2.0
Hz), 8.55 (d, 1H, J=4.9 Hz), 8.70
(d, 1H, J=5.9 Hz).

159

OMe
MeO oHCH Me oMe
MeO O I’*O\
N i N OMe
Ei] 2

51%

1.64-1.90 (m, 4H), 2.07-2.20 (m,
4H), 2.97-3.08 (m, 2H), 3.59 (s,
2H), 3.64-3.76 (m, 1H), 3.89 (s,
6H), 3.92 (s, 6H), 3.93 (s, 6H),
4.47 (s, 2H), 6.62-6.70 (m, 2H),
6.77 (s, 2H), 6.86-6.93 (m, 2H),
7.11-7.16 (m, 3H), 7.25-7.31 (m,
3H), 7.37 (dd, 1H, J=7.4 Hz, 7.4
Hz), 7.42-7.49 (m, 2H), 7.53 (s,
1H), 8.54 (d, 1H, J=5.1 Hz).

160

Me -
Me!
3HCI MeOMe
MeO T O
NF NS OMe
i N
F

49%

1.74-1.98 (m, 4H), 2.10-2.30 (m,
2H), 2.90-3.12 (m, 2H), 3.53-3.73
(m, 3H), 3.88 (s, 3H), 3.89 (s, 6H),
3.90 (s, 3H), 3.96 (s, 6H), 4.50 (s,
2H), 6.66 (s, 2F), 6.70-6.76 (m,
2H), 6.90 (dd, 2H, J=8.8 Hz, 8.8
Hz), 7.19-7.28 (m, 3H), 7.65 (br,
2H), 8.49 (d, 1H, J=1.8 Hz), 8.60
(d, 1H, J=4.9 Hz), 8.64 (d, 1H,
J=2.2 H2).

161

Me
Me 3HCI Me
Mez:é\ﬁj/\m &(Yé(OMe
N N | ) OMe
@ N
F

26%

1.67-1.97 (m, 4H), 2.10-2.27 (m,
2H), 2.94-3.06 (m, 2H), 3.56-3.68
(m, 3H), 3.88 (s, 3H), 3.89 (s, 6H),
3.90 (s, 3H), 3.93 (s, 6H), 4.49 (s,
2H), 6.65 (s, 2H), 6.69-6.80 (m,
4H), 6.84-6.93 (m, 2H), 7.64 (s,
1H), 7.77 (br, 1H), 8.48 (d, 1H,
J=1.7 Hz), 8.50 (d, 1H, J=1.7 Hz),
8.64 (d, 1H, J=1.9 Hz), 8.70 (s,
1H).

162

Me
Me
2HCI 'Nhowm
e S
NF N [‘D OMe
al

83%

1.72-1.92 (m, 4H), 2.12-2.21 (m,
2H), 2.94-3.02 (m, 2H), 3.57 (s,
2H), 3.64-3.74 (m, 1H), 3.88 (s,
3H), 3.89 (s, 6H), 3.90 (s, 3H),
3.96 (s, 6H), 4.51 (s, 1H),
6.66-6.71 (m, 4H), 6.88 (dd, 2H,
J=8.6 Hz, 8.6 Hz), 7.18-7.27 (m,
4H), 7.34 (dd, 1H, J=7.4 Hz, 7.4
Hz), 7.39 (d, 2H, J=5.4 Hz), 7.59
(s, LH), 8.59 (d, 1H, J=5.1 Hz).

84732
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68% | 1.68-1.87 (m, 4H), 2.10-2.22 (m,

163 Meﬁioﬁ "
. w1 o 2H), 2.94-3.04 (m, 2H), 3.59 (s,
S § UNOW 2H), 3.65-3.74 (m, 1H), 3.87 (s,
@ ® 3H), 3.88 (s, 6H), 3.90 (s, 3H),
3.93 (s, 6H), 4.49 (s, 2H),
F 6.66-6.70 (m, 6H), 6.88 (dd, 2H,
J=8.8 Hz, 8.8 Hz), 7.19-7.40 (m,
4H), 7.77 (s, 1H), 8.49 (d, 1H,
J=1.8 Hz), 8.70 (s, 1H).

164

3H), 3.88 (s, 6H), 3.89 (s, 3H),
3.92 (s, 6H), 4.50 (s, 2H),

F 6.65-6.72 (m, 2H), 6.69 (s, 2H),
6.76 (s, 2H), 6.87 (dd, 2H, J=9.0
Hz, 9.0 Hz), 7.22 (d, 1H, J=7.6
Hz), 7.25-7.48 (m, 9H).

Me . 74% | 1.70-1.90 (m, 4H), 2.08-2.18 (m,
W T e 2H), 2.95-3.05 (m, 2H), 3.58 (s,
M0 ”QL<N) ® J ove 2H), 3.63-3.73 (m, 1H), 3.87 (s,

®1F #1186

e 1-(F =T R HEE)-4-K e &

2
gac¥s

b e

o

I-(F=TARHA)4- S A BA(S.004L)& XA (2.23%)
A ZHEEFAIIZAABATARE  TARG G4 KhEA
A/

AR 37745 (57%) -

'"H-NMR (400 MHz, CDCl;)8: 1.25-1.38 (m, 2H), 1.47 (s, 9H),
2.00-2.07 (m, 2H), 2.87-2.97 (m, 2H), 3.38-3.53 (m, 2H), 3.96
-4.14 (m, 2H), 6.57-6.52 (m, 2H), 6.70 (tt, 1H, J=6.2 Hz, 1.0

84732 -225.-



200407141

Hz), 7.17 (dd, 2H, J=8.6 Hz, 7.2 Hz) °
K 187

SR 1-(%5 = TE$ £)-4-[N-KX A -N-[[2-3,4,5- = F & £ X
Eombeg-4- K17 Z]x K ] R vk e
7LOiN MeOMe
ig\N N OMe

XA SARRGSIE AL)RL-RTF
A w2 (588 %)k 4 #19% 48 F

FARE TAERRFTLCELBIFZALEY -

A& T60% £ (71%) -

'H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.53-1.63 (m, 2H),

N’
=

1.83-1.91 (m, 2H), 2.76-2.90 (m, 2H), 3.86-3.97 (m, 1H), 3.89
(s, 3H), 3.93 (s, 6H), 4.14-4.32 (m, 2H), 4.49 (s, 2H), 6.71-
6.78 (m, 3H), 7.14 (s, 1H), 7.15 (s, 2H), 7.21 (dd, 2H, J=8.8
Hz, 7.4 Hz), 7.55 (s, 1H), 8.56 (d, 1H, J=5.1 Hz) -

2t F #5188

b A 4-[N-K & -N-[[2-(3,4,5- = F & & X L )mbwg-4- K17 £

e R]s Gmboe —BER B

84732 -226 -
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I-(F =T & #K)-4-[N-XE-N-[[2-34,5-=F &AA X K)
b we 4ok 1T R 1M R ] Bt (T60% %) 4 B # K 4194
ZHRAFAEE  TARRFEHAZIBELEGH -

EFE 652%F % (90%) -

% MK #1189

SR 1-(%5 =T 48 % £)-4-[N-X & -N-[[3-(3,4,5- = F A £ X
E)mbwe -5-2K]F KM A5 A =

4- K AP E N &M (553E £A)ARS-4A
FA-3-C34,5-Z FARAERXE)R (588 £ )UWm T # 9 48
AAZARE TARERREAGHBOFEHELEY -
AR 222% % (21%) -
'"H-NMR (400 MHz, CDCl3)8: 1.45 (s, 9H), 1.52-1.67 (m, 2H),
1.82-1.91 (m, 2H), 2.74-2.87 (m, 2H), 3.88-3.90 (m, 1H), 3.88
(s, 3H), 3.89 (s, 6H), 4.14-4.31 (m, 2H), 4.53 (s, 2H), 6.67 (s,
2H), 6.74-6.80 (m, 3H), 7.21 (dd, 2H, J=8.8 Hz, 7.2 Hz), 7.67
(s, 1H), 8.50 (d, 1H, J=5.3 Hz, 2.2 Hz), 8.66 (d, 1H, J=2.1
Hz) -
4 F #1190
A A A4-[N-XK K -N-[[3-3,4,5-=F & A XA )b -5-£]F £]

Rk ]ls Sokwe — BER B

84732 -227-
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I-(% =T & # %£)-4-[N- X E-N-[[3-3,4,5-=F &£ X%)
o -5-% ]F &

S—

B k] AR (2228 A)A W BB K #1 9
zZHBEFTAEE  TERRERZTERRIBHELEY -
AEE 197TE £ (94%) -

o E p 191

4o XK P Ko Aok (553 % ) A 3-
T HRARGSE L)AL ETHIZHBE F
ARE  THERRBRRERHBIRALEY -

A% 1 1.06% (100%) o

'H-NMR (400 MHz, CDC1;)5: 1.45 (s, 9H), 1.52-1.68 (m, 2H),
1.83-1.92 (m, 2H), 2.73-2.86 (m, 2H), 3.88 (s, 3H), 3.89 (s,
6H), 3.94 (tt, 1H, J=11.7 Hz, 3.3 Hz), 4.14-4.30 (m, 2H), 4.52

(s, 2H), 6.69-6.78 (m, 6H), 7.17-7.27 (m, 2H), 7.32-7.42 (m,
3H) -

84732 =228 -
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4 F #1192
SARAIN-XA-N[(B-GA5-ZFREAXIE L IER]S &

nhowE B OER B

OMe
N ﬂlii OMe

1-(% =T ii}/’é%)-4-[N-X%-N-[3-(3,4,5-E_ YA A XE)

FRERIEA]ISNA®RR(L06E) A LB E 92 HE X E
2 ARERTEHRRZIAZALLSY -

EE 909E %£(97%) -

F 4 165% 169

TR EHEBEETHI8S 190R 192/ 2 2 i i gy &)
HEVIRASHI B X R M AT A DT HRARA R FFEZ
AEWREBRARLAAEERSE - Ay i 2R
NMR# # 7| # F -

84732 -229 -
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S Ra

%% NMR##(400 MHz, VA

g W A&k 3X; CDCl3)6

165

-
Me
Me
: M
3HCI ® oMte
MeO’ l\ PQ
N NS OMe
@ g

33%

1.63-1.81 (m, 4H), 1.82-1.92 (m,
2H), 2.14-2.24 (m, 2H), 2.95-3.05
(m, 2H), 3.59 (s, 2H), 3.80-4.02
(m, 1H), 3.89 (s, 3H), 3.90 (s, 3H),
3.92 (s, 6H), 3.93 (s, 6H), 4.53 (s,
2H), 6.69-6.77 (m, SH), 7.13-7.17
(m, 3H), 7.20 (dd, 2H, J=7.6 Hz,
7.6 Hz), 7.55 (s, 1H), 7.76 (s, 1H),
8.51 (d, 1H, J=1.8 Hz), 8.55 (d,
1H, J=5.1 Hz), 8.70 (s, 1H).

166

Me
me 3HCI Me
MeO 7 hO\ OMe
N NN OMe
I 2
N

50%

1.85-2.04 (m, 4H), 2.20-2.40 (m,
2H), 2.92-3.25 (m, 2H), 3.60-3.77
(m, 3H), 3.88 (s, 3H), 3.89 (s, 6H),
3.90 (s, 3H), 3.97 (s, 6H), 4.59 (s,
2H), 6.67 (s, 2H), 6.72-6.81 (m,
4H), 7.17-7.30 (m, 4H), 7.68 (s,
1H), 8.50 (s, 1H), 8.62 (d, 1H,
J=4.9 Hz), 8.65 (d, 1H, J=2.0 Hz).

167

OMe
Me

Me
Me
3HCI Me
MeO B T::L
N NS 0
@ v

43%

1.72-1.92 (m, 4H), 2.13-2.26 (m,
2H), 2.95-3.04 (m, 2H), 3.59 (s,
2H), 3.78-4.01 (m, 1H), 3.88 (s,
9H), 3.90 (s, 3H), 3.93 (s, 6H),
4.56 (s, 2H), 6.66 (s, 2H),
6.70-6.78 (m, SH), 7.19 (dd, 2H,
J=8.2 Hz, 8.2 Hz), 7.66 (s, 1H),
7.77 (s, 1H), 8.50 (d, 1H, J=2.3
Hz), 8.51 (d, 1H, J=2.2 Hz), 8.65
(d, 14, J=1.9 Hz), 8.70 (4, 1H,
J=2.2 Hz).

168

Me
MeO. OMe
2HCI
MeO YN ‘
N N E

OMe
OMe

82%

1.75-1.92 (m, 4H), 2.14-2.23 (m,
2H), 2.94-3.01 (m, 2H), 3.57 (s,
2H), 3.80-3.94 (m, 1H), 3.87 (s,
3H), 3.88 (s, 6H), 3.90 (s, 3H),
3.96 (s, 6H), 4.57 (s, 2H),
6.67-6.77 (m, 5H), 7.15-7.27 (m,
5H), 7.34 (dd, 1H, J=7.4 Hz, 7.4
Hz), 7.39 (d, 1H, 7.6 Hz), 7.42 (s,
1H), 7.59 (s, 1H), 8.59 (d, 1H,
J=5.1 Hz).

169

<

65%
OMe

OMe

1.72-1.91 (m, 4H), 2.13-2.22 (m,
2H), 2.95-3.03 (m, 2H), 3.59 (s,
2H), 3.79-4.00 (m, 1H), 3.87 (s,
3H), 3.87 (s, 6H), 3.90 (s, 3H),
3.93 (s, 6H), 4.56 (s, 2H),
6.66-6.77 (m, 7H), 7.18 (dd, 2H,
J=7.4Hz, 7.4 Hz), 7.24 (d, 1H,
J=7.4 Hz), 7.33 (dd, 1H, J=7.4 Hz,

84732

-230-
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7.4 Hz), 7.38 (d, 1H, J=7.6 Hz),
7.41 (s, 1H), 7.76 (s, 1H), 8.50 (d,
1H, J=1.6 Hz), 8.69 (d, 1H, J=2.2
Hz).

a4 E ] 193% 203

(@i

A NMRE % 7] 5 F -

kit e B HEAIZE3Z AR SR E G - B8

WU R

NMR # 4% (400 MHz, CDCl;)8

193

4.61 (s, 2H), 7.25 (d, 1H, J=1.2 Hz), 7.41-7.52
(m, 3H), 7.75 (d, 1H, J=0.8 Hz), 7.98-8.02 (m,
2H), 8.69 (d, 1H, J=4.9 Hz).

194

z
N\

3.87 (s, 3H), 4.60 (s, 2H), 7.01 (d, 1H, J=8.4 Hz),
7.08 (t, 1H, J=7.4 Hz), 7.24 (dd, 1H, J=5.1 Hz,
1.4 Hz), 7.38 (dt, 1H, J=7.4 Hz, 1.8 Hz), 7.77
(dd, 1H, J=7.6 Hz, 1.8 Hz), 7.84 (s, 1H), 8.69 (d,
1H, J=5.1 Hz)

195

=
@
o
Z=
\W/,
o

3.90 (s, 3H), 4.60 (s, 2H), 6.87-7.03 (1H, m),
7.39 (t, 1H, 7.8Hz), 7.50-7.66 (m, 2H), 7.73 (s,
1H), 8.68 (d, 1H, J=5.1 Hz)

196

EtO

Z =
\/,
o

1.45 (t, 3H, J=7.0 Hz), 4.12 (q, 2H, J=7.0 Hz),
4.59 (s, 2H), 6.99 (d, 2H, J=8.8 Hz), 7.18 (d, 1H,
J=5.1 Hz), 7.20-7.29 (m, 1H), 7.68 (s, 1H), 7.95
(d, 2H, J=8.8 Hz), 8.63 (d, 1H, J=5.1 Hz)

197

MeQO 1

MeO.

z
\_/

3.95 (s, 3H), 4.00 (s, 3H), 4.60 (s, 2H), 6.96 (d,
1H, J=8.4 Hz), 7.21 (d, 1H, J=4.1 Hz), 7.53 (dd,
1H, J=8.4 Hz, 2.0 Hz), 7.67 (d, 1H, J=2.0 Hz),
7.70 (s, 1H), 8.65 (d, 1H, J=5.1 Hz)

198

4.61 (s, 2H), 7.14-7.21 (m, 1H), 7.21-7.23 (m,
2H), 7.35-7.42 (m, 1H), 7.80 (s, LH), 7.98 (1H,
dt, J=8.0 Hz, 2.0 Hz), 8.73 (d, 1H, J=5.1 Hz)

199

461 (s, 2H), 7.13 (1H, dt, J=8.4 Hz, 2.8 Hz), 7.28
(1H, d, J=5.0 Hz), 7.40-7.79 (m, 1H), 7.70-7.79
(m, 3H), 8.69 (d, 1H, J=5.0 Hz)

200

-

T‘

2= Z= 7

\_/ \ / \
Q

Q

4.60 (s, 2H), 7.13-7.20 (m, 2H), 7.25 (1H, d,

J=5THz), 7.70 G, 1H), 7.95-8.03 (m, 2H), 8.66
(d, 1H, J=5.1 Hz)

84732
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201 4.61 (s, 2H), 7.21-7.30 (m, 2H), 7.69 (s, 1H),
7.73-7.76 (m, 1H), 7.85-7.92 (m, 1H), 8.76 (d,

N Cl -
D 1H, J=4.9 Hz)

202 F 461 (s, 2H), 6.86-6.91 (m, 1H), 7.31 (1H, d,
J=5.1 Hz), 7.51-7.59 (m, 2H), 7.71 (s, 1H), 8.69
d, 1H,J=5.1Hz)

203 Cl 4.61 (s, 2H), 7.26 (d, 1H, J=4.9 Hz), 7.45 (d, 2H,
el J=8.4 Hz), 7.72 (s, 1H), 7.95 (d, 2H, J=8.4 Hz),
No 2 8.68 (s, 1H, J=4.9 Hz)

@m

EARL-(F =T & HZK)-4-[N-(4-F &K E)-N-[[(2- K Kt o

4-(H4a-FAXEE)-I(FZTEAHL)Sam= (6122
A)BA-RF A& -2-K K wb % (

NBEETEREZALEY -

A E 407% £ (43%) -

#1205

& A [N-(4-F &K A )-N-[(2- R At g -4-2%)F 4 B

204% % )4k B 49T i = 48 B &

5
et
b

Aok ok — BEL B

84732 -232-
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I-(F =T &% E)-4-[N-(4-F & KX & )-N-[(2- %X &t &
A)F A M A5 Rovb oz (4078 A)R B 4 F 41942 48 7 &
RER > ThABALLY -

A E 365E £ (95%) -
® f K #1206
EARL-(FZ T R #HE)-4-[N-(4-F & X £)-N-[[2-(2-F & ¥

)b wg -4- 5 ] 1B R 155 & whowe -

d-(HZ-FARAXEE)-I(FZTAHAL)S 8w w3068
A)BA-RF A-2-(2-F R XA
AMEF XEETERZAALES Y -
E R 2378 2 (72%) -

%t 4207
M A-[N-(4-F & R E)-N-[[2-2-F & X A )wbwz -4-£ 17 £ ]
e RN Bwbwe — B Eg B
HN 2HCI Me
SN
OMe

I-(% = T R HK)-4-[N-(4-F & KX £ )-N-[[2-(2-F & % £)
mbow€ -4-AK )W AR TR K]S Bt w2 (360F £ )k 4 B 5 F 4 94

84732 -233-
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-‘z#arﬂifﬁﬁiﬂi’ﬂiﬁiﬁ%ké\%o

A E 3658 % (65%) -

B4 F 5208

R 1-(F =T & #HK)-4-[N-(4-F & X £)-N-[[2-(3-F & X

A )b -4- K17 A A]S & vt

*oﬁuén@m

OMe

4-(Hf2-FRAABE)I(BZTAEL)S At (3062
A)BA-RTFA-2-C-FAXEX )M RQ34E 2)A W T #H 92
MEAZREES TEREZELLY -

ER ISS0ER(EZHRAEE) -

o E 4209
& M AIN-(4-F 8 KA )-N-[[2-3-F KA X £ )bz -4-£]F &
e k]S Bt —BE B
HN 2HCI
QNv@OMe
<he
OMe

I-(%F =T A& A )-4-[N-(4-F & X % )-N-[[2-3-F A X #)
owe -4-K T K1 AN &b 2 (550% %)k 4 & # F 4] 94
ZMARAGFZRNRE  TAHARZBAILSY -

A& 436% (85%) -

84732 -234 -
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2% EH 210
S ARI-(BZTARBE)4-[N[[2-(4-2 8 % K )oh oz -4-% |7
}LR]-N-(4-‘?" * %)]H %]ﬁi%tdfi

R
d-(H2-FARXEEX)-I(F=ZTARL)S Anx (3065
H)BA-RF R -2-(4-T R E L)k o2 (248 £ )R F #9% 48

Ay XA ThABRELSY -
E & 5158 % (99%) o

T 211
& R 4-[N-[[2-(4-T & X £ )w Wb -4-2]F & -N-(4-F & £ £)
F RIS Bwbeg — BB B
HN 2HCI OEt
Dmn
©/\©\l/©/
OMe

-(F =T &3 A)-4-[N-[[2-(4-TE XA )k -4-£]7 £
N-(4-F R XA ) K] A2 (5158 %) 40 & # F 4 94
ZMEFXRE  TERZBEASY -

A E D 4I8E % (80%) -
g H 212

SR 1-(F =T A& #% L)-4-[N-(4-F & %X £ )-N-[[2-(3,4-= &

84732 -235-
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4-(H 4z -F R ABEE)-1- (B =T
A)EA-RF E-2-3,4-= F R X £ )b 2 (264% £ )k 4o & ]
Sz MEAFZ XS TAEAREZELSLY -

EE 600 L (EHAER)-

FHEE)S Ak (306%

R 213
& A4 N-[[2-C4-= F A X R )wb g -4-% 17 £]-N-(4-7 &
XA BEA]INER _B® B

I-(%F Z T & # K )-4-[N-[[2-3,4-= F & KX &)t vk -4-4 ]
TAEIN-(4-F AKX E ) AN Aok 2 (600 £)% 4o B 4 F
BlO4Z A FXEE » TARZHELLY -

B E 416% £ (T7%) -
K pl214
SARL-(%F =T R E)-4-[N-[[2-2- R X B )bk -4-£ |7

EI-N-(4-F & X KXl A1 vk g

84732 -236-
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4-(H 4 -FTRRXERE)-I(F=ZTARKA)S o =(306%

FVRA-RF A -2-2-A XA )2 (2222 £ )k B H 9% 4

Bl 7 XN#EE TEREALSY -

EE IS30EAL(ZHAER) -

M Ep215

B R A4-[N-[[2-2- A X A )mb vz -4- A 17 A ]-N-(4-F & X %)
]

A ]S At — BB

I-(% = T ##% K )-4-[N-[[2-(2- R R )b g -4- £ 17 £ ]-
N-(4-F R X E)VERX]N A= (530 4 )x e B 4 § 494 ®
ME TR RE > TAEREZHEALESY -

A& 1 423% % (85%) -
Kt Ep216
R 1-(F =T & H L)-4-[N-[[2-B-f X £ )wb oz -4-% 17

A]-N-(4-F @ XL )l A ]x Aot

A

84732 -237-
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4-(H - FAXEE)I-(F=ZTAH L) &t (1533

AVEA-R T E2-CG-R LA (1115 £)A % F #1992 4

AFXEe > ThREALLY -

AEE 2 A(EZHhAR)-

BT b2

R A-[[[2-C-A X X )b -4- £ 17 £ ]-N-(4-F & %X £ )iz
BB

éﬂ“k

K]S gk — B B

N N

' 2N

OMe

1-(% = T R % & )-4-[N-[[2-G- R ¥ £ )k -4-£]7 & |-
N-(4-F A X KX ) E]N &b (270F £ )k 4o & # F #1942
MEA S XEE > TA KBNS Y -

A% 193E £ (70%) -
oWt E 218
ARI-(BZ T RS )4 [N[[2-(4- R % £ )b vz -4-£ | 7

AIN-4-FERE)EA]S A=

0
N AN
<he
OMe

84732 -238 -
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AlxXd TERREALESY -
A% sso%ﬁ(g;m&)o
®qHE 219
& & 4-[N-[[2-(4- R X X )mb g -4- £ ]F £ -N-4-F & X £ Iz
]

#
Al @t — B8

I-(% Z T & % &)-4-[N-[[2-(4- A X £ )wb vz -4-2% |7 £ ]-
N-(4-F A XK ) AN A we (5508 £ )k 4o & 4 F #1942
AEFXNRE > TERAZAILESY -

E % D 439% % (88%) -
R 41220

S RI-(F =T RHEE)-4-[N-[[2-3,4- = f. %X £ )ik vz -4-% ]

OMe
4-(H2-FREXEEX)-I(F=ZTELHEL)~ a2 (3065
R)BEA-RFE-2-C4-— A XA)ukw (240F £ ) W T 4 9

ZMEFXNEE S TERBZRALEY -
EESOEA(ERmAEF)-

84732 -239-
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oo E 221

& & 4-[N- [[2 GaA4-— A X E)mbwg-4-£ |7 £]-N-(4-F & %

I-(F =T &% X)-4-[N-[[2-B4-— A X £ )mb iz -4-2 ]F
A]-N-(4-F &R RXE )V A ]S &b vz (590 %) 40 & # T 4
iz MR FARE  TAREZELESY -

A& 1 483% £ (93%) -

1t E 222

EARL-(F Z T R A)-4-[N-[[2-3,5- = L K & )wb & -4-% ]
FARERI-N-(4-F R R BB K15 Bwbog ¢

4-(Ha2-FARXEE)-I(FZTAZL)S & vt w (3062
H)BA-FF A-2-3,5-Z A XK )b 2 (240% £) A & T #] 9
ZREBEFTRXEES > TEREZHEILSY -

AR S0 R (EHAEF)-

B E 223

84732 - 240 -
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&R A4-[N-[[2-(3,5- = fL K K )wb g -4- £ ]F £ ]-N-(4-F & X

AV A]S A — B E B

L-(F =T R ZEKX)4-[N-[[2-C,5-— A X L )b wz -4-£ |7
A]-N-(4-F SR KB A1 b w2 (530 2) o 8 # F 4
4z MEAFANRE > TAEARZEALSY -

A% D 418% % (81%) -

B E 224

EARI-(F =T A& #E)4-[N-[[2-(4-R X A )mb vz -4- £ ]7F
E]I-N-(4-FRXE)E LN &b

%oi,gé U@"‘

OMe

4-(H 42 -F REBERA)I-(BZTAREL) &% (3065
R)BA-R T K -2-(4- R K R)m %2 (238F A )%k 4o F 419 41
Rl X&Ees > TEREZALSY -

EFE 600EA(EHmAER)-

M F 225
& A A-[N-[[2-(4- R KX &)k g -4- £ ]F K |-N-(4-F £ X %)
fe K] Awbe — BB B

84732 -241 -
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1-(% = T & # & )-4-[N-[[2-(4- R X £ )wb vz -4- £ | ¥
A]IN-(4-F R AKX )BEEA]S 8ok 2 (600% %) 4 & # T 4
4z A FRXANRERE > TAEREZHALESY -

A & 447% % (86%) o
£ #1170 % 202

it & BT #9600 2055 207 5 209 0 211 5 213 >

za\:

215° 217> 219> 221> 223 R 225F7 43 2 e » iy B 5 T 43 >
93> 94> 95> 96> 97>98>99> 100 101 > 102%& 10357 43
ZRCH T AEAMITHEAEARE c A A RERE B
RABEMBRES - A AH BB EERANMREEFNAT -

R T x = | NMR# (400 MHz, A
i A® B & A& dR8]3X; CDCl;3)d

17 v o | 47% | 1.67-1.80 (m, 2H), 1.83-1.91 (m,
> “CLN«@,(S[ 2H), 2.10-2.19 (m, 2H), 2.93-3.00
<l

Ovte (m, 2H), 3.54-3.65 (m, 1H), 3.56
(s, 2H), 3.73 (s, 3H), 3.89 (s, 3H),
3.93 (s, 6H), 4.45 (s, 3H), 6.73 (d,
2H, J=9.4 Hz), 6.78 (d, 2H, J=9.4
Hz), 7.14-7.21 (m, 2H), 7.15 (s,
2H), 7.38-7.49 (m, 3H), 7.57 (s,
1H), 7.68 (s, 1H), 7.97 (d, 1H,
J=1.0 Hz), 7.99 (d, 1H, J=1.6 Hz),
8.54 (d, 1H, J=5.1 Hz), 8.61 (d,

1H, J=5.1 Hz).

171 o I 55% | 1.62-1.80 (m, 2H), 1.84-1.93 (m,
G SN 2H), 2.10-2.20 (m, 2H), 2.93-3.02

P CLN . (m, 2H), 3.53-3.66 (m, 1H), 3.56

L (s, 2H), 3.73 (s, 3H), 3.90 (s, 3H),

3.96 (s, 6H), 4.44 (s, 2H),

OMe

84732 -242 .
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6.65-6.83 (m, 4H), 7.14-7.30 (m,
4H), 7.36-7.50 (m, 3H), 7.59 (s,
1H), 7.67 (s, 1H), 7.93 (d, 2H,
J=7.0 Hz), 8.54-8.61 (m, 2H).

172

54%

1.67-1.92 (m, 4H), 2.08-2.20 (m,
2H), 2.92-3.01 (m, 2H), 3.52-3.65
(m, 1H), 3.55 (s, 2H), 3.72 (s, 3H),
4.38 (s, 2H), 6.72 (d, 2H, J=9.2
Hz), 6.78 (d, 2H, J=9.0 Hz), 7.18
(dd, 2H, J=4.9 Hz, 4.9 Hz),
7.36-7.50 (m, 6H), 7.67 (s, 1H),
7.68 (s, 1H), 7.93 (dd, 2H, J=8.4
Hz, 1.2 Hz), 7.98 (dd, 2H, ]=8.6
Hz, 1.4 Hz), 8.57 (d, 1H, J=5.1
Hz), 8.60 (d, 1H, J=5.1 Hz).

173

100%

1.66-1.79 (m, 2H), 1.82-1.91 (m,
2H), 2.09-2.20 (m, 2H), 2.93-3.03
(m, 2H), 3.56 (s, 2H), 3.56-3.59
(m, 1H), 3.73 (s, 3H), 3.80 (s, 3H),
3.89 (s, 3H), 3.93 (s, 6H), 4.45 (s,
2H), 6.73 (d, 2H, J=9.3 Hz), 6.78
(d, 2H, J=9.3 Hz), 6.98 (d, 1H,
J=8.5 Hz), 7.07 (t, 1H J=7.6 Hz),
7.15 (s, 2H), 7.15-7.19 (m, 2H),
7.33-7.38 (m, 1H), 7.57 (s, 1 H),
7.66-7.74 (m, 2H), 8.53 (d, 1H,
J=5.1 Hz), 8.61 (d, 1H, J=4.9 Hz).

174

Me

MeO B T::L Me
N~ NS
i /

OMe

94%

1.70-1.80 (m, 2H), 1.83-1.91 (m,
2H), 2.11-2.18 (m, 2H), 2.92-3.01
(m, 2H), 3.56 (s, 2H), 3.57-3.65
(m, 1H), 3.73 (s, 3H), 3.74 (s, 3H),
3.90 (s, 3H), 3.96 (s, 6H), 4.44 (s,
2H), 6.71 (d, 2H, J=9.0 Hz), 6.78
(d, 2H, J=9.0 Hz), 6.96 (d, 1H,
J=8.3 Hz), 7.05 (dt, 1H. J]=7.3 Hz,
1.0 Hz), 7.14 (d, 1H, J=5.2 Hz),
7.20 (d, 1H, J=5.2 Hz), 7.22 (2H,
s), 7.32-7.37 (m, 1H), 7.59 (s, 1H),
7.71-7.75 (m, 2H), 8.56-8.60 (m,
2H).

175

98%

1.67-1.80 (m, 2H), 1.83-1.90 (m,
2H), 2.10-2.19 (m, 2H), 2.94-3.03
(m, 2H), 3.50-3.67 (m, 1H), 3.56

(s, 2H), 3.73 (s, 3H), 3.74 (s, 3H),
3.79 (s, 3H), 4.44 (s, 2H), 6.70 (d,
2H, J=9.3 Hz), 6.78 (d, 2H, J=9.3
Hz), 6.96 (d, 1H, J=8.3 Hz), 6.98

84732

-243.
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(d, 1H, J=8.8 Hz), 7.04 (dd, 1H,
J=7.6 Hz, 1.0 Hz), 7.07 (dd, 1H,
7.6, 1=1.0 Hz), 7.12-7.19 (m, 2H),
7.32-7.39 (m, 2H), 7.70-7.75 (m,
4H), 8.58 (d, 1H, J=5.1 Hz), 8.61
(d, 1H, J=4.9 Hz).

176

100%

1.68-1.79 (m, 2H), 1.82-1.90 (m,
2H), 2.10-2.19 (m, 2H), 2.90-3.01
(m, 2H), 3.56 (s, 2H), 3.56-3.58
(m, 1H), 3.73 (s, 3H), 3.89 (s, 3H),
3.91 (s, 3H), 3.93 (s, 6H), 4.45(s,
2H), 6.73 (d, 2H, J=9.3 Hz), 6.78
(d, 2H, J=9.3 Hz), 6.93-6.99 (m,
1H), 7.15 (s, 2H), 7.16-7.20 (m,
2H), 7.37 (t, 1H, J=7.8 Hz),
7.52-7.59 (m, 3H), 7.67 (s, LH),
8.54 (d, 1H, J=5.1 Hz), 8.60 (d,
1H, J=5.1 Hz).

177

100%

1.68-1.79 (m, 2H), 1.83-1.92 (m,
2H), 2.11-2.16 (m, 2H), 2.91-3.02
(m, 2H), 3.56 (s, 2H), 3.55-3.65
(m, 1H), 3.73 (s, 3H), 3.88 (s, 3H),
3.90 (s, 3H), 3.96 (s, 6H), 4.43 (s,
2H), 6.72 (d, 2H, J=9.3 Hz), 6.78
(d, 2H, J=9.3 Hz), 6.95 (dd, 1H.
J=8.3 Hz, 2.7 Hz), 7.16-7.21 (m,
2H), 7.22 (s, 2H), 7.35 (t, 1H,
J=7.8 Hz), 7.48 (d, 1H, J=7.8 Hz),
7.53 (t, 1H, J=2.7 Hz), 7.59 (s,
1H), 7.65 (s, 1H), 8.55-8.60 (m,
2H).

178

Me
MeO B r\a 3HCI OMe
N
N 1 N OMe
i =
OMe
Me
M2
3HCI
MeO T O
NZ N OMe
A
OMe
3HCI
MeQ TN

100%

1.65-1.79 (m, 2H), 1.82-1.90 (m,
2H), 2.09-2.19 (m, 2H), 2.92-3.00
(m, 2H), 3.50-3.66 (m, 1H), 3.56
(s; 2H), 3.73 (s, 3H), 3.73 (s, 3H),
3.88 (s, 3H), 3.89 (s, 3H), 4.44 (s,
2H), 6.72 (d, 2H, J=9.3 Hz), 6.78
(d, 2H, J=9.3 Hz), 6.92-6.98 (m,
2H), 7.16-7.21 (m, 2H), 7.34 (d,
1H, J=7.8 Hz), 7.38 (d, 1H, J=8.5
Hz), 7.46-7.59 (m, 4H), 7.65 (s,
1H), 7.67 (s, 1H), 8.57 (dd, 1H,
J=5.1 Hz, 0.7 Hz), 8.60 (d, 1H,
J=5.1 Hz).
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179

OoMe

76%

1.44 (t, 3H, J=7.1 Hz), 1.70-1.80
(m, 2H), 1.82-1.91 (m, 2H),
2.10-2.19 (m, 2H), 2.90-3.02 (m,
2H), 3.54 (s, 2H), 3.73-3.78 (m,
1H), 3.73 (s, 3H), 3.88 (s, 3H),
3.93 (s, 6H), 4.09 (g, 2H, J=7.1
Hz), 4.45 (s, 2H), 6.73 (d, 2H,
J=9.2 Hz), 6.78 (d, 2H, J=9.2 Hz),
6.97 (d, 2H, J=8.8 Hz), 7.10-7.18
(m, 2H), 7.15 (s, 2H), 7.57 (s, 1H),
7.61 (s, 1H), 7.92 (d, 2H, J=8.8
Hz), 8.52-8.58 (m, 2H).

180

MeO B '\O\ OEt
N # N X

OMe

93%

1.43 (t, 3H, J=6.8 Hz), 1.68-1.80
(m, 2H), 1.82-1.92 (m, 2H),
2.10-2.19 (m, 2H), 2.90-3.01 (m,
2H), 3.56 (s, 2H), 3.57-3.64 (m,
1H), 3.73 (s, 3H), 3.90 (s, 3H),
3.96 (s, 6H), 4.08 (q, 2H, J=6.8
Hz), 4.42 (s, 2H), 6.72 (d, 2H,
J=9.0 Hz), 6.78 (d, 2H, J=9.3 Hz),
6.95 (d, 2H, J=8.8 Hz), 7.11 (d,
1H, J=5.1 Hz), 7.20 (d, 1H, J=5.1
Hz), 7.22 (s, 2H), 7.58-7.62 (m,
2H), 7.87 (d, 2H, J=8.8 Hz), 8.52
(d, 1H, J=5.1 Hz), 8.58 (d, 1H,
J=5.1 Hz).

181

100%

1.43 (t, 3H, J=7.1 Hz), 1.44 (t, 3H,
J=7.1 Hz), 1.67-1.78 (m, 2H),
1.82-1.90 (m, 2H), 2.09-2.18 (m,
2H), 2.92-3.00 (m, 2H), 3.54 (s,
2H), 3.55-3.65 (m, 1H), 3.73 (s,
3H), 4.08 (q, 2H, J=7.1 Hz), 4.09
(q, 2H, J=6.8 Hz), 4.42 (s, 2H),
6.71 (d, 2H, J=9.0 Hz), 6.78 (d,
2H, J=9.0 Hz), 6.93-7.00 (m, 4H),
7.10-7.14 (m, 2H), 7.60 (s, 2H),
7.88 (s, 2H), 7.88 (d, 2H, J=8.8
Hz), 7.93 (d, 2H, J=8.8 Hz), 8.52
(d, 1H, J=5.1 Hz), 8.56 (d, 1H,
J=4.9 Hz).

182

100%

1.68-1.79 (m, 2H), 1.82-1.90 (m,
2H), 2.10-2.19 (m, 2H), 2.90-3.01
(m, 2H), 3.55 (s, 2H), 3.56-3.59
(m, 1H), 3.73 (s, 3H), 3.89 (s, 3H),
3.93 (s, 6H), 3.94 (s, 3H), 3.99 (s,
3H), 4.45 (s, 2H), 6.76 (d, 2H,
J=9.5 Hz), 6.78 (d, 2H, J=9.5 Hz),

84732

- 245 -




200407141

6.94 (d, 1H, J=8.3 Hz), 7.15 (s,
2H), 7.16-7.19 (m, 2H), 7.49-7.66
(m, 4H), 8.54 (d, 1H, J=4.9 Hz),
8.57 (d, 1H, J=5.1 Hz).

183

100%

1.68-1.78 (m, 2H), 1.82-1.91 (m,
2H), 2.10-2.18 (m, 2H), 2.93-3.00
(m, 2H), 3.56 (s, 2H), 3.56-3.62

| (m, 1H), 3.73 (s, 3H), 3.90 (s, 3H),

3.93 (s, 3H), 3.96 (s, 6H), 3.97 (S,
3H), 4.43 (s, 2H), 6.72 (d, 2H,
J=9.3 Hz), 6.78 (d, 2H, J=9.3 Hz),
6.92 (d, 1H, J=8.3 Hz), 7.12 (d,
1H, J=5.1 Hz), 7.20 (d, 1H, J=5.1
Hz), 7.22 (s, 2H), 7.42 (d, 1H,

'J=8.5 Hz, 2.2Hz), 7.58-7.63 (m,

3H), 8.53 (d, 1H, J=4.9 Hz), 8.58
(d, 1H, J=5.1 Hz).

184

Me
Me
3HCI
MeQ 7 t\o\ OMe
NF NS OMe
A
OMe
Me
3HCI
MeO 7

OMe

89%

1.67-1.79 (m, 2H), 1.84-1.90 (m,
2H), 2.10-2.19 (m, 2H), 2.93-3.01
(m, 2H), 3.50-3.65 (m, 1H), 3.55
(s, 2H), 3.73 (s, 3H), 3.94 (s, 3H),
3.97 (s, 3H), 3.99 (s, 3H), 4.43 (s,
2H), 6.72 (d, 2H, J=9.3 Hz), 6.78
(d, 2H, J=9.3 Hz), 6.92 (d, 1H,
J=8.6 Hz), 6.94 (d, 1H, J=8.3 Hz),
7.14 (d, 1H, J=5.6 Hz), 7.15 (d,
1H, J=6.4 Hz), 7.43 (dd, 1H, J=8.6
Hz, 2.0 Hz), 7.50 (dd, 1H, J=8.3
Hz, 1.9 Hz), 7.60-7.63 (m, 3H),
7.66 (d, 1H, J=2.2 Hz), 8.53 (d,
1H, J=5.1 Hz), 8.57 (d, 1H, J=4.9
Hz).

185

Me

100%

1.68-1.79 (m, 2H), 1.82-1.90 (m,
2H), 2.10-2.20 (m, 2H), 2.93-3.01
(m, 2H), 3.57 (s, 2H), 3.57-3.65
(m, 1H), 3.73 (s, 3H), 3.89 (s, 3H),
3.93 (s, 6H), 4.46 (s, 2H), 6.73 (d,
2H, J=7.3 Hz), 6.78 (d, 2H, J=7.3
Hz), 7.11-7.19 (m, 2H), 7.15 (s,
2H), 7.22-7.29 (m, 2H), 7.34-7.40
(m, 1H), 7.58 (s, 1H), 7.73 (s, 1H),
7.94 (t, 1H, J=8.3 Hz), 8.54 (d,
1H, J=5.1 Hz), 8.64 (d, 1H, J=4.9
Hz).
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186

Me

88%

1.68-1.79 (m, 2H), 1.83-1.92 (m,
2H), 2.09-2.16 (m, 2H), 2.93-3.01
(m, 2H), 3.56 (s, 2H), 3.56-3.62
(m, 1H), 3.73 (s, 3H), 3.90 (s, 3H),
3.96 (s, 6H), 4.44(s, 2H), 6.71 (d,
2H, J=9.3 Hz), 6.77 (d, 2H, J=9.3
Hz), 7.10-7.16 (m, 1H), 7.17-7.26
(m,3H), 7.22 (s, 2H), 7.32-7.38
(m, 1H), 7.59 (s, 1H), 7.73 (s,
1H), 7.92 (dt, 1H, J=8.0 Hz, 2.0
Hz), 8.57-8.61(m, 2H).

187

OMe

100%

1.66-1.80 (m, 2H), 1.83-1.93 (m,
2H), 2.10-2.20 (m, 2H), 2.92-3.02
(m, 2H), 3.53-3.65 (m, 1H), 3.57
(s, 2H), 3.73 (s, 3H), 4.44 (s, 2H),
6.71 (d, 2H, J=9.0 Hz), 6.78 (d,
2H, J=9.3 Hz), 7.10-7.18 (m, 2H),
7.19-7.29 (m, 4H), 7.32-7.40 (m,
2H), 7.73 (s, 2H), 7.91 (dd, 1H,
J=8.1 Hz, 1.4 Hz), 7.95 (dd, 1H,
J=7.6 Hz, 1.5 Hz), 8.60 (d, 1H,
J=4.9 Hz), 8.64 (d, 1H, J=5.1 Hz).

188

96%

1.67-1.80 (m, 2H), 1.82-1.92 (m,
2H), 2.10-2.20 (m, 2H), 2.91-3.01
(m, 2H), 3.56 (s, 2H),
3.56-3.61(m, 1H), 3.73 (s, 3H),
3.89 (s, 3H), 3.93 (s, 6H), 4.46 (s,
2H), 6.73 (d, 2H, J=9.3 Hz), 6.78
(d, 2H, J=9.3 Hz), 7.06-7.19 (m,
2H), 7.15 (s, 2H), 7.20-7.26 (m,
1H), 7.38-7.45 (m, 1H), 7.56
(s,1H), 766-7.78 (m, 3H), 8.54 (d,
1H, J=5.1 Hz), 8.61 (d, 1H, J=4.9
Hz).

189

OMe

92%

1.65-1.78 (m, 2H), 1.79-1.92 (m,
2H), 2.21-2.26 (m, 2H), 2.90-3.01
(m, 2H), 3.56 (s, 2H), 3.56-3.63
(m, 1H), 3.73 (s, 3H), 3.90 (s, 3H),
3.96 (s, 6H), 4.4 (s, 2H), 6.72 (d,
2H, J=9.3 Hz), 6.78 (d, 2H, J=9.3
Hz), 7.08 (dt, 1H, J=8.3 Hz, 1.7
Hz), 7.18-7.40 (m, 2H), 7.22 (s,
2H), 7.37-7.43 (m, 1H), 7.56-7.72
(m, 4H), 8.55-8.60 (m, 2H).
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190

55%

1.66-1.79 (m, 2H), 1.80-1.91 (m,
2H), 2.10-2.20 (m, 2H), 2.88-3.01
(m, 2H), 3.50-3.66 (m, 1H), 3.56
(s, 2H), 3.73 (s, 3H), 4.45 (s, 2H),
6.72 (d, 2H, J=8.5 Hz), 6.79 (d,
2H, J=9.0 Hz), 7.04-7.13 (m, 2H),
7.19-7.25 (m, 2H), 7.35-7.46 (m,
2H), 7.62-7.79 (m, 6H), 8.57 (d,
1H, J=5.1 Hz), 8.61 (d, 1H, J=4.9
Hz).

191

OMe

100%

1.68-1.79 (m, 2H), 1.82-1.91(m,
2H), 2.10-2.19 (m, 2H), 2.92-3.00
(m, 2H), 3.55 (s, 2H), 3.56-3.63
(m, 1H), 3.73 (s, 3H), 3.89 (s, 3H),
3.93 (s, 6H), 4.45(s, 2H), 6.73(d,
2H, J=9.3 Hz), 6.78 (d, 2H, J=9.3
Hz), 7.11-7.19 (m, 4H), 7.15 (s,
2H), 7.57 (s, 1H), 7.63 (s, 1H),
7.92-8.01 (m, 2H), 8.54 (d, 1H,
J=5.1 Hz), 8.58 (d, 1H, J=5.1 Hz).

192

MeO.

MeO X U F
N~ N N

OMe

100%

1.68-1.79 (m, 2H), 1.83-1.92 (m,
2H), 2.11-2.19 (m, 2H), 2.93-3.01
(m, 2H), 3.56 (s, 2H), 3.57-3.62
(m, 1H), 3.73 (s, 3H), 3.90 (s, 3H),
3.96 (s, 6H), 4.43 (s, 2H), 6.72 (d,
2H, J=9.3 Hz), 6.78 (d, 2H, J=9.3
Hz), 7.10-7.22 (m, 4H), 7.22 (s,
2H), 7.54-7.66 (m, 2H), 7.88-7.94
(m, 2H), 8.55 (d, 1H, J=4.9 Hz),
8.58 (d, 1H, J=4.9 Hz).

193

SRSt i
N A N N

OMe

90%

1.66-1.80 (m, 2H), 1.83-1.91 (m,
2H), 2.10-2.19 (m, 2H), 2.92-3.00
(m, 2H), 3.50-3.66 (m, 1H), 3.55
(s, 2H), 3.73 (s, 3H), 4.44 (s, 2H),
6.72 (d, 2H, J=9.3 Hz), 7.78 (d,
2H, J=9.3 Hz), 7.09-7.20 (m, 6H),
7.62 (s, 1H), 7.63 (s, 1H),
7.89-8.00 (m, 4H), 8.55 (d, 1H,
J=5.1 Hz), 8.58 (d, 1 H, J=4.9 Hz).

194

36%

1.68-1.80 (m, 2H), 1.82-1.90 (m,
2H), 2.11-2.19 (m, 2H), 2.91-2.99
(m, 2H), 3.55 (s, 2H), 3.56-3.62
(m, 1H), 3.73 (s, 3H), 3.89 (s, 3H),
3.93 (s, 6H), 4.45 (s, 2H), 6.73 (d,
2H, J=9.3 Hz), 6.78 (d, 2H, J=9.3
Hz), 7.15 (s, 2H), 7.16-7.26 (m,
3H), 7.57 (s, 1H), 7.62 (s, 1H),
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7.71 (br, 1H), 7.80-7.90 (m, 1H),
8.54 (d, 1H, J=5.1 Hz), 8.58 (d,
1H, J=4.9 Hz).

195

100%

1.60-1.80 (m, 2H), 1.82-1.91 (m,
2H), 2.12-2.19 (m, 2H), 2.91-3.00
(m, 2H), 3.56 (s, 2H), 3.56-3.64
(m, 1H), 3.73 (s, 3H), 3.90 (s, 3H),
3.96 (s, 6H), 4.45 (s, 2H), 6.72 (d,
2H, J=9.0 Hz), 6.78 (d, 2H, J=9.0
Hz), 7.17-7.24 (m, 4H), 7.25-7.27
(m, 1H), 7.60 (s, 2H), 7.65 (br,
1H), 7.77-7.84 (m, 1H), 8.53-8.61
(m, 2H).

196

100%

1.66-1.79 (m, 2H), 1.82-1.91 (m,
2H), 2.09-2.20 (m, 2H), 2.90-3.00
(m, 2H), 3.50-3.65 (m, 1H), 3.55
(s, 2H), 3.73 (s, 3H), 4.44 (s, 2H),
6.72 (d, 2H, J=9.3 Hz), 6.79 (d,
2H, J=9.3 Hz), 7.18-7.28 (m, 4H),
7.60 (s, 1H), 7.62 (s, 1H),
7.63-7.68 (m, 1H), 7.70-7.75 (m,
1H), 7.77-7.89 (m, 2H), 8.55 (d,
1H, J=4.9 Hz), 8.58 (d, 1H, J=5.1
Hz).

197

100%

1.68-1.80 (m, 2H), 1.82-1.90 (m,
2H), 2.10-2.21 (m, 2H), 2.90-3.00
(m, 2H), 3.56 (s, 2H), 3.56-3.63
(m, 1H), 3.73 (s, 3H), 3.89 (s, 3H),
3.93 (s, 6H), 4.56 (s, 2H), 6.73 (d,
2H, J=9.3 Hz), 6.78 (d, 2H, J=9.3
Hz), 6.81-6.87 (m, 1H), 7.15 (s,
2H), 7.18 (d, 1H, J=4.2 Hz),
7.22-7.26 (m, 1H), 7.51-7.59 (m,
3H), 7.65 (s, 1H), 8.54 (d, 1H,
J=4.9 Hz), 8.59 (d, 1H, J= 5.1 Hz).

198

100%

1.65-1.79 (m, 2H), 1.80-1.94 (m,
2H), 2.22-2.25 (m, 2H), 2.90-3.05
(m, 2H), 3.56 (s, 2H), 3.56-3.65
(m, 1H), 3.73 (s, 3H), 3.90 (s, 3H),
3.96 (s, 6H), 4.4 (s, 2H), 6.72 (d,
2H, J=9.2 Hz), 6.78 (d, 2H, J=9.2
Hz), 6.80-6.94 (m, 2H), 7.22 (s,
2H), 7.19-7.28 (m, 1H), 7.45-7.51
(m, 2H), 7.59 (s, 1H), 7.62 (s, 1H),
8.56 (d, 1H, J=4.9 Hz), 8.59 (d,
1H, J=5.1 Hz).
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199

100%

1.67-1.79 (m, 2H), 1.82-1.92 (m,
2H), 2.12-2.20 (m, 2H), 2.92-2.99
(m, 2H), 3.50-3.65 (m, 1H), 3.56
(s, 2H), 3.73 (s, 3H), 4.45 (s, 2H),
6.72 (d, 2H, J=9.0 Hz), 6.79 (d,
2H, J=9.3 Hz), 6.80-6.88 (m, 2H),
7.23-7.27 (m, 2H), 7.48 (dd, 2H,
J=8.8 Hz, 2.2 Hz), 7.55 (dd, 2H,
J=8.8 Hz, 2.2 Hz), 7.63 (s, 1H),
7.65 (s, 1H), 8.57 (d, 1H, J=4.9
Hz), 8.60 (d, 1H, J=4.9 Hz).

200

84%

1.68-1.80 (m, 2H), 1.83-1.92 (m,
2H), 2.10-2.21(m, 2H), 2.91-3.00
(m, 2H), 3.56 (s, 2H), 3.57-3.62
(m, 1H), 3.73 (s, 3H), 3.89 (s, 3H),
3.93 (s, 6H), 4.45 (s, 2H), 6.73 (d,
2H, J=9.3 Hz), 6.78 (d, 2H, J=9.3
Hz), 7.15 (s, 2H), 7.17 (d, 1H,
J=4.9 Hz), 7.20 (d, 1H, J=5.1 Hz),
7.43 (d, 2H, J=8.3 Hz), 7.57 (s,
1H), 7.65 (s, 1H), 7.93 (d, 2H,
J=8.3 Hz), 8.54 (d, 1H, J=4.9 Hz),
8.59 (d, 1H, J=5.1 Hz).

201

MeQ X U o
N~ N N

OMe

72%

1.65-1.78 (m, 2H), 1.82-1.91 (m,
2H), 2.10-2.16 (m, 2H), 2.91-3.02
(m, 2H), 3.56 (s, 2H), 3.56-3.64
(m, 1H), 3.73 (s, 3H), 3.90 (s, 3H),
3.96 (s, 6H), 4.43 (s, 2H), 6.72 (d,
2H, J=9.3 Hz), 6.78 (d, 2H, J=9.3
Hz), 7.17-7.21 (m, 1H), 7.22 (2H,
s), 7.41 (d, 2H, J=8.7 Hz), 7.48 (d,
1H, J=7.8 Hz), 7.59 (s, 1H), 7.63
(s, 1H) 7.87 (d, 2H, J=8.7 Hz),
8.56 (d, 1H, J=4.9 Hz), 8.58 (d,
1H, J=5.1 H).

202

Cl

N A N N

OMe

94%

1.67-1.88 (m, 2H), 1.83-1.90 (m,
2H), 2.10-2.17 (m, 2H), 2.92-2.99
(m, 2H), 3.50-3.65 (m, 1H), 3.55
(s, 2H), 3.73 (5, 3H), 4.44 (s, 2H),
6.72 (d, 2H, J=9.0 Hz), 6.78 (d,
2H, 1=9.3 Hz), 7.17-7.22 (m, 2H),
7.39-7.45 (m, 4H), 7.63 (s, 1H),
7.65 (s, LH), 7.88 (d, 2H, J=8.6
Hz), 7.93 (d, 2H, J=8.5 Hz), 8.56
(d, 1H, J=4.9 Hz), 8.59 (d, 1H,
J=4.9 Hz).
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£ 41203
& A% A4-[[N-[4-(F & 7% 8k & )X £ ]-N-[3-(3,4,5-=

‘?/—’}-}E—&}- .
B)F R AT-1-[[2-34,5-Z F A A X B )b we-4- £ ]F & ]

~
—

V)

e — B E

Je

Me

MeO T T::l

MR 69 4-[N-[3-(3,4,5-= F & & X £)¥ A]-N-[4-(F £ 5
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BAVERA A S AR ARL-R T A-2-C3,45-ZF AL X
)vkh'f/i(29'§"€::ﬁ,)1'2-ﬁn%?fid ZHBBEAFRELS KA ERE

4&5&5_&&2@; > THEIRmEaHhRIEFEALEY -

A& 238 5 (26%A 28 5 % T)

'"H-NMR (400 MHz, X & w & # & %%, CDCI3)8: 1.70-1.97 (m,

4H), 2.16-2.28 (m, 2H), 2.95-3.04 (m, 2H), 2.99 (s, 3H), 3.59

(s, 2H), 3.82 (s, 3H), 3.87-3.97 (m, 1H), 3.90 (s, 3H), 3.91 (s,

3H), 3.92 (s, 3H), 3.96 (s, 9H), 4.65 (s, 2H), 6.59 (s, 1H), 6.75

(d, 2H, J=9.3 Hz), 7.19-7.30 (m, 7H), 7.39 (dd, 1H, J=7.6Hz,

7.6 Hz), 7.60 (s, 1H), 7.68 (d, 2H, J=9.0 Hz), 8.60 (d, 1H,

M 4-[N-(4-F & X X )-N-[[2-3,45-= F A A X X )b &
-4-K T AR A ]-L-[[2-CG-FRERXR K )wbw-4-K]F K]
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4y o ii;‘éﬁxﬁ!ﬁ °

A% 131% ;5(66%)

'H-NMR (400 MHz, 2\ g & #& & #] 3%, CDCl3)5: 1.70-1.95 (m,
4H), 2.05-2.25 (m, 2H), 2.90-3.08 (m, 2H), 3.45-3.68 (m, 3H),
3.72 (s, 3H), 3.88 (s, 3H), 3.90 (s, 9H), 4.46 (s, 2H), 6.66 (s,
2H), 6.70-6.85 (m, 4H), 6.96 (d, 1H, J=8.3 Hz), 7.21 (br, 1H),
7.38 (t, 1H, J=7.8 Hz), 7.55 (t, 1H, J=7.8 Hz), 7.59 (s, 1H),
7.63-7.75 (m, 2H), 8.50 (s, 1H), 8.62 (m, 2H) -

B 4] 205

A AR A4-IN-(4-F & £ X E)-N-[[2-B3,4,5- = P A &£ X £ )mb
4- AR )F AR ALL-[[2-C4-= F AR A )wt o -4-£]F 4]

4-[N-(4-% & & X X )-N-[[3-(3,4,5-= ¥ & £ X X )wk w
S-EIFEIRA]INEAM R _BEREB(1392 % 2 AEBE
BlOB)R4-R F HR-2-C4-—FAE XA )= £ > F 8

BHHERIINNA W ERIZHEFRXNESLS  TEKRZHELL S

i

Y E=ZBEB o
EE 139% £ (67%)
'"H-NMR (400 MHz, ¥4 & & #& # 2] 3, CDCI1;)8: 1.70-1.95 (m,

84732 -253 -
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4H), 2.05-2.20 (m, 2H), 2.90-3.05 (m, 2H), 3.45-3.60 (m, 3H),
3.73 (s, 3H),,3.88 (s, 3H), 3.89 (s, 6H), 3.94 (s, 3H), 4.00 (s,
3H), 4.46 (s, 2H), 6.65 (s, 2H), 6.74-6.82 (m, 4H), 6.94 (d, 1H,
J=8.3 Hz), 7.15 (br, 1H), 7.52 (br, 1H), 7.58-7.71 (m, 3H),
8.50 (s, 1H), 8.57 (d, 1H, J=5.2 Hz), 8.62 (br, 1H) -

B 4206

& A 4-[N-(4-5 % %X )-N-[[3-(3,4,5-= ¥

ATF A1 A]-1-[[2-C-FA XK )nbwg-4- K ]F L] 80t

w Z BB

N l\ OMe
Q™
F
4-[N-(4-# X K )-N-[[3-(3,4,5-= F & & X & )mt % ]

A& 178%E % (92%) ©

'H-NMR (400 MHz, »& & & & # 3 3, CDCI3)5: 1.73-1.95 (m,
4H), 2.10-2.25 (m, 2H), 2.93-3.05 (m, 2H), 3.57 (s, 2H), 3.64
(br, 1H), 3.88 (s, 3H), 3.89 (s, 9H), 4.51 (s, 2H), 6.66 (s, 2H),
6.70-6.76 (m, 2H), 6.90 (t, 2H, J=8.3 Hz), 6.96 (d, 1H, J=8.3
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Hz), 7.21 (br, 1H), 7.38 (t, 1H, J=8.0 Hz), 7.54 (d, 1H, J=7.8
Hz), 7.58 (s: 1H), 7.65 (s, 1H), 7.74 (br, 1H), 8.50 (s, 1H),
8.61 (d, 1H, i=5.1 Hz), 8.65 (br, 1H) -

T 15207

& A 4-[N-(4- L X & )-N-[[3-(3,4,5-= 7 & & X £ )t & -5-
EIP A1 AL-I-[[2-C4-= F A A X L )mubwg-4- K17 %]

NAWMEEZHERE

4-[N-(4-# X %£)-N-[[3-(3,4,5-= F R )wbwg -5-% ]
TEAEE]IEMm B R B35 % 0 b B4 7T #1834
F)Z4-RFE-2-B4-—FAREXE)w=B0E % > W& H
FHI9THF) e EFIZTHMRA TGS TAREALEGY

A X
5

Z=8B®mE8 -

EE 195 £ (96%) -

'"H-NMR (400 MHz, »& & i £ # ) 3, CDC1;)8: 1.70-1.95 (m,
4H), 2.10-2.24 (m, 2H), 2.94-3.09 (m, 2H), 3.57 (s, 2H), 3.64
(br, 1H), 3.88 (s, 3H), 3.89 (s, 6H), 3.94 (s, 3H), 4.00 (s, 3H),
4.51 (s, 2H), 6.65 (s, 2H), 6.69-6.78 (m, 2H), 6.86-6.97 (m,
3H), 7.16 (d, 1H, J=4.9 Hz), 7.51 (d, 1H, J=8.5 Hz), 7.60-
7.70 (m, 3H), 8.50 (s, 1H), 8.58 (d, 1H, J=4.9 Hz), 8.65 (s,

84732 -255-
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1H) -

% #1208

& KA [N-(3,4-— % £)-N-[[3-(3,4,5-Z F £ & X X))k =
S5-R]F A AL-L-[[2-G-FRE XK )b -4-K]F K]

Rt =B BB

4-[N-(3,4-— L X £)-N-[[3-(3,4,5-= F & & X A )mb & -5-

A — BB B (1608 % B EFHILT6

ER)RA- R T E2-G-TREAXA ) TB0E L ¥ RHET
5

e
-
e
=
)
e
|

o

AN BEHIOZABE FXES  TEREALLESY

A& 130E £ (57%) -

'H-NMR (400 MHz, X & & & & #] 3%, CDCl13)8: 1.73-1.90 (m,
4H), 2.01-2.24 (m, 2H), 2.92-3.05 (m, 2H), 3.57 (s, 2H), 3.67
(br, 1H), 3.88 (s, 3H), 3.89 (s, 3H), 3.90 (s, 6H), 4.52 (s, 2H),
6.36-6.42 (m, 1H), 6.50-6.58 (m, 1H), 6.67 (s, 2H), 6.93-7.01
(m, 2H), 7.20 (br, 1H), 7.38 (t, 1H, J=7.8 Hz), 7.52-7.62 (m,

2H), 7.62-7.72 (m, 2H), 8.48 (br, 1H), 8.61 (br, 1H), 8.66 (d,
1H, J=2.0 Hz) -

T #1209
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A #-4- % 1T £ 1-4-[N-[[3-(3.4.5-
ER RN F T SLESBRCL R E S ST 3 SE
) ,

4-[N-(4-F # K % )-N-[[3-(3,4,5-= F & £ X X )wk =
AP A IEA]INAR R BB B (1218 % & B4 K 143
EF)RA-RTFTEA2-G-TREARXRE) U =GSEL  wHMAT
PlIISHE F) A BEHOIZHAR T XNES » TAEREEALS
4y o
E & T1E X (44%) -
'"H-NMR (400 MHz, »A g & & # #] 3%, CDCl5)8: 1.72-1.83 (m,

o

4H), 2.12-2.20 (m, 2H), 2.37 (s, 3H), 2.97 (d, 2H, J=10.8 Hz),
3.56 (s, 2H), 3.75-3.81 (m, 1H), 3.86 (s, 3H), 3.87 (s, 6H),
4.54 (s, 2H), 6.64-6.69 (m, 3H), 6.94 (dd, 1H, J=7.8 Hz, 1.9
Hz), 7.17-7.26 (m, 4H), 7.35 (t, 1H, J=7.8 Hz), 7.51-7.66 (m,
4H), 8.47 (s, 1H), 8.59 (d, 1H, J=4.6 Hz), 8.63 (s, 1H) °
REBE

AN %40k £ &t (HUVECS)E A10A 532 F m & (3
X10°%a fi /3% % m )o — R # > 18 %] smw A w8 & 4] & (Trichostatin
A TSA > @ Upstatett & )iz # = ¥ 2 s (DMSO) & £ #] 104t
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e EHADMSO e AZ BB E >R H10uMAE 1 uM - & 4%
-4 V,(TNFocﬁFlJ é)’c(ﬁk B 10% #% % /% 9 > Genzyme-Techne) o
4.\ B £ > 48 RNAM ISOGEN (Nippon Gene Co., Ltd.)#* & o
T RS B B B E 35 T 8 4T (Affymetrix) o & 4v b BT
#ZXBRNAY > mRNAT A& 4% % & 41t - cDNAF g 4 1t
MMRNAFT &M BAREASSRERSRA AL -2
ZCRNA - cRNAW L BB LT HREARL &KL - TREE
Z cRNAT AA LB R B>+ o
RAERAI>WH I Tk w B R R BEZCRNAY 2

HuGene A #8 FL3% 7| (Affymetrix) » # 4 3 £ 45C F 2 % 16
DB AR BRAFTEAORFELETORL 0 BAEE
B MAEDEFRZIR-BIREFTEARE S R3] LR -
#% B GeneChip ™™ # # # (Hewlett Packard)it & £ B £ & &
# oo de gk # 1F 2 & # & GeneChip#k 8% (Affymetrix) 4 47 » 24
o &k R AKF

524 & B = mRNA% 3 > B TNFa #| BT ¥ e — A E o
w B 1T B EXEALEMATSAZ mRNALR B kK F » B fo
THI0L e T AR BEAEGIAMAMG - £ 8
B+ & 2518 % B (& 4% VCAM-1 - fractalkine # & & £ °
ZRDC-1)> 2 R T ETSAM £ # 4 » & & #1046 & 4 7 & -
MR ECEEARTRRINA (A #ICAM-1)- E i
MEREE  TSARG FH 108 # 21 &4 > £ & TNFa-
R % = HUVECs E #H #a 69 4 A -

*?Ft >
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%1
E-_HEAMEET > AALBEZLH
% A#% TNFa +E#10 +TSA
R# e
OB-4£5% %-2 47 97 24 62
IR QR E 86 245 76 50
FE & G H 2(clarp)

Nef#a B B F1 241 844 496 396
M-Ras-3#: % GEF 46 119 37 39
BAEEGY Sap49 : 37 9 40 79
ets-2 _ 33 140 90 38
8 ik & 852(CAP2) 60 142 78 37
MCP-1 41 151 43 46
IL-7R 49 143 44 44
VCAM-1 18 873 83 96
EphrinAl 96 356 148 113
p50-NF-kappaB ] % 4 5 158 33 57
Cox-2 22 154 0 30
BCL3 114 283 125 198
IFNGR2 59 418 186 209
Na/K-ATPase beta-1 87 200 78 148
TRAFI 46 600 88 262
IAPF] % #7B 68 177 42 99
RDC1 8 293 27 21
HERGFERGHI 104 182 135 150

84732 -259 -
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#8 1t B F (fractalkine) -15 433 7 38
HEEED | -78 258 -56 40
rREOHs ATEE2 45 98 54 69
ABC#:£-7B2 37 185 69 66
B-F LA Hro-2; 6-7k ik & 4 555 27 96 14 19
E_RERMAETRAA P EZEAR

P & R%  TNFa +E#I10+TSA

Rz LS4

ICAM-1 -19 1601 2174 2303
I kappa B alpha .. | 271 1174 1259 1363
BO4 | 5 610 1010 924
junB | 5 9 210 123
exodus-1 -19 157 310 1206
Grol 131 466 614 855

A X CE B2

TSA(# B E 10 uM)KX T H 10/ AE (L EE 1 uM)w
ZHUVECs® - # & A TNFo (& B & 1 10Z % 5/ )R %S
I B 0 B #] Al RNeasy Mini & 40 (QIAGEN) R 5 B & 3% = & &
RNA - # T4 > cDNAA EH .k ZRNA @ &K FEA K -
cDNA#| Al TagMani¥ ¢t 7 5 # ¢ £ € PCR> X F & A fr 6¥ €
% PCR# % (ABI PRISM 7900HT, Applied Biosystems) o % #f
2] 4t # VCAM-1 > GM-CSF - # 1t B F fractalkine & ICAM-1
REAT - BM BT RARAKF A TNFabl it FZ RAK
Fhierr s ABREAERZIEMEMABI00 B THE LA ER

84732 - 260 -
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KF o BRTABE2 TSARE#I0LESHWAEEARERRLEZ
fim%fp%déiﬁu B e o % R %X #H ¢ GeneChipR B (A A KT
BT AFZ 2 ER
A XK 3

BRENVDAAEDBEENIGGLAEF - kB > wANE H
b (hREREBE  HA10EEFHEE10% 107
109, 107%10 M) AR F2R - A EH AR &R mp
o MAREAABH L EF RE A KRB RS @i HRW
B i H B A (& T 1042 M F)50%8 2 & & (GIS0) - R
o A AT P I0ibe T mp b EA#CERMB) THE
AT ERMARE) -

TGl: e A KRB HEHEAEFHEFI BB RE
(B BREZTH mpRB FHHENLR)-

LC50: tmpg Sk & Z R bF M fw s 4 B S0%MF 2 R & (= 2
BARAER) -

F227 B A I0E b M AEIR AN EmiL L2 &
kW HAER -

q

%2

¥ fa B AR GISO(uM)  TGI(uM)  LC50(uM)
MCF-7(3L5) 0.16 >100 >100
SF-539(H& %) 0.83 >100 >100
HCC 2998(4 5 %) 0.33 1.0 40
DMS 114(ft ) 0.038 2.6 >100
LOX-IMVI(Z & £8) 0.18 1.2 41
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OVCAR-3(¥F £%) 0.35 39 >100
AGﬂK%&), 1.9 >100 >100
MKN74(§ #) | 0.026 0.56 >100
PC-3(3T 7| A RE 78 ) 26.3 >100 >100

WEA2HABMAE L BHIOE Mo AR AEENGAR
e LT 2R &AL KA MEM(GISO) o FHF 0 LC504E
it TEARYZEHERA -

B 4

X HAEFZABFE@BEMEILRASLAN - kB » MARE
#I13> 23529 36K 14 i &b kR(EER
B Aa10EEFHFEZ 101075 10% 10710 M) >
FEAASNE o T R > A A WST-1(Dojindo) 3 #| & & 1
R et kK% AM @B - HAZTZIHKEF
MARATEATHELALA RS R AL HZH B-RE
B P T O 50% 4 & # B E (GISO) :

£ & %={[(OD> fe X 4t & # #£ 48 B 8] 13 -(X ¥ M 2 OD)] o
/T(48. BF 4% 8] 13 2 # BB 4 OD)-(E i M 2 0D)]} X 100

WRIFHEEE  AFTHI13 23529 36K 114% &l
mzitet  ERAFPIARBE@REHTIABOEEL
wHEER -
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%3

feé4  MCF-7 MCT-15 MKN-45 MKN-74
(E#INo) - (3L#) (5% ) (B %) (B %)

[GI50uM)]  [GISO(M)]  [GIS0(uM)]  [GISO(uM)]

13 0.7 0.8 3 0.7
23 0.6 0.9 4 0.7
29 0.7 0.8 3 0.4
36 0.7 1 2 0.6
114 0.6 0.8 2 0.2

I ¥R A

AEAHMAECRBEETRBIAFERAR VO EBFT I -
(B X &R
BlThEEABREARAKRFTMHMEZHRAG -

B2r s H s AR HAABEARAT
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£~ P XERAHER
ABERARARNBELABRIEY  MEKE 4R TSI 4

# oo R — ﬁ% & AR i OHEETAEZHEZIRRK
fe Ae & 4 o BREKESY  HALESLTEHTFRAORE
i Ly
R2_ /=|= ~ R?
R}T/:—CHZ—N\:};(CHZ),“ X—(CHy)y—— (\) /
R3

M

(#FR' R RELEABIHREKRETF BETF AL
ko B-BRARIREE O RAER RAEL KE O KAZAE
L WAEAW > THARXRZHAFA KEANKCH; X
% % 0> NR*» CONR*HNR*CO;: R*% 28 & 7 & £ » %
EookEA BRAXIAERRGFTE 8RARELERK
MEFE  BERAIRERARAIFREIRERARLLAER
Koy F A Bl mEAn& AR KROR 1= F) -
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B~ ZEXBEHBFL

The present invention is directed to a medicine for treating cancer, a histone
deacetylase inhibitor, and a gene therapy facilitater, comprising administering an

effective amount of a cyclic amine compound represented by the following formula

O

R! k
Rz\/:|_ /\ “/'\ —ln/RZ
2 CH,-N (CH)a—X—(CH)—— =
Y e T Y

R

M
(wherein R!, R? and R’ each indepéndently represent a hydrogen atom, a halogen atom,
a hydroxy group, an alkyl group, a halogen -substituted alkyl group, an alkoxy group,
an alkylthio group, a carboxyl group, an alkoxycarbonyl group, or an alkanoyl group;
Ww! and Wz, which are identical to or different from each other, represent N or CH; X
represents O, NR*, CONR*, or NR*CO; R* represents a hydrogen atom, an alkyl group,
an alkenyl group, an alkynyl group, a substituted or unsubstituted aryl group, a
substituted or unsubstituted heteroaryl group, a substituted or unsubstituted aralkyl
group, or a substituted or unsubstituted heteroaralkyl group; and 1, m, and n each

represent a number of 0 or 1), a salt thereof, or a hydrate thereof.

84732 -6-
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e~ TREAEE

l.

— R EAR BB Lok d FTRA()KE >
BHEALASY LB XL EA Y

R]
RA_/==
~ X ’“R
\|3}T J CH, O(CH—)](CHZ)——X (CHy)—r— K T<:
R

M

(AFROVRAR LB/ REALRETF B R T &4
A B-ERAGREA O RAE RAE AL RA
AR BE S WAW S AH 2K ANKCH; XK %0
NR*> CONR*# NR*CO ; REREZARTF A B A %
A BRAXARERRGIFE  ERAXAEBRA G H
FECERRRXRAERRGFHEARERR K A& 8 RK
MEFRA ) Bl mEAn&E AR EZORIZHF) -
REFYFLIANEBFIBEZHH## > £ FR' > RPZR’4 8
B ETERT BRTF #£K > CLl-C8x L -/ W
Cl-C8le & » AHCI-C8x A Xl A % » AHCI-C8k £ =
Ak 2Rk RAACI-CoOlr A A8 A KA AHCL-C6
kX Em A
REPHEARAF A2 M A APRELRT
Cl-C8xt % » C3-C8M & » C3-C8 £ » & I X & £ & R A&
B Co-ClA3F & » BERR XA ABR R B X L 4 A 5-%6-5
ZEELAFIZAERERE T S8RARKRERKY(C6-Cl)-

A-(Cl-Co)-Jn A R & R AR K k&R KEFE-(CL-
Co)-Ie Ao AS-RO-BERLEHIZ4BER F -

84732 -1-
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4. BRI W H $ﬂ§@@”355<¢mwd » B B RYK R 8 %

Ao F R AFFEA B EAR B A FHLERA
A AIZ3EAE KR T ZAREA AL HEHEELH
RT A i CEkit ZH8F4£ERMHE- a % -

5 REITFEANLBEIAIHAH A Fwdnant
4-[N-(4-F & % K )-N-[[2-(3,4,5-= F & X &% )mb 2 -4-%
BB A ]-1-[[2-3,4,5-Z F R X K )mbwe -4- £ 17 £ ]

—

ot o8 4-[N-(4-F & K K)-N-[[5-(3,4,5-= F & % £ )wb
SR SAE S ]1[[2 (B3, 45-=Z FR KK )ww-4-%K]7

£ 155 Bk 4-[N-(3,5-2 F £ % £)-N-[[2-(3,4,5-= 7 &
RE)mbwe-4-K 17 A1 £]-1-[[2-3,4,5-= F & % &)t
AN Gt 4-[N-(3,4-3 F = & X £)-N-[[2-
A7 X1 A]-1-[[2-(3,4,5-=

TR K JF X ] & wbwe > 4-[N-F %
-N-[[2-(3,45-=Z F R X K )wb @ -4- K ]F & 18 £ 1-1-[[2-
(3,4,5- = F R XK )b -4- K ]F X ] & wbww > 4-[N-(4-
?%%K%HHHﬁA-E?%K%ﬁM@&gwgJ
E]-1-[[2-3,4,5-Z F A X A )b -4- X |7 £ ] & b w2

% °
6. EREBREIEY  RABE W TAWREAZIER B

e LB RALEBACY

R]

13 (CHy),
)
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(A+FRCRAR LA GBI KR EEETF BB F > £ £ >

10.

84732

R B R R EE AL BEA O RAR
Bk mE WAW S AH 2K ENKCH: XK KO -
NR*> CONR*HNR'CO; RK A 8B F L B £ » »
B BRAXAAERRKOFTE  @RAKALRK 0
FhROEBRRIAZBRRGF R LK ERAK KA ERK
MEFEA S Bl mAn& AR EAOXR1IZ & F) -
REFTHENEBDFOCAZEH > LA +R' P RPAR S g 2
WL g RT AR TF £#EX Cl-C8% £ > & -4 8C1-C8
A& AACI-C8ln A2 Ak > EAHCI-C8lx £ 2 %
P HRE G BACI-CO A A B A RALACL-Colx £
Z IR A e
REFFEANEBFOCAZEY L FR'ARKRF > C1-C8
e Ak > C3-C8M & » C3-C8k £ » B R AR X A& & 8y
Co-ClaZs R » ER KK ABRKWEBF L L4 HF5-%6-
BERALAAIZABERR T EBK KA LB K8 (C6-Clb)
-F A CL-CoO- I AR BRAKAE R K92 % 4-(CL-
Co)-lek » &HS5S-R6-EBFHLKFIZ4BEE T -
REFHEANEDFSALEY A FHRREZF A
FTHREFIFR O BFAXBESI R AT 2B LA T AR
E3EABAR T Z2ARE RAL BAEL AR
Tk A CLEEE ZATERME AL -
REFFHFIANEBFCEI Y > Aoy itapy 2
4-[N-(4-F R X K )-N-[[2-(3,4,5- = F & % £ )b vt -4- £ ]
A A]-1-[[2-3,45-Z F A X A)mbwe -4- £ |7 £ ]~

e
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11.

ook s 4-[N-(4-F & X K )-N-[[5-(3,4,5-= F & X & )t =2
BN SL E ATy 1-1-[[2-(3,4,5-= F & X K )b wg -4-K ] F

K] Bk 4-[N-(3,5-= F & K £)-N-[[2-(3,4,5-= F &
RKIE)wbwg -4- K17 A 1R £ ]1-1-[[2-(3,4,5-= F & % £ )wk
R -4-FK1F K5 mbwg 0 4-[N-(3,4-% F = & % £ )-N-[[2-

(31435'—:; EF i S %)th"/ri 4- ]W ]H'k ] 1- [[2 (33435'——:;
Jbwg -4- K 1P K] &wb e 0 4-[N-F &£ -N-[[2-
A )b e -4- K1 F K B K 1-1-[[2-(3,4,5-=

(39495'—2?%
FARE)wb o -4- K ]F X ]55 & wbwg 0 4-[N-(4-F 21 ¥
A )-N-[[5-(3,4,5-= F & X A )b & -3- A 17 % 18 £ ]-1-

¥
[([2-C45-Z FRAL)MR-4-R]F A~ A R L B

— AL R J@"f/ilgﬁ/f ﬁtﬁli‘ %’fxTﬁ&i’#‘d%—zTﬁ.
(DFE RS » L8 X L xHLY

R!
RA_/=|=
N /\ ,\ R?
\ /> C C“Z‘N/—>-(CH2)—X—(CH) /\
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