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ZEEHH 1
7 -R -2 -%RBBREHE
( Fischer's Wb )
a) 2-(2-AFXX)TPHE-FRIENHE
TOoOTCH 14 248 (0, 10mol ) 2 -FETETIRLEE 100
- ol ZEWERFER WA 50 € 50 DEBAHAEM. 5w
MANT70 8 WKfE, AHEFET 12, 8 g (0, 1omol )4FEAFM,
13, 68 ( 0. zomol ) P#ERHfcos kL BBAFENERLE
BB LB DH. To CHEREY3 004, RENRALERE
TTHR, BE9. 108(37, 7HIAEH2 ~( 2 -8FX) TR
EWR LB
b) 7 -8 -2 -WRBBRIEHHE
L LEERES, 008 (33, 2mmol ) 2 - ( 2 -&AFE) PAE
HRCEEME 208 ZREBFPGE, BREWEH WA E 190 C, HIFs
athe BREBEWAHE 60T, REMEFMAA ATLBRTEE
IREH 3 ko FIKEEHWERE. EXARBELTER, AR
ETHRUER. AARRE eSSt ERY, B8 3. 408
(45,7 D) FIFW7 -8R -2 - % BERTE,
1H NMR (CDCl,) &: 1.40-1.46 (3H, m), 4,43 (2H, dd,
J=7.3, 14.2Hz), 7.09 (1H, t, J=7.9Hz), 7.25 (1lH,
d, J=2.3Hz), 7.32 (14, 4&d, J=1.0, 7.6Hz),
7.58-7.61 (1H, m), 8.02 (1H, br-s).
B ARUT SELHE 1 & EFHATRE % TE S .
(1) 5 —#HEX -2 —HBRHBB
53



'H NMR (CDC1,) &6: 1.42-1.47 (3H, m), 4.45 (24, 44,
J=7.3, 14.2Hz), 7.38 (1H, dd, J=0.7, 2.0Hz),

7.50 (1H, 4, J=9.3Hz}, 8.21-8.25 (1H, m), 8.69

(1H, 4, J=2.0Hz), 9.3 (1H, br-s).

(2) 7 -#i& -2 -9%RRR L
%iNMR (CDCl;) &: 1.42-1.48 (3H, m), 4.43-4.51 (2H,
m), 7.25-7.28) (1H, m), 7.37 (1H, d, J=2.3Hz),
8.04-8.08 (1H, m), 8.31 (1lH, dd, J=1.0, 7.9Hz),
10.4 (1H, br-s).
(3) 4 ~FRE-2 -REBRLEE
'H NMR (CDC1,) &: 1.38-1.43 (3H, m), 3.96 (3H, s),
4.36-4.44 (2H, m), 6.51 (1H, &, J=7.9Hz), 7.01
(1H, d, J=8:3Hz), 7.22 (1H, 4, J=7.9Hz),
7.34-7.35 (1H, m), 8.9 (1H, br-s).
(4) 6 —FRE -2 —FRARRLHE
'H NMR (CDCl,) &: 1.38-1.43 (3H, m), 3.85 (3H, s),

4.39 (2H, dd, J=7.3, 14.2Hz), 6.80-6.84 (2H, m),
7.16-7.17 (1H, m), 7.52-7.56 (1H, m), 8.9 (1H,

br-sg).

(6) 4 —#E-2 -HRRBRBRLE

'H NMR (CDCl,) &: 1.44-1.49 (3H, m), 4.43-4.51 (2H,
m), 7.41-7.47 (1H, m), 7.77-7.80 (1H, m), 7.92

(1H, dd, J=1.0, 2.3Hz), 8.20 (1H, dd, J=0.7,

7.9Hz), 9.4 (1H, br-s).



6) 6 —F&E-2 - hBHW I
'H NMR (CDC1,) &: 1.46 (3H, t, J=7.3Hz), 4.48 (2H,
dd, J0=7.3, 14.2Hz), 7.29-7.30 (1H, m), 7.78 (1H,
d, J=8.9Hz), 8.05 (1H, dd, J=2.0, 8.9Hz), 8.42
(1H, t, J3=1.0Hz), 9.6 (1lH, br-s}.
(M 4 -ZRFXE-2 - RBRLE
'H NMR (CDC1,) &: 1.42~1.47 (3H, m), 4.45 (2H, 44,
J=6.9, 14.2Hz), 7.35-7.41 (2H, m), 7.46-7.49
(1H, m), 7.62 (1H, d, J=8.3Hz), 9.32 (1H, br-s).
8 6 -=MFEX-2 -FRBRTE
'H NMR (CDCl,) &: 1.41-1.47 (3H, m), 4.41-4.49 (2H,
m), 7.26-7.27 (14, m), 7.36-7.40 (1H, m),
7.73-7.81 (2H, m), 9.26 (1H, br-s).
() 7 -FKE -2 -HRERNTH
'H NMR (CDC1,) &: 1.28-1.43 (3K, m), 4.41 (2H, 44,
J=6.9, 14.2Hz), 7.20-7.26 (1H, m), 7.35-7.57
(6H, m), 7.66-7.70 (2H, m), 9.11 (1H, br-s).
10 4 - ZBrH -2 —w%RBEB L
'H NMR (CDCl1,) &: 1.41-1.47 (3H, m), 2.72 (3H s),
4.40-4.48 (2H, m), 7.38 (1H, dd, J=7.3, 8.2Hz),

7.66 (1H, dd, J=1.0, 8.3Hz), 7.78 (1H, d4,
J=1.0, 7.3Hz), 7.99-8.00 (1H, m), 9.42 (1H,

br-s).
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4 - -2 -G RBRYFE
( Reissert's ¥ %&HK )
a) (6 —F&-2 -@ERE) AWRNFF

#15 18 (0, 10mel )2 ~FH -3 -sEFRfw14, 6 8
(0 lomol )EBR-ZEHE 10 ml ZEFWEEMELL 28
(0, 10mol )MTEAL 50 nl LEWEL T ik Tk, s/
MG, & BRAWER 1. 5 . BREBEHTAN60 nl K,
B MEER 1 N ite AHE, WARKBNRE BRE T, KREHT
BLE%TELR. KERKERBA, KEALHERI K AKEE
FEERME. ELARBRELTERE BREANER, #5104 ¢
(46, 6 HIFEW 6 - FH -2 —sHARLWHE,
b) 4 -FE-2 -H%RBEROHE

ELEFEWN 10 48 ( 40, gmmol ) 6 —~FH -2 ~BEXK
ERFBY 5 DAKMME 96, 4 8 (0. 33 mol ) LKEHRK
437 ml 28 BENKE 324 nl KFHEFRF. ReWEIK 10
S, EHTEYR, ARERBURHEY, RERACRCEERS3
ko RAEAEAHERESHNERE, ERAMBELT R BE
EMBH, BH4e 308 (24, 5%, FRET 2 -FE-3 -#H
TR FEH 4 -F -2 - RERE

lH NMR (DMSO-d,) &: 2.49 (3H, s), 6.83 (1H, d,
J=6.3Hz), 7.08-7.14 (2H, m), 7.25 (1H, 4,
J=8.3Hz), 11.7 (1H, br-s), 12.8 (1H, br-s).

% GT 5% LiEH 2 5 ERETE NS o
W 4 -%-2 -FERER, |
—2 56—



'H NMR (DMSO-d,) &6: 7.06 (1H, d, J=2.0Hz), 7.16
(1H, 4, J=7.6Hz), 7.22-7.28 (1H, m), 7.42 (1H,
d, J;7.9Hz), 12.2 (1H, br-s), 13.2 (1H, br-s).

(2) 6 - -2 -AGHER,

"H NMR (DMSO-d,) &: 7.04-7.10 (2H, m), 7.43 (1H, 4,
J=0.7Hz), 7.65 (1H, d, J=8.6Hz), 11.9 (1H,
br-s), 13.0 (1lH, br-s).

(8) 5 —FH-2 ~"I%BRE,

'H NMR (DMSO-d,) &: 2.36 (3H, s), 6.98 (1H, dd,
J=1.0, 2.0Hz), 7.04-7.08 (1H, m), 7.30-7.33 (1H,
m), 7-40 (1H, s), 11.6 (1H, br-s), 12.9 (1H,
br-s).

(4) 6 —WE-2 -9 %RBR,

'H NMR (DMSO-,) &: 2.40 (3H, s), 6.87-6.90 (1H, m),
7.00-7.01 (14, m), 7.21 (1H, s), 7.50-(1H, d,
J=8.3Hz), 11.6 (1H, br-s), 12.7 (1H, br-s).

(6) 7 —HE-2 -¥RHBR.

'H NMR (DMSO-¢) &: 2.52 (3H, s), 6.93-7.02 (2H, m),
7.09 (1H, 4, J=2.0Hz), 11.5 (1H, br-s), 12.8

(14, br-s).
6) 7 ~F¥ERE-2 -"%RHBE.

'H NMR (DMSO-,) &: 5.27 (2H, s), 6.86 (1H, d,
J=7.3Hz), 6.94-7.00 (1H, m), 7.07 (1H, 44,
J=2.0, 7.3Hz), 7.17-7.23 (1H, m), 7.31-7.43 (3H,



m), 7.65 (2H, d, J=6.9Hz), 11.82 (1H, br-s),
12.81 (1lH, br-s).
(1) & -FERE-2 -%H 8
*H NMR (DMSO-,) 6: 5.24 (2H, s), 6.62 (lH, d,
J=6.9Hz), 7.00-7.17 (3H, m), 7.31-7.44 (3H, m),
7.50-7.53 (2H, m), 11.78 (1H, br-s), 12.85 (1H,

br-s).

SEL WY 3
6 — "Ik ARE T B &
a) 4 —R-3 -HEXTHFRNHE
FoCH10, 08 (49 6mmol )4~ -3 —HEXFBE
100 nl FEERWER T EMMA 1L, 8 8 ( 99, 2mmol ) PHTEE
fo REREHE 2 M, RER HER. EAAMBFHAERSLY
o BHMANREENEEREG DT WM. ATBRTERERIEA 43
Ko FAKEEFANERE ERARBELTR. REXBER, &
510, 98¢>99%) fiEthe -f -3 —-BE-FXFRFE.
) 3 -FE-¢ —ZHAFRRACRAXTRFENHE
T75 CREARBE 10, 78 (49, 6mmel ) FEFEH 4 -
A-3 -WEXTHES, 8. 778 (89, 3mmols ) ZF ATk
ELW, 0,4 e R -R(=ZFRER) 120 0l ZZEWEA
Y 3 NBE, AH KA BRAD. JEHEMRY R, #HERHEN
RERAE AR RGER Y, FES, 408 (61, 0% ) 3 —#HE
~4 -ZWEWHREOKRERTFRFRE,
c) 4 -(2, 2-ZFREZE) -3 -HEAXFEFENHE
g —



M2 928 (54 1nmol ) WEEHKFEELTMAI, 00 <
(10, 8 mmol ) IHHEWI ~ X ¢ —ZFEFARREZHE
XPRFEE. BEYEK 30 94 4HF 0T, 5 528 (54, 1
mmol ) ZERAEIREREH, REBEZYEN. EAKENGF
TrARUY, MER-RFRER3 K. EXAXRBEELTES, ®
EZEHERN, BB Bdhisdy B3 2 408 (82.4%)
4-(2, 2-ZFREZE) -3 -HEXTRTE,

1) 3-RE-4-(2, 2 -_FERELE) XFRFIBEYHE

EE@¥ETH ¢ 408 (16, 3mmol ) a4 -(2, 2~2H
ETE) -3 -HEFRFRFEA 200 0l FEM2 11 LRHE
GHERFPHBEHF AN 0. 50 8 5 D4/ HIUHITEMNE #HE
RERT GRERR BEY. BWHAH 4 163 -HE-4 - (2,
2 -ZHWRATLE) XYR T B
e) 6 —"I%BEK FHEH &

4, 008 (16, 7mmol ) FEFEMWNI —AHX~-4 -( 2, 2
~ZWRAEZE) AFRTFEME S nl 1 NHBE 15 n1 LEPEY
B, Teo CmpBedy et REBEDENKKE, HE
RLBUEER 3 X #RE KRS FNER . ERAMBE T
Rg, MERMER, %23, 008 (>99%) ¢ —3%H8RTFE,

'H NMR (CDC1,) &: 3.95 (3H, s), 7.13-7.45 (4H, m), |

7.68-7.72 (1H, m), B.94 (1lH, br-s).
ZELE 4
1 -FX -2 -5%RB8TENHE
2,008 (12 4 mmol )2 -W["%-¥BEMmE 0, 998 (24,8



mmol ) 60 Bk 40 nl —HEF B PN EEHE, EET
BHEREYEINREYERBZRER. £8T7. 052 (49 ¢mmol)
BRBEA 10 m) Z FEPEHE P HERRFMmE RFAEL T, ME
EEE THHE S Dfe REBEDENAKT. REATRLEER
KA BE W3 Ko FRARREHEERE. EAAMBELTRS, &
EEBER, RROYAECHKESHFE L. 708 (72, 4% ) 1 -
FE-2 8RR R T
H NMR (CDCl,) &: 3.91 (3H, s), 4.08 (3H, s),
7.12-7.18 (1H, m), 7.30 (1H, s), 7.32-7.41 (2H,
m), 7.66-7.70 (1H, m).
RRUTSE LK B 4 09T EHE TH LS D
1) 1 -FE-5-9'RBRTE.
H NMR (CDC1,) &: 3.82 (3H, s), 3.93 (3H, s), 6.58
(1H, dd, J=1.0, 3.3Hz), 7.11 (1H, 4, J=3.3Hz),
7.32 (1H, &, J=8.6Hz), 7.91-7.95 (1lH, m),
8.39-8.40 (1H, m).
(2) I —FH-3 %R T,
'"H NMR (CDCl,) &6: 3.82 (3H, s), 3.91 (3H, s),
7.24-7.37 (3H, m), 7.77 (1H, s), 8.14-8.20 (1H,

m).

(8) 1 -WHE-g —H|%BRFE.
'H NMR (CDCl,) &6: 3.84 (3H, s), 3.98 (3H, s),

7.10-7.11 (1H, m), 7.20 (1H, &, J=3.0Hz),
7.24-7.29 (1H, m), 7.53 (1H, 4, J=8.2Hz), 7.91

(1H, dd, J=1.0, 7.6Hz).
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(4) 4 ~R-1-FH-2 -"RBRFE.

'H NMR (CDCl;) &6: 3.60 (3H, s), 3.75 (3H, s),
6.80-6.83 (1H, m), 6.89-6.95 (2H, m), 7.05 (1H,
d, J=0.7Hz).

() 5§ —R -1 -FX-2 -%RRE Fis.

'H NMR (CDCl,) &: 3.64 (3H, s), 3.78 (3H, s), 6.93
(1H, s}, 6.97-7.02 (2H, m), 7.36 (1lH, t,
J=1.3Hz).

6) 6 R -1 -FH-2 -"R{BEKTEH.
'H NMR (CDC1l,) &: 3.91 (3H, s), 4.04 (3H, s)

I

7.09-7.13 (1H, m), 7.25-7.26 (1H, m), 7.38-7.39
(1H, m), 7.56-7.59 (1H, m).

M 7 -R-1-FX-2 -SRERFE.
4 NMR (CDC1l,) &: 3.91 (3H, s), 4.47 (3H, s), 6.99
(14, m), 7.26-7.30 (2H, m), 7.52-7.56 (1H, m).
8 1, 4 ~—FE-2 -4%RBRTE.
'Y NMR (CDCl,) &6: 2.56 (3H, s), 3.92 (3H, s), 4.07
(3H, s), 6.93-6.96 (1H, m), 7.17-7.29 (2H, m),
7.33 (1H, d, J=0.7Hz).
9 1, 5-ZFE-2 -d"REKFE.
'H NMR (CDCl,) &6: 2.44 (3H, s), 3.90 (3H, s), 4.05
(3H, s), 7.16-7.29 (3H, m), 7.42-7.45 (1H, m).
0 1, 6==FX-2 -5RBERFE.
'H NMR (CDC1,) &: 2.51 (3H, s), 3.90 (3H, s), 4.05



(3H, s), 6.99 (1H, dd, J=1.0, 8.3Hz), 7.12-7.16
(1H, m), 7.24-7.26 (1H, m), 7.55 (1H, d,
J=8.2Hz), 7.42-7.45 (1H, m).
W 1, 7-ZF&-2 -%%%B8 T,
"H NMR (CDC1,) &: 2.80 (3H, s), 3.89 (3H, s), 4.35
(3H, s), 6.97 (2H, m), 7.25-7.27 (1H, m), 7.26
(1H, s), 7.48 (1H, d, J=7.3Hz).
2 1-FE-5-FEE-2 -5 RBBRFH,
'H NMR (CDC1,) &: 3.85 (3H, s), 3.90 (3H, s), 4.05
(3H, s), 7.00-7.09 (2H, m), 7.19-7.30 (2H, m).
19 1 -F&E-5-9%RB¥HE.
'H NMR (CDC1,) 6: 5.33 (2H, s), 5.38 (24, s), 6.64
(1H, 4, J=3.3Hz), 7.06—7.49.(12H, m), 7.92 (1H,
dd, J=1.7, 8.9Hz), 8.45-8.46 (1H, m).
W 1 -RAE-5 -FRBRETE,
'H NMR (CDC1,) &: 1.38 (6H, d, J=6.3Hz), 1.53 (6H,
d, J=6.6Hz), 4.62-4.75 (1H, m), 5.21-5.35 (1H,
m), 6.60 (1H, d, J=3.3Hz), 7.27 (1H, d,
J=3.3Hz), 7.36 (1H, 4, J=8.6Hz), 7.90 (1H, dd,
J=1.7, 8.6Hz), 8.38 (1H, d, J=1.7Hz).
2% LHH 5
1-HE-6-9RBRFENHE
REGTSF LKl 4 HEhTRE, REER3, 00(17,1
mmol ) 6 —"|%RBB FE, 0. 68 8 ( 17, 1mmol ) 60 BEE
—3 92—



W4, 4. 86 8 ( 34, 4mmol ) HEENEF oo n) — FAFEE. [F
B2, 758 (86, 9% ) 1 —FHE- ¢ B %HEFE,
'H NMR (CDCl,) &: 3.86 (3H, s), 3.95 (3H, s),
6.51-6.53 (1H, m), 7.21 (1H, 4, J=3.3Hz), 7.63

(1H, d, J=8.6Hz), 7.78-7.82 (1H, m), 8.10 (1H,
s).

RAXRUTEZL KR s T EHETENA 4.

1) 4 -FERX-1 -FH-2 -5 RBBTE,

'H NMR (CDC1,) 6: 1.39 (3H, t, J=7.3Hz), 3.96 (3H,
s), 4.06 (3H, s), 4.35 (24, 44, J=7.3, 14.2Hz),
6.50 (1H, 4, J=7.6Hz), 6.98 (1H, d, J=8.6Hz),

7.24-7.30 (1K, m), 7.42 (1H, d, J=0.7Hz).
@) 6 —FRE-1-FE-2 -BRBRLE.

'H NMR (CDC1;) &: 1.37~1.42 (3H, m), 3.89 (3H, s),
4.03 (3H, s), 4.31-4.39 (2H, m), 6.75 (1H, s),
6.80-6.84 (1H, m), 7.25 (1K, s), 7.53 (1H, 4,
J=8.9Hz).

(8) I -WE-4 -FK-2-5%BBRHE,

H NMR (CDC1;) &: 1.45 (3H, t, J=7.3Hz), 4.17 (3H, s),
4.39-4.47 (2H, m), 7.41-7.48 (1H, m), 7.74-7.77 (1H, m),
7.96 (1H, d, J=1.0Hz), 8.18-8.21 (1H, m).

) 1-FE-o -RHE-2 —NRERTE,
'H NMR (CDC1,) &: 1.41-1.46 (3H, m), 4.17 (3H, s),

4.38-4.46 (2H, m), 7.34 (1H, 4, J=1.0Hz), 7.75
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(1H, d4, J=0.7, 8.9Hz), 8.03 (1H, dd, J=2.0,
8.9Hz), 8.39 (1H, d, J=2.0Hz).
(8) 1 —-FHk-5 —afE-2 —IRBRLE.

'H NMR (CDCl,) &6: 1.41-1.46 (3H, m), 4.14 (3H, s),
4.41 (2H, 44, J=7.3, 14.2Hz), 7.42-7.46 (2H, m),
8.22-8.26 (1H, m), 8.66 (1H, 4, J=2.0Hz).

6) 1 -WE-7 -m&-2 -FREBRLE.

'H NMR (CDCl,) &: 1.43 (3H, t, J=7.3Hz), 4.00 (3H,
s), 4.37-4.45 (2H, m), 7.20 (1H, t, J=7.9Hz),
7.43 (1H, s), 7.85~7.93 (2H, m).

(M) 1 -F%-2 -5 RRERFH.

'H NMR (CDC1,) &: 3.86 (3H, s), 5.84 (2H, s)

I

7.02-7.06 (2H, m), 7.13-7.44 (7H, m), 7.70-7.73
(14, m). '

8) 1 —-FFE-3 -v%RBERFE.
'H NMR (€DCl,) &: 3.91 (3H, s), 5.34 (2H, s),
7.13-7.17 (2H, m), 7.20-7.36 (6H, m), 7.85 (1H,

s), 8.17-8.21 (1H, m).
(9) 1 —FHE-3 —%RERFE,
H NMR (CDC1,) 6: 1.56 (6H, d, J=6.9Hz), 3.92 (3H,
s), 4.64-4.74 (1H, m), 7.24-7.31 (2H, m),

7.39-7.42 (2H, m), 7.96 (1H, s), 8.15-8.20 (1H,

m).
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0 1, 3-ZFE-2 -5%BETE,
'H NMR (CDCl,) &: 1.42-1.47 (3H, m), 2.59 (3H, s),
4.01 (3H, s), 4.37-4.45 (2H, m), 7.10-7.18 (1H,
ﬁ), 7.31-7.38 (2H, m), 7.64-7.67 (1H, m).
W 1 -WX-4a -FBL-2 -5%H8TH,
'H NMR (CDCl,) 6: 1.41-1.46 (3H, m), 3.14 (3H, s),
4.16 (3H, s), 4.41 (2H, dd, J=7.3, 14.2Hz), 7.48
(1H, dd, J=7.3, 8.3Hz), 7.68-7.71 (2H, m},
7.81-7.84 (1H, m).
12 1-FE-6-FHBE-2 - RBRUE.

'H NMR (CDCL,) 6: 1.41-1.46 (3H, m), 3.11 (3H, s),
4.16 (3H, s), 4.37-4.45 (2H, m), 7.34 (1H, g,
J=0.7Hz), 7.62-7.70 (2H, m), 7.83 (1H, 44,
J=0.7, 8.6 Hz), 8.07 (1H, d, J=0.7Hz).

9 4 -F-1-FE-2 —EHRTHE,

'H NMR (CDCl,) &: 3.92 (3H, s), 4.09 (3H, s),
6.77-6.83 (1H, m), 7.16 (1H, 4, J=8.3Hz),
7.23-7.31 (1H, m), 7.36 (1lH, s).

4 ¢4 —@-1 -WH-2 -5 B8 T,

'H NMR (CDCl,) &: 3.93 (3H, s), 4.08 (3H, s),

7.16-7.26 (1H, m), 7.31-7.35 (3H, m).
@) I -(2-FEFE) -2 -3%HBEHFHE,

"'H NMR (CDCL,) &: 3.86 (3H, s), 6.00 (2H, s)

r

7.14-7.32 (3H, m), 7.37-7.43 (54, m), 7.66-7.78
(4H, m).



8 1-(2-FKELE) -2 -5 %5%8 D5,

'H NMR (CDC1,) &: 3.06 (2H, t, J=7.9Hz), 3.90 (3H,
s), 4.74-4.80 (2H, m), 7.11-7.33 (9H, m),
7.66-7.69 (1H, m).

@ 1-(4-BFE) -2 -"RBH Fh,

'H NMR (CDCl,) 6: 3.87 (3H, s), 5.79 (2H, s). 6.92
(2H, dd, J=2.0, 6.6Hz), 7.15-7.23 (1K, m),
7.31-7.38 (5H, m), 7.70-7.74 (1H, m).

8 1 - (4 -FEFE) -2 -3%BRPE,

'H NMR (CDC1,) &6: 3.87 (3H, s), 5.93 (2H, s),
7.14-7.41 (5H, m), 7.42 (1H, 4, J=0.7Hz),
7.73-7.77 (1H, m), 8.09-B.14 (2H, m).

W I-(3-FKEFH) -2 -3%kERFE,

*H NMR (CDC1;) &: 2.06-2.22 (2H, m), 2.69 (2H, d,

J=8.0Hz), 3.90 (3H, s), 4.60 (2H, t, J=8.0Hz)

4

7.05-7.40 (9K, m), 7.66 (1H, d, J=8.0Hz).
@ 1-(2-FRAEZKE) -2 -HRBH TR,
'H NMR (CDC1,) &: 3.28 (3H, s), 3.73 (2H, t,
J=5.9Hz), 3.91 (3H, s), 4.74 (2H, t, J=5.9Hz),
7.14 (1H, ddd, J=1.0, 6.9, 7.4Hz), 7.31 (1H, d,
J=0.7Hz), 7.36 (1H, dd, J=1.3, 6.9Hz), 7.48 (1H,
dd, J=0.7, 8.6Hz), 7.66 (1H, 44, J=1.1, 8.3Hz).
R) 1 -(2-ZZERAEZLE) -2 - %RBHRTE,
'H NMR (CDCl,) &: 1.03 (6H, t, J=7.3Hz), 2.61 (4H

’
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q, J=7.3Hz), 2.70-2.82 (2H, m), 3.91 (3H, s),
4.58-4.70 (2H, m), 7.14 (1H, ddd, J=1.3, 6.7,
8.6Hz), 7.27 (1H, 4, J=1.0Hz), 7.34 (1H, ddd,
J=1.0, 6.7, 7.1Hz), 7.43 (1R, 44, J=1.0, 8.6Hz),
7.61-7.71 (1H, m).

R) 4 -F~1-(2-ZCZHEEETE) -2 - REBRLE,

l1H NMR (CDC1,) &: 1.00 (6H, t, J=7.3Hz), 1.42 (3H,

t, J=7.3Hz),2.59 (4H, q, J=7.3Hz), 2.69-2.80
(2H, m), 4.38 (2H, q, J=7.3Hz), 4.56-4.68 (2H,
m), 7.14 (1H, 4d, J=1.0, 7.3Hz), 7.18-7.28 (1H,
m), 7.29-7.35 (1H, m), 7.37 (1H, 4, J=0.7Hz).

@) 1-~(2-(2-WEWHE)AE-TE) -2 -4%RERF
B W %
REUTEELHEA 5 WFEHITZRE, RALEER2 08

(11, 4mmol ) 2 —¥|%BEBFE, o0, 558 ( 13, 7mmol ) 60%

S84 4, 3,638 (13 7mmol ) 2~ ( 2 -BZEE) HER

H( N2 —BZBER3, ¢ -2 -2H-WEHE)MSOnLZF

EPB. Hl, 3282.878(83,0%)1-(2-(2-0E

o) RECE) -2 -9%RBERF R,

'H NMR (CDC1l,) &: 1.27-1.75 (6H, m), 3.26-3.54 (2H,

m), 3.75 (1H, dt, J=4.6, 10.2Hz), 4.03 (1lH, dt,
J=4.6, 10.2Hz), 4.47 (1H, t, J=3.0Hz), 4.80 (2H,
t, J=3.7Hz), 7.13 (1H, t, J=7.0Hz), 7.22-7.38
(2H, m), 7.53 (1H, 4, J=8.0Hz), 7.65 (1H, 4,

J=8.0Hz).



1 - (3 -(2-WEHREFL)RETE) -2 — 5% 5m T,
REMTEELHG 5 T EHERANEY, RE2EE 2 -

(3-BRERE) MEWHRE 2 ~ (2 -BZEX) WEwH.

'H NMR (CDCl,) &6: 1.42-1.97 (6H, m), 2.11 (2H, dt,

J=5.9, 11.2Hz), 3.33 (1H, dt, J=7.9, 8.3Hz),

3.40-3.55 (1H, m), 3.72-3.88 (2H, m), 3.94 (3H,

s), 4.52 (1H, 44, J=3.0, 4.3Hz), 4.69 (2H, dt,

J=0.9, 1.7Hz), 7.14 (1H, ddd, J=1.0, 7.0,

7.9Hz), 7.27-7.37 (2H, m), 7.48 (1H, dd, J=0.9,

B.5Hz), 7.66 (1H, dt, J=1.0, 7.9Hz).
RF 1~ (3 -RTREHEELFGE) - 2 -3k 55 TR AR,

RRUTSE LM 5 WHEHATERE, REEMS, 00 ¢

(28, 5mmol )2 WM WFE, 1 268 ( 31, 4 mmol )
60 HERMH, 12,38 (43 2nmol )N - (3 —BFH) £
ATRRTH (A3 -BEEEN BB - KT AEHE ) f o0
ml —FEFEK. E, BF2 54 (27%)1-(3 -HTE
ERERERE) ~ 2 - BB T H,

H NMR (CDC1l,;) &: 1.45 (9H, s), 1.90-2.10 (2H, m),
3.00-3.20 (2H, m), 3.91 (3H, s), 4.62 (2H, t,
J=6.9Hz)}, 4.98 (1H, br-s), 7.06-7.20 (1H, m),
7.28-7.44 (3H, m), 7.68 (1H, 4, J=7.3Hz).

R I —-(2-BRTRAEHFEEETH) -2 | d 85 T,
- ARBUT SRS 5 ol FEF SRR LEY, REFEAY -
(2 -BRE) RETRHNTHERSEY - (3 -BFL) EXTBH
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T
'H NMR (CDC1,) &: 1.41 (9H, s), 3.53 (2H, t,
J=5.9Hz), 3.90 (3H, s), 4.68 (2H, t, J=6.3Hz),
4.60-4.80 (1H, m), 7.15 (1H, ddd, 1H, J=1.0,
6.9, 7.4Hz), 7.27-7.38 (2H, m), 7.48 (1H, d,
J=8.3Hz), 7.66 (1H, 4, J=7.9Hz).
G) 1 -FE-a - (2 -WERHE)BEATE -2 —RBET
i
REBUTFSAERG 5 8 FEFE RS Do
'H NMR (CDC1,) 6: 1.39-1.44 (3H, m), 1.53-1.91 (6H,
m), 3.50-3.61 (1H, m), 3.84-4.03 (1H, m), 4.09
(3H, s), 4.34-4.42 (2H, m), 4.75 (1H, t,
J=3.6Hz), 4.83 (1H, d, J=12.2Hz), 5.08 (1H, d,
J=12.2Hz), 7.18 (1H, t, J=4.0QHz), 7.32-7.33 (2H,

m), 7.42 (1H, s).
R8) 4 —R-—1-(4-(2-HEHFE)EAXTH) -2 -H[%

RRLHE.

RAEUT SELHH| 5 W F EMEFACES REER?2 -
(¢ -HTRE)WEREMe -8 -2 ~IRBBECERE2Z -
(2 -BZRE ) WEWHEN 2 - 5% BER T,

l{ NMR (CDCl,) &: 1.42 (3H, t, J=7.3Hz), 1.41-2.00
(10H, m), 3.32-3.56 (2H, m), 3.68-3.90 (2H, m),
4.38 (2H, q, J=7.3Hz), 4.55 (1H, t, J=4.0Hz),
4.60 (2H, t, J=7.6Hz), 7.13 (1H, d4d, J=1.0,



7.6Hz), 7.22 (1H, d, J=8.2Hz), 7.32 (1H, d,
J=8.3Hz), 7.39 (1lH, s).
R) 1 -(3:4 -FRIREZRETE) -2 -3% 55 Py,

REMTEELEN 5 WriEbEmnfiteds, REER3, 4
~RATHE-BETEARR AT,

'H NMR (CDCl,) &: 1.34 (3H, s), 1.46 (3H, s),
1.90~2.18 (2H, m), 3.52 (1H, dd, J=6.9, 7.9Hz),
3.91 (3H, s), 3.97 (1H, dd, J=5.9, 7.9Hz),
4.01-4.17 (1H, m), 4.58-4.80 (2H, m), 7.15 (1H,
ddd, J=1.0, 6.9, 7.4Hz), 7.31 (1H, d, J=0.7Hz),
7.35 (1H, ddd, J=1.3, 6.9, 7.6Hz), 7.47-7.55
(1H, m), 7.63-7.70 (1H, m).

8) WE-1-(2-(1-(e4-FH%-2, 6, 7 -ZELNF

(2.2, 2)%%))12%) -2 -5 BB,

REMTEH LM 5 WHEwERALEY, REFER2 -
(1 -Ce=-Wk-2, ¢, 7 -ZEFEFHF (2, 2, 2 )&#£)
CEABRR 2 i,

"H NMR (CDCl,) 6: 0.79 (3K, s), 2.17 (2H, ddd,
J=2.6, 5.3, 7.9Hz), 3.89 (6H, s), 3.90 (3H, s),
5,87 (2H, ddd, J=2.3, 5.6, 7.9Hz), 7.12 (1H,
ddd, J=1.0, 6.9, 7.4Hz), 7.27 (1H, d, J=0.7Hz),
7.32 (1H, dd4d, J=1.3, 6.9, 7.6Hz), 7.48 (1H, dd,
J=0.7, 8.6Hz), 7.65 (1H, ddd, J=1.0, 1.5,
8.3Hz).



REBUTEELHER 5 7 4% T4,
B) ¢ ~FRE-1 -WE-2 U BBTRE

*H NMR (CDC1l;) &6: 3.89 (3H, s), 4.06 (3H, s), 5.22

’

(2H, s), 6.57 (1H, 4, J=7.6Hz), 6.99 (1H, d,
J=8.6Hz), 7.22-7.28 (1H, m), 7.30-7.51 (6H, m),
82) 6 ~FHERE-1 -FX-2 -4 BB IR,

'H NMR (CDC1;) &6: 3.89 (3H, s), 4.02 (3H, s)

, 5.15
(2H, s), 6.85 (1H, d, J=2.31Hz), 6.91 (1H, dd,
J=2.3, B.6Hz), 7.24 (1H, d, J=1.0Hz), 7.34-7.44

(34, m), 7.47-7.52 (2H, m), 7.53-7.57 (1H, m).
B) 7 —FEEEX-1 -FH -2 -3 H T,

'H NMR (CDCl,) &: 3.89 (3H, s), 4.38 (3H, s), 5.19

(2H, s), 6.78 (1H, 4, J=8.6Hz), 6.97-7.03 (1H,

m), 7.24-7.27 (2H, m), 7.33-7.51 (5H, m).
ZE LB 6

TOTCH30 08 (186, 2mmol ) 2 — BN BES W 300 m1
TRAERFERMAN 44, 3 & (3723 nmol ) THER. KB
%%@%2¢W,ﬁﬁﬁ&%&%ﬂoﬁWK@A%ﬁ%%%¢om
ANRBBUEERGH T Y. A LRTEEEELY 3 %, FH 7K
ﬁﬂﬁ,ﬁﬁiﬁﬁﬁi$ﬁoﬁﬁﬁ$ﬁ%,ﬁﬂ3134g
(99 2%) 2 -"| %R B8 Fig,
'H NMR (CDCl;) 6: 3.95 (3H, s), 7.13-7.45 (4H, m),

7.69 (1H, d4d, J=1.0, 7.9Hz), 8.91 (1H, br-s).
RRUTSZERHH 6 697 %55 TH bt 4,

— 4 1__



(1)3 - "%k 58 FEg,

'H NMR (CDCl,) &: 3.93 (3H, s), 7.24-7.31 (2H, m),
7.38-7.45 (1H, m), 7.93 (1H, d, J=3.0Hz),
8.17-8.22 (1H, m), 8.63 (1H, br-s).

(2) 4 - R - 2 - 5% 58 T,

"H NMR (CDC1,) &: 3.96 (3H, s), 6.78-6.85 (1H, m)y,

7.18-7.30 (3H, m), B.99 (1H, br-s).
(3)4 — R - 2 - I F .

'H NMR (CDC1,) &: 3.97 (3H, s), 7.17 (1H, 4d,
J=7.6, 8.3Hz), 7.28 (1H, dd4, J=1.0, 2.3Hz),
7.32-7.39 (2H, m), 9.05 (1H, br-s).

(4)7 - FERAE- 2 - R KB T

'H NMR (CDCl,) &: 3.93 (3H, s), 5.21 (2H, s), 6.80
(1H, d, J=6.9Hz), 7.01-7.08 (1H, m), 7.19 (1H,
dd, J=2.3, 4.3Hz), 7.24-7.31 (1H, m), 7.35-7.51
(5H, m), 9.07 (1H, br-s).
(5)4 - FEEEL - 2 - 5| % KBR T,
'H NMR (CDCl1,) &: 3.93 (3H, s), 5.22 (2H, s), 6.58
i (1H, d, J=7.6Hz), 7.03 (1H, 4, J=8.3Hz),
7.19-7.26 (lH, m), 7.31-7.44 (4H, m), 7.50 (2H,
d, J=7.3Hz), 8.84 (1H, br-s).
SE LK 7
5~ R BB W RN HE

1, 00- % 6, 21 mmol ) 5 - W HBEWA 50 m1 10 % &1t

—_ 2

et



FENRSHER 2/ et RERBBSHB I RASE, ME
FRENTH. AR IWERBESI k. AHBESH AR NEL
FANER K EXXRBRELTRE, BEALEF, 830 426
(38, 6%) 5 "% - %8 ¥k

'H NMR (CDC1,) &6: 3.93 (3H, s), 6.64-6.66 (1H, m),

7.26-7.29 (1H, m), 7.40 (1H, dd, J=0.7, 8.6Hz),

7.91 (1H, dd, J=1.7, 8.6Hz), 8.3-8.6 (2H, m),

ZE LW 8
1-7RE- 5 - R BRTEN #HE
2,208 (8 97 mmol ) 1 -RWE- 5 - B BBEH,

100 wm) NERAHEHET 100 m1 LEHESYER/IE, #
ERBERMER. KRR IY, AREBBLI G REGY. 2
TR ERER, RETT%, #2 0081 - BEA- 5 - 34585,
RARUTEALLRP 4 W FEER 2 00 1 - BFE- 5 - 9
KB, 0,448 ( 11, 1 mmo1 ) 6 0 BEMY, 2. 878 ( 20 2
mmol )BRFLEA 50 m 1 ZW AW B HATER Mo B 55 2
1.648( 84, 2% FRETRWE L - BREL- 5 - ¥ %HH)
H #16 4.
'H NMR (CDCl1,) &6: 1.54 (6H, d, J=6.9Hz), 3.93 (3H,

s), 4.65-4.75 (1H, m), 6.61 (1H, d, J=3.3Hz),

7.28 (1H, d, J=3.3Hz), 7.37 (1H, d, J=8.6Hz),

7.9 (1H, 44, J=1.7, 8.6Hz), 8.39 (1H, 4,

J=1.7Hz).
ZH LR 9
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7-R- 2 - R BEBR L

3,408 ( 15 2mmo1 )7 -4 - 2- |k BELE, 100
m1 2N ARMHERD 100 m1 THWEAWE R (/. BEE N
%ﬂo%%*mﬁﬁ%%¢,mmﬁ@&ﬂﬁ%ﬁ%%,ma@a%
ﬁﬁsmnE%*ﬁ@%ﬁ%ﬁﬁ,ﬁﬁﬁﬁﬁﬂ,%ﬂJSSg
( 95, 8% ) 7 -8~ 2 -4, |
'H NMR (DMSO-d,) &: 7.04-7.09 (1H, m), 7.19 (1H, d,

J=2.0Hz), 7.30 (1H, dd, J=1.0, 7.6Hz), 7.62 (1H,

d, J=8.3Hz), 11.9 (1H, br-s), 13.1 (1H, br-s).
EELHH 10
1-RFHE- 2 -3 RBHBNHE

RRUT 5ESLUWH 4 W FEHATEZRE, EH6. 00 (342
mmol ) 2 - W%RBBFE, 1. 36 ( 34, 2mmo1 ) ¢ 0 BEE
HH, 6.408 (37 7mmo1 ) RH LMD 100 n1 =W X FEfz
TE 1 -RAXE- 2 - % BRPEA - BEL- 2 - B gupBE
WEEH RS Y. EAHRTEBN RS, 150 m1 2N SEMNER
fo150 m1 ZERAEUTEESERM 90 FEETER . EWEF
3.718(53,3%) 1-RAHK- 2- %58,
"H NMR (DMSO-d,) &: 1.58 (6H, d, J=6.9Hz),

5.74-5.85 (1H, m), 7.05-7.11 (1H, m), 7.19-7.28

(2H, m), 7.64-7.72 (2H, m), 12.9 (1H, br-s).

BELHW 1 1 |
1-WE- 7 - 5| 5k BB 45
a) 7-WEEE- 1 -WE- 2 -5 58 LY HE



RARBUTEEL MG 1 W FEEEW S5 008 ( 20, 2 mmo1 )
7 -WHEeA- 2 - BRCEME 0. 81 8( 20, 2 mmo1 )60 %
BANHESo m I _WEFE RPN 2R AEE, BB THERS
DEHBRECYERBAE N REEZETS5 74e( 40, 4 mmo1)
WS B ZE B F AT, MET 5 0 CH#E 1/ 8H. &
- BEFENRASE, REA LR TRERFIEREY= &k, Aiks
HEERY EEARRELTRE, BERHEA, EHakaEe
WA ERAMEAY, B 5 208( 98 5% )7 - FHE- 1 -
FE- 2 - % BE L.
b) 1-FRA%- 2, 7-Z_HBHHE

5208 ( 19 9mmol ) 7- FEgE- 1 - FH- 2 - 35
B ZE, 90 m1 2NE R8T 150 m1 LEH RS WE T3 /D,
FRIE WeE ROBLRA S, WAWBIEA MR, A2 N BB EBLR M
Bed. LRNERYEGFRET THR, 854 708 (799%)
1-WEE%- 2, 7 - K8,
c) 1-HE-7 -5 %RREHE

MAET 180 Chfhdt 4. 60 8( 21, 0 mmo1 ) 1 - P %%
-2, 7-Z%8, 0. 5 e Qi 50 m 1 ko iR A 4 1N
Bfe R4 E, REBAYE 200 m1 2N #EBY. F 8B LEHER
BEW3 K, AR BN EREEHERNR. EXAHBLELT
BiE, RETANERN. BxKee s BA4 ELY, 53
1.828( 49 0% ) 1- F&- 7 - ¥ HH,
d) 1-FE- 7 -9k RRFEEN HE

Form, 82e( 10, 4 mmol ) 1 - Wik~ 7 - w3 REEE

— 4 5—



70 1 FEIBEBFRRBEMANI, 092 ( 26 0 mmnl ) THEE. &
BREMER 2/00, BETHEMAEN. RkE)FERL 9%, &
NEBREEREGUERE. F IR LBERBLAY K AkEd
HERE, EEARREL TR RETRUEN. Bttty
AEPERERY, BE 1 168( 59 0% ) 1-FH- 7 -5
. AR TFER.
'H NMR (CDC1;) 6: 3.88 (3H, s), 3.96 (3H, s), 6.54
(1H, d, J=3.3Hz), 7.10 (lH, t, J=7.6Hz), 7.67
(1H, 4, J=7.3Hz), 7.75-7.78 (1H, m}).

SELHH 1 2
7-FERE- 4-§- 2 - RBHLEWHE
a) 3 -FEEL-6-F-2-#HEFFEREHE

1,508 ( 8 00 mmol )4 -f-3-FHX- 2 - HEEE,
1,508 ( 8 80 mmo1 )FHME, 2 43 a( 17 6 mmol ) BE
HR70 0 IR BEWER 2/ e BT ENE, BET %5
B BITHBA G L BH BMEAY, B85 2 228 (7999 )
3~ FEEE-6-F-2-HEFE
) (3 -FEEE- 6-§-2- 8% - KL ) HHE 2550 45

F@T1,208(7, 92mmo1 )ER-ZFERME 0 67 &
(7. 92mmol ) CBEFAETE ( 50 m1 ) By B32. ME WA
2,008( 7 20mmo1 )3 -FHEEE- 6-4-2-FEFE,
EERTHE 4/ REERBE N1 NHBY, ALBEESY
ke AAMBUPEAREHWER L EXARBRELTRE,
REABEN. BUHRECEIERALELY, BEH 1 60 ¢

—4 §—



(53, 5%) (3 -FERH- 6 -8-2-HEFE) FIH L
¢) 7 -FEEE- 4 -8~ 2 - hBBTEYHE
HEZEEBTI1,608( 4, 24 mmo1 ) (3 -FHEL-4-5-
2-HEARE )WHBRLE, 22,98 ( 29 7 mno1 ) 209 =4
RERERF 60 = LA WHEA MBI 3 /DiT. R BIRA HE) kk

B, RCBEEIUR M5 ke S B R b

Wo EARRBMEL TR, RETANEN. Bl E Ed4
R, 73 0. 508 (35 8% ) 7-FH-4-4-2-%3%-%
B T
"H NMR (CDC1,) &: 1.39-1.44 (3H, m), 4.40 (2H, 4d,
J=6.9, 14.2Hz), 5.18 (2H, s), 6.69 (1H, d,
J=8.3Hz), 7.01 (1H, d, J=8.3Hz), 7.26-7.27 (1H,

m), 7.35-7.48 (54, m), 9.15 (lH, br-s).
HELHH 1 3
6 - FTHEEE- ¢4 -8 - 2- 3 EBBLEN HE
a)3 - (4-FERE- 2- AFE) - 2 - BAEFHBR 256
&

T-10C#4 5 408 ( 21, 9mmo1 ) 4 - FHEEE- 2- 4
APBR11,.38 (87 ¢mmol ) ZABAMHTREN 70 m 1
CERRERMmE 5. 958 ( 87, ¢ mmol ) ZLESM 70 m 1 7,8
WHESE, T-10 CHEH s/, REBEREA 2 EE. £RNIE
BHEIN 200 m1 A RIAEABERF, ATBLBERRAY 3 %K.
Rt AR AW ER A, REREPE S BE RE.
EXAKGRELTRE, RETAHBH. SadukEeldris



W, 1REl4, 508 57, 5% )3 -( 4 -¥EEE- 2-52%)
-2 -BRAEERLE,
b) 6 - FHEBHK- 4 -4 - 2 - 3% B8 7R 4E

4,508 ( 12 emmol }3 - ( 4-FHEAL- 2- %%
2 -BRAEWARTEE 100 ml WRFHANEGS I ot. B
TREREBE. AR EBELTB0EAY, 553 73
e(89. 8% )6 -FEEHK- ¢ -F- 2 - 5 %HE L5

B

'H NMR (CDCl,) 6: 1.38-1.43 (3H, m), 4.35-4.43 (2H,
m), 5.09 (2H, s), 6.79 (1H, a4, J3=0.7, 2.0Hz),
6.95 (1H, d, J=2.0Hz), 7.23-7.24 (1H, m),

7.31-7.45 (SH, m), B8.94 (1H, br-s).

ZELHH 1 4

1-(2-REPEBRTE ) - 2 - 5 k568D Fedy 414
a)1-(2-RECE) - 2 -3k BBTFEL 44

3.638( 68, 4 mmol )HHBERN - TEZWEE Gl

2. 2ml 40 PBERME 10, 0 8 ( 57, 1 mmo1 ) 2 - @ 5
REBE 150 m1 1, 4 - ZBEFHERE, T55 CHBESY
1/0Bte BIETRER MBS Y. FIEBLYME s 1 LB 500
m 1KEEE P, FEFRERAER K, FAKEAENER ik
EAARREETHRE, BETHB LM EEEAEEBELE4
W, "El13. 081~ (2-FE-LHE) -2 -k EE TR
o)1 -(2-REFREZLL) - 2 - SR LBRTEN ML

CEBT3. 12e( 13 7mmor) 1~ {2-HHLE)- 2 -
FRBBER, 30 m1 j0 BWEBEN, 30 m130 Bt RAE R

— g & —



100 m1 AEIMIR &40t « Dot BB, REBAMAHE 0T,
BEMNL O W RFHRNER UMM A EHTE Y REELR
MREHFHAERAE, FLRUEER KSR F4afsq s
BGEHNER Y. ERARBRELTERE, BETANEHN, By
HERAECBALT RN EAY, 852 308 68% )1 -( 2 -
RETBETE ) - 2 - 5% 58 Fig,
'H NMR (CDC1,) &: 2.75 (2ZH, ddd, J=1.7, 5.9,
7.6Hz), 3.92 (3H, s), 4.85 (2H, ddd, J=1.7, 5.9,
7.6Hz), 5.37 (1H, br-s), 5.72 (lH, br-s), 7.16
(1H, ddd, Jg=1.0, 6.9, 7.4Hz), 7.32 (1H, 4,
J=1.0Hz), 7.37 (1H, ddq4, J=1.0, 7.3, 7.8Hz),
7.53 (1H, dd, J=0.8, 8.4Hz), 7.67 (1H, dt,
J=1.0, 7.9Hz).
REMTEEZLNH 1 4 HF 3 HETEMA Y
W1-(2-AXEFHRETLE) - ¢ -F - 2 - 2| Y58 L5,
"H NMR (CDC1,) &: 1.43 (3H, t, J=7.3Hz), 2.65-2.82
(1H, m), 4.39 (2H, q, J=7.3Hz), 4.84 (2H, ddag,
J=1.0, 6.3, 7.3Hz), 5.45 (1H, br-s), 5.68 (1H,
br-s}), 7.14 (1H, 4, J=7.9Hz), 7.26 (1H, dd4,
J=7.6, 8.2Hz), 7.41 (1H, d, J=1.0Hz), 7.45 (1H,
d, J=8.6Hz).
SELHH 1 5
7 - GAFRETRE- 1 - FL- 2 - JRBBRT N HE
2l 7-BE- 1 - FE- 2 - RERTES HE

—q 9 —



Es50m 1WERER 50 m 1 PEWEFRA b B2 31 ¢
(7,82mmo1 ) 7 - FHEAH- 1 - F- 2 - 2% BB Frg.
WHEBF WA 0. 58 10 P8/ HE, EFBEE THTH MM
REFRIE, HUEAH, BETIREE M 18t oA & 8 s Bf
RERYW, RE1.638( 799%) 7-KH-1-WH- 2 -5y
- BBRT & |
o) 7 -REFHREFEL- 1 - FE- 2 -4 LBTF RN 445

0,50 ( 2 44 mmo1 ) 7 —FH- 1 - FH- 2 - k5w
?ﬁ%ﬁaozg(144mm1}oo%ﬁ%%@zsmlzﬁﬁ
FRETHBEAE, EERETHEBSYEIRG YT RS EEL
REEZRTHREREZFERMA0, 258 ( 2, 68 mmo1 ) 2
- RIBK, MET 5 0 1 M. FEESHE )okAd. &
FRIURCEERFERAMI Ko RAREANER M. 1450
B ETHRE, RETAMEF. Bt isdy, 25
0,548 (84 4%) 7 -AXEPEBEFTEH- 1 -FHE- 2 -2
Br A8 W .

'H NMR (CDCl,) &: 3.91 (3H, s), 4.41 (3H, s), 4.67
(2H, s), 5.70 (1H, br-s), 6.41 (1H, br-s),
6.70-6.73 (1H, m), 7.03 (1H, t, J=7.9Hz), 7.26
(1H, s), 7.31-7.34 (1H, m).

AT HELZRG 1 5 FE4E T FLE Yo

WI1-HE-7-(2-FKETEH) - 2 - 5 %58 7.

'H NMR (CDCl,;) &: 3.17-3.22 (2H, m), 3.87 (3H, s),
4.24 (3H, s), 4.31-4.36 (2H, m), 6.68 (1H, d,

J=7.6Hz), 6.94-7.00 (1H, m), 7.18-7.35 (7H, m).



@1 -FE-7-(3-FEFEHL) - 2 - 3| %55 Ty,
'H NMR (CDCl,) &: 2.16-2.26 (2H, m), 2.84-2.90 (2H,
! m), 3.89 (3H, s), 4.07-4.12 (2H, m), 4.43 (3H,
s), 6.64 (1&, d, J=6.9Hz), 6.97 (1H, t,
J=7.9Hz), 7.18-7.23 (5H, m), 7.25-7.33 (2H, m).
8)7 ~-AAFBEFEEL- ¢ -F- 1 -FH- 2 - 3% 58 8,
'H NMR (CDCl,) &: 1.33-1.36 (3H, m), 4.29-4,37 (5H,
m), 4.60 (2H, s), 6.69 (1H, d, J=8.3Hz), 7.06
(1H, dd, J=0.7, 8.2Hz), 7.15 (1H, d, J=0.7Hz),
7.38 (1H, br-s), 7.54 (1H, br-s).
(4)4 ~F-7-( 2-ZFEEHLTEHR) -1 -FX- 2 -%%4%
B g,

'H NMR (CDCl,) &: 1.39-1.44 (3H, m), 2.36 (6H, s),
2.82 (2H, t, J=5.9Hz), 4.17 (2H, t, J=5.9Hz),
4.33-4.40 (5H, m), 6.59 (1H, d, J=B.3Hz), 6.96
(14, d, J=7.9Hz), 7.30 (1H, s).

56 -~ BREFBEEFTELE- 1 ~FH- 2 - 9% BB L5,

'H NMR (CDC1,) 6: 1.38-1.43 (3H, m), 4.03 (3H, s)

!

4.32-4.40 (2H, m), 4.60 (2H, s), 5.61 (lH,
br-s), 6.59 (1H, br-s), 6.79 (1H, d, J=2.3Hz),

6.84 (1H, dd, J=2.3, 8.6Hz), 7.26-7.27 (1H, m),
7.57-7.60 (1H, m).
©) 4 -F-1-FE-7-(2-(N-HEL)-ZEX)-2-
Bk KB L,
51—



'H NMR (CDC1,) &: 1.39-1.44 (3H, m), 1.79-1.84 (4H,
m), 2.63-2.68 (4H, m), 2.97-3.02 (2H, m),
4.20-4.24 (2H, m), 4.33-4.41 (58, m), 6.60 (1H,
d, J=8.6Hz), 6.97 (1K, 4, J=8.3 Hz), 7.31 (1H,

s).

N7-(3 -HTEREREEENEEL) - 1 - F£- 2 - 5% 4y
5
IH NMR (CDCl,) &; 1.43 (9H, s), 2.09 (2H, t,

J=6.3Hz), 3.35-3.42 (2H, m), 3.89 (3H, s),

4.13-4.18 (2H, m), 4.39 (3H, s), 4.73 (1H,

br-s), 6.69 (1H, d, J=7.9Hz), 6.96-7.02 (lH, m),

7.21-7.26 (2H, m).
@7-(3-HTEEBERELFNEEL ) -¢-F-1-FF%-2-
Gk R TEs

'H NMR (CDC1,) 6: 1.38-1.44 (12H, m), 2.03-2.13

(2H, m), 3.33-3.40 (2H, m), 4.12 (2H, t,

J=5.9Hz), 4.33-4.41 (5H, m), 4.70 (1H, br-s),

6.58 (1H, d, J=8.3Hz), 6.96 (1H, d, J=8.3Hz),

7.31 (1H, s).
@6-(3-HTEERESREWEE) -1 - FE£- 2 - 9% EB
LEE:

'H NMR (CDCl,) &: 1.37-1.42 (3H, m), 1.45 (9H, s),
“ 2.02 (2H, dd, J=6.3, 12.5Hz), 3.33-3.40 (2H, m),

4.02 (3H, s), 4.10 (2H, t, J=5.9Hz), 4.35 (2H,

—5 2 —



dd, J=6.9, 14.2Hz), 4.78 (14, br-s), 6.76 (1H,
s), 6.78-6.83 (1H, m), 7.24-7.26 (1H, m), 7.53
(1H, d, J=8.6Hz).
07 - ( 2-HTREREELZEL) - ¢-8-1-F£-2-
NRER 8.

'H NMR (CDCl,) 6: 1.39-1.44 (3H, m), 1.45 (9H, s),
3.63 (2H, dd, J=5.3, 10.6Hz), 4.13 (2H, t,
J=5.3Hz), 4.30-4.41 (5H, m), 4.63-4.89 (1H, m),
6.58 (1H, d, J=8.3Hz), 6.97 (1H, 4, J=8.3Hz),
7.31 (1H, s).

Wi -FE-7-(2-(z-WgnEE) fE-2-8%)-~
- %R B R T .

'H NMR (CDC1,) &: 1.52-1.85 (6H, m), 3.50-3.58 (1H

| Q%)

r

m), 3.83-3.90 (5H, m), 4.11-4.19 (1H, m),
4.26-4.30 (2H, m), 4.42 (3H, s), 4.73-4.75 (1H,

m), 6.70-6.73 (1H, m), 7.01 (1H, t, J=7.9Hz),
7.22-7.26 (2H, m).

g -F-1-FF-7-(2-(2-WanwHx) -AFX28%)
-2 —uﬂgk%§E§2;E§:
H{NMR (CDC1,) 6: 1.42 (3H, t, J=7.3Hz), 1.52-1.85
(6H, m), 3.51-3.56 (1H, m), 3.81-3.91 (24, m),
4.10-4.17 (1H, m), 4.23-4.27 (2H, m), 4.33-4.40
(5H, m), 4.72-4.73 (1H, m), 6.61 (1H, 4,
J=8.2Hz), 6.96 (1H, 4, J=8.3Hz), 7.30 (1lH, s).
_53_



WBe-R-7-(2:3-RIAE-EXFERE) -1 -F£- 2
- B AR T,
'H NMR (CDCl,) &: 1.39-1.47 (SH, m), 3.91-3.99 (1H,
m), 4.06-4.23 (3H, m), 4.33-4.41 (5H, n),
4.51-4.63 (1H, m), 6.60 (1H, d, J=é.3Hz), 6,97
(1H, d, J=8.3Hz), 7.31 (1H, s).
Wd -F-1-FE-7-(¢-(2-HEmmE)-AXTEE)
- 2 -H%BRTE.
'H NMR (CDC1,) &: 1.39-1.44 (3H, m), 1.52-1.85 (8H,
m), 1.87-2.04 (2H, m), 3.44-3.55 (2H, m),
3.79-3.91 (2H, m), 4.10 (2H, t, J=6.3Hz),
4.33-4.41 (5H, m), 4.58-4.61 (1H, m), 6,56 (1H,
d, J=8.3Hz), 6.96 (1H, d, J=8.3Hz), 7.30 (1H,
s).
SHLHEH 1 o
4 -BB-r-WE- 2 -5 kHLER
a)4 -~BHEFE- 1 - FE- 2 -9%RBRLENHE
20 m1 2N EBM 0 m 1 WEKENE RS F, BER
4,008( 12 ¢mmo1 ) 1 -FXE-4-( 2-WaEHHEE)-4A
EFE- 2 - BROE. T 50 CRHERXEESY 1/ RE
BAWENKAY, ATRUBEERKES K. AEMERBEHE
BMEEH BER . EXKRRELTRE, RETHAMEN. B
HERERELLRLY, B3 2. 908 (99% )4 -HBEFE- 1
- FE- 2 - R BRR T,

— 5 4 —



b) ¢ - HE- 1 - FE - 2 - B BE 7 R A
E30m1WMEEM 0. 708 (3. 00 mmo1 ) 4 - BEF

~1-FE-2-RBBMIIE. FBET3. 3 01 Jones' X
(ﬁﬁza7g3%%%ﬁ$23ml%%@40mlﬂ%%@%¢,
WAERETA 100 m 1§48 ) BRwE LR ERT. £7 BT Hrw
MREH 1 /MM REEA DB KA, ARGERALSI ko A
WRW KR ENE R H W ERN. EXAGR L TERE, BE
TRUER. UK EELLERAY, B30 388 (51.2% )
4-RE-1-FE- 2-F%BRE
'H NMR (DMSO-d,) &: 1.34-1.40 (3H, m), 4.08 (3H, s),

4.35 (2H, dd, J=7.3, 14.2Hz), 7.41-7.47 (1H, m),

7.72 (1H, s), 7.82-7.89 (2H, m), 12.7 (0.SH,

br-s).
ZHLHH 1 7
6~ FEAL- 1 - FH- 2 -5 % BB AN HE
a) 4 -FREKL- 2 - FXXEHW 44

5008 (18 9mmol )5 -FHEAHL-2-BHE, 0 45
g 18 9mmo1 )4 B4, HAEWEFI0 n 1 WA AR RS
WER 2 /Mt. AHE-50C, FZEMBRERMBERRN3I 0 24k
RERNBEAZTE, EF—BESSHME 2/ . RS 4
A1 NGB, MER R LHERR k. ELXAHBLL TEE,
PETAHBEN. BRERACEALERY, 531 4024 -%
ERE- 2 -FEEXTH,
b) 4 - FEEE- 2 - FEXFE Fisw 45

— 55—



WH1. 408( 5 78mmo1 ) 4 - FHEH£- 2 - FLXEFEH,
1.378( 11, 6 mmol )BhEAA S0 m 1 FE, AAUTF o2
XM 6 WHEHITERS, H50. 7784 - FHEL- 2 -Fx
AR,
cl4 -FHEEX- 2- FAFEBHHE
| 0,118 ( 2, 93 mmo1 ) FHEEE20 m 1 ME sk gy &

HHRANEO0C ToTCo 758 ( 2 93 mmo1 ) 4 - FERHK-
2-WEKWRFEEAE 20 n 1 WGk HPHEHER e N30
Ho TOTCHB2ANEE, HERAFEABRMESY, B5 0 46
g¢-FTEEX- 2 - PEYTER,

a) ¢4 - FHEEH- 2 - FRFXHIRY HE

EEFQ70@(&07mm1)45%§ﬁ£—2-$§%%
B, 2.678(30, 7mmol ) 844, 0, 5 m1iFEf 20 m 1
AWRE DB 1 1T EHTENR, BE TREEK. B
BERERBAMITRERY, B30 6084 - FHEEHX- 2-F
AEE
0)3 - ( 4 -FHEX- 2 -FEXE)- 2- ZEAFEB LE
By & .

REUTBEZHHI 13 a) 0 FEdTRE, R2ER 2 80
g 12 4 mmol ) g - FHEX- 2- PERVE, 6.39¢
(49, 5 mmo1 ) BHTEAZE, 3.37 8 ( 49, 5 mmo1 ) ZLEH
fusom 178 523 2483 - (4-FHEHL- 2 -FEEL)
-2 - B RETHR LE,
£) 6~ FEAE- - FH- 2 - 5 B8 LB 44
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RAMTSEZHO 13 o) W FESTERE, FRAEAS -
(4 -FRAEL-2-FEFRL ) - 2- BAE-FEB LR 100
m1WE, BE 2 6686-FEAL- 4 - FiH-2-3%g5n7,
Fa

'H NMR (CDCl1,) &: 1.38-1.43 (3H, m), 2.51 (3H, s),
4.38 (2H, dd, J=6.9, 14.2Hz), 5.09 (2H, s), 6.72
(2H, s), 7.19 (1H, d, J=2.3Hz), 7.29-7.46 (5H,
m), 8.71 (1H, br-s)
REMTEE TN 1 7 B E 85 T HwA 4,
(V6 -FHEEEL- 4 -ZFAFE- 2 -4 58 5.
'H NMR (CDC1,) &6: 1.39-1.44 (3H, 4.37-4.45 (2H, m),
5.14 (2H, s), 7.05 (1H, s), 7.23-7.24 (1H, m),

7.30 (1H, s), 7.35-7.47 (5H, m), 8.92 (1H, br-s)

LHH 1
1 - - 2 - o ueE K H A
8,58 (89 8 mmol ) B mE 4 858 ( 89 8

mmol ) WEEGNEY 70 m 1 BBH B, FiB THERA Y. BB
ROPLH, REEH. AEEI. 708 ( 8, 97 mmo1 ) 7 -FE
- 2-RBRT R G AN MEREENER. A
REKRGT 130 CmH s 0%, RETZTETHKE 1 M He 4B
REERY, ALRTEZEIRAW3 Kk AKESFHERM. &
RARRELTERE, RELUBN. H 1A EH B3 B0 F
REBRY, BEFER 1 - P~ 2 - 5 BRI B bsnT
Afr, FEAE BT ENE30 70e( 30, 8% )1 -84

— 57—



-2 -uRE AR,
B, 250 CRER
'H NMR (DMSO-d,) &: 4.04 (3H, s), 7.12-7.21 (1H, m),
7.31-7.44 (1H, m), 7.61 (1H, d, J=8.6Hz), 7.73
(1H, d, J=7.9Hz), 7.89 (1H, s), 8.5 (2H, br-s),
8.7 (2H, br-s), 11.9 (1H, br-s).
L 2
1~ FE- 5 - R R 44
ARMTEHG 1 FERTHRN, REERA 1. 00 8 (5 29
mmol ) 1 ~HE- 5 -HRBMFE, 5,058 ( 52, 9 mmoy )
JRER#EF 2, 858 ( 52, 9mmo1 ) WEESIMY 50 m 1 R0,
FEfR2l 0, 92 8( 68, 9% ) 1 - FH~ 5 -5 RBE LA B2
W& 260 CREE
'H NMR (DMSO-d,) &: 3.86 (3H, s), 6.62-6.64 (1H,
m), 7.50 (1H, d, J=3.3Hz), 7.61 (1H, d,
J=8.9Hz), 7.91-7.95 (1H, m), 8.44 (2H, br-s),

8.47 (1H, d, J=1.3Hz), 8.7.(2H, br-s), 11.7 (1H,

br-s).

LMt 3
1-FE-3 -3 RB AN HE
REBUTERS 1 W FEH#TRRE, RE2EFA 1. 00 g (5,29
mmol )1 -WHE-3 -4 RBBFRE. 5, 058 ( 52, 9 nmo1 )
MEREM2 852 ( 52, 9mmol ) FEYW som LFEER F
WARE 0 482(35 9% )1 -WE- 3 -2 GELI BB 2,
— 5 & —



M. 252-253 T

'H NMR (DMSO-d,) &: 3.91 (3H, s), 7.25-7.37 (2H, m),
7.58-7.61 (1H, m), 8.15 (1H, dd, J=1.3, 6.6Hz),
8.3 (2H, br-s), 8.6 (2H, br-s), 8.78 (1lH, s),

. 11.8 (1H, br-s).
LBl 4
1 - WE- 2 - %RE XN B &

REUUTLHA 1 W FERT R, RREM 0858 (4,49
mmwol ) 1 - Wk~ 4 - | RBRFE, ¢ 29 ¢ ( 44, 9 mmo1 )
MthB 2, 43 g ( 44, 9mmod )FEHH 50 m 1 FEE R H
WhRElo. 758 ( 66, 1% ) 1 -FH- 4 - FgBENMEEBH
BR: 186-187 T

'H NMR (DMSO-d,) &6: 3.88 (3H, s)', 6.97 (1H, d,

J=3.0Hz), 7.92-7.35 (1H, m), 7.56 (1H, d,
J=3.0Hz), 7.84 (1H, d, J=7.9Hz), 7.98 (1H, Q,
J=7.6Hz), 8.5 (2H, br-s), 8.7 (2H, br-s), 11.7
(1H, br-s).

SEHH 5

4-R-1-F&- 2 -3 RB XN H%E

FRUT LR 1 o FEHTZREE, REFEH 2.00 8 (8 94
mmol ) 4 ~-%-1-FE- 2 -9 %BBEFE, 8 548 (89, 4
mmol ) M Ffre 83 8 ( 89 ¢ mmol )EEHNWsom 1 HE
BER. ERAEE 1. 068(41.3%B)4-R-1-FH- 2-4
AN B 3

— 5 9 —



Mg, 288-290TC
'H NMR (DMSO-d,) &: 4.05 (3H, s), 7.24 (1H, 4,
J=7.6Hz), 7.35-7.41 (1H, m), 7.62 (1H, Qa,

J=8.6Hz), 7.98 (1H, s), 8.56 (2H, br-s), 8.63
(2H, br-s), 12.0 (1H, br-s).

FIRBUT LR 189 773 1% 52364 o 5 5236008 B9 405 40
SEHH 6
5-f-1-FX-2 -3 gAML B,
FFE: 43. 6%, ME. 281-2827C
'H NMR (DMSO-4d,) &: 4.03 (3H, $), 7.39 (1H, 44,
J=2.0, 8.9Hz), 7.67 (1H, 4, J=8.9Hz), 7.77 (1H,
$), 7.81 (1H, d, J=1.7Hz), 8.5 (2H, br-s), 8.6

(2H, br-s), 11.9 (1H, br-s).

oy
6-R-1-FH- 2 -3 RBEEMEE L,
FR: 59, 6%, WHE: 290-294C
'H NMR (DMSO-d,) 6: 4.02 (3H, s), 7.17 (1H, 44,
J=2.0, 8.6Hz), 7.74-7.77 (2H, m), 7.84 (1H, s),
. 8.5 (2H, br-s), 8.6 (2H, br-s), 11.9 (1H, br-s).
Lt 8
7-8-1-FH- 2 - BB
PR, 56,5%, WM& 243-2447
" 'H NMR (DMSO-d,) &: 4.33 (3H, s), 7.11-7.17 (1H, m),
7.41 (1H, d, J=7.6Hz), 7.71 (1H, d, J=7.9Hz),



7.81 (14, s), 8.5 (2H, br-s), 8.6 (2H, br-s),

12.0 (1H, br-s).

EHH 9
1, 4-ZWE-2 -5 RREME8RE.
R, 32, 5%, WHE., 279-280T
'H NMR (DMSO-d,) &: 2.53 (3H, s), 4.02 (3H, s), 6.96
(1H, d, J=6.9Hz), 7.26-7.32 (1H, m), 7.41 (1H,
d, J=8.3Hz), 7.99 (1H, s), 8.5 (2H, br-s), §.7
(2H, br-s), 11.9 (1lH, br-s).
EHB1 0
1, 5-ZWF&E- 2 -mREEEMERL.
R, 30,5%, XK. 281-2827T
'H NMR DMSO-d,) &: 2.41 (3H, s), 4.00 (3H, s), 7.23
(1H, 4, J=8.9Hz), 7.48-7.51 (2H, m), 7.79 (1H,
s), 8.5 (2H, br-s), 8.7 (2H, br-s), 11.9 (1H,

br-s).

LB 1 1
1, 6 -ZWHE- 2 -m%BEENEREDL
FR. 63.1%, ME: 267-2697T
'H NMR (DMSO-&¢) &: 2.47 (3H, s), 3.99 (3H, s),
7.02 (1H, d, J=8.3Hz), 7.41 (1H, s), 7.61-8.00
(2H, m), 8.4 (2H, br-s), 8.5 (2H, br-s), 11.6
(1H, br-s).
SEHH 1 2



1, 7-ZWHE- 2 - 3|5 200 @ 2
PR, 27,3%, ME. 271-273 7
'H NMR (DMSO-d;) &: 2.78 (3H, s), 4.25 (3H, s),

6.99-7.11 (2H, m), 7.53 (1H, 4, J=7.6Hz), 7.70

(1H, s), 8.4 (2H, br-s), 8.6 (2H, br-s), 11.8
(1H, br-s).

LR 13
5-FERE-1-FE- 2- 9 %gEME B,
PR, 50, 1%, MWE, 235-236T
'H NMR (DMSO-d,) &: 3.80 (3H, s), 4.01 (3H, s),
7.03-7.07 (1H, m), 7.16 (1H, 4, J=2.3Hz), 7.52
(1H, d, J=8.9Hz), 7.75 (1H, s), 8.4 fzﬁ, br-s),

8.7 (2H, br-s), 11.8 ({1H, br-s).

EHH 1 4
1-WE- 6 -5 R AN B 2,
FEE, 62, 1%, BE., 297-298C
'H NMR (DMSO-4,) &: 3.94 (3H, s), 6.55 (1H, d4,
J=0.7, 3.0Hz), 7.61 (1H, &, J=3.0Hz), 7.67-7.78
(2H, m), 8.4 (2H, br-s), 8.6 {1H, br-s), 8.9 (2H,

br-s), 12.0 (1H, br-s).

LMt 1 5
1 -F3- 2 -5 REE XML B 2,
SRR, 54,9%, W, 228-22970



'H NMR (DMSO-d,) &: 5.86 (2H, s), 7.03 (2H, 4,
J=6.6Hz), 7.17-7.39 (4H, m), 7.57 (1lH, 4,
J=8.3Hz), 7.78 (1H, 4, J=7.9Hz), 7.98 (1lH, s),
8.4 (2H, br-s), 8.6 (2H, br-s), 11.9 (1lH, br-s).

EHB 1 6

1-FE-3 -3 REEAMEE .

& 66. 2%, ¥E252-25370

'H NMR (DMSO-dg) &: 5.53 (2H, s), 7.23-7.37 (7H, m),
7.62-7.66 (1H, m), B.15-8.18 (1H, m), 8.3 (2H,
br-s), 8.6 (2H, br-s), 8.95 (1H, s}, 11.8 (1H,

br-s).

LRt 1 7
1-FRE-3 -G REtE MR 4,
PR, 49, 7%, Mg, 221-223 ¢
"H NMR (DMSO-d) &: 1.51 (6H, d, J=6.6Hz), 4.85-4.90
(1H, m}, 7.24-7.34 (2H, m), 7.67 (1H, d,
J=7.6Hz), 8.14-8.17 (1H, m), 8.3 (2H, br-s), B.6
(2H, br-s), 9.12 (1H, s), 11.9 (1H, br-s).
XHEbl1 8
2 - B A ER 2.
FE, 61.9%, HH. 192-194TC
'H NMR (DMSO-d,) &: 7.09-7.14 (1H, m), 7.28-7.34
(1H, m), 7.49 (1H, 4, J=8.3Hz), 7.71 (1H, d,
J=8.3Hz), 8.5 (2H, br-s), 8.7 (2ZH, br-s), 12.06

(1H, br-s), 12.13 (1H, br-s).
— 63 —



SEHH 1 9
3 - WAL,
JEE, 42 2%, WEE, 28770
'H NMR (DMSO-d,) &: 7.20-7.29 (2H, m), 7.53 (1H, dd,
J=1.7, 6.6Hz), 8.12-8.16 (1H, m), 8.3 (2H,
br-s), 8.7 (2H, br-s), 8.83 (1H, d, J=3.3Hz),

11.8 (1H, br-s), 12.2 (1H, br-s).

LR 2 0
5 - H% Bt AR 3
PR, 55 9%, ¥WE., 219-222C
'H NMR (DMSO-d,) &: 6.61-6.63 (1H, m), 7.50-7.56
(2H, m), 7.85-7.89 (1H, m), 8.45 (2H, br-s),
8.49 (1H, d, J=1.7Hz), 8.75 (2H, br-s), 11.6
(1H, br-s), 11.7 (1H, br-s).
LMt 2 1
1-RWHE= 5 -GGG AMEER L,
PR, 72,5%, WE. 219C
'H NMR (DMSO-d,) &6: 1.48 (6H, d, J=6.6Hz), 4.81-4.88
(1H, m), 6.67 (1H, d, J=3.3Hz), 7.68-7.71 (2H,
m), 7.89-7.93 (1H, m), 8.3-8.6 (3H, m), 8.7 (2H,
br-s), 11.7 (1H, br-s).
Ll 2 2
¢-FRE-1-FE- 2 -%kgENLEBH,
PR, 54, 5%, M. 281-2827T
—6 4 —



'H NMR (DMSO-d,) &: 3.93 (3H, s), 4.0l (3H, s), 6.62

(1H, 4, J=7.9Hz), 7.16 (1lH, 4, J=8.6Hz), 7.30-
7.36 (1H, m), 7.83 (1H, s), 8.5 (2H, br-s}, B.6

(2H, br-s), 11.7 (1H, br-s).
LHbl 2 3
6 ~WRE-1-WH- 2 -3 %p AL,
FR. 75.5%, WE. 2727
'H NMR (DMSO-d,) &: 3.87 (3H, s), 4.00 (3H, s), 6.81
(1H, dd, J=2.0, B.9Hz), 7.05 (1H, &, J=2.0Hz),
7.59 (1H, 4, J=8.9Hz), 7.84 (1H, s), B.4 (2H,
br-s), 8.7 (2H, br-s), 11.8 (1H, br-s).
LHiH 2 4
1-FH-a-HE- 2 -3 % 2MER,
R, 97. 7%, KE., 292-293C
'H NMR (DMSO-d,) &: 4.14 (3H, s), 7.59-7.65 (1H, m),
8.16 (1H, m), 8.20-8.28 (2H, m), 8.5 (4H, br-s),
11.8 (1H, br-s).
LMl 2 5
1-PEK- 6 - &2 - KB EMA B,
FPE: 68, 4%, ME. 279-2837
'H NMR (DMSO-d,) &: 4.15 (3H, s), 7.89 (1lH, s),

7.95-8.03 (2H, m), 8.51-8.66 (5H, m), 12.1 (1lH,

br-s).
EHB 2 6



1-WE-7 -HE- 2 -G R ML,
FR, 66.8%, ME: 268-2707T
'H NMR (DMSO-d,) 6: 3.83 (3H, s), 7.36 (1lH, t,
J=7.9Hz), 7.98 (1lH, s), 8.06 (1lH, dd, J=1.0,
7.9Hz), 8.19 (1H, dd4, J=1.0, 7.9Hz), 8.44-8.74
(4H, m), 12.2 (1H, br-s).
Lz 7
1-HE-5-E- 2-SRGEENMERE.
FR, 73 6%, ¥WE, 294-2957¢
'H NMR (DMSO-d,) &: 4.09 (3H, s), 7.86-7.91 (2H, m),
8.23 (1H, dd, J=2.3, 9.2Hz), 8.49 (4H, br-s),
8.83 (1H, d, J=2.3Hz), 11.9 (1H, br-s).
LMtz 8
1-HE- 7 -5 RBEEMBER.
R, 37. 4%, MEE., 203-204T
'H NMR (DMSO-d,) 6: 3.78 (3H, s), 6.60 (1H, d,
J=3.3Hz), 7.16 (1H, t, J=7.6Hz), 7.44 (1H, d,
J=3.0Hz), 7.53 (1H, d, J=7.6Hz), 7.85 (1lH, d,
J=7.9Hz), 8.44 (2H, br-s), 8.52 (2H, br-s),
11.90 (1H, br-s).
LHH 2 9
1-FX-4-ZRFE- 2 -v%kBrENE R,
R, 57.8%, K&, 283-285C



"H NMR (DMSO-d,) &: 4.10 (3H, s), 7.52-7.58 (2H, m),
7.91 (1H, s), 7.98-8.01 (1H, m), B8.4-8.8 (4H,

m), 11.99 (1H, br-s).

EHAFI3 0
S5-R-1-FE-2-5UBRENEH L.
PR 60, 8%, HE. 278-2817
'H NMR (DMSO-4,) &6: 4.03 (3H, s), 7.25-7.33 (1H, m),
7.54 (1H, &d, J=2.3, 9.6Hz), 7.69 (1H, dd,
J=4.6, 9.2Hz), 7.82 (1H, s), 8.51 (2H, br-s),
8.69 (2H, br-s), 11.98 (1H, br-s).
LB 3 1
5-CRE- 1-WFHh- 2 - 5| ge AN,
FR, 30.9%, ¥BHE. 234-236T
"H NMR (DMSO-d) &: 1.35 (3H, t, J=6.9Hz), 3.99 (3H,
s), 4.05 (2H, 44, J=6.9, 14.2Hz), 7.05 (1H, dd,
J=Z.3, 9.2Hz), 7.16 (1H, 4, J=2.3Hz), 7.54 (llH,
d, J=8.9Hz}, 7.73 (1H, s), 8.42 (2H, br-s), 8.65
(2H, br-s), 11.81 (1H, br-s).
LMt 3 2
S5-FEEE- 1 -FE- 2 -3 gBrEMAsL,
PR, 45 2%, MHE. 249-251TC
'H NMR (DMSO-d,) &6: 3.99 (3H, s), 5.14 (2H, s),
7.12-7.16 (1H, m), 7.28-7.58 (7H, m), 7.67 (1H,

s), 8.28-8.68 (4H, m), 11.71 (1H, br-s).

— 6 7 —



S 3 3
1-FE-6-ZAFE- 2 -5 R EMLEE,
R, 44 4%, FiE. 255-257 T
'H NMR (DMSO-d,) 6: 4.11 (3H, s), 7.44 (1H, dd,
J=1.3, 8.6Hz), 7.97 (1H, 4, J=8.6Hz), 8.10 (1H,
s), 8.48 (2H, br-s), B8.63 (2H, br-s), 12.03 (1H,

br-s).

LH B3 4
7~ FERE- 1 - PHE- 2 - BN
P&, 53, 5%, ME. 221-2227T
'H NMR (DMSO-d,) &: 4.27 (3H, s), 5.26 (2H, s),
6.97-7.08 (2H, m), 7.27-7.56 (5H, m), 7.72 (1H,
s), 8.43 (2H, br-s), 8.60 (2H, br-s), 11.80 (1H,
br-s).
SEHHI3 5
1-(2-FEFL) - 2 - R EMERE,
FE, 56 4%, MHBH, 254-255T
'H NMR (DMSO-d,) &: 6.02 (2H, s), 7.17-7.27 (2H, m),
7.32-7.38 (1H, m), 7.43-7.48 (3H, m), 7.60 (1lH,
d, J=7.9Hz), 7.73-7.86 (4H, m), 8.07 (1H, s),
8.43 (2H, br-s), 8.67 (2H, br-s), 12.04 (1H,
br-s).
LHHI3 6
1-(2-FKEZE) - 2 -3 AMBRKE,



& 55 1%, ME, 262-264TC
'H NMR (DMSO-d,) &: 2.97-3.03 (2H, m), 4.73-4.79
(2H, m), 7.13-7.24 (6H, m), 7.32-7.38 (1H, m),

7.59 (1H, 4, J=7.9Hz), 7.73 (1H, 4, J=7.9Hz),
7.84 (1H, s), B.43 (2H, br-s), 8.62 (2H, br-s),

11.78 (1H, br-s).

L3 7
1-(4-RFE)-2-54BENMEBE,
PR, 53.3%, HE: 260-2637T
'H NMR (DMSO-d,) &: 5.82 (2H, s), 6.99 (2H, 4,
J=8.3Hz), 7.17-7.23 (1H, m), 7.35-7.40 (1H, m),
7.47 (2H, 4, J=8.3Hz), 7.57 (1H, d, J=8.3Hz),
7-79 (1H, 4, J=7.9Hz), 8.06 (1H, s), 8.47 (2H,

br-s), 8.69 (2H, br-s), 12.07 (1H, br-s).

EHH3 8

1-( ¢ -BEFE) - 2 - 5| g LM,

R, 42 7%, ¥WE, 245-2247 7
'H NMR (DMSO-d,) &: 5.98 (2H, s), 7.20-7.27 (3H, m),

7.39 (1H, t, J=7.3Hz), 7.56 (1H, d, J=8.3Hz),
7.82 (1H, 4, J=7.9Hz), 8.05 (1H, s), 8.16 (2H, d,
J=8.6Hz), B.41 (2H, br-s), 8.61 (2H, br-s),
12.02 (1H, br-s).

LHH3 9

1-(4-FEEFE) - 2 -9 4BRMEB,

—f 9—



ER, 54.8%, K. 239-240C
'H NMR (DMSO-d,) &: 3.68 (3H, s), 5.78 (2H, s), 6.82
(2H, 4, J3=8.6Hz), 7.18 (1H, t, J= 7.3Hz), 7.34-
7.40 (1H, m), 7.61 (1H, d, J=8.6Hz), 7.77 (1H, d,
J=7.9Hz), 7.92 (1H, s), 8.43 (2H, br-s), 8.60
(2H, br-s), 11.89 (1lH, br-s). |
LHH < 0
1~ ( 3-ZFERE) - 2 - %BENME R,
PR 39. 0%, BE: 147-148°C
'H NMR (DMSO-d,) &: 1.97-2.13 (2H, m), 5.62 (2H, t,
J=8.0Hz), 4.59 (2H, t, J=7.0Hz), 7.11-7.34 (6H,
m), 7.40 (1H, dt, J=1.0, 8.0Hz), 7.57 (1H, d,
J=8.0Hz), 7.76 (1H, d, J=8.0Hz), 7.81 (1lH, s),
8.25-8.70 (4H, m), 11.75 (1H, br-s).
L ¢ 1
1-(4-FETH) - 2- 5 RERMLE .
FP%, 51, 0%, ¥E: 154-155T
'H NMR (DMSO-d,) &: 1.43-1.65 (2H, m), 1.65-1.68
(2H, m), 2.57 (2H, t, J=8.0Hz), 4.58 (1H, t,
J=7.0Hz), 7.03-7.32 (6H, m), 7.39 (1lH, dt, J=
1.0, 8.0Hz), 7.63 (1H, 4, J=8.0Hz), 7.73 (1H, 4,
J=8.0Hz), 7.92 (lH,.s), 8.20-9.00 (4H, m), 11.95
(1H, br-s).

sy



1-RAE- 6 -GG EMEBS
FFR. 37 7%, e 218

-220T

'H NMR (DMSO-d;) 6: 1.51 (6H, d, J=6.6Hz), 4.92-5,02
(1H, m), 6.59 (1H, d, J=3.0Hz), 7.66-7.81 (3H,
m), 8.41 (2H, br-s), 8.66 (lH, s), 8.86 (2H

r

br-s), 12.04 (1H, br-s).

L4 3
1-F&- 6 -5 RB XML B,
R, 44, 5%, YEE, 227-228T
'H NMR (DMSO-d,) 6: 5.57 (2H, s}, 6.62 (1H, d,
J=3.0Hz), 7.24~7.32 (5H, m), 7.69-7.79 (2H, m),
7.81 (1H, 4, J=3.0Hz), 8.43 (2H, br-s), 8.71
(1H, s), 8.86 {(2H, br-s), 12.06 (1H, br-s).
L4 4
1-RAE- 4 -G ENLBRE,
PR, 49 0%, ¥E. 95-97
'H NMR (DMSO-d,) 5: 1.48 (6H, d, J=6.6Hz), 4.87 (1H,
m), 7.01 (1H, d, J=3.0Hz), 7.26-7.31 (1H, m),
7.72 (1H, d, J=3.3Hz), 7.91 (1H, d, J=8.3Hz),
8.02 (1H, d, J=7.6Hz), 8.54 (2H, br-s), 8.83
(2H, br-s), 11.85 (1H, br-s).
LHBl 4 5
1-¥#- 4 - RBEMEE S,
FEE. 42 6%, ME: 203-205C



'H NMR (DMS0-d,) &: 5.52 (2H, s), 7.03 (1H, 4,
J=3.0Hz), 7.17-7.32 (6H, m), 7.74 (1H, t,
J=1.7Hz), 7.84 (1H, d, J=7.9Hz), 7.98 (1H, 4,
J=7.6Hz), 8.48 (2H, br-s), 8.77 (2H, br-s),

11.79 (1H, br-s).

LHBl4 6
4 -FEEELE-1-Bx- 2 - B KB AL B £,
FEE. 57 6%, ¥E: 260T
'H NMR (DMSO-d,) &: 4.01 (3H, s), 5.26 (2H, s), 6.75
(1H, d, J=7.6Hz), 7.20 (1H, d, J=B.6Hz), 7.30-
7.54 (6H, m), 7.75 (1H, s), 8.40 (4H, br-s),
11.41 (1H, br-s).
LB 4 7
I, 3-ZF%- 2 - 5B hm,
JER, 55 5%, VK. 228-2297
'H NMR (DMSO-d,) 6: 2.56 (3H, s), 3.84 (3H, s),
7.12-7.18 (1H, m), 7.34-7.40 (1H, m), 7.53 (1H,
d, J=8.3Hz), 7.69 (1H, d, J=7.9Hz), 8.61-8.68
(4H, m), 11.67 (1H, br-s).
KMt 4 8
1-WE-7 -FKE- 2 -5 %8 AN Hw2,
FPE: 58,9%, MHE. 265-267 T
'H NMR (DMSO-d,) 6: 4.07 (3H, s), 7.27 (1H, d,

J=7.3Hz), 7.41-7.75 (7H, m), 7.89 (1H, s}, 8.50
(4H, br-s), 11.77 (1H, br-s).



SLHit 4 9
4 - CBRE~- 1 -WE- 2 -G %BEM LB,
JER, 45 4%, ¥HE., 288-289T
'H NMR (DMSO-d,) &6: 2.71 (3H, s), 4.07 (3H, s),
7.50-7.56 (1H, m), 7.91-7.97 (2H, m), 8.25 (1H,
s), 8.53 (4H, br-s), 11.71 (1H, br-s).
EHH S5 0
6 - FEEE- 1 -FH-2- B ENEBE.
R, 42, 7%, XK. 269-270T
'H NMR (DMSO-d,) &: 3.99 (3H, s), 5.20 (2H, s), 6.89

(l1H, 4, J=10.6Hz), 7.22 (1H, s), 7.35-7.58 (6H,

m), 7.62-7.67 (1H, m), 8.4 (4H, br-s), 11.35

(1H, br-s).

LWt 5 1
4 -CRE-1-FHK- 2 -5REr XM B,

FE, 69 8%, ME. 262-263 T
'H NMR (DMSO-d,) &: 1.42 (3H, t, J=6.9Hz), 3.99
(3H, s), 4.19 (2H, q, J=6.9Hz), 6.62 (1H, d,
J=7.6Hz), 7.16 (1H, d, J=8.6Hz), 7.28-7.34 (1H,

m), 7.77 (1H, s), B.51 (4H, br-s), 11.60 (1H,

br-s).

SLHH s 2
I'-(2-2XVEBEZE) - 2 - % AMEEERE.

F$: 30. 0%, )}ﬁ:ﬁ: 285‘_2866(3
—7 3 —



IH NMR (DMSO-d,) &6: 2.55 (2H, t, J=7.3Hz), 4.74 (2H,
t, J=7.3Hz), 6.85 (1H, br-s), 7.17 (1H, t,
J=6.9Hz), 7.33 (1H, br-s), 7.39 (1H, ddd, J=1.0,
7.3, 7.8Hz), 7.70 (2H, dd, J=8.4, 17.7Hz), 7.82
(1H, s), 8.46 (2H, br-s), 8.64 (2H, br-s), 11.85
LB 5 3
1 -WE- 2 -k ANERE.
R, 53.2%, MR 218-219T
'H NMR (DMSO-d,) &: 0.85 (3H, t, J=7.6Hz), 1.66-1.77
(2H, m), 4.51 (2H, ad, J=6.9, 7.6Hz), 7.10-7.23
(1H, m), 7.32-7.45 (1H, m), 7.65 (1H, 4,
J=8.6Hz), 7.73 (1H, 4, J=7.9Hz), 7.97 (1lH, s),
8.52 (2H, br-s), 8.77 (2H, br-s), 12.01 (1H,
br-s).
Ewpl s 4 -
1-(2-FEETE) - 2 -HRBEMERE.
FEE, 15 0%, YEH: 174-1767T

/!

'H NMR (DMSO-d,) &: 3.16 (3H, s), 3.63 (2H, t,
J=5.3Hz), 4.72 (2H, t, J=5.3Hz), 7.11-7.22 (1H,
m), 7.31-7.44 (1H, m), 7.66 (1H, 4, J=8.6Hz),
7.72 (1H, 4, J=7.9Hz), 7.89 (1H, s), 8.49 (2H,

br-s), 8.70 (2H, br-s), 11.96 (lH, br-s).
EHH 5 5

—7 4 —



S-M-1-FE- 2 - HRABAMABL,
FFE. 53,1%, MK, 281-282T
'H NMR (DMSO-d,) 6: 4.04 (3H, s), 6.97 (1H, a4,
J=7.6, 10.2Hz), 7.35-7.43 (1H, m), 7.50 (1H, 4,

J=8.3Hz), 7.89 (1H, s), 8.48-8.60 (4H, m), 11.92
(1H, br-s). |
LR S 6
4-R- 1 -FHE - 2 - B YRR R £
FEE. 58 2%, HE., 306-307C
'H NMR (DMSO-d,) &: 4.04 (3H, s), 7.30-7.36 (1H, m),
7.42 (1H, d, J=7.6Hz), 7.69 (1H, d, J=8.6Hz),
7.78 (1H, s), 8.56 (4H br-s), 11.91 (1H, br-s).
Mt 5 7
4 -ATERE- 1 -FH- 2 - 9 EBEML B,
FRR, 58, 1%, ¥EE. 245-247C
'H NMR (BMSO-d,) 6: 1.05 (6H, d, J=6.9Hz), 2.06-2.16
(1H, m), 3.90 (2H, d, J=6.3Hz), 3.99 (3H, s),
6.61 (1H, 4, J=7.9Hz), 7.16 (1H, d, J=8.6Hz),
7.28-7.34 (1H, m), 7.84 (1H, s), 8.51 (4H,

br-s), 11.65 (1H, br-s),

LHt 5 8
¢ - FREE- 1 -FE- 2 - | RBE AR L,
R, 62.3%, BA. 269-270TC

— 7 5—



'H NMR (DMSO-d,) &6: 1.35 (6H, d, J=5.9Hz), 3.99 (3H,
s), 4.75-4.84 (1H, m), 6.65 (1H, d, J=7.6Hz),
7.14 (1H, 4, J=8.6Hz), 7.28-7.34 (1H, m), 7.75

(1H, s), B8.53 (4H, br*s), 11.59 (1H, br-s).

SRS 9
1-FE-7-(2-FETEAX) - 2 -9 %EENERE.
FE. 24,3%, KE: 155-156T
'H NMR (DMSO-d,) &: 3.21 (2H, t, J=6.3Hz), 4.13 (3H,
s), 4.43 (2H, t, J=6.3Hz), 6.95 (1H, 4,
J=7.9Hz), 7.08 (1H, t, J=7.9Hz), 7.25-7.44 (6H

f

m), 7.60 (1H, s), B.44 (4H, br-s), 11.62 (1H,
br-s).
EHH 6 0
1-FE-7-(3-FEREE ) - 2 -9%gANELEL,
FER. 46, 1%, KHFE: 165-1667TC
'H NMR (DMSO-d,) &: 2.12-2.17 (2H, m), 2.79-2.85
(2H, m), 4.09-4.13 (2H, m), 4.31 (3H, s), 6.83
(1H, m), 7.00-7.05 (1H, m), 7.19-7.32 (6H, m),
7.67 (1H, s}, 8.56 (4H, br-s), 11.75 (1H, br-s).
EHH 6 1
7-FEEHE- 1 -R-1-FH- 2 -5ep ENERE.
FR, 54,4%, MHwR: 2647T
" 'H NMR (DMSO-d,) 6: 4.27 (3H, s), 5.26 (2H, s), 6.96
(1H, d, J=8.6Hz), 7.11 (1H, d, J=8.3Hz), 7.32-



7.54 (5H, m), 7.78 (1H, s), B8.5-8.6 (4H, m),

11.94 (1H, br-s).

SEHHl 6 2
¢ -BE- 1 -FE- 2 - %REE B, '
PR, 40, 5%, HE, 302-303 T
'H NMR (DMSO-d,) &: 4.07 (3H, s), 7.48-7.54 (1H, m),
7.86-7.95 (2H, m), 8.10 (1H, s), 8.3-8.7 (4H,

m), 11.58 (1H, br-s), 13.0 (O.7H, br-s).

EHHl 6 3
7-RETRAEFEE- 1 - FH- 2 -y gAME B,
FPB: 56.7%, MH: 268-269TC
'H NMR (DMSO-d,) &6: 4.32 (3H, s), 4.61 (25, s). 6.76
(1H, d, J=7.9Hz), 7.03 (1H, t, J=7.9Hz), 7.30
(1H, 4, J=7.6Hz), 7.40 (1H, br-s), 7.58 (1H,
br-s), 7.68 (1H, s), 8.54 (4H, m), 11.74 (1H,

br-s).

LHB 6 4
7-REAFTHREFTEL- ¢ - 8- 1 -FiH- 2 - B GmANDE 2,
PR, 29 7%, BE. 270-271T
'H NMR (DMSO-d,) &: 4.33 (3H, s), 4.61 (2H, s), 6.73
(14, 4, J=8.3Hz), 7.10 (1H, 4, J=B8.3Hz), 7.39
(1H, br-s), 7.58 (1H, br-s), 7.74 (1H, s), 8.57
(4H, br-s), 11.93 (1H, br-s).

LHtl 6 5



4—%-7—(2~:$£ﬁ£6ﬁ§)~1—$%~2~ﬂ%ﬁﬁ
MR,
PR, 50.8%, M. 287-288T
‘H NMR (DMSO-d,) &: 2.86 (6H, d, J=5.0Hz), 3.62*3.64‘
(2H, m), 4.29 (3H, s), 4.51-4.55 (2H, m), 6.92
(1H, d, J=8.2Hz), 7.14 (1H, d, J=8.3Hz), 7.88
(1H, s), 8.6-8.9 (4H, m), 11.01 (1H, br-s),
12.13 (1H, br-s).
EHPl 6 6
6~ REAFBREFEE- 1 - FH- 2 - 9B EMB B,
FER. 26.8%, HE., 2757C
'H NMR (DMSO-d,) &: 3.98 (3H, s),.4.53 (2H, s),
6.90-6.95 (1H, m), 7.11 (1H, d, J=2.0Hz), 7.45
(1H, br-s), 7.58 (1H, br-s), 7.65 (1H, d,
J=8.9Hz), 7.77 (1K, s), 8.38-8.58 (4H, m), 11.72
(1H, br-s).
L 6 7
1~FE-6-( 2-FELAL) - 2 - N hmEMATB L,
R, 48 6%, BH. 219-221T

'H NMR (DMSO-d,) &: 3.07-3.12 (2H, m), 3.97 (3H, s)

’ z

4.29 (2H, t, J=6.9Hz), 6.79-6.83 (1H, m), 7.11
(1H, 4, J=2.0Hz), 7.23-7.39 (5H, m), 7.60 (1H,
d, J=8.6Hz), 7.74 (1H, s), 8.36-8.56 (4H, m),

11.67 (1H, br-s).
—_7 5 —



LAt o 8
1-FE-6-(3-FEHEX) - 2 - gAML B,
TR, 72 4% Mg 232-2337T
'H NMR (DMSO-d,) &6: 2.02-2.13 (2H, m), 2.75-2.81
(2H, m), 3.97 (3H, s), 4.07 (2H, t, J=6.3Hz),
6.82-6.86 (1H, m), 7.06 (1H, d, J=1.7Hz), 7.16-
7.33 (5H, m), 7.61 (1H, d, J=8.9Hz), 7.75 (1H,
s), 8.36-8.58 (4H, m), 11.69 (1H, br-s).
EHfl e 9
1-WE- o - FHBEE- 2 -3 REEMAE .
F&R. 30, 7%, ¥E. 303-304C
'H NMR (DMSO-d,) &: 3.25 (3H, s), 4.12 (3H, s), 7.65
(1H, dd, J=1.3, B.6Hz), 7.97-8.00 (2H, m), 8.24
(1H, =), 8.57 (2H, br-s), 8.74 (2H, br-s), 12.23
(1H, br-s).
L7 0 -
1-FE- 4 -FagE- 2 - KB A MER L,
R, 19 4%, ¥EWE. 313-3147T
"H NMR (DMSO-d,) &: 3.30 (3H, s), 4.10 (3H, s), 7.60
(1H, 44, J=7.6, 8.3Hz), 7.72-7.75 (1K, m), 8.04-
8.07 (2H, m), 8.63 (4H, br-s), 12.29 (1H, br-s).
L7 1
4-R-1-(2-HEEZE) - 2 - kB A ML BRE,
PR, 27 0%, ¥E. 147-150TC
—_— 7 9



-

'H NMR (DMSO-d,) &: 3.15 (3H, s), 3.63 (2H, t,
J=3.3Hz), 4.73 (2H, t, J=5.3Hz), 7.26 (1H, 4,
J=6.9Hz), 7.31-7.44 (1H, m), 7.66 (1H, d,
J=8.6Hz), 7.94 (1H, s), 8.60 (2H, br-s), B.67

(2H, br-s), 12.05 (1H, br-s).

L7 2
1-(2-2XFRAZE) - ¢ - 8- 2 - % YB LML E 2,
FPE: 11 0%, MHE. 295C
'H NMR (DMSO-d,) 6:2.56 (2H, t, J=6.9Hz), 4.76 (2H,
t, J=6.9Hz), 6.84 (1H, br-s), 7.26 (1H, a,
J=7.7Hz), 7.30-7.46 (2H, m), 7.68 (1H, d,
J=8.2Hz), 7.89 (1H, s), B8.56 (2H, br-s), 8.62

(2H, br-s), 11.95 (1H, br-s).

EHH 7 3
¢ -R-1-FE-7-(2- ()82 -2 - 9ug
FEMEEL .-

FER. 53,8%, WHE. 250C

'H NMR (DMSO-d,) &: 1.93-2.03 (4H, m), 3.0-3.2 (2H,
m), 3.61-3.71 (4H, m), 4.30 (3H, s), 4.51-4.54
(2H, m), 6.92 (1H, 4, J=8.2Hz), 7.14 (1H, d,

J=8.3Hz), 7.85 (1lH, s), 8.6-8.7 (4H, m), 11.20

EHH 7 4
4-R-7-(3-—_FEEXFERE) - 1 - FH- 2 -2zt
—8 0 —



M.
PR, 35 4%, ¥BE. 250C
'H NMR (DMSO-d,) &: 2.24-2.30 (2H, m), 2.78 (6H, s),
3.2-3.3 (2H, m), 4.20 (2H, t, J=5.9Hz), 4.29
(3H, s), 6.85 (1H, d, J=8.3Hz), 7.11 (1H, 4,
J=8.3Hz), 7.82 (1H, s), B.5-8.7 (4H, m), 10.74
(1H, br-s), 12.04 (1H, br-s).
LHH 7 5
7-(2-(N-FEX-N-FEEX)Z8%)-4-8-1-¥%
-z -uRgEMH R,
R, 43, 5%, ¥WE, 230C
'H NMR (DMSO-d,) &: 2.80 (3H, s), 3.61 (2H, br-s),
4.20 (3H, s), 4.40-4.57 (4H, m), 6.89 (1H, 4,
J=8.3Hz), 7.13 (1H, d, J=8.3Hz), 7.45-7.47 (3H,
m), 7.6-7.7 (24, m), 7.82 (1H, s), 8.5-8.7 (4H,
m), 11.10 (1H, br-s), 12.04 (1lH, br-s).
ELHHl 7 6
4 -REHE- 1 -FH- 2 - 5 RBEMLRE,
R, 41, 5%, MWE. 235C

‘H NMR (DMSO-d,) &6: 2.24 (3H, s), 4.03 (3H, s)

’

5.35-5.36 (1H, m), 5.48 (1H, d, J=1.0Hz), 7.15
(l1H, 44, J=0.7, 7.3Hz), 7.38 (1H, dd, J=7.3,

8.6Hz), 7.56 (1H, d, J=8.6Hz), 8.07 (1lH, s),

8.45-8.70 (4H, m), 12.03 (1H, br-s).

— & ] —



s 7 7
4 -FRHE-1-FE- 2 -4BRENERL,
PR, 75 6%, XE. 255C
H NMR (DMSO-4d,) 6: 1.35 (6H, d, J=6.9Hz), 3.-27—3.37
(1H, m), 4.02 (3H, s), 7.03 (1H, 4, J=6.9Hz),
7.31-7.37 (1H, m), 7.44 (1H, d, J=8.6Hz), 8.08
(1H, s), 8.42-8.70 (4H, m), 11.97 (1H, br-s).
L 7 8
1-(2-Z7ZHEX7HE) - 2 - 3B EMEEL,
FE, 19.3%, KBE: 2507T
H NMR (DMSO-d,) &: 1.28 (6H, t, J=7.3Hz), 3.10-3.43
(6H, m), 4.88-5.10 (2H, m), 7.23 (1H, t,
J=7.6Hz), 7.46 (1H, ddd, J=1.0, 8.3, 8.7Hz),
7.76 (1H, 4, J=7.6Hz), 7.94 (1H, 4, J=8.7Hz),
8.09 (1H, br-s), 8.61 (2H, br-s), 8.79 (2H,
bras), 11.27 (1H, br-s), 12.3 (1H, br-s).
LHHl 7 9
4-F-1-(2-ZCHEHTE) -2 - F\GBENMLER L,
FEE: 36,0%, MK 260-261T
'H NMR (DMSO-d,) &: 1.28 (6H, t, J=7.3Hz), 3.10-3.48
(6H, m), 4.90-5.15 (2H, m), 7.31 (1H, d,
J=7.7Hz), 7.45 (1H, 44, J=7.7, 8.3Hz), 7.98 (1H,

d, J=8.3Hz), 8.14 (1K, br-s), 8.72 (2H, br-s),

—8 72—
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8.75 (2H, br-s), 11.38 (1H, br-s), 12.33 (1H,
br-s).
EHH 8 0
1-(2-ZWERECE ) - 2 -3 %BEMERE.
R 27 0%, WE. 239-2427
'H NMR (DMSO-d,) &: 2.84 (6H, s), 3.23-3.53 (2H, m),
4.85-5.08 (2H, m), 7.23 (1H, dd, J=7.3, 7.9Hz),
7.41-7.43 (1H, m), 7.77 (1H, 4, J=7.9Hz), 7.88
(1H, d, J=8.3Hz), 8.11 (1H, s), 8.64 (2H, br-s),
8.81 (2H, br-s), 11.09 (1lH, br-s), 12.26 (1H,
br-s}.
KHH 8 1 |
4-R-1-(2-ZFEEHZE) - 2 -%mENL B2,
FE. 26, 0%, ¥WE. 245-2487
'H NMR (DMSO-d,) &: 2.84 (6H, s), 3.31-3.52 (2H, m),
4.88-5.08 (2H, m), 7.32 (1H, d, J=7.6Hz), 7.46
(1H, 44, J=7.6, 8.3Hz), 7.91 (1H, d, J=8.3Hz),
8.16 (1H, s), 8.71 (2H, br-s), 8.77 (2H, br-s),

11.19 (1H, m), 12.32 (1H, br-s).

SEHbl s 2
1-FE- 5 - RBE RN HE

2, 248(23 4nmmol )UEBMEME 1. 268 ( 23, 4
mmol } WEEGEY s0 n I HEER R, W ATREAMF A 0.80
8(2 34mmo1 ) 1 -FE- 5 -H%BB Y REHHFESY



30%#,ﬁﬁfsoﬂootm%oﬁ&?%&?%,ﬁﬁ@%ﬁ

CRARAERY, MER 2 NEBATE, B2 0. 082 ( 10 49 )

1-FE- 5 - FRELENHB .

MR: 216-222C

'H NMR (DMSO-d,} &: 5.51 (2H, s), 6.69 (1H, 4,
J=2.6Hz), 7.20-7.34 (5H, m), 7.62-7.68 (2H, m)
7-88 (1H, Ad, J=1.7, 8.9Hz), B.43-8.48 (3H, m)
8.72 (2H, br-s), 11.7 (1H, br-s).

Lt 8 3

7-WRE- 1 -WE- 2 - SRR EME BN HE

a) ARMTSEL MO 1 - o) W HERTERE, R EEH
24, 68( 0. 20mmo1 ) 2 - FEKEE, 15 22 ( 0 22
mmol ) E4, 84 m 1iREE, 28. 8 g ( 0, 20 mmo1 ) 2 -
FETBZB BT 20 m 128 %523 0 ez - ( 2 -8g
EEETHE) - HE ZE.

b) 23 0o e LEAREMM2 - (2 -FEAEXTBE ) FA®
CEBmE 150 21 10 RRETEFE, BAYEES 044,
REG, REBEMWEIRAF, ARERRS Y3 ke FAEE,
RERBMRREHAE RS, EERRBRLE L FRERK. K55
ETHUER, BABREECEHALHTERLY, BFS 00 el
7 -FRE- 2 - B8 TE.

o ) ARMTEHLMH s F ERTER M, RREHASE. 10
g( 36 5mmol ) LEAEM 7 - FEE- 2 - 3% B8 L,
1,448 (3¢ mmo1 ) 60 REh%, 7.76 28 ( 54, 7 mmo1 ) Bk

—8 4 —



Fhfn 50 m IZWEFEM. EWFE 4 ¢ a7 - FAL- 1 -
FE- 2 - RBE -

) ARMT LR 1 W EHTERE, REEA 4, 10 g
(18, 9mmol ) P HBZNM7 - FELE- 1 -FH- 2 -
RRTE, 18. 08 ( 189 mmol ) M Ef 10 28 ( 169

" mmol ) WEEHMy 150 m 1 FHEAH. WHAE 1. 56 g7 - Bt
-1 -FE- 2 - SR XMER L,
FR, 5 6%, T2 - ALK
HER. 252-253°C
'H NMR (DMSO-d,) &: 3.93 (3H, s), 4.28 (3H, s), 6.86
(1H, d, J=7.6Hz), 7.05 (1H, t, J=7.9Hz), 7.26
(1H, 4, J=7.6Hz), 7.74 (1H, s), 8.5 (2H, br-s),
8.6 (2H, br-s), 11.8 (1H, br-s).

LHP 8 4

1-7FWE- 2 -5 REE MM H &

2 00.e( 9 84mmol ) - FHE- 2 - Wk HEmM2 39
g 14, §mmol ) HATRKMY o0 m 1 WA sk A E R T
F2/NGE, REA4 5550 CTH I/ AHEEE, 5 64 ¢
( 59 0mmol ) EBEA S, 97¢ ( 59 0 mmo1 ) = 7ZJEk
30 m 1 W EWHIE Rm B by R R4, WE BT #3
12/ BETEMBEY, KmEARLYT. H2 NEBEMmE
Bls5F6, HLBUBERREGY3 ke EAAFBYE FTFRE, A
AME BRAER R TRIE WSS, T8, 831 316
(47, ¢ B V&R -REH- 2 -9 hBE- NABH.



ME: 150-151C
'H NMR (DMSO-d,) 6: 1.61 (6H, d, J=7.3Hz), 5.46-5.57

(1H, m), 7.15 (1H, t, J=7.9Hz), 7.32-7.38 (1H,
m), 7.68-7.78 (3H, m), 8.5 (2H, br-s), 8.7 (2H,

br-s), 11.8-11.9 (1H, m). -
FIRMUTSEMH) 8 ¢ 81 FEHT R BEHEHM S 5 &Y 18 4
LHHl 8 5
1- BEFEERF R - 2 - o5 kg 2 L8 2,
PR, 2, 1%, WK 261-262T
'H NMR (DMSO-d) 6: 5.17 (2H, s), 7.10-7.28 (2H, m),
7.32-7.45 (1H, m), 7.56 (1H, d, J=8.6Hz), 7.59
(1H, br-s), 7.75 (1H, dd, J=0.7, 7.0Hz), 7.81
(1H, s), B.45 (2H, br-s), 8.61 (2H, br-s), 11.90
(1H, br-s).
LWt 8 o
5%~ 2 - B R R4S
FIRMTENRY 6 « st iTa R, REEH2 00 2
( 10, 2mmol ) 5 -~ 2 -%Wkssm, 1 82 11, 3 mmol)
HEZR M, 5, 868 ( 61, 3 mmol ) BB, o 20 (1.3
mmol )ZTME, S0m1MEREMsom 1 W EFE. ENE
Bl1.858(66.2% ) 5- 8- 2 -5/ %p M8,
BE, 250 CRER
'H NMR (DMSO-d,) &: 7.32 (1H, dd, J=2.0, 8.9Hz),

7.51 (1H, 4, J=8.9Hz), 7.82 (2H, s), 8.53 (2H,

—8 g—



br-s), 8.68 (2H, br-s), 12.2 (1H, br-s), 12.3
(1H, br-s).
SEHH 8 7
6~ BE- 1 - FE- 2 - HRBENSHE
1.10&( ¢4, 27 nmol ) [ - HH- - BFE- 2 - gk
AR T 100 m 1SR 100 m1 PENBESENEE, 55
T0. 508 10 %%/ HmN\BHECURGERE, B k. REf
ERFETHTECE M BEERE, BUELRN, REERET
REWE T BAEF B BT RA YT AF S A 5705 &
B, FHGE20. 738 ( 64. 7% ) o - BH- 1 -FH- 2 -7
WEEA - LB 2.
P, 282-283TC ‘
'H NMR (DMS0-4,) &: 4.00 (3H, s), 7.06 (1H, dd,
J=1.7, B.6Hz), 7.39 (1H, s}, 7.76 (1lH, 4,
J=8.6Hz), 7.93 (1H, s), B.5 (2H, br-s), 8.7 (2H,
br-s), 9.0-10.3 (2H, br), 12.0 (1H, br-s).
RBATEEF 8 7 FERTRMUHET HLHH S 8
9 0 e 4o
SEHH 8 8
4-RE-1-FE- 2 - % ENLRE,
FEE, >99%, MHE., 279-2837T
H NMR ‘(DMSO—ds) 6: 4.00 (3H, s), 6.80 (1H, 4,
J=7.6Hz), 7.20-7.31 (2H, m), 7.84 (1H, s), 8.5
(2H, br-s), 8.6 (2H, br~s), 11.9 (1H, br-s).

—8 7 —



LYl 8 9 |
S-RE-1 -FE- 2 - HRBEANLE L,
FR. 89 8%, M&E:. 301-302T
'H NMR (DMSO-d¢) 6: 4.04 (3H, s), 7.35-7.39 (1H, m),
7.72-7.79 (2H, m), 7.93 (1H, s), 8.5 (2H, br-s),
8.7 (2H, br-s), 10.1 (2H, br-s), 12.1 (1H, br).
EHA 9 0
7-8E- 1 -FE- 2 -G RBREMER L.
FR, 66.7%, YE: 299-300T
"H NMR (DMSO-dg) &: 4.28 (3H, s), 7.08-7.14 (1H, m),
7.24 (1H, d, J=7.3Hz), 7.55 (1H, d, J=7.9Hz),
7.76 (1H, s), 8.5 (2H, br-s), 8.6 (2H, br-s),
12.0° (1H, br-s).
LM 9 1
5-RE- 1 -FH- 2 - A hBEME HE
XHH3 2 R0, 83 e( 2, 58 mmol ) 5~ FHEL-
1-HE- 2 - RBEEMBAE s » TP B, £EE Ty
Flit, 0.308 10 %% HmsBH RN MERF, RELE
BEETH#ITELER. REZKE, BEEMH, TRE TRENE
Mo BIERAGEAEMITREERY, HE 5 -5F- 1 -FH-
2 -WRBEEM. AEME Wt — SN Es -BFE- 1 - FH-
2~ W RBER, F20.378( 68, 6% ) 5-BH- 1 -@H-
2 - "] SR A AR B 2o
Y, 288-289T
— 8 8§ —



'H NMR (DMSO-dg) &: 3.96 (3H, s), 6.93-6.98 (2ZH, m),
7.43-7.47 (1H, m), 7.65 (1H, s), 8.43 (2H,
br-s), 8.65 (2H, br-s), 9.18 (1H, s), 11.76 (1H,
br-s). ‘

FRABRTEEH 9 1N FERITREBISTELNG 9 258 9 4
LA |
SEHf 9 2
7-FE-1-FE- 2 -5 RBENEE D,

FER: 53,0%, MEE: 244-244 7T

'H NMR (DMSO-d,) &: 4.29 (3H, s), 6.71 (1H, 4,
J=7.6Hz), 6.88-6.94 (1H, m), 7.12 (1H, 4,

J=7.9Hz), 7.65 (1H, s), 8.42-8.56 (4H, m), 10.08
(1H, s), 11.70 (1H, br-s).
LHEH 9 3
4 -BE~1-FE- 2 -5 g I HE L,
FE: 27, 4%, KA 267-268 T
'H NMR (DMSO-d,) &: 3.96 (3H, s), 6.50 (1H, d,
J=7.6Hz), 7.00 (1H, d, J=8.3Hz), 7.16-7.22 (1H,
m), 7.71 (1H, s), 8.42 (4H, br-g), 10.14 (1H,
br-s), 11.51 (1H, br-s).

LM 9 4
6 —FE- 1 -FH- 2 - kpri I,
O FE, 73, 4%, WE: 270-271T

—8 9 —



'"H NMR (DMSO-d;) 86: 3.90 (3H, s), 6.72-6.76 (1H, m),

6.81 (1H, s), 7.53-7.61 (2H, m), 8.4 (4H, br-s),
9.76 (1H, br-s}), 11.39 (1H, br-s).

SEHEH 9 5
1-F-7-BX-1-FX- 2 -G SgEMtE,
}t$: 23, 9%, B 280°TC

'H NMR (DMSO-d,) &: 4.30 (3H, s), 6.70 (1H, d,

J=7.9Hz), 6.96 (1H, 4, J=8.3Hz), 7.68 (1H, s),

8.54 (4H, br-s), 10.37 (1H, s), 11.79 (1H,
br-s).
LHH 9 6
¢ -R-6-FE- 1 -FHE- 2 - R EMAETL,
FER. 40, 1%, ¥E. 270C
'H NMR (DMSO-d;) &: 3.91 (3H, s)

, 6.83-6.84 (2H, m),

7.77 (1H, s), 8.3-8.7 (4H, m), 10.14 (1H, s),

11.72 (1H, br-s).

KB 97

4 -LBEE- 1 -FE- 2 - a3 hE LM 4%

a) 4 -@HE- 1 - FH- 2 - BB LB L
FEs50m1IWERMI S0 m 1 FEY ESAFPRM 37 ¢

( 5. 52mmo1 ) 1-FH-g-FH- 23 %BBLE b

0,30 &8 10 P/ HMANBRY, £F BYE Tt T H0E e

REZKE, BBELHN, £RE TREEZ. BIREE LSy

Priamit, REI1. 28( 299% )4 -HHk-1-BH- 2 -

—9 0 —



SRR TH5.
o) LE- 4 - ZEBEE- 1 - FH- 2 - L LB HE
1,2g( 5 52mmo1 ) 4 -FHE- 1 - FH- 2 - BRBE7
BAEMEzo m 1. ERTHBEHEN, 10 m1 RAKTEmE
WEHF. BRTH2ZAHE, REBSHENKAT. FLBLE
- ERIEAM3 Ko £ 1 NERBRIKE A Wi mB S0 RIS
Bite REERETEAHER, ABREEELLELY, £E
1.408( 97, 9% )4 - ZHEX- 1 - FE- 2 - %58 Lk
c) 4 - CBEE- 1 -F E- 2 - B hE LMY S5
REUTEER 1 FERITRE. RRERL 208 ( 5 38
mmol ) 4 ~ ZEBBAE -1 -FHE- 2 -9 %- BBME, 5 1468
( 53. 8 mmo1 ) M#BEF 2. 91 8 ( 53, 8 mmo1 ) BEAH
50 m 2 HEEE . ENARE 1, 158 ( 69, 0% ) 4 - LEpH H-
1-F- 2 -5 A B 2,
BE, 277-279C
'H NMR (DMSO-d,) &6: 2.15 (3H, s), 3.99 (3H, s),
7.30-7.35 (2H, m), 7.5-7.6 (1H, m), 7.79 (1H,
s), 8.4-8.7 (4H, m), 10.00 (1H, br-s), 11.68
(1H, br-s).
RAEBUTERS 9 7 WFEHTREHETEHLHE 9 8 3 100
LS4
SEHH 9 8
5-CEEE- 1 -FE- 2 - i RBEMAR
FRE:, 49 2%, HE. 260-261TC



'H NMR (DMSO-d,) 6: 2.06 (3H, s), 3.99 (3H, s), 7.46
(1H, dd, J=2.0, 8.9Hz), 7.56 (1lH, 4, J=8.9Hz),
7-83 (1H, s), 8.09 (1H, 4, J=1.7Hz), 8.47 (2H,

br-s), 8.71 (2H, br-s), 9.97 (1H, br-s), 11.92

(1H, br-s).
P99
7 - CEBERE- 1 -FE- 2 - B RB XN B,
FPE: 17, 1%, HE. 285C
'H NMR (DMSO-d,) &: 2.10 (3H, s), 4.07 (3H, s),
7.07-7.15 (2H, m), 7.61-7.64 (1H, m), 7.76 (1H,
s), 8.45 (2H, br-s), 8.60 (2H, br-s), 9.90 (1H,

br-s), 11.86 (1lH, br-s).

EHBI 100
6 - CEBEBRE - 1 - WH- 2 - 3 Er M B,

FE, 63.8%, ME. 280-2817T
"H NMR (DMSO-d,) &: 2.09 (3H, s), 3.95 (3H, s), 7.18
(1H, dd, J=1.7, 8.6Hz), 7.64 (1H, d, J=8.9Hz),
7.72 (1H, s), 8.09 (1H, s), 8.2-8.8 (4H, m),
10.17 (1H, br-s), 11.75 (1H, br-s).
LHBl 10 1
1-8E- 2 - RE XN 45
a) 1 -FFE- 2 - 5 RBR T 4H&
REUTEELHG o WHEHRTRE, RREFEMI, 99 ¢
(22, smmol ) 1 -%%-2-%%HE. 53068 ( 45 0

—9 2



mmol ) BHAM 100 m L PE. EWAE 2 568( 59 5% ) 1
- - 2 - % RE W .
vl 1 -&FFE- 2z - REEXEMY HE

REBTERS 1 HEHTREE, R2ER L vo e ( 5, 23
mmol ) 1 ~HFE-2-"%RERFE, 5 00eg( 52 3 mmol )
C MEBR#F 2 828 ( 52 3 mmol ) FEEMM 50 m 1 FEEN,
w30, 568 (42, 0% ) 1~-F%- 2 - %BEENL R L

R 217TC

‘H NMR (DMSO-d,) &: 7.13-7.19 (1H, m), 7.37-7.52

(2H, m), 7.69-7.73 (1H, m), 8.45 (2H, br-g),
8.70 (2H, br-s), 11.4-11.8 (2H, m).

ERBI 102
1 -FEE- 2 - RB MY Bl
a) 1 -FEE- 2 - HRERP RN HE

FETERARKF 0, 568 ( 2, 93 mmol ) 1 -HHK -2 -4
CRBRFEME 0. 12e( 2, 93 mmol ) 6 0 BEMHEZO R 1
Ak B, REESHEFRE, 0.838( 5 8¢
mmo1 ) BFEMEREIBE ST, REREGHEF 2D BIE
BE, REBAHEIKAKS, MEATBRLER3 X Aefdl
NWERGAHGERRE, EAAKBRELTEE, BETEHEMN.
BB ERELERERY, FH0. 4068 (76, 5% )1 -F
££- 2 - 4% BRTE.
b)) 1 - FRE- 2 - FRBE RN HE

m%’f/{%;%ﬁ 1 Eﬁfﬁ:‘:&’ﬁ'ﬁﬁﬁ, P ;EE‘[E):FO 46 8 (2 24



mmol ) I - FEE- 2 - %BHFR, 2 142 ( 22 4 mmo1)
B #HA 1. 218 ( 22, ¢ mmo1 ) WM 15 m 1 WEH .
HRREO0. 158 ( 24 9% ) 1 - FEHE- 2 - S| Rp L2,
WE, 214 C
'H NMR (DMSO-d,) &: 4.16 (3H, s), 7.21-7.26 (1lH, m),
7.44-7.50 (1H, m), 7.62 (1H, d, J=8.6Hz), 7.74-
7.79 (2H, m), 8.48 (2H, br-s), B.66 (2H, br-s),
11.93 (1H, br-s).
i 103
5-AWBEE- 1 - W& - 2 - R L e 4%
al LE-5-FFBREX- 1-FH- 2 - B BB 4L
0.808 (3 67mmol ) 5-FH- 1-FH- 2 -85 %
RUEAEMRAE 20 m 1y, EERBHEGEN, 0.57 8 (4. 03
mmol ) KFBR B BT T 70 CH2AHE, RARESY
REUEE, REBARKYF. LB TBEERBES Y3 x, 1N
RAEARNFREN B RSN ERA. EXAKBRLEL TS,
RETRBEN, EXaREEBELAERY, F2o. ¢26e (52,5
%) 5 - KHGFELE~- 1 - FH- 2 - H%- BBLE
v) 5 -FFHREL- 2 - B RBEE MK #H5
REUTEEG 1 FEHTRE, RREEH 0 628 ( 1. 92
mmol ) 5 - KWHEE- 1 -FH- 2-3|%-BBLE, 3. 68
g2 (38 ¢4 mmol ) IHBAEF2 08 2 ( 38 ¢4 mmol ) FEHH
50 m 1AM 880388 ( 53, 1% ) 5-%FHast- 1
-HE-2 -G %EE MR .



g 185-190 C
'H NMR (DMSO-dg) 6: 4.03 (3H, s), 7.50-7.60 (44, m),
7.63-7.74 (1H, m), 7.81 (1H, s), 7.96-8.00 (2H,
m), 8.25 (1H, d, J=1.7Hz), 8.44 (2H, br-s), 8.62
(2H, br-s), 10.26 (1H, br-s), 11.82 (1H, br-s).
RRBT M 103 77 B #AT R B UL 814 T HL A 104 3]
106 WA 4.
LHp1 0 4
4 - KFBAE- 1 - FE- 2 -5 RBLMARL,
R 54, 7%, ME. 302-303 T
'H NMR (DMSO-d,) &6: 4.04 (3H, s), 7.37-7.64 (6H, m),
7.87 (1H, s), 8.05-8.09 (2H, m), B8.52 (4H,
br-s), 10.35 (1H, br-s), 11.70 (1H, br-s).
KHEH 105
7-KFBRAE- 1 - FE- 2 - B LM B,
R, 45 7%, MHWE. 318-319C
'H NMR (DMSO-d,) 6: 4.07 (3H, s), 7.16-7.24 (2H, m),
7.53-7.72 (4H, m), 7.80 (1H, m), 8.04-8.06 (2H,
m), 8.45 (2H, br-s), 8.61 (2H, br-s), 10.44 (1H,
br-s), 11.88 (1H, br-s).
LHH 10 6
o - RAFBLEFE- 1 - WH- 2 - S| hBELMB B,
PR 40, 1%, BE. 309TC



'H NMR (DMSO-d,) &: 4.00 (3H, s), 7.48-7.62 {(4H, m),
7.70-7.75 (2H, m), 7.98-8.01 (2H, m), 8.27 (1H,

s), 8.2-8.8 (4H, m), 10.45 (1H, br-s), 11.73
(1H, br-s).

X107

1-(4-8EFE)-2-=dB LA HE

HRMUT LR 8 7 FEHRITRE, REGM0. 45 (1,20

mmol ) 1 - ( 4 -FHEFE) -2 - GBI, 0. 502 10%
L%, 25 mIMERER2s m1 Wi, FEHRBEH0,. 338 (79.7
%) 1-(4-FFEFRH) - 2~ 5 fEp I E .

BE, 226-2287T

'H NMR (DMSO-d,) &: 5.83 (2H, s), 7.00-7.13 (4H, m),
7.17-7.23 (1H, m), 7.34-7.40 (1H, m), 7.58 (1H,
d, J=8.3Hz), 7.79 (1H, d, J=7.9Hz), 8.02 (1H,
s), 8.50 (2H, br-s), 8.66 (2H, br-s), 9.0-9.8
(2H, m), 12.01 (1H, br-s).
LHF 108
1-(2-8XEZH) - 2 - GRE XM 8%

REMT SRR 18 7t TR, RRBEHL 00 2 (3.30
mmol ) 1 - (2-( 2-WEuHHE)ELETE)- 2 - 3% B8
FEE, 3,152 (33, 0 mmol ) M#HBKEMy, 788 ( 33 0
mmoy ) W RE4NEY W B W, 850 8581~ [ 2-( 2 - ma
HE)-RETE) - 2-ARBEM. B0, 69 & B HEHML
CURBERR FBY. 2B THEMS. 5/ ERE T RS



v

REEAY, FRALBEEASHmEFERA Y. o RYAL
R ERETTE, B30 498 65%) 1 2-5E7%)
- 2 - BN  B

E. 190-193 C
14 NMR (DMSO-d,) 6: 3.60-3.82 (2H, m), 4.60 (2H, t,

J=5.0Hz), 4.74-4.97 (1H, br-s), 7.17 (1H, dt,
J=7.0, 7.8Hz), 7.38 (1H, dt, J=7.0, 7.8Hz), 7.66
(1H, 4, J=8.0Hz), 7.72 (1H, d, J=8.0Hz), 7.84
(1H, s), 8.20-8.90 (4H, m), 11.87 (1H, br-s).
FIRMUT LM H 108 8 FiE AT R AHE TEEER 109 3
1108104 Y.
LHH109 |
I1-(3-BERE)- 2 - %sENLRD.
R, 81. 0%, XHBFE: 206-207T

'H NMR (DMS0-d,) a-: 1.90 (2H, dt, J=6.9, 7.3Hz),
3.39 (2H, t, J=6.3Hz), 4.60 (2H, t, J=6.9Hz),
7.18 (1H, dd, J=7.0, 7.8Hz), 7.41 (1lH, 4d,
J=7.1, 8.5Hz), 7.65 (1H, 4, J=8.2Hz), 7.74 (1H,

d, J=7.8Hz), 7.88 (1H, s), 8.28-8.85 (4H, m),
11.87 (1H, br-s).

EHFI 110

1-(4a-8ETHE) - 2 -9 REBEXMEERE,
R, 84 0%, ME: 2267T

— 9 7



'H NMR (DMSO-d,) &: 1.30-1.50 (2H, m), I.62-1.86

(2H, m), 3.38 (2H, t, J=6.4Hz), 4.43 (1H, br-s),
4.56 (2H, t, J=7.3Hz), 7.17 (1H, t, J=7.4Hz),
7.40 (1H, ddd, J=1.0, 6.9, 7.4Hz), 7.65 (1H, d,
J=8.3Hz), 7.73 (1H, d, J=7.9Hz), 7.96 (1H, s),
8.52 (2H, br-s), 8.76 (2H, br-s), 12.00 (1H, s).

LHH 11 1

3-HE- 2 -uRBEXNN %

a) 2 - KETHET B LEY H4

REBT 25 200 1 e R R0 Fgs 2 - LA UE
CERBNAE M2 - FELB LB LETS% 2 - LT EET
B LEEo |
)3 - FH- 2 -3 RER L HE

25,08 2 - REAPMETROUBAMAESO m L% HER,
%ﬁ@ﬁ1¢ﬁo@ﬁiﬁﬁ,REE%%@AW$¢,%EWL%
W3 Ko RAREFUAREEHBEMIELIHG EIM, ERIRE
%i%ﬁﬁ,ﬁET%&%ﬂoﬁﬁ&Kﬁﬁﬁﬁﬂﬁﬁﬁ%%,%
Bl14. 08 ( 69 0% )3 - A~ 2 - 2|0k 55 7E.

c) 3 - Fa- 2 - dRE X 4%

IR TERHG 1 8 FEHTRE, R2EA L s0e( 7 38
mmol ) 3 - - 2-SBREBTE, 7. 058 ( 73, 8§ mmo1 )
MER®EM3, 99 ( 73, 8 mmol ) TR s0 n 1 PRV, H
WheEl 1. 618(86.3% )3 -F4k- 2 3 RBLMS 0.

WRE: 285-286T

— 9§



,

'H NMR (DMSO-d,) &6: 2.60 (3H, s), 7.12 (1H, t,
J=7.9Hz), 7.31-7.44 (24, m), 7.70 (1lH, 4,
J=7.9Hz), 8.46 (4H, br-s), 11.78 (1H, br-s),

11.94 (1H, br-s).

L 11 2
I-FE-7-(3-FEFRRMEE ) - 2 - 5 FBE 08 315
al 1 -WE-7-(3-FEX-WBEKL)- 2 - IS 3
Hl%&

0.208( 0, 92mmo1 ) 7-FFH-1-FE- 2 _ gl B
CHE, 0. 148( 0. 94 mmo1 )3 - EXHE, 0.17 e ( 0. 94
mmol ) 4 - ZWREHKMEFO, 198 ( 0 94 mmo1 ) RO E
FR—RBES n LT RP B R T 2R TR 2 < o, &
BREBENKAE , LR CREER IR A3 %o F 1 N 55 .
A 5 PRBRENBER A HWE K. ERATGRELTHE Vel
ETABRER. Bl eSarfignnsd, 83 1 - P
703 -REWRME ) - 2 - ¥ %58 1k
b)1-FE-7-(3-FEEXFREE) - 2 - 5| R B 2 B &

REBT I ERBFTH T EHTRE, REEF 0 42 8
(1.21gmmol ) 1 -FE-7-(3- KLEABMEE ) - 2 -7
“’/kﬁﬁlﬁﬁ, 2318 (24 znmo1 ) ihB#HF 37 ¢ (24 2
mmol ) FBEMA30 m LT BERW AR BF 0 168 ( 34 9% )
S1-FE-7 - (3 -FEWBRKEL ) - 2- i 4B A NA B,

YE. 279-2807C

—9 9



-

"H NMR (DMSO-d,) 6: 2.72 (2H, t, J=7.6Hz), 2.96 (2H,
t, J=7.6Hz), 3.34 (3H, s), 7.03-7.14 (2H, m),
7.20-7.24 (1H, m), 7.29-7.31 (4K, m), 7.62 (1H,
d, J=6.9Hz), 7.69 (1H, s), 8.53 (4H, m), 9.89
(1H, s), 11.76 (1H, br-s).
| RRBTZHH) 112 87 7 4 5L 300 113 89404 4.
LHFl 113
1—¥§~o—(3-$£ﬁ%&%)—2h@%ﬁ%Mﬁ@§:
PR, 34, 6%, ME. 245-2477C
'H NMR (DMSO-d;) &: 2.66-2.71 (2H, m), 2.91-2.97
(2H, m), 2.91-2.97 (2H, m), 3.95 (3H, s), 7.16-
7.30 (6H, m), 7.63-7.71 (2H, m), 8.13 (1H, s),
8.36-8.52 (4H, m), 10.16 (1H, br-s), 11.67 (1H,
br-s).
LHH 114
1-03-8ERE) - 2 - hB £ H4
REMUT LR 1 9 FERTRR, REEH L 50 g (4,51
mmol ) 1 - (3 -RTAEREEEFE) - 2 - %L BB Ers,
4,318 ( 45 1 mmol ) MHBHEF2 442 ( 45, 1 mmo1 )
BN com 1FHRR. BE 1. 5781 - (3 -HTERELEE
EWE) - 2 -RBENLHRL. 1. 55 e W ADEBELE
Wﬁ*ﬁ,f70tﬁ%%ﬁls¢ﬁaEﬁ&?%ﬁﬂ&ﬂ%%,
PR BRYMAXELRRE 0, 658 (46, 0% ) 1-( 3 - £2F
) -2 - BN

—100—



BE., 296~2977C
'H NMR (DMSO-d,) 6: 2.05 (2H, ddd, J=7.6, 11.4,

14.5Hz), 2.63-2.86 (2H, m), 4.65 (24, t,
J=7.3Hz), 7.19 (1H, t, J=7.9Hz), 7.42 (1H, t,
J=7.6Hz), 7.74 (2H, d, J=8.6Hz), 7.83-8.16 (4H,
m), 8.27-9.03 (4H, m), 12.00-12.30 (1H, br-s).
RARGUTSEHH 114 89775 HE LM 115 Be 4.
X115
1-( 2-REZE) - 2 -3 SBmENLRL,
FFE, 54, 0%, WHE, 240°TC
'H NMR (DMSO-d,) &: 3.14-3.30 (2H, m), 4.77 (2H, t,
J=6.3Hz), 7.22 (1H, dd4, J=7.3, 7.6Hz), 7.45 (1H,
dd, J=7.3, 7.6Hz), 7.77 (1H, d, J=7.6Hz), 7.83
(1H, 4, J=7.6Hz), 8.03 (1H, br-s), 8.20 (3H, br-
s), 8.58 (2H, br-s), 8.74 (2H, br-s), 12.14 (1H,

br-s).

LWL 6
4 -BEFE~ 1 - FH- 2 - kg XN 55
RBRUTEHB 1 W ES#ITRE, RRER1, 40 g (4,21
mmol ) 1 ~FHE-4-HTEEEFEAEFTE- 2 - 9% BEHT
B, 4,02 ( 42 1 mmol )iz 278 ( 42 1 mmo1)
TR oo m IFEAH. B3 1. 5081 - FH- ¢ -HTHE
EHEAXTE- 2 - M| hB XML L. A HAET3sn1=
RCBR70n 1Z8WIKE, ZETHREMAR 2/ 6. BE TR
—101—



BRNRA Y. WEKABNFREL ST, F2 8 bRkEXLRE
M ATLBUEBERBEEGH3 K, AATHSASEREEGANED
Bo EXATERELTRE, RETEHEN. AIMAEBEHE
BRAYETRERE. EhFRZo0, 588 (43. 2% )4 - EH0%
-1 -WE- 2 - Hg AN .
¥, 283-282 7T
'H NMR (DMSO~d,) &: 4.06 (3H, s), 4.28 (2H, 4,
J=6.6Hz), 7.32 (1H, d, J=6.9Hz), 7.43-7.49 (1H,
m), 7.66 (1H, d, J=8.3Hz), 8.28 (1H, s), B8.5-8.7
(5H, m), 8.79 (2H, br-s), 12.28 (1H, br-s).
R KT SM 116 BB HEL A 117 Bl122 ( TEAA
Ho
LB 117
7-(3-2EZWEE)- 1 -P&E- 2 - ke AT R,
PR, 51 8%, KR, 287-288T
'H NMR (DMSO-d,) &6: 2.09-2.17 (2H, m), 3.32 (2H,
br-s), 4.21 (2H, t, J=5.9Hz), 4.28 (3H, s), 6.86
(1H, d, J=6.9Hz), 7.05 (1H, t, J=7.9Hz), 7.28
(1H, d, J=7.9Hz), 7.76 (1lH, s), 7.98 (3H, br-s),
8.47-8.67 (4H, m), 11.92 (1H, br-s).
LHw 118
7-(3-REXWERE)-¢-8-1-FX- 2-9%BENER
2
R, 41.7%, ¥HE, 299-300T
—102—



'H NMR (DMSO-d,) &: 2.14-2.19 (2H, m), 3.00-3.682
(24, m), 4.21-4.26 (2H, m), 4.28 (3H, s), 6.83
(1H, d, J=8.3Hz), 7.10 (1H, &, J=8.3Hz), 7.88
(1H, s), 8.18 (3H, br-s), 8.6-8.7 (4H, m), 12.12
(1H, br-s).
LW 119
6-(3-FEREEX)-1-FE-2-%gEMERE,
FE. 61,3%, ME:. 280-281T
'H NMR (DMSO-d;) 6: 2.09-2.16 (2H, m), 3.01 (2H, t,
J=6.3Hz), 4.02 (3H, s), 4.19-4.24 (2H, m), 6.87
(1H, &4, J=2.0, 8.9Hz), 7.15 (1H, s), 7.75 (1H,
d, J=8.9Hz), 7.95 (1H, s), 8.07 (3H, br-s),
8.51-8.80 (4H, m), 12.00 (1H, br-s).
EHF 120
I~ (3 -EEWX) -4-F - 2- R XNEERL,
FER, 46, 0%, MHE., 280-282T
'H NMR (DMSO-d,) &: 1.95-2.16 (2H, m), 2.65-2.88
(2H, m), 4.66 (2H, t, J=6.6Hz), 7.29 (1lH, d,
J=7.6Hz), 7.42 (1H, dd, J=7.6, 8.3Hz), 7.79 (1H,
d, J=3.0Hz), 8.02 (3H, br-s), 8.11 (1H, s), 8.68
(2H, br-s), 8.78 (2H, br-s), 12.2 (1H, br-s).
L1 21
7-(2-BETCHAXEX)-4-8-1-FHK-2-g%BENER
#,
—1 03—



F$= 31; 9%, yg:ﬁ: 28500

'H NMR (DMSO-d,) &: 3.2-3.4 (2H, m), 4.30 (3H, s),
4.33-4.37 (2H, m), 6.89 (1lH, d, J=8.3Kz), 7.13
(1H, d, J=8.3Hz), 7.83 (1lH, s), 8.33 {3H, br-s),

8.6-8.7 (4H, m), 12.06 (1lH, br-s).

SEHH 122
6 - (3 -BEREX)-¢-F -1 -FL£- 2 - 4BEM8R
g
FEE. 38, 7%, ME: 230C
'H NMR (DMSO-d,) 6: 2.06-2.11 (2H, m), 2.97-2.99
(2H, m), 4.00 (3H, s), 4.18-4.23 (2H, m), 6.96
(1H, 4, J=1.7Hz), 7.14 (1H, s), 7.95 (1H, s),
8.09 (3H, br-s), 8.5-8.7 (4H, m), 12.03 (1H, br-
s).
LML 23
4 ~REFXE- 1 - FE- 2 - 3| %Rge LA 54
REUTERA 1 W FEHTRE, RRER L 508 (4,73
mmol } 7 - E-4-( 2-WEwEH )EETE- 2 - Bl
BTHE, 6.028( 63, 0mmo1 ) IEE#EM3, 40 g( 63, 0
mmol ) FEMNE 60 » LFBEFHN LR B 1 -FH-a-( 2
- WL ) RETE- 2 - ARBEEN. WA HET 30 m
2NREBRM o0 m 1 W EREHIES G, BEUWTERTH 1 /06,
REMBEMENAAKE, F2 8 R AEKEERYE, MERALBT
BEUE3 Ko AM QM EREEHBERN, T AGBELTE
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B, RETEUEN. BBt EualiEgnsy, B3q -5
EFE- 1 -WE- 2 -8 ggAN. 2k, RRWNE Pl mY,
REDELBERR LB S FHBS0. 58e( 44 2% ) 4 - BX
FE-1-FE- 2 - RB - ML B
ME, 226-229C
'H NMR (DMSO-d,) &: 4.03 (3H, s), 4.80 (2H, s), 5.26
(1H, br-s), 7.17 (1H, 4, J=6.9Hz), 7.34-7.39
(1H, m), 7.48 (1H, 4, J=8.3Hz), 7.93 (1H, s),
8.48-8.60 (4H, m), 11.81 (1H, br-s).
REGTEMG 1 2 38 7 6 FTELHH 124 3 133 8040
A4
LB 1 2 4 :
7-(2-BETEX) -1 -FH- 2 -3/ %mLMAm,
JER: 62, 5%, YK, 243-244 C

'H NMR (DMSO-d,) &: 3.82 (2H, br-s), 4.12-4.15 (2§,

m), 4.31 (3H, s), 4.94 (1H, br-s), 6.86 (14, d,

J=7.3Hz), 7.03 (1H, t, J=7.9Hz), 7.26 (1H, 4,

J=7.3Hz), 7.73 (1H, s), 8.45-8.63 (4H, m),
(1H, br-s).

EHFl1 25
4 -R-7-(2-BEZEX) -1 -FE- 2-vyBENLES
.,

F#, 17.7%, MR, 277-279C

11.82
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'H NMR (DMSO-d4) &: 3.79-3.83 (2H, m), 4.12-4.15
(2H, m), 4.31 (3H, s), 4.9 (1H, br-s), 6.85 (1H,
d, J=8.3Hz), 7.10 (1H, d, J=8.3Hz), 7.75 (1H,
s), 8.58 (4H, br-s), 11.88 (1H, br-s).
EHH12 6
6-(2-BETZEE) -1 -FHh- 2 -3 Ep XN ED,
FE®: 59, 8%, MH. 265-268T
'H NMR (DMSO-d,) &: 3.32-3.77 (2H, m), 3.98 (3H, s),
4.08-4.11 (2H, m), 4.91 (2H, m), 4.91 (1H, br-
s), 6.81-6.85 (1H, m), 7.08 (1H, s), 7.61 (1K, d,

J=8.9Hz), 7.81 (1H, s), 8.39-8.64 (4H, m), 11.77

(1H, br-s).
LRk 1 27
4 -R-7-(2, 3-BXEFREHE) -1 -FH£- 2 - 2L

R,
R, 20, 2%, ME, 237-238C
'H NMR (DMSO-d,) &: 3.50 (2H, t, J=5.9Hz), 3.88-3.91
(1H, m), 4.03 (1H, dd, J=5.6, 9.9Hz), 4.15 (1H,
dd, J=4.0, 9.9Hz), 4.30 (3H, s), 6.85 (1H, d,
J=8.3Hz), 7.11 (1H, d, J=8.3Hz), 7.68 (1H, s)

r

8.50 (4H, br-s), 11.76 (1H, br-s).

LHHl1 28
4-F-7-(3-BEXWEE) -1 -FH- 2 -3hBgElin

e



PP, 53, 2%, MK, 210-2127T -
'H NMR (DMSO-d,) 6: 1.93-2.02 (2H, m), 3.60-3.64
(2H, m), 4.15-4.20 (2H, m), 4.28 (3H, s), 6.84
(1H, d, J=B.6Hz), 7.09 (1H, d, J=8.3Hz), 7.77

(1H, s), 8.5-8.6 (4H, m), 11.92 (1H, br-s).
EHBI 129
4-%—7-(4—%%Tﬁ£)=1—?£~2—@%%%M£@

s

F#E: 69, 5%, ME, 220-2227
'H NMR (DMSO-dg) 6: 1.59-1.67 (2H, m), 1.84-1.89
(2H, m), 3.45-3.50 (2H, m), 4.10-4.15 (2H, m),
4.29 (3H, s), 6.84 (14, 4, J=8.3Hz), 7.10 (1H, 4,
J=8.3Hz), 7.10 (1lH, 4, J=8.3Hz), 7.71 (lH, s),
8.52 (4H, br-s), 11.80 (1H, br-s).
LBl 130
4-R-1-(3-KEWRE) - 2 -3 fBmAMBBL.
FE, 60,0%, ME. 213-215T
'H NMR (DMSO-d,) 6: 1.78-1.98 (2H, m), 3.30-3.45
(2H, m), 4.61 (2H, t, J=7.3Hz), 4.68 (lH, br-s),
7.27 (1H, 4, J=7.6Hz), 7.39 (1H, dd, J=7.3,
8.6Hz), 7.66 (1H, d, J=8.6Hz), 7.93 (1lH, s),
8.55 (2H, br-s), 8.64 (2H, br-s), 11.96 (1H, br-

. s).
ZHH 13 1
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”

4-8-1-(4-BETE)-2-5%gENH
R, 48 0%, ¥R: 226-227T

'H NMR (DMSO-d,) &: 1.28-1.51 (2H, m), 1.60-1.84

% Eh
L

=

(2H, m), 3.37 (2H, t, J=6.6Hz), 4.44 (1lH, br-s),
4.58 (1H, t, J=7.3Hz), 7.28 (1H, 4, J=7.6Hz),
7.39 (1H, dd, J=7.6, B.6Hz), 7.68 (1lH, d,
J=8.6Hz), 7.92 (1H, s), 8.53 (2H, br-s), 8.63
(2H, br~s), 11.92 (1lH, br-s).

LHHl 13 2

¢ -B-6-(2-BETLEE ) - 1 -FX-2-9RBELNER

#

R 51 9%, KHR: 250-252T
lH NMR (DMSO-d;) &: 3.74-3.77 (2H, m), 3.99 (3H, s),

4.11 (2H, t, J=5.0Hz), 6.94 (1H, 4, J=2.0Hz),
7.13 (1H, s), 7.80 (1H, s), 8.3-8.7 (4H, m),
11-.76 (1H, br-s).

EHHl 13 3

1-{3, ¢e-Z8ETE) - 2 - 5"%gEERE.

R, 73,0%, HR: 219-222T
'H NMR (DMSO-d¢) &: 1.53-1.73 (1H, m), 1.85-2.04

(1H, m), 3.12-3.55 (3H, m), 4.37-4.88 (4H, m),
7.18 (1H, t, J=7.3Hz), 7.40 (1H, ddd, J=1.0,
7.3, 7.8Hz), 7.65 (1H, 4, J=8.3Hz), 7.74 (lH, 4,

J=7.9Hz), 7.86 (1lH, s), 8.21 (2H, br-s), 8.67

(2H, br-s), 11.87 (1H, br-s).

-
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LHpl 13 4
1-( 2-BEZE)- 2 - 5% X 55
0,80 & (2 23mmo1 ) 71— (2-(71-( 4 - FH- 2,
6, 7-ZREXF (2, 2, 2 )JF%)ITE)- 2 -3%5L
MERESom11, 2 -_FEELKFE, S ml INEBWEE
BEF. FRTHBREGDZ 050%. ME 10l aNEELMER
mEWESHF, BEZETHHEL 058 RE 10 m1 4N 2B
BReF, MEEZBRTHE 1 M. £8E TIRE R BIEA 4.
RARRERMG, Rk TREDFEN 0, s NEBTE S, 23
0.448( 64, 0% )1 - 2~-BHERLFE )~ 2 -5 vkE 2 -
BR Hho
YR 254 C |
"H NMR (DMSO-d,) &: 2.72 (2H, t, J=7.3Hz), 4.76 (2H,
t, J=7.4Hz), 7.17 (1H, t, J=7.9Hz), 7.40 (1H,
ddd, J=1.0, 6.9, 7.4Hz), 7.68 (1H, d, J=8.6Hz),
7.73 (1H, d, J=7.9Hz), 7.91 (1H, s), 8.50 (2H,
br-s), 8.72 (2H, br-s), 12.22 (1.5H, br-s).
LHH 135
7-BEFRE- ¢ -®- 1 -FE- 2 - AN HE
0,408 ( 1, 11 mmol )HEXLHH 6 ¢ PEE 7 - AXFE
EFRE-4-R-1-FH- 2 - 3PRBEME 100 m1 2NHB
R I 1 AN A R R RS e IRITIE IR A
HEBRETTE, B2 0,39 (97, 2% ) 7 - BEHEL£- 4 -
B-1-FE-2- 5% EMERN.
—109—



M. 283-284 T

'H NMR (DMSO-d,) &6: 4.34 (3H, s), 4.84 (2H, s), 6.82
(1H, d, J=8.3Hz), 7.09 (1H, &, J=8.3Hz), 7.69
(1H, s), 8.48 (4H, br-s), 11.5-13.5 (1.34, br-

_s).

H%MT%%%13S%ﬁ%ﬁ%T@%%WI3aﬁ137%
4 Ha
EHH13 6
7 - BETEE- 1 - FH- 2- s hE AN B,

PR, 41. 5%, ¥HE: 264 T

'H NMR (DMSO-d,) &: 4.34 (3H, s), 4.84 (2H, s), 6.83
(1H, d, J=7.6Hz), 7.03 (1H, t, J=7.9Hz), 7.30

(1H, d, J=7.9Hz), 7.74 (1H, s), 8.47-8.63 (4H,

m), 11.71-12.07 (1H, m), 12.6-13.3 (1H, m).

L3 7
6- HEFEE- 1 - FL- 2 - I4RENL RS,
PR, 53, 0%, ¥EE., 298°TC
"H NMR (DMSO-d,) 6: 3.97 (3H, s), 4.79 (2H, s), 6.85
(1H, dd, J=2.0, 8.9Hz), 7.09 (1H, s), 7.63 (1H,
t, J=8.9Hz), 7.72 (1H, s), 8.34-8.51 (4H, m),
10-13 (2H, m).
EHH13 8
I-FE-7-(2-FELEEX) - 2 - 5 4BEAMY 8%
al 1-FE-7-( 2-FKELEER) - 2 - 3% B8 T4
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&

0.108( 0, 46 mmol ) 7 - FH- 1 - FH- 2 - im
LB, 0.128( 0, 50 mmol ) XELEHN S 0 pBREL K,
0,043 8( 0, 69 mmol ) HEMEMHFf0 1 m17BAES 2
LEFPHIBEHTEE TS s520%. WEo, 2 m1 2B MEKR
MEEWF. UHIRNEBEYEZTETHE! 54%. 1 NEEE
BRMEREREGWTE, RUBEREAY3I k. E5H1 NEa
WHBH S H N ER K. ERNREE LTHRE, BE TR REM,
BHEREEBLECERY, B2 0. 0458 (30, 5% )1 -F 4
- 7-(2-FEZEEE) - 2 - 5%- BHE L
b1 -WE-7-( 2-FKEZLEEE) - 2 -5 % ENHHE

0,16 8( 0,51 mmol ) 1 -FXK-7-(2-FKEZXEE)
- 2 -EREBMLE, 0.498 (5 09 mmol JABRARAEL 0
m1FEE 0, 28 8 ( 5 09 mmo1 ) HEHWIESMUENTER
Bl1 Y FERR, 780, 0758 (39, 5% )1 -WH-7-( 2
- RETLERE) - 2 -HRB A MR,

¥Em. 220-2237T

'H NMR (DMSO-d,) &: 2.96-3.02 (2H, m), 3.29-3.35
(2H, m), 4.18 (3H, s), 6.60-6.95 (1H, m), 6.99
(1H, d, J=7.3Hz), 7.06 (1H, d, J=7.3Hz), 7.20-
7.25 (1H, m), 7.31-7.33 (4H, m), 7.64 (1H, s),
8.42-8.59 (4H, m), 11.73 (1H, br-s).

REBTEHNS 13 SHFEHTREUNELES 1 3 94k
& 45
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EHH 139
1-FE-6-( 2-KRETEEE) - 2 -9 ENERE.
PR, 26, 6%, WHE: 243-2467T
'H NMR (DMSO-dy) &: 2.91-2.97 (2H, m), 3.38-3.51
(2H, m), 3.92 (3H, s), 6.70 (1H, s), €.79 (1lH, 4,
J=7.9Hz), 7.20-7.29 (1H, m), 7.31 (4H, m), 7.49
(1H, d, J=8.6Hz), 7.76 (lH, s), B8.35-8.63 (4H,
m), 11.64 (1H, br-s). |
SEHHI 140
1-(3-FAWE) -4 -ZFAWE- 2 -3 %BENH HE
a)1-(3-HTEEREEERE) - ¢ - ZRFE- 2 -95%
RR LI H4& |
RAEMTEELHEF 5 (25) W FEHATRE, RAREM 2, 60
g 10 11mmol )4 ~ZHFE- 2-"%-KRRLA, 0,445
g 11, 12mmol ) 6 0P EMH, 4,328 ( 15 17 mmol ]
N-(3-RWE)-EXVRKT B 100 m1 ZFEFERRK. &
22 818( 67.1%)1- (3 -HTEARELEEWEL) - ¢ -
ZRFE- 2 - IR BE L.
plI1-(3-EEXRE)-4-=Z8HFE£- 2z -9 %heEMN HE
A TLEE 1 WHFERTRE, RREEH 2 818 (6,78
mmoa ) 1 - (3 -HRTAEKEEENEL) -« -ZAFE- 2-
A\ B 7, 6. 48 8 ( 67, 8 mmol ) MAEKHEFI. 66 &
(7. 8§ mmol ) FEAW 100 1 FHEREW. B3 2. 8321 -
(3-HMTEEHEERAFE) - ¢4 - ZAFE- 2 -9 %A
—112—



REBTERA 1 1 4 FEIR2, 72 e Wb s, BF 1 45 ¢
(57.0%)1-(3-BX£FE) -4 -ZFFHE~ 2 - 3okp i
G &

R 245C( 4% )

'H NMR (DMSO-d,) &: 1.99-2.20 (2H, m), 2.70-2.89
(2H, m), 4.72 (2H, t, J=6.9Hz), 7.51-7.68 (2H,
m), 8.06 (3H, br-s), 8.06-8.27 (2H, m), 8.71

(2H, br-s), 8.80 (2H, br-s), 12.30 (1H, br-s).

SEHH 1 4 1 '
1- (3-ZFEEETE ) - 4 - SRFE- 2 -5 GE 2
#E&
a)1-(3-ZFEEEWH ) - 4 -ZHFXE- 2 -5 BhBH7
TRy & |

HEUTSEL G s FERRER 2. 07 g ( 4,84 mmo1)
¢ -ZREE- 2 -S| YBBZE, 0,43 g ( 10, 7mmol )6 0
BRI, 1. 158 ( 7,26 mmo1 ) 3 - AW A - EEHE
Som 1WXWERK, B3 1. 77e( 74% W1 -( 3-—_H
EREWE ) - ¢ - ZRAFTE- 2 - 4% BRI
D) I-(3-ZWEREFRE ) -4 -ZHRFHE- 2 - %2
By 4

RAGTEEA 1 W HERRER 1, 778 ( 3, 45 mmo1 ) 1
~(3-ZFEFAXWE) -4 -ZF¥E- 2 -9% - BRLE,
3;308 (34, 5smmol )BT A1 878 (34, 5mmo1 ) ¥
B to0on 1 YR, B30, 42e(28%)1-(3-=8
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ERERE) - ¢ -ZHRFE- 2 -G LU BEL
HE: 252-255C
lH NMR (DMSO-d,) 6: 2.07-2.30 (2H, m), 2.58-2.60
(6H, m), 3.00-3.19 (2H, m), 4.59-4.81 (2H, m),
7.49-8.67 (2H, m), 8.04-8.26 (2H, m), 8.71 (2H,
br-s), 8.79 (2H, br-s), 10.69 (1H, br-s), 12.29
(1H, br-s).
FRRUTERGI 1 4 10T EHET LR 14 25 1 ¢4 714
HE4.
L1 4 2
1~ (3 -WEEEWE) - 2 - B gL m
FE:. 12,3%, WHE. 240C |
'H NMR (DMSO-d,) 6: 2.04-2.27 (2H, m), 2.60-2.78
(6H, m), 2.98-3.17 (2H, m), 4.51-4.72 (2H, m),
7-12-7.28 (1H, m), 7.37-7.49 (1H, m), 7.75 (1H,
d, .J=8.3Hz), 8.07 (1H, s), 8.60 (2H, br-s), 8.81
(2H, br-s), 10.50 (1H, br-s), 12.15 (1H, br-s).

LHH 143
$-R-1-(3-ZWEREFE) - 2 - @AM L B,
PR, 47 6%, WE., 237-240C
"H NMR (DMSO-d,) &: 2.07-2.27 (2H, m), 2.70 (6H, &,
J=1.3Hz), 3.02-3.14 (2H, m), 4.55-4.72 (2H, m),
7.30 (1H, 4, J=7.3Hz), 7.38-7.48 (1H, m), 7.77

(1H, 4, J=8.6Hz), 8.06 (1H, s), 8.61 (2H, br-s),
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8.68 (2H, br-s), 10.36 (1H, br-s), 12.11 (1lH,

br-s).

L1 44
1-02~-(C( N-sEpEd ) ZE) - 2 5| %BEEME B,
FR, 23, 8%, MHBE. 236-239T
'H NMR (DMSO-&,) &: 1.75-2.11 (4H, m), 2.88-3.13
(24, m), 3.40-3.68 (4H, m), 4.85-5.04 (2H, m),
7.16-7.29 (1H, m), 7.40-7.54 (1H, m), 7.78 (1H,
d, J=7.9Hz), 7.87 (1H, 4, J=7.9Hz), 8.10 (1H,
s), 8.62 (2H, br-s), 8.81 (2H, br-s), 11.17 (1H,
br-s), 12.24 (1H, br-s).
LHH1 45
4 -R-1-(2-(N-wpgeX )X ) -2 -S| hmAEMRE
3, |
FE 6 1%, ¥E 220C
'H NMR (DMSO-d,) 6: 1.72-2.10 (4H, m), 2.83-3.13
(2H, m), 3.41-3.69 (4H, m), 4.86-5.05 (2H, m),
7.32 (1H, d, J=7.7Hz), 7.45 (1H, dd, J=8.3,
7.7Hz), 7.89 (1H, 4, J=8.3Hz), 8.14 (1H, br-s),
8.67 (2H, br-s), 8.74 (2H, br-s), 11.35 (1H, br-

s), 12.28 (1H, br-s).

SLHE 146
1-(3-—FEEAXFHE) -4 -ZHFE- 2 -0 SBENES
2,
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PR, 30, 8%, Y&, 222-2257T
'H NMR (DMSO-d,) 6: 1.18 (6H, t, J=6.9Hz ), 2.08-2.30
(2H, m), 2.92-3.20 (6H, m), 4.57-4.80 (2H, m),
7.50-7.65 (2H, m), 8.07-8.24,(2H, m), 8.66 (2H,
br-s), 8.78 (2H, br-s), 10.58 (1H, br-s), 12.30
(1H, br-s).
i1 4 7
I-(2-( N-wpig ) ZE) - 2 - 3R A28,
R, 20 5%, ¥E: 180T
'H NMR (DMSO-d;) &: 3.00-3.27 (2H, m), 3.27-3.70
(4H, m), 3.70-4.10 (4H, m), 4.88-5.14 (2H, m),
7.15-7.30 (1H, m), 7.39-7.52 (1H, m), 7.78 (1H,
d, J=7.9Hz), 7.90 (1H, d, J=B.9Hz), 8.10 (1H,
s}, 8.65 (2H, br-s), 8.81 (2H, br-s), 11.85 (1H,

br-s), 12.26 (1H, br-s).

SHH 148
6-(3-FXWEHX)- 1 -FH-42-ZHF&£- 2 - 3|4
HLH 4

a)o- FEEE-1-FE-4-ZFFE- 2 - 3% 58 LEYW
S

REUTSELHRB s W HERREM2 208 ( 6, 06 mmo1)
6- FEEX-1-=ZRFE- 2 -5RERTE, 0. 24 8 (6,06
mmol ) 6 0 BEMM, 1. 728 ( 12, 1 mmo1 )EW A 50 ma
“WETBE, B2 2586 TEEE- 1 -FE- 4 -4
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-2 - B
bl o -FRE-1-FH- ¢« -ZFFE- 2 - BB LEY HE

RAEUTEEERH 1 5 a ) WFERTRE, REER 2 23
g(5 91mmol ) o-FHEAK-1-FE- 4 -=ZFFE-2-
BRAREE, 0.3 810 %850 m1mMER. 53 1,70
g86-FE-1-FE-4-ZRFE- 2 -3 %%H L.
¢l o~ (3 -MTEEHEFLEAWEE ) -1 -FE£-41-=Z4¥
-2 -G RBROENHE

REBUTSELHE S FiEHTRE, RREHL. 0o e
(3,48 mmol ) ¢ -%HK-1-FX-q¢-ZFFEHE- 2 -k
BB, 0. 148 ( 3, 48 mmol ) 6 0 %EALE, ¢, 998 (3,48
mmol ) N~ ( 3 -BARE ) EXTFTERMTEM4cn LZFEF
Bt 53l1. 2886 - (3 -HTREREAEAREX ) -1 -F
E-a-ZHFE- 2 -9RBRLE.

) e-(3-AXEFEE)-1-FE-4-ZHFE-2-9%
Bt A #%

REMTE®S 1 9 FEHTRM, AREMA 1,28 8 ( 2, 68
mmol ) 6 - (3 -HTEEKEEEWNEEL ) -1 -FE-4-=
REE- 2 -%BRUE, 5 508( 57 ¢ mmol ) UHERTEH
3,118( 57, ¢ mmol ) FEEGIMy 60 m 1 FWEEHE M. 143 0, 41
g6-(3 -HTAEBRXEERNEE) - 1 -FH- ¢ -ZFFHE
- 2 -V EM. ARMTERG 1 1 ¢ FEdEo, 41 g b
a4, B8 0 278 (21,8%)6-(3-FEFEEL)-1-F
F- g -ZHRFE- 2 -HIRB AN E,
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ME. 272-274 T
'H NMR (DMSO-d,) 6: 2.08-2.13 (2H, m), 2.99-3.01
(2H, m), 4.05 (3H, s), 4.24-4.28 (2H, m), 7.21
(1H, s), 7.48 (1H, s), 7.97 (1H, s), 8.07 (3H,
br-s), 8.56-8.70 (4H, m), 12.6 (1H, br-s).
REBTENG 1 ¢ SHFERELHE 1 ¢ 9 405 M )
SEHwHl1 49
o-(3-REFNEE) -1, ¢-"FE-2-AYBENsnn,
Mg 265-267C
'H NMR (DMSO-d,) &: 2.04-2.09 (2H, m), 2.46 (3H, s),
2.96-2.99 (2H, m), 3.98 (3H, s), 4.13-4.18 (24,
m), 6.65 (1H, s), 6.91 (1H, s), 8.00-8.04 (4H,
m), 8.44 (2H, br-s), 8.73 (2H, br-s), 11.92 (1H,

br-s).

LW 150

6~ 3 -=WEEAERHE ) - 1-FH- 4 -=ZRFL- 2 -7

"R A o HlE

a) 6~ (3 -Z“HEAHXWEL ) - 1-FX-4-ZfF£- 2

- F|REBE 2 BB LEW #E o
RAEUTEEL WS s xR BEH 1, 00 8 ( 3.48 mmo1)

6 —FE- 1 -FE-1-ZFFE- 2-H%BRLAE, 0,358

( 8, 70mmol ) 6 0 %EME, 0 82e( 5 22mmo1 ) 3 -4,

WEFREBRE o n 1 ZFETRM, B30, 72686 - ( 3

- REEFEL) -1 -FE- 4 - ZRFE- 2 - EREBZ
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BE.
p)e-(3-—_FHEEAXFEX) - 1 -FHR-¢-=ZFFE- 2
- | kBt E LR i
AR TER 1 FERTRE, RREEH 0, 72 ¢ (1,93
mmol ) 6~ (3-_FEREWEX) -1 -¥E-2-Zf¥%
- 2-"RRBTEE, 3. 098 (38 7 mmo1 ) BB 09
g( 38 7mmo1l ) FEHHson 1 FEEH. BF o, 408 6 -
(3 -—WEREWEEX )~ 1 -FH- 1 -=ZFFHE- 2 - g
Ao AEBTLMG 18 FELE 0, 40 g WivA4, B3 0. 31
g8(35.0%)6-(3-_WEREWEL) - 1-FF-4-=
AFE- 2 - R ENTR L.
HR: 264-265T
'H NMR (DMSO-d,) 6: 2.17-2.23 (2H, m), 2.80 (6H, s),
3.2-3.4 (2H, m), 4.06 (3H, s), 4.23-4.27 (2H,
m), 7.20 (1H, s), 7.50 (1H, s), 7.88 (1H, s),
8.5-8.7 (4H, m), 10.27 (1H, br-s), 11.90 (1H,
br-s).
RAGTENRB 1 5 0 FHEBFTHS 1 5 18 H0E.
SEHH L 5 1
1, ¢4-ZHE-6-(3-ZFEREWEL) - 2 - J%mHM
HERH.
B, 282-2847T
| “'H NMR (DMSO-d,) &: 2.14-2.20 (2H, m), 2.46 (3H, s),
2.79-2.80 (6H, m), 3.1-3.3 (2H, m), 3.98 (3H,
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s), 4.13-4.17 (2H, m), 6.66 (1H, s), 6.93 (1H,
s), 7.99 (1H, s), 8.42-8.74 (4H, m), 10.26 (1H,
br-s), 11.85 (1H, br-s).
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REWTH Nat H+ ZHIEWH 10,0 £FEFIT Tk 1w,
A . TG0 (/M)
SEH 1 B A4 _ 0. 058
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£ 2
Na+ B4+ ZREENHER.

Na+,/H+ Na+_ 0+
REB e W oy
kmb 2 1.0 Emp 25 0.3
” 2 10 ” 26 0.3
" 3 >10 " 27 3.0
? 4 >10 28 >10
5 0.03 ” 29 0.03
” 6 0.3 ” 30 1.0
" 7 0.3 o .31 >10
" 8 0.3 ” 32 >10
». 9 0.1 » 33 1.0
» . 10 10 ” 34 3.0
» 11 0.3 ” 35 1.0
n 12 0.3 » 36 0.1
» 13 1.0 " 37 *
W, 14 >10 ” 38 3.0
” 15 0.3 ” 39 0.3
” 16 3.0 »n .40 1.0
" 17 3.0 ” 41 1.0
» .. 18 10 ” 42 10
. 19 >10 o 43 10
" . 20 1.0 o 44 >10
. .21 1.0 N 45 >10
22 0.3 46 *
» 1
» 23 0.3 " .. 47 3.0
» 24 0.3 ” 48 3.0



& 2(8)
Na+_  H+
e M@%ﬁﬁ e 9

LB 45 3.0 LHF 7a
" 50 1.0 ” 75
» 5] 1.0 ” 76
* 52 1.0 " 77
" 53 1.0 ) » 78
» 54 0.3 " 79
» 55 c.1 » 80
5% 0.03 » g1
w57 1.0 » 82
» 58 0.3 » 83
» 59 1.0 »n B4
w60 * » 86
»w 61 0.3 »  B7
» 62 >10 » 88
s 63 0.3 »w 89
w 64 0.01 » - 90
w65 0.3 w91
w : 66 0.3 w92
w 67 1.0 " 93
n 68 * -V
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L 70 3.0 T 9p
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Nat,H+ Na+,/H+
vy KHEATH Y REHH
. MEC (M) MEC (uM)

EmR 100 3.0 EHBF 122 0.03

101 10 7 o123 3.0

102 10 ™ 124 0.3

” 103 >10 ” 125 0.01

" 104 »10 " 126 0.3

” 105 * " 127 0.1

” 106 * " 128 0.03

» 107 0.1 " 129 0.03

» 108 >10 » 130 0.03

» 109 1.0 w131 0.1
w110 0.3 " 132 0.1

n 111 10 ” 133 1.0

» 112 >10 » 134 0.3

an - 113 3.0 w . 135 0.1

» . 114 1.0 w 136 1.0

» - 115 >10 " 137 >1

w116 >10 w 138 3.0

w 117 0.3 , 139 3.0

» 118 0.01 " 140 1.0

w 119 0.1 ” 85 10

" 120 0.1 ZEREHRAMK 3.0
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FiE,

BB Crome LA T Cardiovasc, pharmacol , &,
1249 (1986) PHAWHF EHITER. B, BiQ FO Mt
O EFENGH R FREATRE TG RE RN ERE BEan
FRE R TR TS 7 A
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#3.  BROFLOET R R
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(me R9) | dBEFE | HERE (%)
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1 0. 1 70 10 10
EIPA* I 43 0 0
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