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AE M EZ WG E. ZH ETAREIT RS R A M=
BEAF 2 T R SR SO A G e 2 K 69 #E J) 7745 3 H ot (estrogenicity),
i 1 PO AR A ALt AR 4 M B2 )i 4 K (100 %R0 B 2 b ég ;X
A KA OMEATIRE) RIS, EXFA T, ¥4 T4 1 umol/l
LT AR 7 2100 %)35 34 F (B Fokad ik — B2 21349 T 247 41
R B ER TR, EZRET, 9T ELTUARTHHE,
VASET 40 E 42 (BP 100 %38 BT A &4 4 it €. 42 42 B 55 319 58 1) 3344
HFh., ZERINEL2F.

) Z A AR 2 b SR

NS A B AR 64 R R AR AR K AN TFE
(Terenius, 1971), 1% 18 Ri#d&Gzh i T TR X E M 3 K. % 4 X,
A COEZHME EHHFARERTEHET. MR ETREWT
TR A E B (T T A ) MM A AR A, B, Bk
Fo b i = B — AT AT RS MBI M S AR, AR 3 F
T s 64 45 R A M RS R (100 %) F &b At s E4E A (R
#4172 100 %) B 4. AR ZKF L HAE, K5 Z B 3-5 mg/kg
FoZ R B 10-50 mglkg, T AL X RIF £ RALE 4 Bl BIRET
T KNI E TR, dok 4 P AT EsT A o T AT IZ

=~

/Le

st A2 [B] B Fa B 5 69 TR

HRLMER R O RIS 4 5 Bl ELRTRERAE, 25
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Peng 5 (1994) ATk ik AT B W3R E. B E s T AR
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Y. RREELETFHHEER K. A, BEHLAEIITHALR
HAMNEFHMR. E—RFAT, @itz H 9 E(50 mgkg BAEA,
5 FAKFRE 23T 10 K)Fo454 4250 mgkg BEIE A, PARFE2FT 3 2L
TR EFFAOREARALSBAE KRG TR P ARBEFALR
SA% 240 o (Peng 5, 1994).

B BL 6 AR B
10 18 A AKX EAT TR PMRIREE, ZEE b Oulu KF(E #
R B AR E £)EE ., LR VVALATE B 32 AIRE . 4N ALAT 49
—3 B . ¥heEAFIR ) ik vA 12.5 c/50 cm = 1/4 &4 A 4E b ik 38
B ALATAT b, 48R K2 2 E(SEY 10 Magnetic Elektromotoren AG,
Switzerland)# 3 3R 3) B ik oA 1242 5] 18 & B 495.59(0.62 cmls). 34T 4
15 )R N R F AR AL LA TR 6 R A B b, A
VAR 37T 1% 1200N R K R AT E 49 0.155 mn/s 48 % ig FiE ), i@ id4y
AT ARIE S E A AIARIFE S E L., RBEAMEGE A A ER
TEN, IAEREEEINENTFEHELHRS L, NEDLTMNOIE
1 BB AR,
20
FRB 6 SR E
R ERE RN ERERGRERAF. AT HGLENRE
IR, FeiZ B4k B TUASRE KD 63l EHE—AFleg—1M%
PRB I F 25T 2 —AME. EFERETRG TR TZE Zo2—24F
25 HAF. B ERELAAEEHGAZTEYLSENIT. BERFTH
B TR B R . TR AR T A TR A AT A M T 45 R
Rl FFAE AL E T, 4B AN 2.5 mm M & /E A K. TR
Bk A AR B 3B 1T PAT R ARG R A AT B kAR L AL
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1% /) DMBA(= ¥ A ¥t [a) EER - R B &, —k$E—0
JR 7] & ¢ DMBA(12 mg) T vAAL B SLIR BB AE ). 4 ST AR 4L 64 Ao o
Ret, LTFTHNEN S B, £ —RAITF@EBIFIZ 6 Ko Ao d o4 B
5 & 093 E BRI R, AER! & Kangas 4 (1986)i# tmdnik, 4 AN
FRIFBHEREIL, RBEBIFBY . AT AR & KFMIEFT
FHIMBaH. FIMTHOEREIMTIE. o R 5 BRS04 At 55 64 4R AR
ARKTF SAENAARZMRBY 4, deRIFREHERRE B mH2 —5K
PUTF 46 B 69 ARAR N DGR R iR . o R AV IB 69 AR AR AR S 3 R

10 T, MAA AP A8,

%R
VA L PR Ty ik —apE T 46 FHiLAth, A 0dER 1 ¥ HF 5
& LA F S

15
A1 FAIA M B %5 No) et A

No. 14

1 (B (AR (- AR R 2 A T- 15 AR RE) LA
— Wi

2. (DQR-{4[4-RART-(4-AARF ) 2-FA T- 1WA PR RN 0 4)-
= PR

3. (B)Q-{4-[4-2AR-1-(4- AR FA)2-F A T-1-0 AR A T A)-
= g

4. (B)-Q2-{4-[4-2AR-1,2-3(4-BRF L) T-1-H AR EA 0 4)-—
T fz

5. (D-Q2-{4-[4-FA-1,2-8(4-FARF ) T-1- KRB 0 3)-=
RS

6.  (B)4-FAR-1-[4-2-8AK CRI)FA]1,2-R(@4-FAREL)-T-1-45
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7. (DA4-RAR-1-[4-2-RAR T EA)FHA)-1,2-0(4-RARFEL)-T-1-%

8. (B)2-{4-[4-8AR-2-FA-1-(4-ARR L) T- - AR A ) LB

9. (E)2-{4-[4-RA-1,2-3(4-FARK L) T-1-H AR X A4 ) 0B

10, (E)-3-{4-[4-2AR-1-(4-RARFKL)-2- K- T-1- M KPR A A ) -5 -
1,2- =B

11, (2)-4-8AR-1-[4-2-F 52 (sulfanyl)- T RA) R A]-1,2- =K 4T
-1-%%

12, (E)-{4-[4-8A-1-(4-RARFA)2- KA T-1-H AR KAL) e @

13, (2)-{4-[4-8AK-1-(4-FARF L) 2- KA T-1-H AR B 28

14 (B)-1-(4-{2-[2-RAR T AR THEA ) K H)-4- 8- 1-(4-FARKLL)-

2-FA-T-1-H

15, (B)1-(4-{2-[(2- AR T RA] LRI KH)A-FAN- (G- RRF L)
2-FA-T-1-%

16, 2-(4-{4-FR1-[4-Q- 5 CRE)VEA] 2 KA T-1-H A KR
#)-1-08

17, (E)-2-{4-[4-8AR-2-F K -1-(4-FARFH) T- 1 A KAL) 83
18. (Z)-2-[3-(4-FAM-1,2- = F A -T-1- A RAL) o5

19. (Z2)-2-{2-[4-(4-FAAR-1,2-Z KA T-1- % H) R AL L RA ) 0B
20, (Z)-3-[4-(4-BA&K-1,2-Z KA -T-1-H L)X A, ]ﬁ-l,z-;ﬁ?

21, (Z)-1-{2-[4-(4-FAR-1,2- =K A -T-1-H )% ]L}g}-lH-w)Kv:i:

22, (2)2-({2-[4-(4-FAR-1 2- K A-T-1-HBRREA LA VPR A
A) LB

23, (D)-(2-{4-[4-BAR-2-(4- AR A)-1- KA T-1- KR A TA)-
O

24, (BE)-(2-{4-[4-8AK-2-(4- AR FA)-1- KA T-1-H AR EH )} TH)-
— WA

25 (D)-Q2-{4-[4-FAR-2-(4- FAREA)-1- R A T-1-WH A IREHK )} TH)-

i3

18
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26. (2)-(2-{4-[4-FM-2-(4-BARF L) 1-(4-F AL KL T-1-% 24 ]%
AR} LA)-—F i

27 (B)-(2-{4-[4-8AK-2-(4-BARFHL)-1-4-F EAFE L) T-1-H 2%
FAR}THE)-— TR

28. (Z)-1-2-{4-[4-RAR-2-C-F ERARA)- - F A T-I-HAIREL ) ©
)%k

29, (E)-1-(2-{4-[4-2AR-2-G-F EAFL)-1- XA T-I-H A XEHR)
)RR

30. (2)-1-(2-{4-[4-BM-2-Q-F AAFE L) I-X L T-1-H AR EL) T

- 34

31 (E)-1-(2-{4-[4-2R-2-2-F RARL)- - R A T-1-H A X 8L ©
)k

32. (O 1-4-2-=FEARA CARIIFAL2- 2R A 4-RMK-T-1-
b

33, (D-{2-B-(4-FM-12- = KA T-1-HR)RER | A} =TIz
34, (E)-3-{4-2K-1-[4-2- B AL TRIOF L] 2-FA-T-1-H L) -XH
35, (D)-3-[4-(4-AAAR-1,2- = KA T-1-H )R AN A-1-8

36. (2)-2-[4-(4-FAR-1,2-—F A -T-1-0£)- K kst B2

37, (2)-2-{4-[4-2M-2-(4-RARK L) 1-(4-F A F L) T- 1 4 ]- XK
FK) LR

38. (D)-1-(2-{4-[4-BAR-2-C-FARFL)-1-FA T-I-HBA)XEL)-T
H)gkoE

39, (BE)-3-{4-RAR-1-[4-(2-okrt-1- K- TRAM)F ) 2-F A -T- 144 ) -
FE

40.  (2)-3-{4-FAR-1-[4-(2-2Ko-1- K- CRA)F A ]-2-F A-T-1-H 24 ) -
Ky

41, (Z)2-[4-(4-FM-12- 2R A-T-1-H R RAE A 0B
42, (2)-4-{1-2-FRTE)2-[4-Q-B A CEL)FA]2-FLTIL)

19
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KEy

43, (B)-4-{1-2-8RTA)2-[4-Q- £ A LEL) XA 2- KA THA)
Ry

4. (D-{2-[4-(4-FA-12-ZF A T- 1R REA T A Y- F A H-2-
e H P

45, (D)-3-[4-(4-BM-1,2-Z KA T -1 )R FA F A R-3-85

46. (2)-2-[4-(4-FM-12- =K A T-1- )R K] T-1-8

47. N-[4-(4-BAR-1,2- = F A T-1-H 2R E )N N -9 1 -2 45-1,2-

—
—

FITi& SLAE B B4 b 45 M)A 2R %0 T -
BEA =T EARA CRERHGEH

R1 R3
4-F H
4-Cl1 H
4-Cl 4-Ci
H 4-Cl
H 4-F

4-0CH; 4-Ci

1 #= 2

475
23 4= 24
25

26 #= 27

20
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|
S/\/N\

HNCHZCH2N<

No. 32

No. 33

No. 47
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AR —FERRATERAEIIAY

R1 R3 R No
H H CH,CH, ==k 3 21
H H CH,CH,N(CH3)CH,CH,0H 22
H 3-OCH; CH,CH, %=z # 28 #229
H 4-OCH; CH,CH, %k £ 30 #=31
H 2-Cl CH,CH, 7kez & 38
3-OH H CH,CH, =f.mk & 39 240
H H CH,CH,N(CH;3)CH,C=CH 44
B
No.
o /\/OH R1 R3 (o}
4-F H
4-Cl 4-C] 9
4-OCH,CH,0OH H 16
4-Cl H 17
3-OH H 34
4-QOCHj; 4-Cl} 37

H 4OH 42%= 43

22
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(Y e
No. 18

Cl

R1 R3 R No.
4-CI 4-Cl CH,CHCI 6 A 7
4-Cl H CH,CH(OH)CH,OH 10

H H CH,CH,SCH; 11

4-Cl H CH,COOH 12 %2 13
4-Cl H CH,CH,0OCH,CH,Cl 14

4-F H CH,CH,OCH,CH,Cl 15

H H CH,CH,0OCH,CH,OH 19

H H CH,CH(OH)CH,OH 20

H H CH,CH,CH,OH 35

H H CHC(OH)(CH,CH3), 45

H H CH(CH,CH3;)CH,OH 46

23
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No. 36

No. 41

B2 FH T — S RN R E Fo Uit t AR W ie
FRE ., AR RIS e R E MR T AL, B AR AT iR LA h fl
JAFARE 6l RIER.
5 A By E e edy, AR GIKERZE(10 pM)TT vA% 2K
Mo 545 MCF-7 o AFURERE mie), 4Rk Fr6 57 JLARRE. XAEM1L
Adp2 Nol. 3. 16, 19, 26. 27. 39 #= 40 4L&-4h (£ 2)., X eibd-
Ao — b A R B AET B 4n 8406 7 UIR B B e B B SR A e
K IAR PARZL 6 M F Fr U F (R 3). 45 A S ARSEARE & No.19
10 fody, BAEREARA. £ DMBA-ESHYRALEFBERN P, &
E VR FARAY ) B RAE A G E B St R 5 B A IR T
#(%& 6).
BT 35 6t A Ao AR M R AR R 69 S R ESR TR
Foib 97 B R BANE A B R . XS YA (LiFRL e E)
15 No3. 10. 11, 18, 19. 20. 25. 32, 36 #= 44 LAM(%k 2. 34 4),

24
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FEMEIRAZ B BR 940 S b T AI4E S e B, AfFTdatkmE, X
AT A BA — R S, 2R MR E AT R E
F 7T VA Ak fe ] B2 6440 A4 5T vl B T B ML TR Fevl 7 S 4
SR, AL aiE(aisL e i) No3, 19, 20/ F F )
S F2 No.33 koM (A Thak)(k 4). FZEH o4 E76 57 XA T
b RE T EA K, TR, FrdEe-4h e o415 R L
ZR 56, ¥4 No33 e ¥ (kR 2). Mi%iE& 2|l £ DMBA-# 549
LB AT AER & hE MR B4 No 19 AR R ETH BELA B
T HAETHER R R (R 6 AR 7). B bz dhas 3R AT F k5t
10 FLRVA B AT JE AR Sh st AT 5 BR AR 6404 77 AL A A6
Aty by B F A AR AR I Fa bR AR BHAR T RSB, 4] e No.1 44
YIRS A R E (R 2), 122 ERNZHeERE(R3). B
Sl EAE S R E LT ARG S R T AER R, AR LB
H AT EAVT G A T A B E IRIE AL JE 6 PR

15
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&2 1 MCF-7 e AtRieothesF. b Emmtix
B, AKX E T HMEGEY., EXRAEMEZBRGFLT, k8-
#18(100 %)\ o tbit B R E R . BB T AR A4
4100 % , RAF A Tumol/l JRE F eg e Z MR, A 5at R a4at

5 LT AR e B 5545 £ 10 umol/l JRE T &9 FH(BP 100 Zok & AT A
IO T). Cnt M EAE H AR,

1oe-4h A e — B3 (E2) FFE ¥ — B5(E2)

No. RA#ME JmA@ICFS £ 1uM FéhdE R @iesk
HRAE2 ¢ eTwietd RHER(Z4E GGt ek
%) 5% %) RAERG%) B E%)

1 1 100 8 100

2 100 32 29 100

3 1 100 ] 94

4 10 90 10 100

5 11 100 31 100

6 0 47 16 40

8 31 2 92 52

9 14 45 9 62

10 34 7 0 35

11 14 26 0 55

14 12 10 27 57

15 74 82 5 9

16 22 90 23 96

17 0 44 17 38

18 30 10 ] 40

19 14 14 21 50

20 8 5 25 60

21 5 80 0 91

1 15 12 4]

N
[\

26
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23 14 89 5 93
24 46 89 4 98
25 17 42 6 27
26 0 97 11 98
27 0 99 5 100
28 3 86 18 92
30 5 91 4 92
32 11 86 90
33 20 58 80
34 0 0 0
35 45 50 14 50
36 8 17 13 37
37 4 39 0 41
38 0 99 68 100
39 0 68 17 78
40 0 63 3 46
41 54 0 10 47
42 9 23 13 54
43 78 80 6 22
44 24 78 8 95
45 15 6 3 19
46 18 15 23 51
fEH 5 31 100 43 100
FAL 37 100 44 100
FC-1271a 23 50 21 80
ICI 164,384 9 100 100 100

27
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£3 EARIMERXFARA 3 RFFTTRETARNEGHGETE
(Fedef R ) A E R RBE . AR KR EF A 098 5 20P4
Wegh E 630 E . MR E RO A IR b 7 A s E AE A (100 %) 4y

BHBET.

oty FTEREEER%)  MEE R A (7B %)
No. EA T M B 9Tl — B2

F=: 3-5mgkg 10-50 mg/kg 3-5 mg/kg 10-50 mg/kg
1 42 74 26 31
3 44 54 65 38
19 13 37 10 44
20 33 62 5 20
20 48 72 26 39
21 26 39 10 20
35 43 66 35 32
36 14 29 0 5
38 73 72 0 12
39 9 19 50 70
40 13 9 45 54
44 55 75 n.d 42
45 43 62 30 30
46 77 100 0 0
tEH 5 44 51 51 58
wiImkG 26 44 45 58
FTaEF 11 13 90 92

28
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A3 (%)

R #Ae-H06 57 (2 JR48 2 69 B F EvA mglkg A £45) 97 R KB X
RARABTFTHRN., AMBF R, MBS TF T EERTETHIRE
PR K G o K R A A 5T BB 4e

pail Fg XK (g)

EES &gy ! 0.497 +0.103
57 £ btk K48 0.099 + 0.016
No3 3.0 mgkg 0.140 + 0.006
No.19 1.0 mg/kg 0.192 + 0.029
No.19 5.0 mg/kg 0.221 +0.023
No.20 1.0 mgkg 0.133 +0.032
gy & PN 3.0 mg kg 0.141 + 0.021
FC-1271a 5 mg/kg 0.411 +0.042

4 354 FE, No3. 19 # 20 {0o-4hxt 97 L4 K(OVX) K KAk
Ak R R B BE KT 69 Bk, —4A- T B AR, £RE

5 TIPSR B BE KR Ae, e B2, No3. 19 42 20 /o4
Z fedEFAKE 5 B T LT VA By ok BE B B KT 38 e S T KIZ KR 2R
F RGP EEEKFZT. Eazhihh 8 R,

il Ao & o f2 ) BE K -F(mmol/l)
BFRRK 3.8+£04
OVX K & 46+0.7
OVX kK &+ —BZ 3 uglkg 40+04
OVX X & +No.3 1454 3 mg/kg 31+£04
OVX X H+No.19 ft.4-4% 0.3 mg/kg 3.6+04
OVX K & +No.19 1t.4-#7 10 mg/kg 3.9+06
OVX X &+No.20 444 1 mg/kg 33+0.6
OVX x &+No.20 1£4-4% 5 mg/kg 23404

29
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(5 @234 A, No3. 19 F2 20 4ot 9p £ K K SAKA F 8
k. KA EHARIN LR RGHRBEFAR)., £ LR KE—/,
F42 v 35575 X B (mgke) 2 IRE-T 4o 4 B, HIE&RFTHERIET FHA

@R TE R E .
5
484251 F (mg/kg) BEEEORSE REAGRK A
%(mg) (N)

1B F Rt B 4a (n=10) 340+29 86.7 + 10.4*
OVX (n=10) 32.2+2.38 68.4 + 8.5
No.3 3.0mgkg (n=22) 36.0 + 3.4% 92.5+11.1*
No.19 1.0mgkg (n=10) 348+ 1.3% 81.6 +7.9%
No.19 5.0mgkg (n=10) 34.9 + 1.9% 85.7 +17.0*
No.20 3.0mgkg (n=20) 35.0+3.2 81.7 +15.2*
%225 3.0 mgkg (n=10) 349+3.5 84.2 + 18.4*

* 2 E L RESHWMELITF LA B EME F( <0.05)

% 6 No.19 A4t DMBA-# 589 K SR G AT B R . vASE
R BHROBLT No19 b4 5 . Jefe KA F ARG g o &
10 Ha K, I, BFIE K, LRE R ITIEIE T BAE A 2
IPie S 6h B -4k, B4A T Rehdy. Hxtpasmk, Nol9 e

TE AR E,

48 A K AEE 1B 4L R
s+ g 48 82 % 18 % 0 % 0%
No.19 3 mgke 20 % 20 % 40 % 20 %
No.19 15 mgke 14 % 14 % 57 % 14 %
WwEEZ 3mgke 36 % 56 % 8 % 0%
wEkE 3mgkg  31% 51 % 11 % 10 %
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A7 EHEARARNREGHELE 4 AE, No.l9 b Mst 5 sk fo
BB K SRR TR EETN T A, BERERRITIIRGEE
FFE 4ot £ R AT A B X — &, No.19 a9 £ 0.5 mglkg 7 &
TRAMERFERL N B SOmghg A ETAHBePLEREL., 2F,
5 A 1 0.5 mg/kg 7 F T B4 £ DMBA-# 369 X A FLIREAER &

BEGRATIBER (K 6).

40 A7 E Z(mg)-F#1h 4= sd
%t P8 48 26x0.77

RPN 0.59 £ 0.07

No.19 0.5 mg/kg 2.66 £ 0.21

No.19 5.0 mg/kg 1.58 +0.50

No.19 0.5mgkg#-FHEEF XK 0.59+0.07
No.19 50mgkg4THEE XL 062+0.07

stFALBHGE ¢ MmE, Frid#ey SERMs RE/16425% LT

Gy AR E A IRAL ., SENL BN e REA . F

10 Bshiadt (453K A . LA . EAFE T IEHMR);, FEEAXEH
B3], A T IREIF] Q34 F AL REF B A AR K.

#7649 SERMs BT & 64 7] SARIE P4 77 69 BLAR R 42 . JEAR 4G = E M.

BT WL . IR R RS T, —ARA T

ALY B F) &2 5-200 mg, 4kik 20-100 mg, SERMs WA A Hl AL E

15 215 4o 8 Bk R R BT R RT3 Z 69 T 4125 Tk egdpiEds

BRI Th,
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10

15

20

25

A&
Fap 1
a) 4-F2 £ — KEAHT A Moy O-38 £ AL
EAEBENPTO) &M T
[4-2-=F R RA CEL)KA]-(4-AAREKL) F &

B 4-F 2 — K BA(28.1 g, 0.13 mol)ieF F (140 ml) & . A iE4L
w9 T 2 42(TBABr) (2.1 g), 4 50-55°C F e 48 % &R A AL4R K 7 (140
ml). iz RAhAa ik E 80 CH o b EIAN 2-RAR T A T AL 2k Bg
#£(¥%%200g 0.14mol), ¥R ZiRA4AE 97-100C FH A 3 ) 0.
WRRE BN B HFAKRERANE, BRBMTIRTFALETF. 158 33.0
g, 88 %, SR TR ATT—FRY.
'H NMR (CDCls): 2.36 (s, 6H), 2.77 (t, 2H), 4.15 (t, 2H), 6.99 (d, 2H),
7.15 (t, 2H), 7.27-7.83 (m, 4H).

J B\ A4 77 ik 5 v A T A
(4-BARFH)-[4-Q-— F AR THEA)RA]F &
'H NMR (CDCls): 2.36 (s, 6H), 2.77 (t, 2H), 4.15 (¢, 2H), 6.98 (d, 2H),
7.45 (2H), 7.71 (d, 2H), 7.79 (d, 2H).

[4-Q2-% Rk LRI F A (- R F L) T A
'H NMR (CDCL): 3.87 (dist.t, 2H), 4.24 (dist.t, 2H), 4.65 (s, 2H), 6.99 (d,
2H), 7.15 (t, 2H), 7.32-7.39 (m, 5H), 7.76-7.83 (m, 4H).

[4-(2-% b LRI R A (- HRFL) T8

'H NMR (CDCL): 3.86 (t, 2H), 4.24 (t, 2H), 4.65 (s, 2H), 6.99 (d, 2H),
7.3-7.4 (m, 5H), 7.45 (d, 2H), 7.70 (d, 2H), 7.78 (d, 2H).

i 1T B AR A

(4-BARFEI)-[4-(m9 St 2 R K AL F B
¥ 4-F A4 -7 £ = KEA(50 g, 0.215 mol)ix F =&, F 1%£(400 ml)

32
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d 3% 3 4- = 5-2H-w$(21.7 g, 0.257 mol)Fa AL B 64 3 - F 3R AR B e

ANE| R Y, BiERAETRTHREGSIN, REATIR, ¥

IN S EA4H K% (100 ml)Aa N 3] 5 B iRA-H) F S48 15 4. &

BANEFA IN KB KRR RERRFAKRE KR, THR=S
5 ATERIALET. 53 686¢.

'H NMR (CDCl3): 1.52-2.20 (m, 6H), 3.60-3.67 (m, 1H), 3.8-3.94 (m, 1H),

5.5-5.6 (m, 1H), 7.10 (d, 2H), 7.45 (d, 2H), 7.72 (d, 2H), 7.78 (d, 2H).

J BV EE 64 77 iR 5] & v A TFALE-4:
10 2 [4-(w9 S ethr 2 EA) KAL) F ER
'H NMR (CDCls): 1.55-2.20 (m, 12H), 3.6-3.7 (m, 2H), 3.8-4.0 (m, 2H),
5.5-5.6 (m, 2H), 7.11 (d, 4H), 7.78 (d, 4H).

NaH 4E 24 2

15 (4-RARFEA)[4-2,2-= F H-[1,3] = ARIR-4- 2 F AA)-F K- F B9

PR T b ey B34 g 0.072 mo) Al BRIk A FE —FATF

Bt (DMF)(120 ml)ig4-. 35 4-8X-4"-7#2 K — K ER(12 g, 0.052 mol)#y
DMF g i@ A N B L A% P 4 R L RS AEEIR TIH 1. &
B R 1 NBEIE R A-mh 8L 2,2- = F A-[1,3] = RURIR-4- 2 FEE(17.7 g,

20 0.0618 mol, & S-1,2-O-5 & f it Foxd- F R ARBLEF] &) 69 DMF 508
EANBE R T . HiR kA ik E 60CHFAEZIRE TIHM 2 X,
¥ IN S A4k K2 (200 ml)de N B B iRA-4h F SRz s R A F A
(60 mEIR =k, &FFEEFMAGOm)sek =k, FTRIAZLE
F. HERAMWANTEFLESR, 52]137g76.7 %,

25 'H NMR (CDCly): 1.42 (s, 3H), 1.48 (s, 3H), 3.90-4.24 (m, 4H), 42 (£ &
¥ 1H), 6.99 (d, 2H), 7.46 (d, 2H), 7.71 (d, 2H), 7.79 (d, 2H).
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b) —RKEALTAE YL AAERSR R W AREL T 85 69 480 AL
1-[4-(2-NN- = ¥ R S TR FA)-1-(4-fRFH)-2- KA T-14-=
B%
EREAARAT, #H5a4b4242(2.6 g, 0.068 mol)ha A 2] -F 1R 6 w9 R pk h
5 (120 ml)F . & 24-28°C FAe A W 4£88(13.8 g, 0.1 mol) &y F )R &9 w9 Sk
B30 ml)iEk. HFIER L RSMETETHRH 1 I of, £ 50-55C T 4n
A[4-Q2-=—F A BH CEIL)FAL]-(4- B ARFKL)-F B7(29.6 g, 0.103 mol)
84 F 1R 64 v9 ek (60 ml)iE iR, Yz B A4 /& 60°C T4 3 1)
B, R ER Ak AL Am T F (300 ml). 48 %R ALK& (118
10 ml)FesK (30 ml), HFiZRAMEAR 10 4P ALEBATHOELSNKE., &
£ NaOH #:38. ¥ FREMMRRAAK., FrHITRFLEH, A
FARFHIREY IR S4(26.4 g, 62 %).
'H NMR (CDCl; + MeOH-dy): 1.95-2.12 (m, 2H), 2.30 42 2.37 (2s, 3 6H),
2.68 A= 2.77 (2, 2 2H), 3.31-3.48 (m, 2H)E £ F @A 5 — stk
15 #M#k 6y CHCH, #9155, 3.80 (dd, CHCH, 5 — A~ a8k F444K), 3.95 o
4.08 (2t, 4 2H), 6.62 #= 6.91 (2d, 3 2H), 7.03 #= 6.72 (2t, 3 2H),
7.05-7.20 (m, 7H), 7.51 (m, 2H),

F B A% 64 7 ik 4] &-vA Fioeah:

20 1-(4-BARFA)-1-[4-C-NN-= F K HA TR FA]-2- R A-T-1.4-=
B, SZARFFMRG)RAM
'H NMR (CDCl;+ MeOH-dy): 1.85-2.10 (m, 2H), 2.27 #2.33 (2s, 3 6H),
2.66 #22.75 (2t, & 2H), 3.25-3.50 (m, 2H), 3.62 #= 3.84 (t #= dd, 3 1H),
3.93 F= 4.04 (2t, 4 2H), 6.6-7.6 (13H).

25
1-[4-Q-F A CESL)F AT 1-(4-FRFRA)-2- KA T-1,4-28F, 2485
AR R
'H NMR (CDCls): 1.92-2.15 (m, 2H), 3.30-3.48 #= 3.48-3.66 (2m, 4 2H),
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3.74 #= 3.83 (2 /™ dist.t, 4t 2H), 4.02 F= 4.15 (2 A~ dist.t, & 2H), £fFHA
REWAIES £ A CHCH, T, 4.58 #=4.63 (2s, & 2H), 6.6-7.6 (18H).

1-[4-C-F FA TR FA]-1,2-RE-BARFE L) T-1,4-28F, 24kFH
5 PR R4
B 4-FAR AR T B A ARBS
'"H NMR (CDCls): 1.80-2.15 (n, 2H), 3.2-3.4 #= 3.4-3.6 (2m, 3 2H), 3.75
#23.82 (2t, 4 2H), 3.95 (dist.t, 1H), 4.00 F= 4.14 (2t, 3 2H), 4.59 #= 4.63
(2s, 3 2H), 6.80-7.55 (17H).
10
1,2-3(4-8AREKHE)-1-[4-Q- = FARA CRA)F K] T-14-28¢, <4k
FHREGIRAH .
A 4-ZNARER T 5K W AR
'H NMR (CDCls+MeOH-dy): 1.85-2.20 (m, 2H), 2.35 #= 2.37 (2s, 3 6H),
15 277 #22.82 (2t, 4 2H), 3.20-3.45 (m, 2 2H), 3.814=3.85 2 A distt, 3
1H), 4.10 #2 4.21 (2t, 2 2H), 6.9-7.8 (m, 12H),

1,1-3% [4-(v9 frtori 2R FAR) AR ]-2- KA T-1,4- B3
'H NMR (CDCL): 1.5-2.1 (m, 14H), 3.3-4.1 (m, 7H), 5.25-5.28 (m, 1H),
20 6.77 (d, 2H), 7.00 (d, 2H), 7.1-7.2 (m, 9H), 7.47 (d, 2H).

1-(4-FARFA)-2-F - 1-[4-(wa St A R F AR ]-T-1,4-— 8%
'H NMR (CDCl;): 1.5-2.1 (m, 8H), 3.2-4.0 (m, 5H), 5.27 (m, 1H), 6.79 (d,
2H), 6.9-7.32 (m, 9H), 7.5 (d, 2H).

25
1-(4-RARFEA)-[4-(2,2- = F A-[1,3] = RURIR-A4-A F 2R A]-2- %
£ T-14-—8
'H NMR (CDCls): 1.37 42 1.40 & 1.42 %= 1.46 (4s, 4 6H), 1.9-2.1 (m, 2H),
3.2-4.5 (m, 8H), 6.6-7.55 (m, 13H).
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1,2- =K A 1-B-(w At A R ALK A]-T-1,4-—82
MFERA[3-(m9 fribr R B KA )- F A A A AR BRI 36 40 4. 124K
AR —F T AT T —RET R,

c) 1,1,2-= 5 A THz-1,4- — B2 47 4 4 64 Bk
4-[4-2-=F AR CRI)FA]4-(4-BARFKAL)-3- KA T-3-%-1-8%

F 1-[4-(2-NN-= F 2 2R TR FA]-1-(4- BARFA)-2-F 2
T-1,4-—8%(8.46 g, 0.02 mol) 4= 80 ml ZBF P &% 3 N BF. 5z
A3 E 60°CH AN TELR(7.85 g, 0.1 mol), J5 %440 /£ 80-90°C Tt 4+
4 0B, REBER . AEH 5 %t B AN 80 % F BE KR I
BWREMETIBTHH2 D, FTERL. At -4 EIE
LELCEET . AKRGERANE, THRIRL., BZEWOS R ZH
E-#o Z-F AR 6 IREW . I 7 ARG Bik BAT(RBUR: TR Z TR
IS 5B. |
E-F#4K, '"H NMR (CDCls): 2.27 (s, 6H), 2.64 (t, 2H), 2.74 (t, 2H), 3.57
(t, 2H), 3.92 (t, 2H), 6.57 (d, 2H), 6.75 (d, 2H), 7.03 (t, 2H), 7.10-7.18 (m,
5H), 7.27 (dd, 2H),

Z-F#34K, THNMR (CDCls): 2.34 (s, 6H), 2.74 (t, 2H), 2.79 (t, 2H), 3.60
(t, 2H), 4.05 (t, 2H), 6.69 (t, 2H), 6.84 (dd, 2H), 6.91 (d, 2H), 7.09-7.17 (m,
SH), 7.20 (d, 2H).

J B A 64 77 ik H) B vA T ALE-4h:
4-(4-FARFKHA)4-[4-Q- = F A RA CRI)FA]-3-F AT -3-4-1-82
E- %44k, 'TH NMR (CDCls): 2.27 (s, 6H), 2.64 (t, 2H), 2.73 (t, 2H), 3.56
(t, 2H), 3.91 (t, 2H), 6.56 (d, 2H), 6.74 (d, 2H), 7.10-7.34 (m, 9H).

4-[4-2-F RA TAB)FA]-4-(4-BMRFH)-3- KA T-3-5-1-8

E-f-#94%, TH NMR (CDCly): 2.74 (t, 2H), 3.57 (m, 2H), 3.74 (dist.t, 2H),
4.01 (dist.t, 2H), 4.58 (s, 2H), 6.57 (d, 2H), 6.75 (d, 2H), 7.00-7.40 (m,
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14H)M 2 & T vk 42 %] i 155 7.03 (t, 2H).

Z-E#45, 'TH NMR (CDCls): 2.79 (t, 2H), 3.60 (m, 2H), 3.84 (dist.t, 2H),
4.17 (dist.t, 2H), 4.65 (s, 2H), 6.69 (t, 2H), 6.83 (dd, 2H), 6.91 (d, 2H),
7.00-7.45 (m, 14H)AH ¥ 5T A 425 455 7.20 (d, 2H).

4-[4-(2-F B TERIL)F A3 4-R(4-FAKFKKL)-T -3-44-1-8¢
E-E-#54%, '"H NMR (CDCls): 2.70 (t, 2H), 3.50-3.65 (m, 2H), 3.75 (dist t,
2H), 4.03 (dist.t, 2H), 4.59 (s, 2H), 6.59 (d, 2H), 6.73 (d, 2H), 7.00-7.40 (m,
13H).
10
3 4- 3 (4-FARF ) 4-[4-Q- A CRI)RA] T 3518
£ 14-Q-F R CRI)FR]12-RE-FARFL) T -14-Z B 69 oK
B Ak 2 &) 7 495 &
E- B4k, "H NMR (CDCls): 2.72 (t, 2H), 3.50-3.65 (m, 2H), 3.80-3.96 (m,
15 4H), 6.59 (d, 2H), 6.75 (d, 2H), 7.00-7.40 (m, 8H).
7- 454, 'H NMR (CDCly+MeOH-dy): 2.75 (t, 2H), 3.56 (t, 2H), 3.95 (¢,
2H), 4.09 (t, 2H), 6.79 (d, 2H), 6.91 (d, 2H), 7.01 (d, 2H), 7.05 (d, 2H),
7.16 (d, 2H), 7.19 (d, 2H),

20 34-R(A-FAFEL)A[4-Q- = F EEA CRI)FA]T 3518
E-£ 44k, 'H NMR (CDCly): 2.29 (s, 6H), 2.66 (t, 2H), 2.72 (t, 2H), 3.57
(t, 2H), 3.94 (t, 2H), 6.60 (d, 2H), 6.73 (d, 2H), 7.06 (d, 2H), 7.15 (d, 2H),
7.23 (d, 2H), 7.32 (d, 2H).
72 #4%, HCl-2, 'H NMR (MeOH-dy): 2.77 (t, 2H), 3.03 (s, 6H), 3.53 (¢,
25 2H), 3.65 (t, 2H), 4.42 (t, 2H), 6.89 (d, 2H), 7.08 (d, 2H), 7.10 (d, 2H),
7.16 (d, 2H), 7.23 (d, 2H), 7.31 (d, 2H).

4.4-38(4-F2 AR H)-3- KA T 3-He-1-B¢
FERBLIKE R F H54%47 84 w9 St R (THP) R &
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'H NMR (CDCly): 2.76 (t, 2H), 3.54 (m, 2H), 6.46 (d, 2H), 6.70 (d, 2H),
6.80 (d, 2H), 7.0-7.2 (m, 7H).

4RI )A-(4-F A FR)-3- AT 3515

5 FEBLACR R F 4R 47 649 THP-2L B PR 5k
E-2#4% "HNMR (CDCLy): 2.65 (t, 2H), 3.45 (t, 2H), 6.29 (d, 2H), 6.49
(d, 2H), 7.00-7.15 (m, SH), 7.24 (d, 2H), 7.33 (d, 2H).
Z-5#45 THNMR (CDCL): 2.79 (t, 2H), 3.58 (t, 2H), 6.80 (d, 2H), 6.81
(d, 2H), 6.97 (d, 2H), 7.1-7.2 (m, 7H).

10
4-(4-FMRFH)4-[4-2,3- = A R AR R AL]-3-FA T -3-5-1-8%
FEiZ B 45 2,2- = F A-[1,3] — RURIR I IR ELTT
E-E#4k 'HNMR (CDCls): 2.73 (t, 2H), 3.55 (t, 2H), 3.60-3.77 (m, 2H),
3.87-4.05 (m, 3H), 6.56 (d, 2H), 6.76 (d, 2H), 7.1-7.35 (m, 9H),
15

3-(4-#2-1,2- R AT -1-H ) REy
ALK B F AR 47 69 THP-AH .
Z-5#4k 'H NMR (CDCls): 2.73 (t, 2H), 3.55 (t, 2H), 6.4-7.4 (m, 12H).

20 d) #334-ZF L T3-H-1-Be Z AT AR
8 it T ARBL A
(E)-Q2-{4-[4-FAR-1-(4- RAF ) 2- R A T-1- AR A 0 A)-=F
# fz(No. 1)
4 (B)-4-[4-2- = F A B LR FA]4-(4-FARRE)3-FAT-
25 3-4%-1-82(0.8 g, 2 mmol )i T F 3 (30 ml) ¥ Fhe A LA BLR(0.7 g, 6
mmol), RS EA 1. B FTRFSEL, Bz el
64 3 BR R kR TR RAILIE . 153 0.79 g, 86 %.
'H NMR (HCI 2, MeOH-dg): 2.90 (t, 2H), 2.92 (s, 6H), 3.40 (t, 2H), 3.49
(dist.t, 2H), 4.21 (dist.t, 2H), 6.70 (d, 2H), 6.85 (d, 2H), 7.11 (t, 2H), 7.12-
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722 (m, 5H), 7.32 (dd, 2H).

F B\ #8477 ik ) & A T e
(Z)-Q2-{4-[4-BAR-1-(4- FARFA)2- KA T- 1 A)REA) )= F
H =[No. 2)
'HNMR (HCI 2, MeOH-dy): 2.93 (t, 2H), 2.99 (s, 6H), 3.42 (t, 2H), 3.61
(dist.t, 2H), 4.39 (dist.t, 2H), 6.73 (t, 2H), 6.88 (dd, 2H), 7.07 (d, 2H),
7.12-7.22 (m, SH), 7.29 (d, 2H).

(B)-@- (4048 (- R R E) 2R A TR AR AL} L 8)-= F
#AE(No. 3)

'"H NMR (CDCly): 2.30 (s, 6H), 2.66 (t, 2H), 2.91 (t, 2H), 3.40 (t, 2H), 3.94
(t, 2H), 6.57 (d, 2H), 6.75 (d, 2H), 7.1-7.4 (m, 9H).

(2-{4-[4-BAR-1,2-3 (4-BARF ) T-1-H AR A} T 3) = F K No.
4 #a 5)

E-F-#4(No. 4) HCI- 2, "TH NMR (CDCl;): 2.90 (s, 6H), 2.94 (t, 2H),
3.40 (t, 4H), 4.38 (t, 2H), 6.59 (d, 2H), 6.78 (d, 2H), 7.06 (d, 2H), 7.19 (d,
2H), 7.23 (d, 2H), 7.35 (d, 2H).

Z- 5 #4k(No. 5) HCI- 2, "H NMR (MeOH-d,): 2.95 (t, 2H), 3.41 (s, 6H),
3.41 (t, 2H), 3.48-3.58 (mn, 2H), 4.56-4.65 (m, 2H), 6.79 (d, 2H), 6.92 (d,
2H), 7.02 (d, 2H), 7.05 (d, 2H), 7.19 (d, 2H), 7.22 (d, 2H).

(B)-1-[4-(2- Rhh T AA)F A4 BA1-(- AR FA) 2K AT 10
'H NMR (CDCls): 2.92 (t, 2H), 3.41 (t, 2H), 3.74 (dist.t, 2H), 4.01 (dist t,
2H), 4.59 (s, 2H), 6.58 (d, 2H), 6.76 (d, 2H), 7.06 (t, 2H), 7.10-7.40 (m,
12H).
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(B)-1-[4-2-F £A T RA) KA )4-FAK-1,2-R(4-BARFEL)-T-1-%
'"H NMR (CDCls): 2.90 (t, 2H), 3.39 (t, 2H), 3.76 (dist.t, 2H), 4.04 (dist.t,
2H), 4.60 (s, 2H), 6.60 (d, 2H), 6.74 (d, 2H), 7.06 (d, 2H), 7.17 (d, 2H),
7.23 (d, 2H), 7.25-7.4 (m, 7H).

4-FAR-1-[4-2- 2 T RA) K A]-1,2-R(4-FAFEL)-T-1-4 (No. 6 F=
7)

B 3,4-(4-BARFA)-4-[4-Q-F £ CEE) KA T-3-4%-1-824)
&
E-F#4k(No. 6) 'H NMR (CDCl;): 2.90 (t, 2H), 3.39 (m, 2H), 3.73 (t, 2H),
4.10 (t, 2H), 6.59 (d, 2H), 6.76 (d, 2H), 7.10 (d, 2H), 7.17 (d, 2H), 7.23 (d,
2H), 7.33 (d, 2H).
Z-F#45(No. 7) 'H NMR (CDCl;): 2.94 (t, 2H), 3.40 (t, 2H), 3.83 (t, 2H),
4.25 (t, 2H), 6.79 (d, 2H), 6.92 (d, 2H), 7.02 (d, 2H), 7.05 (d, 2H), 7.18 (d,
2H), 7.20 (d, 2H).

% Z R E-mI R AR

1 (2 2- = F 2 [1,3] = BURER-4-8 F A KA -4- 2K 1-(4- 2R - KAL) -
- AT -10

4 =K B:(0.19 g, 0.73 mmol)ix T TAF(@ ml) ¥ . HF w78 A40%(0.237
g, 1.3 mmol)F= = 2, 5(0.043 g, 0.43 mmol) e A 2| iZ 5% F FF35 854
EERTHREF D, H4Q2-ZFHA[1 3] A RF4-£FARLK
A-4-(4-FARFA)-3-F AT -3-44-1-85(0.2 g, 0.43 mmol, oy 4-(4-FAK
FE)A-[4-Q3-—F A RAEL) KA 3-RTAT3-47-1-B5 4] &,
RIp BRI AE A RERACA)IE T TR Y, AanB| R RA4 UP ﬁ-ﬁ-
YR ALH 2B R B R EE R S SR A M T 20 ml F R -/KIE R (8:2)
T O ZERAAE L GEQ0 m) R K, GG hEEE IR Y
¥ B KIS R Bk —R. 473 0.07g.
E-%#4& 'HNMR (CDCly): 1.37 =141 (2s, £ 6H), 2.91 (¢, 2H), 3.40 (t,
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2H), 3.70-4.14 (m, 4H), 4.39 (£ &%, 1H), 6.56 (d, 2H), 6.76 (d, 2H),
7.05-7.4 (m, 9H).

e) MRk AH
(E)-2-{4-[4-FAR-2-F H-1-(4- FRF ) T-1-H K- K AL ) 288 (No. 8)
H(E)-1-[4-2-F 8K TR KA )-4-BAK-1-(4-FARFK L) 2- K4
T-1-%(400 mg, 0.8 mmol)ixF F X ¢ . £ RASATI2A4#(106 mg, 1.6
mmol)#= Z &R (126 mg, 1.6 mmol). J5iZRE-M i T2 FH4F 6 ) B,
FiRo LR FARLERN ., FRAWET SR S NEAME) 80 %F
BT, WRAMEZTE T2 N FEALTFTE, lan—%K
FI M BRE OB BT, HiRew T RAKXLERN, Bryme
Meig BATCRBLA): TR TEE 9:1)44b,
'H NMR (CDCl): 2.92 (t, 2H), 3.41 (t, 2H), 3.87-3.95 (m, 4H), 6.57 (d,
2H), 6.78 (d, 2H), 7.06 (t, 2H), 7.10-7.31 (m, 7H),

J AR B & 7 i H) G vA T ELIE £ R KA A 691869
(E)-2-{4-[(Z)-4-8A&K-1,2-30(4-BARF L) T-1-H ALK 84 ) LB (No. 9)
'H{ NMR (CDCL): 2.90 (t, 2H), 3.39 (t, 2H), 3.85-4.05 (m, 4H), 6.61 (d,
2H), 6.77 (d, 2H), 7.07 (d, 2H), 7.1-7.26 (m, 4H), 7.35 (d, 2H).

(E)-3-{4-[(2)-4-FAR-1-(4- A A)-2-F - T -1 AR )X R -R-1,2-
— & (No. 10)

¥ 1-(2,2- = F £ -[1,3] = B AIR4-2 F AL E A 4-RAR-1-(4-F
RAFH)-2-FH-T-1-4(0.5 g, 1.0 mmol)iE T LBF F F-4% 2N RALEIK
B (5 mAe A B iZ AR . HRAM M E 40CH U GHI 1 e,
REW¥ B ALK FHEBRFRY, WHERAKRE, THRIFEL
Z2F. £ 045¢.
'H NMR (CDCly): 2.91 (t, 2H), 3.41 (t, 2H), 3.60-4.15 (m, SH), 6.56 (d,
2H), 6.77 (d, 2H), 7.1-7.4 (m, 9H).
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Fp] 2
a) 4-(1,2- = 3#-4-Z A T-1-H L)X 1T 4469 O-k kb
4,4-32[4-(2-F B TR FHA]3- KA T -3-16-1-85

ARAE AL la P ATRM %, B PTC RAEW 4,4-R(4-F 4K
A)-3-F AT 3-4-1-B3 (536 1o)FeF A 2-18 K T A B S &,
'H NMR (CDCls): 2.78 (t, 2H), 3.59 (q, 2H), 3.74, 3.84, 4.02 #= 4.17 (4 A~
dist.t, 3t 8H), 4.59 (s, 2H), 4.65 (s, 2H), 6.56 (d, 2H), 6.76 (d, 2H), 6.91 (d,
2H), 7.09-7.40 (m, 17H).

AR 8 75 k4 A F AL e-4:
(E)-4-[4-(2-F £ T RA)FA]A4-(4-RARE)-3- R AT -3-4-1-8%
'H NMR (CDCly): 2.74 (t, 2H), 3.56 (t, 2H), 3.71-3.76 (m, 2H), 3.98-4.03
(m, 2H), 4.60 (s, 2H), 6.57 (d, 2H), 6.75 (d, 2H), 7.10-7.40 (m, 14H).

(2)-4-[3-2-F BA CAI)FA]-34- 23K -T-3-4%-1-85
'H NMR (CDCl3): 2.75 (¢, 2H), 3.58 (t, 2H), 3.63-3.66 (m, 2H), 3.81-3.85
(m, 2H), 4.55 (s, 2H), 6.47-7.40 (m, 19H).

(2)-4-[4-2-F £ AA TR FA])34- 2K E-T-3-4-1-85

it A Ae) la P ARG ik, o 4-(4-F A KK)-34- 2K
T-3-%-1-B (£ B 1% 4,996,225 5 Ak #1474 2-RAR AT
KBS &
'"H NMR (CDCls): 2.16 (s, 3H), 2.75 (t, 2H), 2.79 (t, 2H), 3.59 (q, 2H),
4.02 (t, 2H), 6.55 (d, 2H), 6.79 (d, 2H), 7.05-7.40 (m, 10H).

(2)-4-[4-(3-3F B A BRA)FA]-3.4- = F K- T -3-0%-1-5%

BT 47 ik, FF A 3-8 KB AR K 41 &
'H NMR (CDCly): 2.00 (& &4, 2H), 2.75 (t, 2H), 3.59 (2x t, 4H), 3.95 (t,
2H), 4.48 (s, 2H), 6.54 (d, 2H), 6.78 (d, 2H), 7.11-7.40 (m, 15H).
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(E)-4-(4- 8K H)-3-F H-4-(4-{2-[2-(w Snbri A R TRA] T ARA)
RAE)T-3-M-1-82
J% NaH(0.09 g, 2.69 mmol) 5 — ¥ 3 ¥ Bt e(DMF)(30 ml)i4-. #
(E)-4-(4-RMARFH)-4-(4-72 5K K):3- KA T-3-%-1-B1 8 Tizs R+ 7F
5 ¥z bk £ 60°C, #EAF I Bt FEF DMF(S ml) ¥ ¢ 2-[(2-(w
S A S L) T RIL] T A F(0.83 g, 4.03 mmol)Ae N B 5 A R b 4k
4t 3 B, Wi de BALAR KA (30 ml)Ae T R (30 m)Ae A B 427
b4 BURL RA B F k3 10 4P, 2 B & B A F RGO ml)FE R4
KB, AFFREFA 2N A8 b4hKismkbkFRARKikiE=Zk, F
10 BAHNEFAZLET. 153 14 g, 99 %,
'H NMR (CDCl): 1.40-1.90 (m, 6H), 2.70 (t, 2H), 3.4-3.94 (m, 10H),
3.95-4.05 (m, 2H), 4.55 (m, 1H), 6.56 (d, 2H), 6.74 (d, 2H), 7.05-7.35 (m,
9H).
J B A7 i H) S A T4
15 (2)-34- =3 £ -4-(4-(2-[-(W St A R ) TAELI TEA ) KA T-
3-%k-1-B5
B 5l b AR R 6 ik, o 4-(4-FH R H)-3,4- = KK -T -3-
W-1-B2 (35 £ B £ A1 5 4,996,225 5 F Arik ) &) Fo 2-[2-(29 Srth A R
) CERIL)TE AT 444
20 'H NMR (CDCly): 1.40-1.91 (m, 6H), 2.74 (t, 2H), 3.4-4.0 (m, 12H), 4.61
(m, 1H), 6.55 (d, 2H), 6.77 (d, 2H), 7.05-7.35 (m, 10H),

A-(4- FAR S AR)-3- A A4 (2-2-( Eott B R R TR TRATR
BT 34515

25 E-£#4k 'HNMR (CDCl;): 1.38-1.90 (m, 6H), 2.75 (t, 2H), 3.32-4.03 (m,
10H), 4.00 (m, 2H), 4.62 (m, 1H), 6.56 (d, 2H), 6.75 (d, 2H), 7.04 (t, 2H),
7.00-7.20 (m, 5H), 7.27 (dd, 2H).
7-E#4% "HNMR (CDCly): 1.40-1.90 (m, 6H), 2.79 (t, 2H), 3.43-4.03 (m,
10H), 4.15 (m, 2H), 4.65 (m, 1H), 6.69 (t, 2H), 6.83 (dd, 2H), 6.90 (d 2H),
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7.05-7.20 (m, SH), 7.19 (d, 2H).

(2)4-[4-2,2-= F 2-[1 312 FAIRA-R P I E R34 F AT -
Y155

'H NMR (CDCly): 1.37 # 1.41 (2s, 4 6H), 2.75 (t, 2H), 3.58 (t, 2H),
3.70-4.10 (m, 4H), 4.39 (& &%, 1H), 6.56 (d, 2H), 6.78 (d, 2H), 7.10-7.40
(m, 10H).

{4-[1-(4-FARFH)4- 2 A 2-F A T- 1 R R R} LB L Bs

ARIE ) la PAT R G, A NaH4EA A, & 4-(4-2ARXK
H)-4-(4-3 HFH)-3-F AT -3 1-B3 (544 10)F= 2K LB LEE 4
&
E-&#4k 'HNMR (CDCly): 1.25 (t, 3H), 2.74 (t, 2H), 3.57 (t, 2H), 4.22
(q, 2H), 4.48 (s, 2H), 6.56 (d, 2H), 6.77 (d, 2H), 7.0-7.4 (m, 9H).
Z-5#45 "HNMR (CDCL): 1.31 (t, 3H), 2.78 (t, 2H), 3.58 (t, 2H), 4.29
(q, 2H), 4.63 (s, 2H), 6.79 (d, 2H), 6.89 (d, 2H), 6.98 (d, 2H), 7.15-7.30 (m,
7H).

b) ¥HEAEETHE
1,1-3[4-(2-F A T RA) KA J-4-8AR-2-F T -1t

AR E A 1d AR GG ok, A EABLEAE AR S B AT A
2.
'H NMR (CDCLy): 2.94 (t, 2H), 3.42 (t, 2H), 3.73 #= 3.83 (2 A distt, 4
4H), 4.00 #= 4.16 (2 A distt, 2 4H), 4.58 (s, 2H), 4.65 (s, 2H), 6.56 (d,
2H), 6.76 (d, 2H), 6.92 (d, 2H), 7.10-7.40 (m, 17H),

A B4 5 i ) B0 T LS4

(B)-1-[4-Q-% B T R KA 4 Fke - (- AR R A 2- K - T- 146
'H NMR (CDCly): 2.91 (t, 2H), 3.40 (¢, 2H), 3.71-3.76 (m, 2H), 3.98-4.03
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(m, 2H), 4.60 (s, 2H), 6.57 (d, 2H), 6.75 (d, 2H), 7.10-7.40 (m, 14H).

(Z)-4-FAK-1-[4-Q2-F AAA TRI)FA]-1,2- =K - T-1-%[No. 11)
'H NMR (CDCly): 2.16 (s, 3H), 2.79 (t, 2H), 2.92 (t, 2H), 3.42 (t, 2H), 4.01
(t, 2H), 6.55 (d, 2H), 6.78 (d, 2H), 7.05-7.45 (m, 10H),

(Z)-1-[3-2-F AA TR R AT4-FAR-1,2- = F L-T-1-H
'H NMR (CDCly): 2.92 (t, 2H), 3.41 (t, 2H), 3.63-3.67 (n, 2H), 3.81-3.85
(m, 2H), 4.55 (s, 2H), 6.47-7.40 (m, 19H),

(2)-1-{4-G-% Fbh 8 EIA) FA]-4-Flk1 2- = R ST -1
'H NMR (CDCls): 2.0 (£ &%, 2H), 2.92 (¢, 2H), 3.42 (t, 2H), 3.59 (t, 2H),
3.94 (t, 2H), 4.48 (s, 2H), 6.54 (d, 2H), 6.78 (d, 2H), 7.11-7.40 (m, 15H).

{4-[4-BAMR-1-(4-FARFL)-2- KA T-1-H AR AL} LR LB AR 2

¢y 8 (No. 12 #= 13)

E-FA4k, B 'HNMR (CDCly): 1.25 (t, 3H), 2.91 (t, 2H), 3.41 (t, 2H),

4.21 (q, 2H), 4.49 (s, 2H), 6.57 (d, 2H), 6.77 (d, 2H), 7.0-7.4 (m, 9H).
FiZBE AR 5 YE BAsheh 80 % F BE KA R T AKAR 4 A8 5 69

E-FHM4&, B2(No. 12) '"H NMR (CDCl;): 2.91 (t, 2H), 3.41 (t, 2H), 4.47 (s,

2H), 6.58 (d, 2H), 6.78 (d, 2H), 7.0-7.4 (m, 9H).

Z-F#4k, B 'H NMR (CDCly): 1.31 (t, 3H), 2.95 (t, 2H), 3.42 (t, 2H),

4.30 (q, 2H), 4.65 (s, 2H), 6.79 (d, 2H), 6.91 (d, 2H), 6.98 (d, 2H), 7.15-

7.30 (m, 7H),

E-F#4k, B2(No. 13) 'TH NMR (CDCls): 2.95 (t, 2H), 3.41 (t, 2H), 4.65 (s,

2H), 6.79 (d, 2H), 6.94 (d, 2H), 6.98 (d, 2H), 7.10-7.30 (m, 7H).
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(2)-1,2- =K -4-2AK-A4-(4-2-2-(w ot A BA) CARA) ALK
A)-T-1-%

I T 1d FFFR 95 3k, Al PhP Fu CCL 4 # ik A1 445 5
HEAH A
'"H NMR (CDCls): 1.30-1.90 (m, 6H), 2.92 (t, 2H), 3.42 (t, 2H), 3.4-4.0 (m,
10H), 4.62-4.65 (m, 1H), 6.55 (d, 2H), 6.77 (d, 2H), 7.05-7.35 (m, 10H),

B B A0 7 ik ) & vd Fieadh:
(2)-4-[4-(4-BAR-1,2- = F-T-1-H )R EA FA]-2,2- = F 4-[1,3] =
'HNMR (CDCls): 1.37 #= 1.41 (2s, # 6H), 2.91 (t, 2H), 3.41 (t, 2H),
3.7-4.1 (m, 4H), 439 (& &%, 1H), 6.55 (d, 2H), 6.77 (d, 2H), 7.10-7.41
(m, 10H)
(B)-1-(4-{2-[2-BMR T A& LRI ) -4-2AR-1-4-2 AR K H)-2-K
A-T-1-%No. 14)

AR F W St R R AR ST A A
'H NMR (CDCl;): 2.94 (t, 2H), 3.43 (t, 2H), 3.65 (dist.t, 2H), 3.8-3.85 (m,
4H), 4.0-4.06 (m, 2H), 6.60 (d, 2H), 6.78 (d, 2H), 7.10-7.40 (m, 9H).
(B)-1-(4-{2-[(2- AR T A T B ) FA)-4-FA-1-(4- AR FL)2-K
F-T-1-#(No. 15)

FEZ R P v Rt AR R A AR T A
'H NMR (CDCly): 2.91 (t, 2H), 3.41 (t, 2H), 3.62 (dist.t, 2H), 3.74-3.85 (m,
4H), 4.01 (dist.t, 2H), 6.57 (d, 2H), 6.76 (d, 2H), 7.06 (t, 2H), 7.09-7.22 (m,
5H), 7.27 (dd, 2H).

c) &Ry AL HE
2-(4-{4-8AR-1-[4-2-F R CRIOF K] 2-F AT -1 8- R A A)-1-
B2 (No. 16)

HRAE A e le ¥ AT e 7 ik, A Zn Ao AcCLAE XA Fr & F
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'H NMR (CDCL): 2.95 (t, 2H), 3.42 (t, 2H), 3.80-4.20 (m, 8H), 6.56 (d,
2H), 6.78 (d, 2H), 6.92 (d, 2H), 7.10-7.26 (m, 7H).

R RV HE64 7 k) %A F L35 KL W & a9 1L a4
(E)-2-{4-[4-FAK-2-F A -1-(4-FARF ) T-1-H AKX EA ) B (No. 17)
'H NMR (CDCLy): 2.92 (t, 2H), 3.41 (t, 2H), 3.80-4.00 (m, 4H), 6.57 (d,
2H), 6.77 (d, 2H), 7.10-7.40 (m, 9H),

(2)-2-[3-(4-8AX-1,2- = F K- T -1-4 ) FK A T EZ(No. 18)

'H NMR (CDCls): 2.93 (t, 2H), 3.41 (t, 2H), 3.70-3.80 (m, 4H), 6.40-7.40
(m, 14H).

(Z)-2-{2-[4-(4-BM&K-1,2- = KA T-1-H )X EA] T AK ) TEE(No.19)
R A le BT iR 69 7 ik 44 w9 St Ak A HY/EtOH A 4.

'H NMR (CDCly): 2.92 (t, 2H), 3.41 (t, 2H), 3.61, 3.68, 3.77 (3 /~ dist.t,
6H), 4.00 (dist.t, 2H), 6.56 (d, 2H), 6.78 (d, 2H), 7.1-7.4 (m, 10H).

J B 77 i dl A T L8 RE A 691LE4h:
(Z)-3-[4-(4-FAK-1,2- =K K-T-1-H R K R ]&-1,2- =82 (No. 20)
'H NMR (CDCl;): 2.92 (t, 2H), 3.41 (t, 2H), 3.58-4.10 (m, 5H), 6.53 (d,
2H), 6.78 (d, 2H), 7.10-7.41 (m, 10H),

S 3
a) (2)-4-[4-(2-2kod-1-25- T RA) K I]-3,4- 2 F 3 -T -3-H-1-8%
H(2)A[4-Q- 2R TR FR A3 4- = KA T3 1-B (£ B+
)% 4,996,225 5 & prik 4] 4)(4.97 g, 0.0117 mol)ixF F 2 T AHA(S0
ml) A= 2% BL47(4.8 g, 0.035 mol) ¥ FF 452k ok 4h £(2.11 g, 0.0234 mol)Aa
g aad . BRAMRBHFRIAS I, RAEFZERTEFIGERE
BALET, BBRAYETLETET, B 2N KBMAMKERFK
teide, THBRIAXZET. BEAVWNTERLHGREYH T EL .
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'H NMR (CDCls): 2.75 (t, 2H), 3.59 (dist.t, 2H), 4.07 (dist.t, 2H), 4.23
(dist.t, 2H), 6.51 (d, 2H), 6.79 (d, 2H), 6.97 (s, 1H), 7.03 (s, 1H), 7.05-7.40
(m, 10H), 7.51 (s, 1H).

5 (Z2)-4-[4-2-F A AL TEA)RK]-34- KA T-3-M-1-85
H(2)-4-[4-Q-FARCEL) K A3 4-Z KA T-3-t-1-B5 (e R E £

A1% 4,996,225 5 & B ik 4] &(2)-4-[4-2- RN ALK A]3.4-2F 4
T-3-H-1-B2 69 7 & 41 4)(2.0 g, 0.0052 mol)Fo F A M 44 40 YorkKis & (5
ml, 0.065 mol)5 = F & F Bt (8 ml)i%é~. & 60°C FH4i%Rbd L 4

10 b hadh 8 B, E)ZRA T Ao 60 ml JKH A LER LBSEER, 45
BR T BS B R 2N A Bk ek, A 2N S EAL4RIE AL K BB
FA B TESRER, AKAEELBRUBE, CRBETRARLET.
23 15¢g,
'H NMR (CDCly): 2.39 (s, 3H), 2.70 (t, 2H), 2.84 (t, 2H), 3.48 (t, 2H), 3.93

15 (t, 2H), 6.59 (d, 2H), 6.77 (d, 2H), 7.10-7.40 (m, 10H).

ey
i
W
e
\' \
W
e
B

b) (Z)-4-(4-{2-[2-F R L) F A RAA] T
3-4-1-B2
B B x4 la PAAE 6 PTC ik, JF & 2-18 K CEAE 4 KA
20 %) 8-,
'H NMR (CDCls): 2.35 (s, 3H), 2.70, 2.75, 2.79 (3t, 6H), 3.56 (t, 2H), 3.60
(t, 2H), 3.94 (t, 2H), 4.50 (s, 2H), 6.54 (d, 2H), 6.77 (d, 2H), 7.10-7.20 (m,
5H), 7.25-7.35 (m, 10H),

25 ¢) (2)-1-{2-[4-(4-FAR-1,2- = F A T -1 ) K A T A - 1H-217¢ (No.
21)
B 4 1d, A XA B A A XA H &, BidRL
LRI A T BA M 64 F B2 -7K(8:2)i i F F A “F’?f\?f-ﬂx_ai;i;g
B2k, EERBT)EFHst. H#FE-KERBAH A FRER
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. T RKERKRERKFEALET. B ONCBRRTBEE T4 &,
% HCl-#, #k& 46 %,

'H NMR (HCI- 2, MeOH-d,): 2.89 (t, 2H), 3.39 (t, 2H), 4.23 (t, 2H), 4.60
(t, 2H), 6.60 (d, 2H), 6.80 (d, 2H), 7.10-7.40 (m, 10H), 7.54 (s, 1H), 7.67 (s,
1H), 8.98 (s, 1H).

(2)-2-F £ TH)-(2-[4-(4-FAR-1,2- =R A-T-1-H A REA]- T A)
NS

HAE T 1d, ) BABLEAM KA 41 %
'H NMR (CDCls): 2.35 (s, 3H), 2.70, 2.79 (2t, 4H), 2.92 (t, 2H), 3.42 (,
2H), 3.56 (¢, 2H), 3.93 (t, 2H), 4.51 (s, 2H), 6.54 (d, 2H), 6.77 (d, 2H),
7.10-7.40 (m, 15H).

d) (2)-2-({2-[4-(4-FAK-1,2- = 3R K-T -1 R R AR LA - T ARA)
Z BZ(No. 22)

Mo le TR &9 F %, A Zn A= LEBRA A XA # &
'H NMR (CDCL): 2.32 (s, 3H), 2.60 (t, 2H), 2.78 (t, 2H), 2.92 (t, 2H), 3.42
(t, 2H), 3.57 (t, 2H), 3.91 (t, 2H), 6.54 (d, 2H), 6.78 (d, 2H), 7.05-7.40 (m,
10H),

AL 4
a) 2-(4-RARFKL)-1-4-F ALK L) TH

HFFEE(13.9 g, 0.13 mol) e A E|Hit 64 4-FARFK L T88(20.0 g,
0.12 mol)#y = A B EF(16.5ml, 0.12 mol)iziz 7 . FiZ RAMAE R
BEHE 24 N BF, Ao ORKF ARG HIB R B LIKEL &6 T, FAKR
B, WiZ MM CEET E S, 152204 g, 67 %,
'H NMR (CDCls): 3.86 (s, 3H), 4.20 (s, 2H), 6.93 (d, 2H), 7.20 (d, 2H),
7.28 (d, 2H), 7.98 (d, 2H).
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J Bl A% 64 77 ik F1 & vA T AL
2-(4-RAFL)-1-(4-F RA KAL) 5
'"H NMR (CDCls): 3.87 (s, 3H), 4.21 (s, 2H), 6.94 (d, 2H), 7.01 (t, 2H),
7.22 (dd, 2H), 7.99 (d, 2H).

1-(4-F B R A)-2- K- T E
'H NMR (CDCl): 3.84 (s, 3H), 4.23 (s, 2H), 6.92 (d, 2H), 7.20-7.40 (m,
5H), 7.99 (d, 2H).

b) 2-(4-RAFKAR)-1-(4-2 A FH) LA

&8 AL45(29.8 g, 0.223 mol)vh [ HbF e A B itk 44 2-(4-FAKE
A)-1-(4-F 8AFEL)TE(19.4 g, 0.074 mol)ey FERB00 ml)mk . 4%
TR E 60°C iy it 2 I ut. 45 BB e A B A Fr ey R
MF. WNCERTEEAMEAL FWiE., 7 BE5EFR UGB UEEERS
KE., TREOFOANEFZLEN. HFHATRPEL R, 72
17 g, 93 %.
'H NMR (CDCl+MeOH-d,): 4.19 (s, 2H), 6.85 (d, 2H), 7.19 (d, 2H), 7.28
(d, 2H), 7.90 (d, 2H).

FIAR ) & 77 3% F) & A T A4
2-(4-BARFA)-1-(4-FZ A F L) TER
'"H NMR (CDCl3+MeOH-dy): 4.20 (s, 2H), 6.86 (d, 2H), 7.00 (t, 2H), 7.22
(dd, 2H), 7.91 (d, 2H).

1-(4-F R FH)-2-F A LA

'H NMR (CDCl3+MeOH-dy): 4.20 (s, 2H), 6.84 (d, 2H), 7.2-7.4 (m, SH),
7.90 (d, 2H),
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c) 4-# AL B FKABIRIT A 4 ¢4 O- AL
£ PTC 44+ F
2-(4-FMFA)-1-[4-Q-— FRAEL TR RA] LH

£ 60°CTF, ¥ 10 %A EAAARERIINESA 2-(4-BARFKL)-
1-(4-# £ ¥ 1) Z8A(6.0 g, 0.024 mol). TBABr(0.9 g)#4 F %(60 ml)ig A
Wb iz RS 30 54 A NN-ZF R AR AR LB B6
g, 0.025 mol)j- /& 70-75°C T4k 4L 484F 3 oY, 4B A FRERAK
B HEHte T RERLIFE F4(1.85g, 24 %).
'H NMR (CDCls): 2.34 (s, 6H), 2.75 (t, 2H), 4.12 (t, 2H), 4.20 (s, 2H),
6.95 (d, 2H), 7.19 (d, 2H), 7.29 (d, 2H), 7.97 (d, 2H).

F B A4 77 i F) &4 TALa-:
1-[4-Q-= F A RA RSB FA]-2-(4-AARFKL) TE
'H NMR (CDCls): 2.34 (s, 6H), 2.75 (t, 2H), 4.12 (t, 2H), 4.21 (s, 2H),
6.96 (d, 2H), 7.01 (t, 2H), 7.22 (dd, 2H), 7.98 (d, 2H).

12 72 F 2-T 8 44 K,CO;5
1-[4-Q-F R T RI)F K] 2- KA TR

H 1-(4-2 K )-2- 3K £ Z8R(17 g, 0.08 mol)i&F 2-T B7(200 ml)
P 45 2% B2 47(33.1 g, 0.24 mol)F= 2-F S 2438258 g, 0.12 mol)Am
NEZEmT ., R EA 3 e, AB iz R g A
RERET, BBRAMETTRY, A 2N KA E R E,
FRAZLET. F oM TEE P, 1335232 84 %,
'H NMR (CDCl;): 3.80-3.86 (m, 2H), 4.20-4.22 (m, 2H), 4.23 (s, 2H), 4.63
(s, 2H), 6.90 (d, 2H), 7.20-7.40 (m, 10H), 7.90 (d, 2H),

B B A9 75 ik 1 & A TALE4:

1-[4-2-F EA TRA)FRA]2-4-FRR L) T
'H NMR (CDCL): 3.84 (dist.t, 2H), 4.20 (dist.t, 2H), 4.20 (s, 2H), 4.63 (s,
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2H), 6.95 (d, 2H), 7.19 (d, 2H), 7.29 (d, 2H), 7.30-7.45 (m, 5H), 7.96 (d,
2H).

2-(3-F B A FH)-1-[4-(2-9% 72 -1- K THI) K K] LR
5 A 1-(4-FZ AR HE)2-C-F RARL) TEAA 1-Q-BAR T Ak i
'H NMR (CDCls): 1.37-1.52 (m, 2H), 1.52-1.68 (m, 4H), 2.50 (br t, 4H),
278 (t, 2H), 3.77 (s, 3H), 4.14 (t, 2H), 4.19 (s, 2H), 6.73-6.90 (m, 3H),
6.90 (d, 2H), 7.22 (t, 1H), 7.96 (d, 2H).
10
2-(2-F B R H)-1-[4-Q2-% 2 -1- B LRI F K] L
A 1-(4-#2 A FHK)-2-2-F FAFK) LE A 1-2-AR TR &
R s
'H NMR (CDCls): 1.40-1.53 (m, 2H), 1.53-1.70 (m, 4H), 2.51 (br t, 4H),
15 279 (t, 2H), 3.79 (s, 3H), 4.16 (t, 2H), 4.22 (s, 2H), 6.84-7.00 (m, # 4H),
£ 2T 6.92 (d, 2H), 7.14-7.30 (m, 2H), 8.00 (d, 2H).

d) BLEFASIRNT A 484 C-kr kil
4-%F FH-2-(4-AMRF L) 1-[4-Q- = FEARA TRA)F K] T-1-87
20 oA 2-(4-BARFHA)-1-[4-Q-— F A EA CRA)RK]TERA(63 g,
0.020 mol)#= TBABr(0.5 g)#4 ¥ 3(70 ml) ¥ & :%&-# Aa#h £ 70°C F AN
48 %A E A 4h (70 ml), iz A3tk 30 54754 85-90C F
Q-2 AR T EAF H£)K(G.5 g 0.025mol), F 95-100C, ¥z
FLRARAE 3 D, S BHFR FTRERSKE, AKEEITNE
25 WMEHRLER., BEFHO0EAt—FdimA T FT—REY
B,
'H NMR (CDCls): 1.93-2.1542.38-2.58 (2m, 4 2H), 2.32 (s, 6H), 2.72 (t,
2H), 3.25-3.55 (m, 2H), 4.08 (t, 2H), 4.42 (s, 2H), 4.82 (t, 1H), 6.88 (d, 2H),
7.15-7.40 (m, 9H), 7.92 (d, 2H).
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F BIAR 8 77 i) & vA T 1a4h:
4-F FH-1-[4-Q-=FARA TRI)FRA]2-(4-FARF L) T-1-57
'H NMR (CDCl;): 1.95-2.15 #22.40-2.60 (2m, 3:2H), 2.31 (s, 6H), 2.71 (t,
2H), 3.25-3.55 (m, 2H), 4.07 (t, 2H), 4.42 (s, 2H), 4.83 (t, 1H), 6.88 (d, 2H),
6.94 (t, 2H), 7.10-7.40 (m, 7H), 7.93 (d, 2H).

4-7F FA-2-(4-FARFKA)-1-(4-F 8 A K L) T-1-87

'H NMR (CDCL): 1.95-2.15 %= 2.35-2.55 (2m, 3 2H), 3.30-3.55 (m, 2H),
3.82 (s, 3H), 4.42 (s, 2H), 4.82 (¢, 1H), 6.85 (d, 2H), 7.10-7.40 (m, 9H),
7.93 (d, 2H).

1-[4-(2-F A& TR FAK]-2- K -4-(m9 Stk A B T -1-57

'H NMR (CDCL): 1.4-1.9 (m, 6H), 2.0-2.2 (m, 1H), 2.4-2.65 (m, 1H), 3.2-
4.05 (m, 6H), 4.1-4.2 (m, 2H), 4.45-4.5 (m, 1H), 4.60 (s, 2H), 4.80 (t, 1H),
6.88 (d, 2H), 7.1-7.4 (m, 10H), 7.96 (d, 2H).

1-[4-(2-F A T EI)FHK]-2-(4-FAARFR)-4-(w Srbd R RA) T-1-
i

'"H NMR (CDCl;): 1.30-1.90 (m, 6H), 1.95-2.15 #= 2.38-2.58 (2m, 4 2H),
3.20-4.05 (m, 6H), 4.16 (dist.t, 2H), 4.75-4.85 (m, 1H), 4.61 (s, 2H), 4.80 (t,
1H), 6.88 (d, 2H), 7.13-7.40 (m, 9H), 7.94 (d, 2H).

1,2- K 3 -4-(29 Erteeh 2R ) T -1-8

'H NMR (CDCls): 1.4-1.9 (m, 6H), 2.0-2.2 (m, 1H), 2.4-2.65 (m, 1H), 3.2-
3.9 (m, 4H), 4.45-4.5 (m, 1H), 4.85 (t, 1H), 7.1-7.5 (m, 8H), 8.00 (d, 2H),
2-(3-F A ) 1-[4-(2-% 52 -1- 4 T EAL)F A ]-4-(w S rterb L AL
T-1-87)

'H NMR (CDCl;): 1.40-1.90 (m, 13H), 1.95-2.2 (m, 1H), 2.48 (br t, 4H),
2.75 (t, 2H), 3.20-3.90 (m, 4H) £ 3 F & 3.76 (s, 3H), 4.11 (t, 2H), 4.49 (m,
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1H), 4.77 (m, 1H), 6.73 (dd, 2H), 6.80-6.95 (m, 4H), 7.21 (t, 1H), 7.96 (d,
2H).

2-(2-F B FKIK)-1-[4-Q2-7k - 1- 2 TR FIK]-4-(w9 2tk A EAL)
5 T-1-BA
'H NMR (CDCls): 1.30-1.90 (m, 13H), 1.95-2.15 (m, 1H), 2.48 (m, 4H),
2.74 (t, 2H), 3.20-4.00 (m, 4H) /£ 5 T & 3.88 (s, 3H), 4.09 (t, 2H), 4.45-
4.55 (m, 1H), 5.22 (m, 1H), 6.73-6.90 (m, 4H), 7.14-7.30 (m, 2H), 7.97 (d,
2H).
10
e) BLEFAZIBAT & 4 09 4 e B AL
4-F B -2-(4-RARKA)-1-[4-Q- = F AR TRAL)-F A 1K AT -
1-B5
¥ 4-F A 2-(4-RARFE L) 1-[4-Q- = F ARA TRA)FA]T-1-
15 BR(9.4 g, 0.021 mol)Aax 2| vy £ 3 (13.1 g, 0.083 mol)F= Mg /& (2.0 g,
0.083 mol)f£ F )& w9 Sk F 4] & 69 A& H XA 7. HiZRESH =R 3
B, A RACAR IR AR A B A H Y BRI, 4B THF B3
P RERAKE . R GRS I A B RLER] . a7 #(10.7
gYEA #—F i m A T F—F 5T,
20
A BI AR 84 7 ik ) & A TS
4-%F F I -1-[4-2- = F A AR TR FA]2-(4-FMREA)-1-K A T -1-
BZ
AR T AT T —ANRETET.
25 4-F BA2-(4-FARFA)-1-[4-Q- = FARA TABOFA]-1-(4-F AL
FA)T-1-B5
BAT T AT T —ARETRT.
1-B-F 8AFL)-1-[4-Q-F 84 TRAL)FK]-2- KL -4-(w St A F
A)T-1-8%
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BH t—Fsem BT T —ANREFET.
1-[4-(F BA TEH)F AT 2-(4-AAREKL)-1-(4-F A FHL)-4-(w &tk
HAEA)T-1-8

BAR#—F R AT F—ARETERY.
2-(3- 9 SR A)-1-F A -1-[4-(2-9k 52 -1- A T A R AR ]-4-(m9 Sortkny
AFA)T-1-82

BR AT FT—ARETRYE.
2-(2-%F B A FH)-1-F - 1-[4-Q-km2-1- 2 T A A ) F A ]-4-(w9 & otk
AR T-1-B7

BA — R T T —ANRE TR,
1-[3-2-= ¥ A RA TR KA 1,2- = K -4-(w9 St R RH) T-1-

B

B H— A m AT T ANRETERY.
1-[4-Q2-3F Bt CEFA)EA]1,2- R A A-(w9 Ertbvb A B ) T-1-82
B H— AT T ANRETERF.
1-[4-Q2-= F A R THAAE)FR]-1,2- = 5 -4- (w9 St A A T-
1-8%
BAHBE—FHARA T T —AREFTRT.

f) ZFAT BT ey LK

(2-{4-[4-F RA-2-(4-FARF ) I- R A T- 1A DPRAA) 2 ) = F i
W 4-F BIR-2-(4-FRFE ) 1-[4-2- = T ARA ALK A]-1-K

AT-1-85(10.7 @) F F 82 (70 ml) F Ao R B R i m R A BR M, 5

RIRSMAETBTHIFAS IEF, REESOCTH#FL e, ALRE

FIFW M 2tz BATCGRBLE) TR Z Ok 24: D440, 133 56¢,

2 E-Fo Z-3 MRty i o-4(1:2).

'HNMR (E-#= Z- F-A4k 84 i844%, CDCLy): 2.28 #= 2.34 (25, 6H), 2.64 #=

2.73 (2t, 2H), 2.78 #= 2.83 (2t, 2H), 3.40 #= 3.42 (2t, 2H), 3.93 #= 4.07 (2t,
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2H), 4.36 #= 4.38 (25, 2H), 6.55-7.40 (m, 18H)M 2 5T kL #4A 6.58 Fa
6.75 (2d, 4H).

F B\ At 7 ik ) &vd T AL a-4h:
5 (2-{4-[4-F BA-2-(4- B FA)-1-FAT- I H AR ER L) = F i

'HNMR (E-#= Z-F-#)4k 648449, CDCls): 2.28 #= 2.34 (25, 6H), 2.65 #=
2.74 (2t, 2H), 2.78 #= 2.83 (2t, 2H), 3.41 #= 3.43 (2t, 2H), 3.93 #= 4.07 (2t,
2H), 4.37 #= 4.39 (2s, 2H), 6.50-7.40 (m, 18H)M I & T vA #4A 6.58 Fn
6.75 (2d, 4H).

10 2-{4-[4-F I -2-(4-RARF ) 1-4-F A F L) T- 1A KRR}
A)=F k&
"H NMR (Z-#= E-f #4k 64 iftA-4, CDCls): 2.30 #= 2.35 (25, 6H), 2.67 #=
2.76 (2t, 2H), 2.81 (t, 2H), 3.41 (t, 2H), 3.69 #= 3.81 (2s, 3H), 4.38 (s, 2H),
6.56 #= 6.86 (2d, 2H), 6.58 #= 6.85 (2d, 2H), 6.75 (d, 2H), 6.76 (d, 2H),

15 7.0-7.4 (m, 11H),

4-[4-(2-F AL A FA]-3-(4-BARFEA)-4-(4-F 8AFKIK) T -3-H-
1-8%
ARIE A4 Lo 6 x84 il i bik BAT, SBLH TR F B2 99:1

20 ¥ Z-F B-F MRS 5 .

Z-%#348 TH NMR (CDCLy): 2.76 (t, 2H), 3.57 (br t, 2H), 3.75 (dist.t, 2H),

3.81 (s, 3H), 4.03 (dist.t, 2H), 4.59 (s, 2H), 6.59 (d, 2H), 6.76 (d, 2H), 6.87

(d, 2H), 7.05 (d, 2H), 7.13 (d, 2H), 7.19 (d, 2H), 7.27-7.40 (m, 5H).

E-£#4& 'H NMR (CDCly): 2.76 (t, 2H), 3.58 (br t, 2H), 3.70 (s, 3H), 3.84
25 (dist.t, 2H), 4.17 (dist.t, 2H), 4.65 (s, 2H), 6.57 (d, 2H), 6.77 (d, 2H), 6.90

(d, 2H), 7.06 (d, 2H), 7.15 (d, 2H), 7.18 (d, 2H), 7.27-7.40 (m, 5H).

R B A% 64 77 i 5 A T AL B4
3-(3-F EA R H)-4-F A -4-[4-Q-9k - 1- A CRIOFA] T -3-H-1-82
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Z- 545 '"H NMR (CDCl): 1.33-1.50 (m, 2H), 1.50-1.65 (m, 4H), 2.45
(br.t, 4H), 2.67 (t, 2H), 2.73 (t, 2H), 3.58 (t, 2H), 3.65 (s, 3H), 3.96 (t, 2H),
6.55 (d, 2H), 6.63-6.77 (m, 3H), 6.79 (d, 2H), 7.10 (t, 1H), 7.20-7.40 (m,
SH).

E-f-#4& 'H NMR (CDCl3): 1.40-1.55 (m, 2H), 1.55-1.70 (m, 4H), 2.51
(br.t, 4H), 2.77 (t, 2H), 2.80 (t, 2H), 3.61 (s, 3H), 3.62 (t, 2H), 3.94 (t, 2H),
6.6-7.25 (m, 13H).

3-(2-F AAKA)-4-F A A4 - 1- A CRAVKA] T -3-15-1-85
Z-F#4& "H NMR (CDCls): 1.33-1.48 (m, 2H), 1.48-1.65 (m, 4H), 2.43
(br.t, 4H), 2.20-2.50 (t, 2H), 2.65 (t, 2H), 3.43-3.60 (t, 2H), 3.62 (s, 3H),
3.93 (t, 2H), 6.52 (d, 2H), 6.70-6.90 (m, 2H) £ £ F 6.82 (d, 2H), 7.05-7 43
(m, 7H).

E-%#4k '"H NMR (CDCls): 1.38-1.52 (m, 2H), 1.52-1.70 (m, 4H), 2.51
(br.t, 4H), 2.38-2.58 (t, 2H), 2.77 (t, 2H), 3.59 (s, 3H), 3.45-3.65 (m, 2H),
4.10 (t, 2H), 6.6-7.35 (m, 13H).

(B)-4-(3-% FAFH)4-[4-Q-F BA L RA)FA]3- KA T 3-8
'H NMR (CDCly): 2.73 (t, 2H), 3.5-3.6 (m, 2H), 3.7-3.76 (m, 2H), 4.0-4.03
(m, 2H), 4.60 (s, 2H), 5.05 (s, 2H), 6.56 (d, 2H), 6.78 (d, 2H), 6.8-6.95 (m,
2H), 7.05-7.35 (m, 17H).

(2)-4-[4-Q-F BA THABA)RA]-3,4- = F K- T -3-05-1-8

'"H NMR (CDCly): 2.75 (t, 2H), 3.02 (t, 2H), 3.56 (t, 4H), 4.47 (s, 2H), 6.78
(d, 2H), 6.96 (d, 2H), 7.1-7.4 (m, 15H).

(Z)4-[4-2-= F £ 5 L RFA) KRB 4- 2K AT 34518

MS: EL m/e 403 (M, 1 %), 332 (1 %), 72 (12 %), 58 (100 %).

57



00815625. 5

v B ZE53/681T

10

15

20

25

g) BEMRy 49 EA
3-(4-FHKF R4 = PR ERE CEIRAA-KA T -35-1-8
H(2-{4-[4-F FA2-(4-BARF L) L-RAT-I-HRIRAA 0 A)
Z¥hz(1.1 g, 2.1 mmol)ixF ¥ 3K H e Zn#3(0.4 g, 6.1 mmol)F= T &t
#(0.6 g, 7.6 mmol), HFiZRAMAE 40°C FTHAE 3 DB, e AFt G dh
Zn (0.5 g)F= LEL (0.6 g)FF Bak 3t 4k 5 I B, Je A\ T8 TBS S IRIE
ME . RE BRI FEEAHET FEF, @A 48 %A A4 KR
RAZRAWBA T L RN E TR THH 2 D EAEIE F 48 TEk
Bakfk., RATE, HARMHETTRYFAKEE ALTFEHFL
Wik BATH T MRS B . #53] Z-F 44k 0.25g, 133] B-FA4k
0.15g,
Z-F#4K 'TH NMR (CDCly): 2.28 (s, 6H), 2.65 (t, 2H), 2.72 (t, 2H), 3.57 (t,
2H), 3.94 (t, 2H), 6.58 (d, 2H), 6.76 (d, 2H), 7.07 (d, 2H), 7.15 (d, 2H),
7.20-7.40 (m, 5H),
E-F#4k "H NMR (CDCl3): 2.34 (s, 6H), 2.74 (t, 2H), 2.78 (t, 2H), 3.59 (t,
2H), 4.07 (t, 2H), 6.80-7.30 (m, 13H),

F B 64 77 i 4 6 T ALE-4:
4-[4-(2-=F F R TRI)FA]-3-(4- FARFA)-4-F A T -3-45-1-8¢
Z-F#145 TH NMR (CDCly): 2.27 (s, 6H), 2.64 (t, 2H), 2.72 (t, 2H), 3.56 (t,
2H), 3.93 (t, 2H), 6.56 (d, 2H), 6.76 (d, 2H), 6.86 (t, 2H), 7.00-7.40 (m,
7H).
E-F#4K 'TH NMR (E-F-#4K, CDCl3): 2.35 (s, 6H), 2.75 (t, 2H), 2.78 (t,
2H), 3.60 (t, 2H), 4.08 (t, 2H), 6.75-7.40 (m, 13H),

3-(4-FARFF)A-[4-2-2 F R ER TR FA]4-(4-F RA-FA)T-
3-4h-1-B2

Z- 44k 'H NMR (CDCly): 2.28 (s, 6H), 2.65 (t, 2H), 2.75 (t, 2H), 3.57 (¢,
2H), 3.81 (s, 3H), 3.94 (t, 2H), 6.58 (d, 2H), 6.75 (d, 2H), 6.87 (d, 2H),
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7.05 (d, 2H), 7.13 (d, 2H), 7.19 (d, 2H).

E-F-#14k 'TH NMR (CDCls): 2.33 (s, 6H), 2.74 (t, 2H), 2.75 (t, 2H), 3.56 (t,
2H), 3.69 (s, 3H), 4.07 (t, 2H), 6.56 (d, 2H), 6.76 (d, 2H), 6.88 (d, 2H),
7.06 (d, 2H), 7.13 (d, 2H), 7.17 (d, 2H),

h) F#EET AR
(D)-(2-{4-[4-FMR-2-(4-AMRFL)-1- KA T-I-H AR X RAK} )= F
fz(No. 23)

H(2)-3-(4-RARE2)4-[4-2- = F AREA CAL)RK]A4- KA T-
3-%-1-82(0.22 g, 0.5 mmol)ixF F X F . e N LFLBLE(0.2 g, 1.7 mmol)
FI L RA MR 45 547 B F RIS AL LIRS S Bk
g, 7132 02g,

'H NMR (HCI #:, CDCl3): 2.88 #= 2.90 (s, 4 6H), 2.91 (t, 2H), 3.40 (m,
4H), 4.40 (m, 2H), 6.58 (d, 2H), 6.81 (d, 2H), 7.07 (d, 2H), 7.19 (d, 2H),
7.20-7.50 (m, 5H).

F B #6477 ik 4 G- vA T AL
(BE)-(2-{4-[4-BAK-2-(4-RARFL)-1-F AT -1 AR AKX} L H)-=F
f(No. 24)

'H NMR (HCI 2, CDCls): 2.35-3.02 (m, 2H), 2.95 (s, 6H), 3.35-3.55 (m,
4H), 4.46-4.60 (m, 2H), 6.75-7.30 (m, 13H).
(2)-2-{4-[4-BAR-2-(4- FARFEL)- - KA T -1 AR AL 2 2)-=F
F=(No. 25)

'H NMR (HCI 2;, CDCl5): 2.88 (s, 6H), 2.94 (t, 2H), 3.41 (m, 4H), 4.39 (m,
2H), 6.56 (d, 2H), 6.80 (d, 2H), 6.91 (t, 2H), 7.10 (dd, 2H), 7.20-7.40 (m,
SH).
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2-{4-[4-RMR2-(4-BMRF ) 1-(4-FRAF L) T- 1B R )REA T4

— % B&(No. 26 F= 27)

Z- % H#4(No. 26): "H NMR (HCI 2, CDCl+MeOH-dy): 2.89 (s, 6H),

2.94 (t, 2H), 3.41 (m, 4H), 3.84 (s, 3H), 4.34 (m, 2H), 6.59 (d, 2H), 6.81 (d,
s 2H),6.90 (d, 2H), 7.06 (d, 2H), 7.18 (d, 2H), 7.19 (d, 2H).

E-5#)4k(No. 27): '"H NMR (HCI 2 ,CDCly+MeOH-dy): 2.91 (t, 2H), 2.98

(s, 6H), 3.41 (t, H), 3.54 (m, 2H), 3.71 (s, 3H), 4.45 (m, 2H), 6.59 (d, 2H),

6.77 (d, 2H), 6.94 (d, 2H), 7.06 (d, 2H), 7.17-7.18 (d, 2H), 7.23 (d, 2H).

N

10 1-(2-{4-[4-8AR-2-C-F FA K A)-1- KA T- 105 KPR A - T )%kee
(No. 28 #= 29)
Z-F-H#4k(No. 28): 'TH NMR (HCI £, MeOH-dy): 1.45-2.10 (m, 6H), 2.92
(t, 2H), 3.06 (dt, 2H), 3.44 (t, 2H), 3.47-3.66 (m, 4H), 3.68 (s, 3H), 4.27
(dist.t, 2H), 6.70-6.85 (m, 5H), 6.92 (d, 2H), 7.15 (dt, 1H), 7.30-7.50 (m,
15 5H).
E-F#4k(No. 29): 'TH NMR (HCI 2k, MeOH-dy): 1.45-2.15 (m, 6H), 2.96
(t, 2H), 3.12 (dt, 2H), 3.47 (t, 2H), 3.58-3.75 (m, 4H), 3.62 (s, 3H), 4.44
(dist.t, 2H), 6.65-6.83 (m, 3H), 6.90-6.97 (m, 2H), 7.01-7.18 (m, 6H), 7.31
(d, 2H).

4

20
1-2-{4-[4-RAR-2-2-F BAFA)-1- KA T-1-H A PREA - L) %RE
(No. 30 #= 31)
Z-F M4 No. 30): 'H NMR (HCI 2k, MeOH-dy): 1.50-2.05 (m, 6H), 2.88
(t, 2H), 3.05 (dt, 2H), 3.41 (t, 2H), 3.45-3.65 (m, 4H), 3.86 (s, 3H), 4.25
25 (dist.t, 2H), 6.65-6.79 (m, 3H), 6.88-7.00 (m, 4H), 7.20 (dt, 1H), 7.30-7.50
(m, SH),
E- % #45(No. 31): 'H NMR (HCI £, MeOH-d,): 1.55-2.20 (m, 6H), 2.92
(t, 2H), 3.13 (dt, 2H), 3.43 (t, 2H), 3.58-3.75 (m, 4H), 3.84 (s, 3H), 4.45
(dist.t, 2H), 6.73 (dt, 1H), 6.89-7.30 (m, 7H), 7.08 (d, 2H), 7.18 (dt, 1H),
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7.32 (d, 2H).

(D)-1-[4-2-F AR TEARE)RRA]1,2- =R E-A4-RAR-T -1
'HNMR (CDCL,): 2.92 (t, 2H), 3.02 (t, 2H), 3.41 (t, 2H), 3.56 (t, 2H),

s 4.47 (s, 2H), 6.78 (d, 2H), 6.96 (d, 2H), 7.10-7.40 (m, 15H).
(2)-1-[4-Q2-= F ARA THAAA)FA]1,2- = FE-4-RAR-T-1-H(No.
32)
'HNMR (CDCL,): 2.28 (s, 6H), 2.46 (dist.t, 2H), 2.85-2.95 (m, 4H), 3.41
(dist.t, 2H), 6.79 (d, 2H), 6.96 (d, 2H), 7.00-7.40 (m, 10H),

10
1-[4-2-F R4 T RS R A ]A-FAR2-(-RARFL)-1-(4-F BARA)
T-1-$
Z-%#)4k '"H NMR (CDCL): 2.93 (t, 2H), 3.41 (t, 2H), 3.83 (s, 2H), 3.76
(dist.t, 2H), 4.04 (dist.t, 2H), 4.59 (s, 2H), 6.59 (d, 2H), 6.77 (d, 2H), 6.87

15 (d, 2H), 7.05 (d, 2H), 7.15 (d, 2H), 7.19 (d, 2H), 7.27-7.40 (m, 5H).
E-5#4k "H NMR (CDCLy): 2.93 (¢, 2H), 3.41 (t, 2H), 3.70 (s, 3H), 3.85
(dist.t, 2H), 4.18 (dist.t, 2H), 4.65 (s, 2H), 6.57 (d, 2H), 6.79 (d, 2H), 6.92
(2H), 7.06 (d, 2H), 7.16 (d, 2H), 7.18 (d, 2H), 7.27-7.40 (m, 5H).

20 (E)-1-G-F RAF)-1-[4-2-F AL LA K K]A4-FM-2- K L-T-1-
e
Wit K4 1d ¥ Pk ey 7%, A PhP A= CCI AR 2 &) 4] &%
e .
'H NMR (CDCL,): 2.93 (t, 2H), 3.40 (t, 2H), 3.71-3.76 (m, 2H), 3.98-4.05
25 (m, 2H), 4.58 (s, 2H), 5.06 (s, 2H), 6.60 (d, 2H), 6.78 (d, 2H), 6.85-7.50
(m, 19H),

(2)-{2-[3-(4-BAR-1,2- =K A T -1 F) R AR T A} = F B(No. 33)
#1-B-Q-=FARA CRB)RA]L2- 2K 4-(m Sk A R
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H)T-1-82(0.93 g, 1.9 mmol)&-F FR(10ml) ¥ . % = (1.9 mmol)Aa
ANEBZIER T RS E-10C, £-10 210CTF, HFLIABE
(5.8 mmol)Ae A Z|iZ RS . £ 0-5C T2 Rk 1 0, Ho
ME 80CHAARETRHI NI, RELEH, ¥ERAMHETF R,
5 J| 2N NaOH Faskik ik, &= dth Z-F MR LB s b 42 8, 4 HC
3. 1%]0.15¢.
'H NMR (HCI %, CDCL): 2.79 (s, 6H), 2.94 (t, 2H), 3.20-3.29 (m, 2H),
3.42 (t, 2H), 4.12-4.20 (m, 2H), 6.40 (s, 1H), 6.51-6.62 (m, 2H), 6.98 (t,
1H), 7.10-7.45 (m, 10H),
10
1) Rtk AR
(E)-3-{4-FAX-1-[4-2-F A TRA)FA)-2-F 4 -T -1 4 }-F & No.
34)
¥ (E)-4-(3-F B K K)4-[4-2-F EA TR FA4-2A-3-K
15 F-T-1-8(1.95 g, 3.39 mmol) £ 44 = Zf(3.4 mmol)Fatk A AL 44
10 %4k 4e8%(0.195 g)#h LB - LB LEE(S ml20 m)#y ik F S4b. iz
WEALR) EFR IR L IEF) . Y 2k BAT AT RK-FEE (9D
¢tan. 152023 g.
'H NMR (CDCl; + MeOH-dy): 2.95 (t, 2H), 3.42 (t, 2H), 3.8-4.0 (m, 4H),
20 6.56 (d, 2H), 6.75-6.82 (m, 4H), 7.10-7.25 (m, 7H).

A B8 7 ik R A T OB RE U T ik
(2)-3-[4-(A- 1 2- =3 2 T-1- 45 2) % Ak ) A -1-82 (No. 35)
'H NMR (CDCLy): 1.96 (& 4, 2H), 2.92 (t, 2H), 3.42 (¢, 2H), 3.80 (q,

25 2H), 3.98 (t, 2H), 6.55 (d, 2H), 6.78 (d, 2H), 7.11-7.40 (m, 10H).

(Z)-2-[4-(4-FAK-1,2- K2 T -1 £)F A 5] L8 No. 36)

AR F el 2 g 695 iR 41
'H NMR (CDCls): 2.93 (t, 2H), 3.00 (t, 2H), 3.41 (t, 2H), 3.64 (1, 2H), 6.81
(d, 2H), 7.01 (d, 2H), 7.10-7.40 (m, 10H),
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R BIAE 64 77 ik 4l 64 T LIEERL A T 694044
(2)-2-{4-[4-8AR-2-(4- 2R FH)-1-(4-F AAR L) T -1 A ]- K A
L EF(No. 37)
'H NMR (CDCL;): 2.94 (t, 2H), 3.41 (¢, 2H), 3.83 (s, 3H), 3.85-4.00 (i,
s 4H),6.59 (d, 2H), 6.78 (d, 2H), 6.90 (d, 2H), 7.06 (d, 2H), 7.16 (d, 2H),
7.19 (d, 2H).

] S
a) 1-[4-Q2-FR T AL KA 2-Q-FARFH) LA

10 AR F A da bR ik, I 2B SRR 2-HRE
A CEBAE A RS 1-[4-Q-FAR TR FA]2-Q-8ARF L) LA,
'H NMR (CDCls): 3.85 (t, 2H), 4.30 (t, 2H), 4.39 (s, 2H), 6.98 (d, 2H),
7.22-7.26 (m, 3H), 7.39-7.50 (m, 1H), 8.04 (d, 2H).

15 J B A4 77 i %) 8- vA TALE-:
1-[4-2-8AR TR F L] 2- KA T
'H NMR (CDCls): 3.83 (t, 2H), 4.24 (s, 2H), 4.28 (t, 2H), 6.94 (d, 2H),
7.2-7.4 (m, 5H), 8.00 (d, 2H).
b) 2-Q2-FARFIL)-1-[4-2-%% 2 £ TEHA)F L] TR
20 H 1-[4-Q2-BAR TR FK]-2-2-AARFEA) TEA(4g, 13 mmol)F=
%72 (5.8 g, 68 mmol)#y 80 % AR /K% (50 ml) F &4 iRA4 = & 12 /)
B, S0k, ARG 4 D EE M Ak 4 0.3 g 49k e A B % R A
pep, EREEF) ., N CEBEFIFIRIEA RO B IR AL TEB T
B E AR BEGRMA TR LK 9 )%k, 155 4.1¢, 89
25 %.
'H NMR (CDCls): 1.38-1.56 (m, 2H), 1.56-1.68 (m, 4H), 2.45-2.62 (m,
4H), 2.79 (t, 2H), 4.17 (t, 2H), 4.38 (s, 2H), 6.96 (d, 2H), 7.19-7.25 #=
3.37-7.44 (2m, 3 4H), 8.01 (d, 2H),
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1-[4-Q2-ofrd-1- - LR R A 2- KA L8R

F EACAAE Hy 3, ARAE FEA64) 1a AT K 89 7 i AK 1-[4-Q2-RR T
)R A 2- KL CEAFaok ek i) DMF R 41 &
'H NMR (CDCl;): 4.22 (s, 2H), 4.20-4.37 (m, 4H), 6.88 (d, 2H), 7.03 (s,
1H), 7.07 (s, 1H), 7.20-7.37 (m, 5H), 7.60 (s, 1H), 7.97 (d, 2H).

¢) 2-(2-FARFKIH)-1-[4-(2-2k e L T AR R A ]-4-(m Sk A AR T -
1-57

ARABIE A Ad P RTIE GG F R, A 2-Q-BAREAL)-1-[4-2-%kE
A CERBE)EA]-TEA(1S5g 42 mrnol)%u 2-v9 Atk A R - 18K Tk,
(1.3 g, 5.1 mmol)#£ 34 &4}, @it PTC B E 4] 2-Q2-FAREKH)-1-[4-Q2-
ok I LR R A]-4-( iwtt“r%i”aih}i)n’-l-ﬁm, ik = #(1.6 g)i& A
#—F e TFRE R FEY.
'HNMR (CDCL): AE_ 2 64 it F =T vA $#4A 2.40-2.60 (m, 4H), 2.75 (¢,
2H), 4.12 (t, 2H), 4.50-4.62 (m, 1H), 5.24-5.36 (m, 1H), 6.87 (d, 2H),
7.10-7.25 #= 3.37-7.44 (2m, 2 4H), 7.98 (d, 2H),

I BV AR 64 7 ik 51 & A T 64
1-[4-(2-krd-1-25- T RN ) R AR ]-2- K R -4-(m9 o A R T -1-87
'H NMR (CDCL): 1.4-1.9 (m, 6H), 1.95-2.2 (m, 1H), 2.4-2.60 (m, 1H),
3.2-3.9 (m, 4H), 4.2-4.37 (m, 4H), 4.45-4.55 (m, 1H), 4.79 (dt, 1H), 6.80
(dd, 2H), 6.9 (s, 1H), 7.05 (s, 1H), 7.15-7.3 (m, SH), 7.55 (s, 1H), 7.95 (d,
2H).

d) 2-(2-FARFH)-1-FH-1-[4-Q-k 2 A LR FA)-4-( St A A
A)T-1-8

A2 A de b AT J7 ik )&, BT T MR i — sl i
J T RUE R BRF .
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A Bl A8 75 i ) & vA T a4
1-[4-(2-2k e -1- 2 T B A) A ]-2- K 2 -4-(w9 Stk £ B AL)-1-[3-(W &
-tk AR RE) R AT -1-8F

BAASWEH #—F A A T TR E TP,

e) 3-(2-AMRAA)-4- KA -A4-[4-Q-F - 1- R TREHA)F A T-3- K- 1-B2
AR T 1o F ARG 7 %, H 2-(2- FARFEA-T-31K-1-[4-2-

P I TR R ]-4-(w Erbrd R B T -1-BEBLK. g 7y Z-

FMIR 2 Bk BEAT(RBLA FR-Z T 13:1)sh4k,

Z-F#4k: 'TH NMR (CDCls): 1.35-1.48 (m, 2H), 1.48-1.68 (m, 4H), 2.38-

2.48 (m, 4H), 2.66 (t, 2H), 2.58-2.87 (m, 2H), 3.47-3.67 (m, 2H), 3.94 (t,

2H), 6.54 (d, 2H), 6.84 (d, 2H), 7.07-7.41 (m, SH),

I B AR 6 7 R RS A T b4

3-{4-F H-1-[4-Q-okrk-1- - TRAE)F AN 2-FA-T- 1954} - K&y
E-F#4k: 'H NMR (CDCl+MeOH-d,): 2.83 (t, 2H), 3.60 (t, 2H), 4.11
(dist.t, 2H), 4.20 (t, 2H), 6.48 (d, 2H), 6.76 (d, 2H), 6.66-6.9 (m, 4H), 6.92
(s, 1H), 6.98 (s, 1H), 7.08-7.32 (m, SH), 7.36 (s, 1H).

Z-F#34k: '"H NMR (CDClL+MeOH-d,): 2.73 (¢, 2H), 3.54 (t, 2H), 4.23-
4.4 (m, 4H), 6.35-7.23 (m, 15H), 7.55 (s, 1H).

f) (2)-1-(2-{4-[4-FAK-2-Q2-FAF)- - KA T- 1 A K BHL-TH)
772 (No. 38)

ARIE ) 1d AT R &G 7 4l
'"H NMR (CDCly): 1.33-1.49 (m, 2H), 1.49-1.68 (m, 4H), 2.40-2.50 (m,
4H), 2.67 (t, 2H), 2.80-3.50 (m, 2H), 3.25-3.56 (m, 2H), 3.95 (¢, 2H), 6.54
(d, 2H), 6.85 (d, 2H), 7.06-7.43 (m, 9H).

F R A 77 ik & A T QI8 ERL A A G914,
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JA BRI 84 F ik I & A T LI A RK AN 6940647
3-{4-8AK-1-[4-(2-2prd-1- A TR FA]-2-F -7 -1-H 4 -3 & (No.
39 #= 40)
E- 5 #4(No. 39): 'H NMR (CDCL): 2.94 (1, 2H), 3.41 (t, 2H), 4.07 (dist.t,
5 2H), 4.25 (t, 2H), 6.50 (d, 2H), 6.79 (d, 2H), 6.70-6.81 (i, 2H), 6.98 (s,
2H), 7.10-7.24 (m, 7H), 7.51 (s, 1H),
Z-5#45(No. 40): 'H NMR (CDCl5+MeOH-d,, HCI- 2): 2.90 (dist.t, 2H),
3.40 (dist.t, 2H), 4.33 (dist.t, 2H), 4.65 (dist. t, 2H), 6.35-7.25 (m, 13H),
7.38 (s, 1H), 7.48 (s, 1H), 9.20 (s, 1H),
10
LA 6
a) (4-FA-F )R- T B
¥ 4-m5H = 3K EA(5.0 g, 0.022 mol)iE F T B2-— &, F 5£(40 ml:30 ml)
FHAETIRT A 10 %44282(0.5 gyt AT S4b. iz MR8 &
15 FIGERALET, HMERAE—THMRATT—F R T
+ . /3% 528,
'H NMR (CDCL): 6.67 (d, 2H), 7.4-7.6 (m, 3H), 7.7-7.6 (m, 4H),

b) McMurry B2
20 4-(4-FAR-1,2- 2 K- T - 1M ) R ke
H44%2(10.0 g, 0.154 mol)AF=w9 & ek = (THF) (120 ml)Aa N 2| B 5225
b HAHZE-10C. £ KE-10C FHiZ R F 7F£J'/Jn)\E9§L'fh'ft(l4.4 g,
0.076 mol), A AT AJE, L RAME A2 B, REFLALHE 40
T, H@-RA-FA)FHA-FE(S.1 g 0.0258 mol)fe 3-2MRFA LA
25 (4.36 g, 0.0258mol)i T THE(S0 ml) # AN E|vh Likbdh . Biks:
ER 3.5 VB, 4544 B R B N B AT 7K i (14 g KoCOs+140
ml ) F A ELR, FRESHLEFFEn A THE ik =R, &
LEBET. BHRAMET LHLETHANKKE. 38 96g, Z-57
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MR R — b T MK,
Z-F#4R: "H NMR (CDCls): 2.90 (t, 2H), 3.41 (t, 2H), 6.32 (d, 2H), 6.64
(d, 2H), 7.0-7.4 (m, 10H),

F B 77 ik Bl 8 A T A8 EARL R T 69104,
N-[4-(4-8AR-1,2- 2 - T -1 20)-F AN N - = F R 2-1,2- 2
(No. 47)

A[4-2-= T ARA CERA)FAIFA TG L E £ A
5,693,674 F A& %] )7= 3-RARF IR LT 486 %1 %
Z-F M4 THNMR (4 HCI- 3, MeOH-dy): 2.95 (s, 6H), 2.99 (t, 2H), 3.44
(t, 2H), 3.47 (t, 2H), 3.68 (t, 2H), 6.90-7.10 (m, 4H), 7.15-7.40 (m, 10H),

) (2)-[4-(4-BAR-1,2- = F A -T -1 )R A RK ] TR T 85

B (Z)-4-(4-FAK-1,2- =K - T =185 20) % 8 (2.0 g, 5.99 mmol). Z
B2(30 ml). £4X LB TBS(2.5 g 15 mmol)A= ZEL4A(2.4 g, 17.9 mmol)Aa
NE| B A BT IHERI DI, RERALENFREBERYET KT
BRLBEY., THRURUBEFALXET. H3529g,
'H NMR (CDCl): 1.26 (t, 3H), 2.90 (t, 2H), 3.41 (t, 2H), 4.20 (q, 2H),
6.25 (d, 2H), 6.68 (d, 2H), 7.10-7.40 (m, 10H),

d) (2)-2-[4-(4-FAR-1,2- = - T -1 ) KK R ] 282 (No. 41)
H(Z)-[4-(4-BAR-12- = F A -T- 1 RO EL R R LB TBEQ 9 g,
6.9 mmol)ia T w0 S ek vl F AL 15 547 Ol b B Ae A fqb4242(0.34 g,
8.97 mmol), L RAMETEBTHIF 2 1o, BB RLEN EFHI&
FRAMBET CBRLEY, ARkk, REACBRUBEEZTHEWE
ik BEATHEAL, B TR T BE = T (10:0.3:0.3) 4 sl . 452 0.47
g.
'H NMR (CDCl): 2.89 (t, 2H), 3.17 (t, 2H), 3.41 (t, 2H), 3.73 (t, 2H), 6.29
(d, 2H), 6.67 (d, 2H), 7.10-7.40 (m, 10H),
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a) 4-{2-[4-2-F A TRIOFA]-1-Q-FAR T H)-2-F A TH L) Ry
o K ARG 6b 697 ik, A [(4-F A CEI)FARA F B fe 3-

F-1-(4-F2 A KL R -1-B04E 4 oAt 4l 4. 27 ¥R Z-F= E-F ke

e,

'H NMR (CDCls): 2.88 #= 2.93 (2t, 2H), 3.42 #= 3.43 (2t, 2H), 3.74 #= 3.84

(2 A dist.t, 2H), 4.01 F= 4.16 (2 4~ dist.t, 2H), 4.58 #= 4.65 (2s, 2H), 6.55-

7.40 (m, 18H),

b) 4-{1-(2-2 AR T A )-2-[4-2-F K T AL FA]-2-F A TH ) KB (No.
42 #= 43)

ARIE LA le 6y 77 ik 4. MR Z it EATGRBLA] =& F
Y- F B2~ = Tk 98:2: 1464k,
Z-F##(No. 42): '"H NMR (CDCls): 2.87 (t, 2H), 3.43 (t, 2H), 3.83-3.90
(m, 2H), 3.90-3.97 (m, 2H), 6.56 (d, 2H), 6.66 (d, 2H), 6.80 (d, 2H), 6.96
(d, 2H), 7.20-7.40 (m, SH).
E- %44k (No. 43): 'TH NMR (CDCls): 2.92 (t, 2H), 3.38 (t, 2H), 3.90-4.02
(m, 2H), 4.03-4.14 (m, 2H), 6.63 (d, 2H), 6.89 (d, 2H), 6.95 (d, 2H), 7.20
(d, 2H), 6.85-7.17 (m, 5H).

LA 8
{2-[4-(4-FAK-12-Z KA T -1 )R RA) T A} F A A-2- 5 2 e (No.
44)

AR B 1a A Z-4-BAK-1,2- 2K A -1-(4-2-(N-F L R L) T &
AVEA-I-THEEEEF A E 5491173 5 & Frid 4] &) Fo bk 5 28 F
¥ 4] &-.

"H NMR (#7428 3£, MeOH-d,): 2.74 (s, 3H), 2.82 #22.86 (2s, 4H), 2.93 (t,
2H), 3.06 (t, 1H), 3.29 (dist.t, 2H), 3.44 (t, 2H), 3.85 (d, 2H), 4.16 (dist.t,
2H), 6.68 (d, 2H), 6.86 (d, 2H), 7.15-7.47 (m, 10H),
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&) 9
a) (Z2)-[4-(4-#4-1,2- = KA T-1-H )R A RHK] LR TEs

ARIB I L] la P ATk 6 ik, ) NaH4E b 4%, ®(2)-(4-# 4 -
1,2- Z KA T-1-5 ) KB (3% £ B 5 £) 4,996,225 5 o Frif 4] &) Fi2 4%,
LB LBS %)%
'H NMR (CDCls): 1.25 (t, 3H), 2.74 (t, 2H), 3.57 (t, 2H), 4.23 (q, 2H),
4.47 (s, 2H), 6.56 (d, 2H), 6.79 (d, 2H), 7.10-7.45 (m, 10H).
(Z2)-2-[4-(4-F2 A -12- R A T -1-5 ) R A A T 8% T Es

ARIE B A6 7 ik ) 2-18 KT BR T BSAE 4 3 23X A7) 51 -
'H NMR (MeOH-d,): 0.98 (t, 3H), 1.17 (t, 3H), 1.86 (m, 2H), 2.70 (t, 2H),
3.47 (t, 2H), 4.12 (m, 2H), 4.50 (dd, 1H), 6.50 (d, 2H), 6.76 (d, 2H), 7.0-
7.4 (m, 10H).

b) (2)-[4-(4-FAR-1,2- = F A T-1- R KA LB T Es

ARIE A 1d P ATIE A F 0%, JA PhsP F= CCly 45 24 X5 4] &-.
'H NMR (CDCly): 1.25 (t, 3H), 2.92 (t, 2H), 3.41 (t, 2H), 4.23 (q, 2H),
4.50 (s, 2H), 6.55 (d, 2H), 6.80 (d, 2H), 7.10-7.45 (m, 10H).

J Bl AR 84 7 ix 4 6 v L T a4y
(Z2)-2-[4-(4-FAR-1,2- R A T-1-H )R EA] TR g
'"H NMR (MeOH-d,): 1.01 (t, 3H), 1.16 (t, 3H), 1.89 (m, 2H), 2.91 (t, 2H),
3.40 (t, 2H), 4.15 (m, 2H), 4.40 (dd, 1H), 6.52 (d, 2H), 6.76 (d, 2H), 7.0-
7.4 (m, 10H).

¢) (2)-3-[4-(4-RAK-1,2- =3 A T- 18 ) R EL F A ]X-3-82(No. 45)

) Mg /§(0.29 g, 12 mmol)F=:2 Z.4%,(1.25 g, 12 mmol)#) w9 £.o% 7@ (4
ml) & &) S KAIRF . £ TR TIAQD)-[4-G-FAR-12-— KL T-1-5
H)EXEAHA] B TE(1.0 g, 23 mmol, & f 364) 9b)4y w9 S rkeb(11 ml)
R FIRZ R AL IR EIA 2 I, e b fAL AR SR A K W Ark
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W, FiZFMERI B TETY., TRAMEFALET. 1§23 1.0g.
'H NMR (CDCls): 0.87 (t, 6H), 1.58 (q, 4H), 2.92 (t, 2H), 3.42 (t, 2H),
3.68 (s, 2H), 6.56 (d, 2H), 6.78 (d, 2H), 7.10-7.45 (m, 10H).

5 FE 4] 10
(Z)-2-[4-(4-8A-1,2- 2K A T -1-45 ) F B T -1-83(No. 46)
F §464245(0.041 g, 1.1 mmol)#9 w Sok i ik AF Z-2-[4-(4-BAX-
ZEAT-I-HA)KREL]TE LESL R, JenskKHFEL WAk
W, KEMERI OB OEY, THRIAERLEN. /53055,
10 "H NMR (CDCls): 0.89 (t, 3H), 1.54-1.70 (m, 2H), 2.91 (t, 2H), 3.58-3.76
(m, 2H), 4.10-4.20 (m, 1H), 6.57 (d, 2H), 6.77 (d, 2H), 7.10-7.40 (m,

10H).
FHA4 11
15 E3-(-AAR1-{4R-QEE AL CRAIR L) LKA T1HER
B
a) 1-(4-[2-Q-F AA LEL) TRLIE }2 £ T
WA ARG 4o, AN 1-(4-F2 3 R )2 K 5 CEA(IRIE 464 4a-b

#]4-)(10.0 g, 47.1 mmol)F= 2-2-F HA L z‘ik) £ £(11.0g,51.8
20 mmol) T %4 4| &-. 45 = 4h iR 6 BITATE R ARR £ 8] T . 135
9.6¢g, 52 %,

'H NMR (CDCly): 3.60-3.79 (m, 4H), 3.85 (dist.t, 2H), 4.16 (dist.t, 2H),
4.20 (s, 2H), 4.56 (s, 2H), 6.92 (d, 2H), 7.20-7.41 (m, 10H), 7.96 (d, 2H),

b) 1-{4-[2-(2-F R TR TEIKFA}-2- KA -A4-(m9 2otk -2- K &
25 )T -1-B7

i@ id4E A R4 4d P AT 69 iR, A 1-{4-[2-Q2-F R TAA)
LRS- 2-F A (8.4 g, 21.5 mmol)Fe 2-(9 S rtkd-2- £ B L) T
Hr8(6.6 g, 25.8 mmol)Fr 4441 &-. iz F4(11.7 )k At —F st A T
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'"H NMR (CDCl;): 1.40-1.95 (m, 6H), 2.00-2.20 = 2.40-2.60 (2m, # 2H),

3.60-3.80 (m, 8H), 3.83 (dist.t, 2H), 4.13 (dist.t, 2H), 4.45-4.55 (m, 1H),
4.55 (s, 2H), 4.80 (t, 1H), 6.86 (d, 2H), 7.14-7.39 (m, 10 H), 7.96 (d, 2H).

c) 1-{4-[2-(2-F B TRA) TRAIF A} -2-F 2 -4-(m St -2- A 5
A)-1-[3-(m9 Eottrd-2- 2 fA)F AR T-1-82

L34 de PAF G E, K 1-{4-2-Q-FELTRAL)TEAAL]
F A -2-F A A-(m Erthot-2- B T -1-88(10 g, 19.2 mmol)Fe 3-(vg
Sorbeh-2- 2 B ) F £ 58 (9.8 g, 38 mmol) 444 &, Z FZ ik B
gk, BT R-FEE(S0: /A RBLA . 455 5.7¢,43 %.
'H NMR (CDCl5): 1.40-2.20 (m, 10H), 3.5-4.1 (m, 14H), 4.30-4.50 (2m,
1H), 4.52 (s, 1H), 4.53 (s, 1H), 6.60 (d, 2H), 6.90-7.40 (m, 16 H),

d) Z,E-3-(1-{4-2-Q-F &A T HA) TAAIR A} 42K -2- KA T-1-4
A)KE

BT A P RARA LEF(G0 ml)FHAe A = LE(0.91 g, 0.9 mmol)st, &
A 1o FAEM %, & 1-{4-2-Q-F AL TRA) TRAPK
A} -2- AR -4-(w At -2- R R )-1-[3-(W St -2- R AR FR ] T -
1-85(5.7 g, 8.2 mmol)#|&-. iZ = #(3.8 )X A #t—F seibm Al T F—RK
RGP,
'H NMR (CDCl;): 2.78 (t, 2H), 3.55-4.20 (m, 10H), 4.55 #= 4.58 (2s, 2H),
6.56 (d, 2H), 6.73-6.93 (m, 3H), 7.1-7.4 (m, 13 H),

1

e) ZE-3-(1-{4-[2-Q2-F AA T ) TRAF A} -4-RMR2-F AT -1-4%
A)RE

T 445 = T e(1.64 g, 16.2 mmol)e A B| B AL iRAH T 5h, B FEb
f5) 4h PR R ik, & ZE3-(1-{4-2-Q-F &L TEL)TEAIEK
A)-4-F A2 KA T-1-H2)XKE (3.8 g, 74 mmol)#l &, L EHBKRE
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BATHAL, %3] 2.5 g,
'H NMR (CDCls): 2.92 (t, 2H), 3.40 (t, 2H), 3.58-4.17 (m, 8H), 4.53
4.57 (2s, 2H), 6.53 (d, 2H), 6.71-6.9 (m, 6H), 7.1-7.4 (m, 10 H).

f) E-3-(4-8AR-1-{4-2-2-Z A TRL) THRAPRA ) 2- R A T-1-54)
KBy

H ZE-3-(1-{4-[2-2-F R CEL) TRV KA 4-FMR2-F AT
145 ) K& (2.0 g, 3.78 mmol)ia F 8 B30 ml)F . £ REASATF An
A Zn (0.062 g, 0.95 mmol)#= ZBL&(0.74 g, 9.5 mmol), 35z &A1 50
CTFIH 3 Do, FiZ RS LEFARLKEN ., BEEHETEH 3%
R A4 80 % T BRI /RIE R T, HiZRAWAETIBTHIAL2 I H5K
FER R A . AeAIK(S ml)FH 44 F M ERD) LB LES(10 mD) . 35844
TIRFFALIER . B 7MWk BACGRBLA TR T8 9:1)44k,
RENFT R b FANTR-REAT E4 S, 52 0.15g. |
'H NMR (CDCls): 2.94 (t, 2H), 3.41 (t, 2H), 3.59-3.63 (m, 2H), 3.67-3.72
(m, 2H), 3.78 (dist.t, 2H), 4.01 (dist.t, 2H), 6.56 (d, 2H), 6.78(d, 2H), 6.70-
6.90 (m, 3H), 7.1-7.3 (m, 6 H).
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