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98804964. 3 oM P FE13/60m
( &1-1] o
N
CFy 3
Compd. No. R Compd. No. R
0
s
1-1 <\ / 1-9
IIS\\O
0
o}
S
12 <\ / 1-10
S,
g
0
s D
S,
/1\0
0
IIS\\O
0
0
%
15 S / 1-13
ll\\o
0
%
IIS\\O
0
9 0
1-7 ¢ 7 1-15
0
S,
CI)I\O é§°o
0 0
@
1-8 o 1-16
"S“o ()’S“o

18



98804964. 3 WoOom B 14/601
(&1 —=2) o
R. /U\ﬁOH
N
Ho ol
Compd. No. R Compd. No. R
v 9
= s
1-17 N 1-25* €4
S\\ N,
00 00
0 o
= S
1-18 N 1-26% <\ !
Ko 0
o o
w I e WD
F Il\‘o u\‘o
0 0
s
o O
F uS\‘O us\‘o
0 0 OOCH;
F (@ (0]
S
1-21 O O 1-29 L
Iy /S\\
y O G OCH;,
E (@] (0]
S cl
e UL = XY
r;s\‘ /?’\‘
0 0
S CHs
1-23 HyC O 1-31 <\ / :
t/s\‘ 17
00 00
0 0
S CH;,
124 HCO O 1-32 J
Iy ' ,,S\~
00 00

*; (S)-enantiomer, **; (R)-enantiomer
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98804964. 3 oM P ZE15/60m

[ ®-3]
e
o Crye
Compd. No. R Compd. No. R
0] o}
S
6,3\\0 & HaCO 20

0 o
1-34 (\S / e 1-42
g
o)
1-35 <\S / 1-43

CHO o
w1 o O
go g%
(e] CH30 0
HyC\
137 9 N O 1-45 H3CO
7 ,,S\\
o© 0O (o}
0 0
o)
O,N
1-38 HaC’[LN O O 1-46* N |
173y HS\‘
00 e
o 0 0
HQC (S
139 H,C N O 1-47+ \_/
CH; H S, O,N 1
e e
0
H5CO o
1-40 O . 148 O O
HsCO (')'S‘\O 0
: (§-enantiomer

20



98804964. 3 oM P ZE16/601
[ %&1-4]
R. OH
N
H St
Compd. No. R
o)
1-49 O
S
o)
.S
o)

o*%
0
L0
"%
0
=
1-53 \N+ /
I' S\
O (l)l\o
(0]
=
1.54 O._NK /
u\‘o
0
—
.55 N\ /
1-5 N
§o

21



98804964. 3 oM P FE17/60m
[ &2-1] o
Ry
Ho cH
Compd. No. R Compd. No. R
0 0
S
2-1 (\ f 2-9 O O
2 HsCO
0 0 0 (o]
F o
2-2 2-10 O O
o8
0
)
2.3 2-11 <\ /)
Joc
0
s
2.4 2.12 L
or
25
2-6
27
2-8

22



98804964. 3 oM P ZE18/60m

[ §3"1] 0 0
a
o c H
/,S\\ d
fo} (0]
Compd. No.  Ar Position R Compd. No. Ar Position R

S S Br
3-1 (\I a —CHj3 3-11 <\I a —'g_’CHa
3

' S OH
a —CHs 3-12 (\ / a _ﬁCH3
CH,

F
OH
3-3 @: ¢ —CHs 3-13 /@i a  —T~CH,
HaCO CHs
F
s
&

3-2

S OH
a —CF3 3-14 <\I a -—ﬂ/CHa

]

S S

3-5 (\I c —CF3 3-15 <\I _§OH
S S

Y e T Y IR

S s
3-7 <\I a ___OH 3-17 <\I a /‘\O
S S
3-8 <\I a ¢ 3-18 <\’Z/ A |-FF3
3-9 <\S/ a © 3-19 <\S/ a /\F%f:”
. /\( —% ,Z/ cr,
3-10 <S/ a —C/O 3-20 ﬁs/ a —F%:S
v €T = .

o
O
X

o

23



98804964. 3 oM B Z19/60M
[ &3-2] o o
Cos:a
ZcH
S._ d
ke
Compd.No.  Ar  Position R Compd. No.  Ar Position R
S s OH CHs
0
3-21 (\I a ® 3-31 <\,Z/ a /‘<
W L

) S

3-22 (\I a —-@O 3-32 (\ /) a "0CH,

3-23 ﬁiz/ a /l\©
. G O

S HO
3-25 <\I a l \/
N

S
-CHs
3-26 a —NJ
<\I CHs

s
/N
3-27 (\I a NP

[V

\
‘;i
[oNe )
a &

s
3-28 <\,Z/
CHj

S
CHa
- a \

S O._CH
330 (\I ¢ 7 YoCH,
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98804964. 3 oM P ZE20/601

ALK A K EAEH K

BERAA IR RERBEIG T AW (1) 4R AT @5
8. [ICso) £ FRITHB TG 1 F2 2 b . AT AMBAE R K K IKHAT
7K 50 % &9 EI1L A b R E.
&) 1

J& 28 albino Hartley BF 8 (350 - 550 % ) F /K B bb-R44 Bk BLE 3L
B, ITHFTHFEE, HEERGLE. AZLESE, RELABY
S ST, IR M EAT LY 2 REENRE, KM
MARE AT LIRS, $ERAALE K-H (krebs-Henseleit ) 48 7 & [¢2
A (EER): fM4 118, B4 4.7, AR 1.2, B84 1.2,
R4S 2.5, RBEH 25/ D-HEE 11.1)FhEE, ETFRARS
RIEFmb B ARGY R L, MERERGERAFZARFZ. AT T4
Ay EMER, RERFETFYA L REBMGE., E2EFS
(Z5)FoEMEME, FE o FELH2.0EK. KY 10 EXIKE.

AN EANFH—RE R TEHNIES, BEZT 20 EAARS
(K-HE R ) b, $58mRE37C, BAS% =—FHf 95% £ 4
HRAR., TR pHARKY 74, KEHF — RS KBAKRNBR
£ 28 L (force-displacement transducer; B AXX#® TB-611T) . &£k
BiEBAESEN (AALE AP-621G) £, £ie% B (YOKOGAWA
A1 3066) LitFEKAH TN, ZFBUR 05 LIERIFE,

BUERERANAFAFATELARTBT 15 045, hik
1Ry, Pt ARKAN 154, BHEFKEL A, &R
15 4Pt R AT h o, AFRIAWATKAIE 1S L, ARAKSD
B 1 AHRERE. -8B, A 50 EEF RS GERHER
JE) ) 10 54P B e taeR, 458 30 94 ARALET, 10 946 o4,
B E A2 BT RAATAT B IR IR B2, AIAE A T faed
HATEZIKSE. REBAKREMRZTREN, BRMN 50 EE/HAEMNL
47, ARAIRRRE, FALARE, ¥R/ Aty RRE LA
TR, SREAVERBTIA A 30 540, LaWetER ARSI H F
ERHHBEKAAK % REAT.

R A 4P,

Fit—F, LRT RBH 1 FRRKFRESG EKRH.
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98804964. 3 oM P E21/60m

£ ) 2

BRBs 1 AR WA ERARBREMREA, REAARGKS., ¥a
BHERAAFTE 1 AGERETRE, A 15 ERAHRAYT. AAER
FALATFTEC T MRS, B A Y, BREA 15 BRI RS, &
AP REKE -G, AFTHEEIE e RRELEA RBAY. &
REGVER B 30 54F. LR ARSI HFH LK) R K4
K% RRT.

$RIK 4 P,
% 4
%54 ICse (1 M) ICso (£ M)
F5 | KCI (15 mmol/L) | KC! (50 mmol/L)
1-1 2.6 >10
1-2 5.1 >10
1-3 6.3 >10
1-4 3.2 4.5
1-5 4.0 8.7
1-7 >10 N.T.
1-8 7.5 N.T.
1-9 >10 N.T.
1-14 >10 N.T.
1-19 4.3 N.T.
1-22 6.5 N.T.
1-24 >10 N.T.
1-25 2.6 10.5
1-26 6.6 6.3
1-28 >10 N.T.
1-29 2.4 N.T.
1-33 0.7 N.T.
1-35 2.5 N.T.
3-5 8.3 8.7
3-9 >10 N.T.
3-12 >10 N.T.
3-14 >10 N.T.
N.T.= RBZE
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98804964. 3 oM P ZE22/60m

o, KEXBREDHAEZELR TN HEARGERAERSG
TRITHE N Bk HATHIE,
EB%H 3

A SD 2K (200-300 %) AXECHREHSOEL/TEBEEAR
SHEAE. BXANER. ARFPFPLGEFRGLHR, A 70% T
BHAE. AR BREFEES, BAXREDF, SREIKR. KL
BAERMTIE (1000 £4/E4) GERLIRGGFEFEADK 2-3
EX, $#AARETHENRXKIRELE. FEORSEREHE & KL,
FHABEZTEK. BABKRITH, £% YakshF S5 [£ 042
# %% (Am. J. Physiol.) . 251 %. R1177- 1185 (1986 %) ], #A
FE. MATERZLER. WABERGE R, AR 65 a3,
EEMABAALRALELCERGTE, ALEELHAZ. FE8H—
S RAE4HABAIRATEREFRE LK. SHELGFERRAZTE
. BEOBEIMAFELk, KEBIWMIREEFHRE.

FR2U-~28IHEHERAL, AANERELE (LAHHAM), £
FRHEAKRATHAZR., IRFEEERERNTAEIBEE (B L
AE DX-300) . APESO S A 3 BEERB RS FTAEETAREXE
ARERESBEE. FREBEREAEEEK (0.05 TH4/54) ,
BEZBHRATHE. ABALE S FIEFRRE, SEPpBERAE
A ER., THEHRLIDOGHAIER - (4 60~120 24) . &
BEANMERFLEEIRLARGEBME, X TXERAET1EL/FH(K
F) LU ESRHZ LT ERLEY (03%BFEASEE 482
K) . LU TERSRNARAELEE S IHAE, ANREY,
BRI a=HY) L, REHLHERE1IIHESIHEHKERR.
g Rfes F, ULHEAN 100 £ FRAHE.

Xk Sk 6 HiF.
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98804964. 3

M

B B #23/600

x5

a5

¥
(mg/kg)

K 5 ]
(%)

1-1

1000
138+15
16616

1706
18116
203=+21

1-2

1000
116+8
1365
149+9
143x5
139+6

1-3

1000
123%x15
13511
144+10
160+19
16016

=7

1000

1169
138+12
16617
155+16
155+17

1-9

100+0
129423
123+10
143£12
135*+16

130%5

1-19

1000
114£9
13947
13611
145+ 6
167+15

1~24

1000
14011 |
121£17
160+19
169+25
169425

28



98804964. 3 oM P ZE24/601

KEHAE] REE | WA KGR
(mg/kg) (h) (9)
1-25 0.1 0 1000
1 1089
2 1409
3 140+12
4 148413
5 16317
0 1000
1 1188
2 1377
3 14547
4 152+8
5 1687
0 1000
1 127%+10
2 1397
3 13316
4 1403
5 14543
0 1000
1 124+15
2 137+15
3 137+4
4 142+10
5
0
1
2
3
4
5
0
1
2
3
4
5
0
1
2
3
4
5

1-26 0.1

1-28 1

1-33 1

14821
100+0
1152

133%+12

131%+15
152+4
148+3
1000

13112
152+4

145+18

157%13
158+4
100£0
1227

128+16

129418

150+19

16021

1-35 1

3-5 1

3-9 1
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oB B 25/60W

98804964. 3
3-12 1 0 1000
1 11818
2 153+£20
3 152417
4 16126
5 165+19
%6
e MmpEE | 2%E | B B & ] & Mok .“$.
(mg/kg)| (h) (%) (%) (%)
=1 10 0 100+0 100+0 100£0
1 12444 97x5 97+4
2 1399 9645 1014
3 154+ 14 9444 100£3
4 17613 94+3 1003
5 190415 93+3 100+3
1-25 10 0 1000 100£0 1000
1 133415 963 1115
2 128410 93+ 1 109£5
3 14919 9542 110%4
4 180+22 93=+1 1076
5 18314 9541 1047
1-25 3 0 1000 1000 1000
1 1298 96 %1 105+4
2 125+14 942 10544
3 143422 93x2 10443
4 165+22 9342 9942
5 161%13 942 982
78a<hY L 1 0 100 100 100
1 124 46 98
2 133 52 100
3 142 54 98
4 133 60 99
5 133 64 99
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98804964. 3 oM P ZE26/601

e (1) TRH AR A, KREMN. BRASFFAGHR,
AR, REMAAESH. HHRAESH. 8. BASFHAHALY
FoRLEa5rXLH. H oKk oy R A a4 ML T
BEFHeOTE, P TAZALHBEHN. BEHN. £4H. B
A, FRAH. LLHNE.

ARG RFEK, HleAK, EHAEBK. 2mEX,
WEHE. BB BB HEB. A8 ZH. 4% TAS%E.
ANKXTTRERLGGE. RRAEAYE L. BER. 6. HERA.
KB, HBREAS. BERE. BT, BME. B AEFKE S
B, HRhRES.

AP (I AR ERLHABEALEHBX. BL58. KhE.
MERERGUERIXEEEFHRAMAR, REAFHLEE, Av
REAHEABRA0O EL~14, % 005~-50F %, —K—KEH
K, EHEREGEFERBRE, FARA 0.001~100 £ %, #ik
001~10 £%, —X—kEHKk. 22, ALHITHEXEHELEH
Fium k4L,

T @3k 5% 4 fo LB B A KA XK.

S H P A T TR G R T HEERREE (NMR) 6% A
PEAEREKGM AT T 42 —%4 (ppm) £F. %R TR
.

s ¥k 4 W ¢ ZE%R g WES. . m $EF%. b %,
£2EH 1
3- (3-RAFERTFTRE) Ay -2- RBTE

EXREHT, £ 3- KREARRKES (23g, 18.7mmol) F» = T k&
(3.12ml, 22.4mmol) # =K FR (30ml) ERFLB A Z- T4
oy -2- BB FE (6.24g,22.4mmol) , #H 30 54F. REL R E,
BEERTABFREEARER, ALERAAMFERAAHK
Bk, e ERESE, RAKERETE. BLXTHMN, ¥ANE
BENRE, BRI ARBREEN (TR/ICRTE =7/1) #4THH,

31



98804964. 3 oM P FE27/60m

FEHkes 3- (3-REAXEAARATE) B9 -2- BB TE (4.82g,
92%) .

"H-NMR (CDCly) & : 3.63 (br, 2H), 3.84 (s, 3H) 4.59 (s, 2H), 6.49 (d, 1H
]=7.9 Hz), 6.64 (s, IH), 6.71 (d, 1H J=7.9 Hz), 7.02 (t, 1H J=7.9 Hz),
7.05 (d 1H J=5.3 Hz), 7.37 (d, 1H 1J=5.3 Hz).

£EH] 2
3- (3-ZEBBEARERTR) &9 -2- RRTVE

¥ H2EH 1 B0 (4.81g, 17.3mmol) E T =K FR(50 £4),
AkAHTHEEP A =T E(2.87m], 20.7mmol ) F= £ /K T & ( 1.78ml,
19.0mmol) , ¥H 2 M. RRLZ LG, BERERTVTRAWLIRES
MARER, AMNERABEFERIAKRERPEPREKRES, A
AARBETR. EXTERMN, FAWEREKRSE, E#3- (3-C
BB EAERABRTE) 9 -2- BB TPE (525g95% ) .
' H-NMR (CDCl,) & : 2.15 (s, 3H), 3.83 (s, 3H), 4.52 (s, 2H), 7.02 (d, 1H
J=7.8 Hz), 7.06 (d, 1H J=5.1 Hz), 7.17 (t, 1H J=7.8 Hz), 7.36 (d, 1H,
J=5.1 Hz), 7.39 (d, 1H, J=7.8 Hz), 7.58 (br, LH).
5E4 3 |
3- (3-LEBBEEREBRTR) 9 -2- B8R

¥ 54 2 FF6 P (5.25g,17.2mmol) & T V& (30 £4) ,
A 2mol/L S AA#KER (30 EH/) , EOCTHHFF 1 IH. K
“RE%G, A 1moV/L £8A pH £3, ERMNBGEBAK. HF
GEBRARBKRAYESE, B, 83 3- (3-LBEAXEEATE)
wy-2- B8 (4.068,77%) .
' H-NMR (DMSO-d,) & : 2.03 (s, 3H), 4.54 (s, 2H), 6.96 (d 1H J=7.8 Hz),
.11 (d, IH J=5.1 Hz), 7.19 (t, 1H J=7.8 Hz), 7.37 (d, 1H 1J=7.8 Hz),
763 (s, 1H), 7.67 (d, 1H 7J=5.1 Hz), 9.93 (br, 1H).

%4 4
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98804964. 3 oM P ZE28/601

9- LBk A -4, 10- —EEDH[3, 2-cJ[I]¥XHHE-10- B[itd
W Al
7- LEEE -4, 10- S EDH[3, 2- ][Ik HH¥ - 10- B[Ld
% B]

¥2EH 3HAHER (3.0g, 9.9mmol) EXF_KFR (30 %
), EAAHTEEFTFIAZRZHE (2.24ml, 15.9mmol) , £%F
BRTHFE2IE, BRERFUAKRSHE, MAZRLMR - L8
B4 (0535 E), EERTHRALIR. RELRE, —4ATRER
KRK, ShBEBRAAKRER. ot kad, RAAKRARETE.
BXTFRANE, BANERERS, HABRDABREEN (845/
Y EE = 100/1) SEATHEH, 2R FE 9- LA -4, 10- S E9IF
3, 2-c][1]k3A¥E - 10- B[4 A] (0.74g,28% ) F= 7- LBLE:
K -4,10- =S E93H[3,2- ][11XHHAE - 10 - B[4 BN 1.03g,
37% ) .
(&4 Al H-NR (CDCL) 6: 2.18 (s, 30). 3.95 (s, 2. 6.95 (g I
J=5.0 Hz), 7.39-7.45 (n 2H), 7.60 (d IH J=5.0 Hz), 8 28 (4 1 J=7.8
Hz), 9.98 (br, 1H).

(6% B] ' H-NWR (OMSO-d) 6: 2.09 (s, 3H). 4.17 (s, 2H). 7.15 (0 1K
J=5.3 Hz), 7.60 (d 1H J=8.9 Hz), 7.91 (d 1H J=5.3 Hz), 7.95 (s. 1K),
797 (4, 1H J=8.9 Hz), 10.34 (br, 1H).

5%H) 5

9- £ -4, 10- —&EWH[3, 2-c[1|FxHARFE-10- 8
BEER AFBH - LEBEE -4, 10- —8EDH[3, 2- 1]

¥HH¥E -10- 8 (0.74g,2.5mmol) EF & (15 EH) fek & & (15

EN) ARSEMNPREFRE 1 IH., FELREAEFEKEEAK

Exb, ALBLE (25EH) #R. AREARPRERES, A

EARABETR. WTRMNELE RANERERSE, FAXECH
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98804964. 3 oM P ZE29/60m

heg 9- R A -4, 10- —EERIH[3, 2- c][1]FHFHF - 10- H( 0.6g,
99% ) .

1 -NMR (CDCly) & : 3.92 (s, 2H), 5.70 (br, 1H), 6.63 (d 1H J=8.2 Hz),
6.99 (d 1H J=5.0 Hz), 6.95 (d, 1IH J=8.2 Hz), 7.10 (t, 1H J=8.2 Hz),
7.51 (d, 1H, J=5.0 Hz).

£E4H 6

7- A -4, 10- A FEY[E, 2-cUIFEFHAE -108
AAEPEG 7- LEEE -4, 10- —8E9IH[3, 2-c][1]

EHHE-10- BAK - LEEE -4, 10- Z8ERHE, 2- (1]

EHAE-10- 8, BREASEH 5 L HRANS & RIAGERK

B7- fE -4, 10- —EEDH[B, 2- 1K HFAE-10- 8 (K F

94% ) .

! H-NMR (CDCl,) 6 : 3.98 (s, 2H), 4.16 (br, 2H), 6.63 (d 1H J=8. 6 Hz),

6.77 (s, 1H), 6.93 (d IH J=5.0 Hz), 7.52 (d, IH J=5.0 Hz), 806 (d 1K
J=8. 6 Hz).

KEH 7
9- (3, 3, 3-=f-2-#k-2- FTAABEL) -4, 10- 4%
o33, 2- c(IIFEFAE -10- M

%3, 3, 3-=f-2-gL-2-745A% (0.79g, 5.0mmol) &
FowALEE (10 £4) , £-15C T A ZFSK (0.36m],
5.0mmol) , &£ -15~ ~5CTHH¥ 1 ho. ERESERF AL H
SR 9- £k -4, 10- —HEDH[3, 2- cUFEHFAE-10- W
(0.62g,2.5mmol) , EEBTHRFLE. FRERBERSE, HgH
RESETLERLE (S0EH), AMERERA 5% HREAKRER.
HBfAERAS, RAXARETR. BE:TRHNE #ANEAE
R, ARG EREREREEN (TR/ICRLTE - 51)#HATHHE,
Fit—FAORAE, B89 (3, 3, 3-Z/-2-%4-2-F&
HELEL) -4, 10- —£E%H(3, 2- c1]XHFAFE - 10 - B (0.60g,
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63% ) .

"H-NMR (DMSO-dg) & : 1.72 (s, 3H), 3.98 (s, 2H), 4.22 (br, IH). 6.97 (d,
IR J=5.0 H), 7.43 (t, 1H J=8.0 Hz), 7.51 (4, H J=8.0 Hz), 7.62 (d 1H
J=5.0 Hz), 8.29 (d, IH 1J=8.0 Hz), 10.62 (br, 1H).

52X 44 8
5- LELE B

5- KABKE (10g, 67.05mmol) X T &=kwh (100 ) ,
MmN Z T E: (18.64ml, 134mmol) , EXRAFTHATBE ( 12.61ml,
134mmol) . ZEBTHIEIIHE, ERERTMA 5% EBRAAK
wR, BRAGGOGERK MEBAKRAKRESREK, T8 B3 5

- LB AR (12.45g,97% ) .
' H-NMR (DMSO-dg) 0 : 2.09 (s, 3H), 5.33 (s, 2H), 7.54 (d IH J=8 2 Hz).

7.80(d, 1H J=8.2 Hz), 8.20 (s, IW), 10.25 (br, 1H).

£EH 9
3-CEBE-6- (4- TARKXEATH) XF%

F4- PEIEXE (1.95g,15.7mmol) #= 28% F & 44 ( 15.7mmol )
LAFE (0EH) F. TRTREI0OH4, RELZELRE, WEEH,
REAXBA. KRR AREL Y 80 5- LaKEA S (3.0g,
15.7mmol) £=F X (30 £H) P EA 14 MFHFEE. HE
BRAENKY, AL (30 ) %4 2%, KEA Imol/L % 8A
PH £ 3, BRATHGGEK, T2 3- o8Bt -6- (4- PAAE
FEFTR) XA9% (2.49g,51% ) .

PH-NMR (DMSO-dg) 6 : 2.06 (s, 3W), 3.70 (s, 3H) 5. 30 (s, 21, 6.83 (d,

MJ%BM,M6@HLHJMXZM@IH#HMXZW@JH

I=8.3 Hz), 8.17 (s, 1H), 10.10 (br, 1H), 12.96 (br, 1H).

2E 4 10

9- LA -2- FAL-6,11- —E—%F[be]RLLK-11-8
REEH 9 HF3-Colit-6- (4- FPREAXELETR) ¥
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PEHEAE 3- (3-ZBBEEAEERTR) -2-88, BBLAEH 4
MRS F ik, FH - LEBBEE-2- FEEA-6 11- —&=%X[b, ]
S htxr-11-8 (kE8g7%).

! H-NMR (CDClp) & : 2.20 (s, 3H), 3.85 (s, 3H), 5.11 (s, 2H), 6.98 (d, 1H,
j=8.9 Hz), 7.10 (d, 1 J=8.9 Hz), 7.32 (d 1H 1=8.3 Hz). 7.61 (br, 1H),

7.66 (s, 1), 8.09 (d IH J=8.3 Hz).

£2E4 11
9-fEA -2-FEHE-6 11- —E&—%H[be]hftLx-11-8
HREH 10 iiFeg9- LBRE-2- FEAK -6 11- —&—=%
¥ [b, e] B2 L3R - 11 - &8 (0.93g,3.1mmol) EREB (15EH) = F
B(1529) HRAEMNYRARAZ 1 IH. REZERE, B5E4H
SHRAF®, FEI-KE-2-FTAK-6, 11- —A=F (b, e] A%
LR -11-8 CKkE 74% ) .
1H-NMR (CDCl,) 6 : 3.85 (s, 3H), 5. 11 (s, 2H), 5.30 (br, 2D, 6.63 (d 1H,
J=8.9 Hz), 6.77 (s, 1H), 6.98 (d IH =89 Hz), 7.10 (d 1H J=8.9 Hz),
7.32 (d, 1H 7J=8.9 Hz), 7.66 (s, 1H).
£E 4 12
(S) -3, 3, 3-Z=f-2-#X-2-¥iAa&
£ OCTF4 3, 3, 3-Zf-2-#45-2-FEAK (13.0g
82.3mmol) #HLEE®R (60 EH) FHAA(S) - (-) - 1- XLk
(997g, 82.3mmol) , EEBTHHA 1 IH. REREKRE, FH4
&M, KA 10% TH/FTEXER (0 EF) €484, RA6
Kk, 338 S48 3, 3, 3-ZR-2-RE-2-FRAamerond
{(S, S) #) (3.85g,13.8mmol, 97% e.e.) . FXF%E W 'H- NMR
HE. WHEG{(S, S)I&EE T 2mol/L £, WmALE, AEET
BH 1O, AMEKLRAK. HfRERES, ALKERRETE.
BETRNE, $ANERERSE, FHEELHN (S) -3, 3, 3
-Zf-2-84-2- PEAA® (2.13g 13.5mmol, FK 32% S &) .
'H- NMR (CDCL;) 0 :1.65 (s,3H)
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£E4 13
(R) -3, 3, 3-Zf-2-8%-2-¥iamg

A(R) - (-) -1-XRLERHE(S) - (-) -1- XUk,
BAEH 12 MAGTE, FH(R) -3, 3, 3-ZRK-2-#%-2
- FEAAR.
'H- NMR (CDCl;) 9 :1.65 (s,3H)

£E 4 14
(S) -9- (3, 3, 3-=ZR-2-F%-2- PARABKEL) -4, 10
- Z & &3, 2-c][1]FHFAE -10- &

REEH SHBG - £E -4, 10- ZAEDH[3, 2- c11FHF
¥ - 10- 8 (0.56g,2.26mmol) F5E 4 12 Fi#56 (S) -3, 3, 3
-z f-2-FEA-2- FPE&HE (0.72g, 452mmol) , ELEH 748
Ak, BH(S) -9- (3,3, 3-ZR-2-#L-2-FRAAKRK
E)-4,10- —EEDH[3, 2- c][IRIHAF -10- ¥(0.87g,99% ).
TH-NMR (CDCl,) 6 : 1.72 (s, 3H), 3.98 (s, 2H), 4.16 (br, 1H), 6.98 (d, 1H,
1=5.3 Hz), 7.43 (t, 1 H J1=7.9 Hz), 7.52 (d, 1H 7J=7.9 Hz), 7 62 (d, IH,
1=5.3 Hz), 8.28 (d, IH J=7.9 Hz), 10.72 (br. 1H.

£ E4) 15
(R) -9- (3, 3, 3-ZR-2-2X-2-FEAKEKEL) -4, 10
- — & &3, 2-c][1]FXHFRFE-10- ¥

AAEH 5EG - A& -4, 10- S EHIH[3, 2- cJ[IIFH
A¥ -10- 8 (0.37g, 1.49mmol) F 55 H 13 FifFe5 (R) -3, 3, 3
-zf-2-L-2- T4 A (047g, 2.97mmol) , &EL£FH 748
Ak, B8 (R) -9- (3,3, 3-=R-2-2EL-2- FEAABRK
A)-4,10- —&E9H[3, 2-cl[1]FHFH¥E -10- H(0.57g,99% ).
UH-NMR (CDCl) &: 1.72 (s, 3H), 3.98 (s, 2H), 4.16 (br, 1H), 6.97 (d, I
H J=5.0 Hz), 7.43 (t, 1 H J=7.9 Hz),. 7.52 (d, 1H J=7.9 Hz), 7. 62 (d, 1H,
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]=5.0 Hz), 8.28 (d, IH J=7.9 Hz), 10.72 (br. I1H)
2% 4 16
2- (3-FEREERFTR) -6-BEAXFTRTE

AkAHTHE 3I- FARAARES (0.54g, 0.48mmol) = LBk
(0.42ml, 0.59mmol) =R F}% (30 EH) ERTFTEE A 2-£F
EX-6-AEAXTHRYE (1.45g, 53mmol) , ®H I I H. REEXR
B, BERRBRVPRABFEREAKRER, AWERKLAREFHREEA
ARER., PR iERESR, ARAKARETER. BETENE, ¥
HWEBERS, RO ARRAEEN (TR/TELE=-71) #
TR, B8 2- (3-FEAEXEATL) -6-AEAEXTRTPE

(1.29g, 99% ) .
1L H-NMR (CDCly) 6 : 3.74 (s, 30), 3.92 (s, 3H), 4.20 (s, 2H), 6.76 (ddd

1H J=7.9 Hz, 2.0 Hz, 1.0 Hz), 6.80 (t, 1H 7J=2.0 Hz), 6.86 (ddd, 1H J=7.9
Hz, 2.0 Hz, 1.0 Hz), 7.17 (t, IH J=7.9 Hz), 7.44 (d, 1H J=7.9 Hz), 7.56
(dd, 1H, J=7.9 Hz, 1.0 Hz), 7.97 (dd, IH J=7.9 Hz, 1.0 Hz).

RHEH 17
2- (3- PAEXEAATE) -6- MAXTR
KX 16 R 2- (3- TRAARKEBRTE) -6- AEXT
B & (0.96g,2.88mmol) % T ¥ & (10 £4F) , A 4mol/L £ A4
MAER (10EH4), mEwaE 240, REE, BREERXRS, A
Imol/L £ MAXEZAY pHE3, FEMNEaEEK2- (3-F4A
EAXEBRTE) ~6- AEXTH (0.85g,92% ) .
1 H-NMR (DMSO-d) 6 : 3.71 (s, 3H), 4.38 (s, 2H), 6.75—6.80 (m 1H), 6.85
—6.92 (m 2H), 7.20 (t, 1H J=7.6 Hz), 7.59 (t, 1H J=7.9 Hz), 7.756 (d, 1H
J=7.9 Hz), 7.97 (d, 1H, J=7.9 Hz), 14.01 (br, 1H).
24 18
3-FRE-10-Ak -6 11- & —%f[be]i¥-11-8W
HEEW17THFEG2- (3- FRAEXESEXE) -6-HAXY
% (0.92g, 2.88mmol) E#H T K FR (30EH) , MARLKZRT

38



98804964. 3 oM P ZE34/60m

B & (0.81g,5.76mmol) , EEETHRH 2 M0, ¥R 5 %A kA,
MmN RAHM - L& (0.13ml, 1.06mmol) , B A 1 1B, LELRE,
EERBERFPRARFEEEARER, AWEKREIBEPEEBEEAK
Bk, AR ARSE, RAKABETR. BEXTFBRMNE, ¥4h
ERERYE, MRHRYAABREEN (TR/TBRTE=6/1) 3t7H
#, FH3-FAE-10-AK-6 11- —A=FF[b,e]B¥E - 11-
B (0.40g,46% ) .
! H-NMR (CDCl,) 6 : 3.84 (s, 3H), 4.07 (s, 2H), 6.75 (d, 1H J=2.3 Hz),
6.91 (dd, IH J=8.9 Hz, 2.0 Hz)f 7.50—7.54 (m 2H), 7.92 (dd, I1H  J=5.9 Hz,
3.6 Hz), 17.98 (d,.IH, J=8.9 Hz).
LA 1-1
5, 5-—8.-9-(3,3,3-=Zf-2-FF-2-7EEBKEL) -4,
10- —8E%IH[3, 2-c[IIFXHAEFE-10-8 (&P 1-1)
BAERTHRGI- (3, 3, 3-=Zf-2-#2L-2- 4 A%
EE) -4, 10- —E&EDH[B, 2-QUEFAEE-10- 8 (0.3g,
0.77mmol) E TR FK (30 EH) , EXAFTHRAILALIEXTER
(0.67g,3.5% %), EERTHHI M. REZERE, REREKK
AS5% ERBAKER. SPEREZAKER. RigEKES, AL
KERETR. BEXTERALE, KFANEREXRSE, HFHREER
BREAEEN (TR/ICERTE=-3/1) #4744, AE—F R FRi8Hn

B, A4 1-110021g,64%) .
L §-NMR (CDCl,) 6 : 1.74 (s, 3H), 4.68 (s, 2H), 7.03 (d 1IH J=5.1 Hz),

7.74 (d, 1H J=5.1'Hz), 7.76 (d, 1H J=8.3 Hz), 7.97-8.03 (m, 2H), 8 67 (d,
1H, J=8.3 Hz), 10.80 (br, IH).

ET@EGERS 1-2 25354 1-24. THH) 1-26 £FE#%4 1
- 47, P 1-53 ZL#EH 1-55 E£#HRH2-1E2F%EF2-12%
TS 3-1EF%H3-32F, BTAREG=ZREEFRENT LY
R#%E9- (3, 3, 3-=K-2-%-2-FEABKKEL) -4, 10-
ZEEYH[3, 2-c[IIEFARE-10- Bk, REXRFA1-14HRF
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k135 B0 e, AEAS 1-51, 1-52. 2-10F, RT ARt
ZHREFFRETERRHE 1-50 9 BRH3-FARXEX-10- (3, 3, 3-
ZR-2-BE-2-FERABRKEL) -6, 11- —H K [be]shE-11
— B, AKH#EH] 1-50 4B F %473 B 4Le-H,

kB 1-2

5, 5-—%f-7-(3,3,3-ZR-2-BEX-2-FEAARKL) -4,
10— =& E9 3, 2-c[1|EHFAE-10-8 (&P 1-2) (Kk# 68
% )

! H-NMR (DMSO-d,)) & : [.62 (s, 3H), 5.27 (s, 2H), 7.24 (d, 1H, 1I=5.0 Hz).

7.67 (br, 1H), 8.03-8.09 (m, 2H), 8.26 (d, 1H J=7.9 Hz), 8173 (s, 1B,

10. 81 (br, 1.

g#kH1-3

5, 5-—f.-1- (3,3, 3-ZR-2-BX-2-FEAABKKL) -6,
11-=—8EXH|beh¥E—-11-8 (4sHm1-3) (KE£90%)

1 H-NMR (CDCI1;) 6 : 1.74 (s, 3H), 4.04 (br, 1H), 4.81 (s, 2H), 7. 48-7.63

m 20, 7.71 (t, H J=81Hz), 7.90 (d, IH J=8.1 Hz), 8.05 (d. IH J=8.1

Hz), 846 (d, 1H J= 8.1 Hz), 9.76 (br, 1H).

B 1-4

5, 5-=—%-1- (3, 3, 3-Zf-2-#X-2-FELAHKEL) -6,
11- =8 X H(be|h¥E—11-8 (o 1-4) (KkE88%)

! B--NMR (DMSO-d) 6: 1.62 (s, 31D, 5.28 (s, 2H), 7.50-7.66 {(m, 3HY, 7. 91

(d, IH, J=8.3 Hz), 7.96 (d, IH J=8.3 Hz), 8.22 (d, 1H 1J=8. 3 Hz), 8. 65 (s,

10, 10.69 (br, tH).

%H#HH1-5

9, 9-—%.-5- (3, 3, 3-ZR-2-BE-2-FEARHKEL) -4,
10 — — k3, 3—c][1|EHAE-4-8 (&P 1-5) (k£ 70

% )
! H-NNR (DNSO-d) & : 1.54 (s, 3H), 5.45 (s, 2H), 7.33 (d, 1H, J=5.3 Hz),

7.69 (d 1IH J=6.3 Hz), 7.72 (br, IH), 7.82-7.88 (m. 2H). 815 (d. 1K
I=1.1 Ha), 10.61 (br, 1W).
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£H 1-6

9, 9- —&.-7- (3,3, 3-=Zf-2-#%X-2-FhLABAL) -4,
10- —SEWH[2, 3-c][IIEXHRE-4-8 (&4 1-6) (&
72% )

! H-NMR (DMSO-d;) 6 : 1.6l (s, 3H), 5.52 (s, 2H), 7.56-7.64 (m, 3H), 7.97
(d 1H J=8.3 Hz), 8.24 (d, 1H J=8.3 Hz), 8 69 (s, 1H), 10.80 (br, 1H).

£ 1-7

9, 9- —8,-5- (3,3, 3-=Zf-2-#L-2-FHARKEL) -4,
10- — &% %2, 3-c][1]XHARE-4-8 (&P 1-7) (K&
80% )

I I-NMR (DMSO-d,) 6 : 1.58 (s, 3H), 65.38 (s, 2H), 6.83 (d, 1H, J=2.0 Hz),
779 (d, 1H, J=2.0 Hz), 7.83-7.93 (m 2H), 8.42 (d 1H J=7.9 Hz), 10. 88
(br, 1H).

%3H 1-8 .
9, 9- —8&-7- (3,3, 3-ZR-2-Fk-2- PEAARAKEL) -4,
10- — &% %H[2, 3-c][l|kHRE-4-8 (e 1-8) (K%
73% )

! H-NMR (DMSO-d;) 6 : 1.62 (s, 3H), 5.46 (s, 2H), 6.96 (d, 1H J=2.0 Hz),
7.82 (d, IH, J=2.0 Hz), 7.98 (d 1H, J=8.3 Hz), 8.27 (d, 1H J=8.3 Hz)
8.76 (s, tH), 10.78 (br, 1H).

b 1-9

5, 5- —$,-8- (3,3, 3- Zf-2-£L-2- FARBEL) -4,
10- =S K3, 2-c[NEHARE-10-8 (&P 1-9) (HkE
67% )

"H-NMR (DMSO-dy) 6 :°1.61 (s, 3H), 5.20 (s, 2H), 7.24 (d 1IH J=5.0 Hz),
7.55 (br, 1H), 803 (d 1H J=5.0 Hz), 8.29 (dd. 1IH J=8.6 Hz, 2.3 Hz),
8.51 (4, IH J=2.3 Hz), 10.67 (br, 1R).
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%84 1-10

5, 5-—8.-6-(3,3, 3-=f-2-#L-2-FhLHBAL) -4
10- — &9 H[3, 2-cl[1]EHFAE-10- 8 (4L 1- 10 %k % 80
H-NMR (CDC1,) & : 1.57 (s, 3H), 3.93 (br, IH), 4.83 (s, 2H), 7.00 (d 1H
J=5.0 Hz), 7.66—7.79 (m, 3H), 8.91 (dd, IH J=8.6 Hz, 1.3 Hz), 11.41 (br,
).

F34 1-11

5 5- —8-9-(3,3, 3-ZfRK-2-#FX-2-FhLRBEAL) -4,
10- —&=k"hHf[3, 2-cJ[lI¥XHFARE-10-8 (4% 1-11) (K
# 89% )

! H-NMR (DMSO-d;) 6 : 1.57 (s, 3H), 5. 11 (s, 2H), 6.79 (s, 1H), 7.79—7. 97
(m, 3H), 814 (s, 1H), 8.50 (d, 1H 1I= 4.5 Hz), 11.11(br, 1H).

LA 1- 12

5, 5- —8.-8-(3,3, 3- =R -2-#%X-2- FAABKAL) -4,
10- — &3, 2-c[l|¥HFAE-10-8 (&4 1-12) (K
% 53% )

! H-NMR (DMSO-dp) 0 : 1. 61 (s, 3H), 507 (s, 2H), 6.80 (d, 1H J=1.7 Hz),
7.54 (br, 1H), 805 (d, 1H J=1.7 Hz), 8 12 (d, 1H J=8.6 Hz), 8.29 (d, IH,
1=8.6 Hz), 8.53 (s, 1H), 10.67 (br, 1H).

%4 1-13

5, 5-—8-7-(3,3, 3-ZR-2-#%-2- FEAREBKEL) -4,
10- —&%%hHH[3, 2-c[II¥XHFAE-10-8 (&% 1-13) (K

% 87% )
! H-NMR (DMSO-d) & : 1. 63 (s, 3H), 502 (s, 2H), 6.78 (d, 1H IJ=1.7 Hz),

746 Gbr. 1H), 802 (d 1H J=1.7 Hz), 8.28 (dd, 1H I=8.4 Hz, 2.2 Ha),
8.76 (d 1H J=2.2 Hz), 10.72 (br, 1H).

£k 1- 14

10, 10- —§-6- (3, 3, 3- Zf/-2-£X-2- PAAKKE)
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-5, 11- Z§EHFAREHF3, 4-b X -5-F (AP 1-14) (KK
£55% )

"H-NMR (DMSO-d;) & : 1.51 (s, 3H), 5.38 (d IH J = 18.2 Hz), 5. 45 (d, H

J = 18.2 Hz), 7.55-7.67 (m, 2H), 7.75-7.93 (m 3H), 810 (dd, 1H J = 7.9
Hz, 1.3 Hz), 8.78 (dd, IH, J = 4.6 Hz, 1.3 Hz), 10.60 (br, 1H).

kB 1-15

10, 10-=%H.-7- (3, 3, 3-=Zf-2-LL-2-FEABEL) -
5, 11 - =& [1)1XHAEH([3, 4-b|H2-5-8 (H&H1-15) (k
£ 40% )

LH-NMR (CDCl,) 6 : 1.69 (s, 3H), 5.03 (s, 2H), 7.05 (s, 1H), 7.49 (dd, 1H

] = 7.9 Hz, 4.6 Hz), 8. 04-8.12 (m, 3H), 8.46 (dd, 1H T = 7.9 Hz, 1.6 Hz),

8.76 (dd, 1H J = 4.6 Hz, 1.6 Hz), 9.47 (br, 1H).

B 1-16

10, 10- —&.-8- (3, 3, 3-=Zf-2-2L -2- FEABEAL) -
5, 11 - =& XHFAEH 3, 4-bro2-5-8 (/LeH1-16) (k&

& 48% )
1 H-NMR (DMSO-d;) 5:1.61 (s, 3H), 547 (s, 2H), 7.58 (s, 1H), 7.63 (dd,

H 7 =179 Hz 49 Hz), 7.98 (d, 1H, J = 8.6 Hz), 8 24 (dd, IH T = 8 6 Hg,
9.1 Hz), 8.36 (dd, 1H, J = 7.9 Hz, 1.6 Hz), 8.65 (d, IH J = 2.1 Hz), 8.80
(dd, 1H, J = 4.9 Hz, 1.6 Hz), 10.79 (br, 1H).

g4 1-17

6, 6-=H.-10- (3,3, 3- =R -2-LA-2- TAABRRKR) -5,
11 - —E[1XAREH[4, 3-bRR-11-8 (A 1-17) (kE
62% )

I B-NMR (DMSO-d,) 6 :1.60 (s, 3, 5.44 (s, 2H), 7.73 (dd, tH J = 7.9 Hz,

4.6 Hz), 7.85 (s, 1H), 7.86-7.96 (m 3H), 8. 24 (dd, IH J = 6.6 Hz, 3.0 Hz),
8.81 (dd, IH J = 4.6 Hz, 1.6 Hz), 10.40 (br, 1H).

k#kp1-18
10, 10- =$.-6- (3, 3, 3-=Zf-2-LEX-2-FEAABREAL)
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-5, 11 - ZQA[EHFAEF[3, 4-cm-5-8 (429 1-18)
(K% 39% )

1 H-NMR (CDCl,)
783 (d, M J =51 Hz), 7.94 (dd, 1H I = 8.1 Haz,

J =8 1Hz, 1.0OHz), 8.60 (s, IH), 879 (d IH J =51Hz), 9,76 (br, IH).
gLA&H 1-19

5, 5-—8-7-&-1- (3, 3, 3-ZR-2-BA-2- PEAEBE
) -6 11- &% [beh¥E-11-8 (L% 1-19) (k&
89% )

' H-NMR (DMSO-dy) 6 : 1.53 (s, 3,
(br, 1H), 7.79-7.86 (m, 2H), 7.99 (d, 1H 7J=8.6 Hz), 10.40 (br,

0 :1.73 (s, 30, 4.82 (s, 2H), 7.76 (t, 1H J = 8.1 Hz),
1.0 Hz), 8 40 (dd, 1H,

.21 (s, 2H), 7.53-7.64 (m 3H), 7.72
11 .

34 1- 20
5, 5-—8.-7-&-3-(3, 3, 3-ZR-2-EL-2- FHAABEA

A) -6 11- —&—Xf[be]mi¥-11-8 (&% 1-20) (&
88% )

! H-NMR (DMSO-dy) 6 :
IH, J=8.3Hz), 8.01(d,

1.59(s, 3H), 5.20(s, 2H), 7.50-7.61(m 2H), 7.72 (d,

IH, J=8.3 Hz), 8.15 (d, IH J=8.3 Hz), 860 (s, 1H).

LHp 1- 21
5 5-Z&-9-f&-1- (3, 3, 3-Zf-2-BA-2-FAABE

X)) -6 11-—a=—%H[be]iEx-11-8 (4£&% 1-21) (k&
100% )

' H-NMR (DMSO-d;) & : 1.51 (s, 3H), 5. 32 (s, 2H), 7.43—17.58 (m, 3H), 7.64
(br, 1W, 7.80—7.91 (m 3H), 10.56 (br, 1H).

k&M 1-22
5, 5- —f.-9-#-3-(3, 3, 3-ZR-2-A-2- 9L HBE
X)) -6 11-—E—%Hfbeh¥-11-8 (2% 1-22) (k&
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72% )

' H-NMR (DMSO-d9) &0 : 1.53 (s, 3H). 5.39 (s, 2H), 7.47—7.61 (m 3H), 7.92

(d 1H J=8.7 Hz). 8.14 (dd, IH J=8.7 Hz 2.3Hz), 8.57 (d I1H J=2. 3 Hz),

10. 72 (br, 1H).

£ 1- 23

5, 5- —R-8-FH-1-(3, 3, 3-Zf-2-24-2- PAAK

£E) -6, 11- & =—Ff[be]h¥-11-8 (&4% 1-23) (K

£77% )

! H-NMR (CDCI,) 6: 1.73 (s, 3, 2.41 (s, 3W), 3.90 (brs, 1H), 4.76 (s,

2H), 7.04 (s, IH), 7.31 (d, 1H J=83 Hz), 7.70 (t, IH, J=7.9 Hz), 7.89 (d,

1H, J=7.9 Hz), 7.98 (d, 1H J=8.3 Hz), 8 46 (d, 1H J=7.9 Hz), 9.77 (br,

1H) '

Lp 1- 24

5, 5-—&-8-¥&AHE-1- (3, 3, 3-=Z=R-2-#&-2-94 5K

BER) -6, 11- —A-KHF[beBrE-11-F(4eH1-24) (K

#46% )

1H-NMR (CDCl,) O0:1.74 (s, 3H), 3.89 (s, 3H), 4.75 (s, 2H), 6.70 (d, 2H

J=2.3 Hz), 7..00 (dd, ‘1H, J=8.3 Hz, 2.3 Hz), 7.70 (t, IH, J=7.9 Hz), 7.90

(d, 1H J=7.9 Hz), 812 (d, IH J=8.9 Hz), 8 47 (d, IH J=7.9 Hz). 9.82 (br,

1H) '

Lap 1- 25 |

(S) - (+) -5 5-=§-9-(3, 3, 3-Zf-2-8%-2-¥

AABEE) -4, 10- —8EDH[3, 2-c[IIEHAE-10- 8 (4

aH1-25) |
¥5EH 14 iR (S) -9- (3, 3, 3-=ZR-2-£L-2-

FTERBEEEL) -4, 10- —SEDH[3, 2-UIEHFAE-10- &

(1.07g, 2.26mmol) E T =L F% (0 E5) , £kAHFThAI-EK

HEFER (195¢,3.545 %), EEBTRH#3IIH. RELXE, R

EEEAD 5% ERBRAKER. SYERENKER. aft L
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B, RAKBRBRETR. BLXTRN, AWERERSE, MEHKA
ERAKREEN (TR/ICBTE=-3/1) 4454, F—F ARAR
MO, H34sH1-250071g,75% ) .

¥ &: 254-256C

(o], +32.2° (c=0.10, CH,0H)

! H-NMR (DMSO-d,) 6. 1.57 (s, 3W), 5. 21 (s, 2H), 7.19 (d, 1H J=5.0 Hz),
7.78 (br, 1H), 7.83-7.91 (m 2H), 8.05 (d, 1I1H J=5.0 Hz), 8. 41 (d, 1H

J=7.2 Hz), 10.88 (br, 1H).

EHH 1-26
(R) - (-) -5 5-—8-9-(3, 3, 3-=Z=f-2-%-2-V¥
ERBEKE) -4, 10- —&EDIH[3, 2-J[I]FKHFAE -10- 8 (4L
% 1-26) (KFET76%)

g 254-256C

[@l,® -38.2° (c=0.10, CH,0H)

' H-NMR (DMSO-d9) &6 : 1.56 (s, 3H), 5.23 (s, 2H), 7.18 (d, IH J=5.1 Hz),
.79 (br, 1H), 7.83-7.91 (m, 2H), 8.07 (d, IH J=5.1 Hz), 8.39 (d 1IH
J=7.0 Hz), 10. 87 (br, 1H).

P 1-27

5, 5- —8,-8-FE-1-(3, 3, 3-Zf-2-#E-2- A AR
£4) -6 11- —&XHbe]hE-11-8 (444 1-27) (k&
36% )

'H-NMR (DMSO-d;) & :1.54 (s, 3H), 5.20 (s, 2H), 6.76 (d IH
6.91 (dd, 1H, J=8.6 Hz, 2.0 Hz), 7.77-7.83 (m, 4H), 8. 19 (dd, 1H J=5.6 Hz,

1=2.0 Hz),

3.3 Hz), 10. 25(brs, 1H)

%P 1-28

5, 5- 8 -6-FEL-9-(3, 3, 3-=ZRK-2-L-2-FiH
BERE) -4, 10- —&EDH(3, 2-JIFEHFAE -10- 8 ({4
1-28) (% 79%)
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PH-NMR (DMSO-d) 6 : 155 (s, 3H). 3.94 (s, 3, 513 (s, ). 7.11 (d
IH, J=5.0 Hz), 7.50 (d, 1IH, J=9.2 Hz), 7.68 (br, 1H), 7.95 (d, 1H, J=5.0
Hz), 8.17 (d 1M, J=9.2 Hz), 10.18 (br, 1H).

LA 1-29 |

5, 5- =& -6-FX-9-(3 3, 3-ZRA-2-REA-2-YiAHAK
SR) -4, 10- —EERH[3, 2-cUIFEHAFE-10-8 (/4P 1
~29) (& 88% )

I H-NMR (DMSO-d,) 6 : 1.56 (s, 3, 2.73 G,
1M, J=5.1 Hz), 7.59 (d, 1IH J=8.6 Hz), 7.75 (br, 1H), 7.87 (d, 1H J=5.1

W), 5.21 (s, 2H), 7.12 (d,

Hz), 8. 20 (d, 1H J=8.6 Hz), 10.37 (br, 1.

g4 1- 30

8- & -5 5-—&-7- (3,3, 3-ZR-2-F£EX-2- FAABK
E) -4, 10- —&E9H[3, 2-c[IIFRIHAF -10-8 (Lo 1-
30) (% 65% )

1 H-NMR (CDCl) 6 : 1.81(s, 3H), 3.75 (br, 1H), 4.73 (s, 2H), 7.06 (d, 1H,
J=5.0 Hz), 7.76 (d, IH 7J=5.0 Hz), 8.23 (s, IH), 9.31 (s, 1H), 9.46 (br,

110).

$#4] 1- 31

5, 5- & -8-WHA-9-(3, 3, 3-=ZR-2-#K-2-F4AKk
SH4) -4, 10- —EEDH3, 2-cUIEHAE-10-8 (L4481
-31) (H% 84%)

5. 1.55 (s, 3W), 2.34 (s, 3, 4.99 (d 1K ]=17.8 Hz),

! §-NMR (DMSO-d,)
H

5.08 (d, 1M, 1=17.8 Hz), 7.12 (d, 1H J=0.1 Hz), 7.38 (br, 1H), 7.70 (d, 1
J=7.9 Hz), 7.89 (d, IH J=5.1 Hz), 7.90 (d IH J=7.9Hz), 9. 92 (br, 1H).

P 1-32
5, 5- —§.-8-F&£-7-(3,3, 3-Zf-2-8K-2-FLakk
£4) -4, 10- —EEDH[3 2-cIEHFAF-10-8 (LéH 1
-32) (% 96%)
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2.09 (s, 3, 5.21 (s, 2H), 7.23 (d,

"1 §-NMR (DMSO-d) 6 : 1.64 (s, 3H,
1=5.0 Hz), 8.43 (s,

1H J=5.0 Hz), 7.71 (br, 1), 7.97 (s, 1), 8.04 (d 1H

10, 9.89 (br, 1.

L4 1-33
6- & -5 5-—8.-9- (3,3, 3-=ZfR-2-F%-2- PAABKRK

) -4, 10- —SEDHFBE, 2-UEFAE-10-8 (EH 1-
33) (K& 90%)

I §-NMR (DMSO-dg) 6 : 1.55 (s, 3H)
7.80 (br, 1H), 7.82 (d 1H 1=8.9 Hz), 8.00 (d,

5.30 (s, 2H), 7.14 (d, 1H J=5.0 H2),
IH, J:5.0 Hz), 8.28 (d, 1H

1=8.9 Hz), 10.43 (br, 1H).

%3p 1- 34

5, 5- & -8-FAE-7- (3,3, 3-ZR-2-FX-2-FAAE
BEk) -4, 10- —EEDH[BE, 2-cJRKFAE-10-8 (LeW 1

-34) (K% 26%)

I §-NMR (DMSO-d,) 6 @ 1.63 (s,
I J=5.3 Hz), 7.68 (or, 1), 8.08 (s, 1D, 812 (d IH J=6.3 Ha), 8.02 G,

3W), 4.08 (s, 3W), 5.27 (s, 2, 7.25 (d,

1), 9.78 (br, 1H).

LA 1- 35
5, 5- —%.-6-f-9- (3, 3, 3-ZR-2-£E-2- TAAKSK

£) -4, 10- —EEHH[3, 2-cJ[IEHAE-10- 8] (L& 1-
35) (K%76%)

! H-NMR (DMSO-dy)
7.57 (t, 1H 7J=9.6 Hz), 7.67 (br, ),

1=9.6 Hz, 4.3 Hz), 10.50 (br, 1H),

L34 1- 36
8- k-5 5-—&-1- (3,3, 3-=R-2-#L-2-TEA%K

f2) -6 11- —E&-¥FDbej¥-11-8 (£44 1-36) (K

£ 75% )
L H-NMR (DMSO-d,)

6: 1.58 (s, 3W), 5.256 (s, 20), 7.15 (d, K J=5.1 Hz),

7.93 (d, 1H, J=5.1 Hz), 837 (dd, IH

6: 1.55 (s, 3, 5.00-5.15 (m 2H), 6.35-6.45(m 3H),
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6.63(dd, IH J=8.6 Hz, 2.0 Hz), 7. 70-7. 83 (m 4H), 8.33 (dd, tH J=6.6 Hz
3.3 Hz), 10.29(br, 1H).

£ 1-37

8- ZHRK-5 5-=8-1-(3, 3, 3-=Zf-2-B%x-2- ¥4
ABERA) -6, 11- —E& =K [be]ik-11-8 (&£&% 1-37)
(i 25% )

! H-NMR (CDCly) 6 : 1.29(t, 3H J=7.3 Hz), 1.72(s, 3H), 3.25(q 2H,
I=7.3Hz), 4.21(br, 1H), 4.67(s, 1H), 6.35(d, 1H J=2.0 Hz), 6.67(dd, IH
J=8.9 Hz, 2.0 Hz), 7.65(t, 1H J=8.2 Hz), 7.87(dd, 1H J=8.2 Hz, 1.0 Hz),
8.04(d, IH J=8.9 Hz), 8 46(dd, 1H 7J=8.2 Hz, 1.0 Hz), 10.03(br, 1H).

%] 1-38

8- LEkA -5 5-—8-1- (3,3, 3-Zf-2-#X-2-F%
ABERKL) -6, 11- —A =% H[be]i¥-11- 8 (4% 1-38)
(B #E 62%)

' H-NMR (DMSO-dp) & : 1.54(s, 3, 2.09(s, 3H), 5.29(s, 2M), 7.57(d, IH
J=2.0 Hz), 7.76-7.90(m, b5H), 8. 05-8.15(m 1H), 10.30(br, IH), 10.39(br, 1H).

ELep 1-39

8- (2, 2-—_WHAFIHKARL) -5 5-—&-1- (3, 3, 3- =#-
2- 2K -2-FEBBKAKL) -6, 11- —&—%H[be]ht-11- 8
(64 1-39) (4% 98% )

! §-NMR (CDCl,) & : 1.32(s, 9H), 1.72(s, 3H), 4.75(s, 2H), 7.39(dd, IH,
1=8.6 Hz, 2.0 Hz), 7.57(br, 1H), 7.69(t, 1H J=8.3 Hz), 7.76(s, 1H), 7.89(d,
lH.'J=8.3 Hz), 8.02(d, 1H J=8.6 Hz), 8 45(d, 1H J=8.3 Hz), 9.82(br, IH).
%34 1- 40

5, 5- —R-7-FE&E-1- (3,3, 3-ZR-2-24-2-F45H
BERE) -6, 11- —E—% i [be]i¥-11-8 (444 1-40) (i
#99% )

‘H—-NMR(CDCIJ 0 :1.72 (s, 3H), 3.89 (s, 3H), 4.03 (br, 1H), 4.72 (s, 2H),
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713 (d, IH 7=8.3 Hz), 7.45 (t, 1H J=8.3 Hz), 7.57 (d 1H J=8. 3 Hz),
7.68 (t, IH J=8.3 Hz), 7.88 (d, I1H J=8.3 Hz), 8.46 (d 1IH J=8 3 Hz),
9.69 (br, 1H).
EL&H 1- 41
5 5- =R -7-FHAK-3-(3, 3, 3-ZR-2-8L-2-94 5
BEA) -6, 11- —A =K if[be]l¥E-11- M (A% 1-41) (K

% 88% )
'{—NMR(CDCI,) 0 :1.72 (s, 3W), 3.90 (s, 3H), 4.89 (s, 2, 7.11 (dd 1K

J=8.3 Hz, 1.6 Hz), 7.39—7.50 (m 20, 7.90 (d, 1H 7J=8.3 Hz), 8. 11 (dd, 1H,
J=8.3 Hz, 1.6 Hz), 8.20 (d, 1H J=1.6 Hz), 9. 27 (br, 1H).

%P 1- 42

5, 5-—&-7-F@AE-1- (3, 3, 3-Zf-2-LX-2-94
ABEIR) -6, 11- “A =X (beli¥-11- 8 (2% 1-42)

(k% 96% )
lH—NMR(‘CDCls) 6 :1.36 (d, 6H J=6.0 Hz), 1.72 (s, 30), 4.16 (br, 1H),

471 (s, 2H), 711 (d, IH J=8.1 Hz), 7.42 (t, 1H J=8.1 Hz). 7 54 (d, 1H
J=8.1 Hz), 7.68 (i, IH J=8.1 Hz), 7.87 (d, 1H 7J=8.1 Hz), 8.46 (d, 1H
J=8.1 Hz), 9.69 (br, 1H).
P 1- 43
5, 5-Z&-7-F®EL-3- (3,3, 3-ZR-2-RE-2-94
ABERL) -6, 11- A =XF(beli¥-11-8 (444 1-43)
(% 92% )
UH-NMR (CDCl,) 6 : 1.36(d, 6H J=6.3 Hz), 1.70(s, 3H), 4.59—4.67 (m 1H),
4.88(s, 2H), 7.11(d, 1H, J=8.3 Hz), 7.37—7.48 (m, 2H), 7.86 (d, 1H J=8.3
| Hz), 8.05(dd, IH J=8.3, 2.0 Hz), 8 22(d, 1H J=2.0 Hz), 9.28(br, 1H).
%4 1- 44
5, 5-—R-10- FAX-3- (3, 3, 3-=f-2-£L-2-¥%
ABREALR) -6, 11- A —XHf(be]hE-11-8 (/2% 1-44)
(B 75% )
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" H-NMR (DMSO-dy) 6 : 1.61(s, 3H), 3.78(s. 3H), 5.08(s, 2H), 7.08(d, 1H
I=1.9 Hz), 7.13(d, IH J=7.9 Hz), 7.45-7.50(n 9H) 7.78(d, I1H J=7.9 Hz),
8.18(d, IH, J=7.9 Hz), 8 58(s, 1H), 10.62(br, IH).

L7F 1- 45
8, 10- —Y&KL-5 5-—8.-1- (3, 3, 3-=f-2-B%k-2-

PREABKEEL) -6 11- —aA—%Hf|he]h¥E-11-8 (/idd 1-

45) (K% 53%)
H-NMR (CDCL)  0: 1.74 (s, 3H), 3.74 (s, 3H), 3.84 (s, 3W), 461 (d 1IN

J=15.8 Hz), 4.76 (d 1H J=15.8 Hz), 6.44 (d, IH J=5.3 Hz), 6.45 (d 1H

J=5.3 Hz), 7.69 (t,1H J=7.9 Hz), 7.80 (dd IH, J=7.9 Hz, 1.0 Hz), 8.68 (dd,
1H, J=7.9 Hz, 1.0 Hz), 10.50 (br, IH).

L34 1- 46

(S) -5, 5-=—8-2-#ME-9-(3, 3, 3-=/-2-#%-2-

YEABKRLE) -4, 10- —SEDHF[3, 2-c[I1EHFAE -10- B( 4t

L% 1-46) (dk % 35%)
'-NMR (DMSO-dy) & : 1.52 (s, 3H), 5.34 (s, 2H), 7.66 (s, 1H), 7.88-T7.96 (m

9H), 7.97-8.04 (m 1H), 8.08 (s, 1H), 10.90 (br, 1H).

L 1- 47
(S) -5, 5-—&-3-#%-9- (3, 3, 3-=Zf-2-#%-2-

PRERBERL) -4, 10- —&E9IH[3, 2-cII¥XHAE -10- BF( 4L
S 1-47) (k& 43%)

'H-NMR (DMSO-dy) O : 1.52 (s, 3H), 5.43 (s, 2H), 7.68 (s, IH),
10. 79 (br, 1.

7.83-7.94 (m,

M), 7.99-8.07 (m 1H), 9.16 (s, 1),

34 1- 48
2-FEKE-9-(3, 3, 3-=f-2-2L-2- FARBKEL) -6,

11- —8=%5#[be]dftir-11- 8 (4£4%H 1-48)
#3,3 3-=Zf-2-#£%X-2- 7EA&H% (0.73g, 4.63mmol) X
FowETEE (8 £94), E-15CTrAZsAEKL (0.36ml,
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4.63mmol) , &£ - 15~ - 5CTHIH 1 D . EREE &R F AL 4
11 Frf3eg 9- RAE-2- FEE -6, 11- —E&%HF bRtk - 11
-8 (0.59g, 2.32mmol) , EERTHRHIIE. BRAERAERSE,
FiffmRAREETLRLUE (25 ), AWERKRD 5% %8 844
Rk, Wt ERGES, AARRBRETE. BLTRNE, ¥4
MEREXRS, MW RWARKEEN (TR/TRTE=-3/1) 3t
HE, BT AFAEARME, FRALEH1-48 Ok E87%) .
! B-NMR (CDCIy) & : L.75 (s, 3H), 3.84 (s, 3H), 4.17 (br, 1H), 513 (s,
9H), 6.98 (d, IH, J=8.9 Hz), 7.11 (d, IH J=89 Hz), 7.37 (d, 1H, J=7.9 Hz),
7.65 (s, 1H), 7.82 (s, 1H), 8.09 (d 1H J=7.9 Hz), 8 61 (br, 1H).
FP 1- 49
3-FEE-10-(3,3, 3-=ZfK-2-#L-2- FAABKEL) -6,
11- —& =% [be]li¥E -11-8 (L4 1-49)

¥5HH 18 Fiffed 3- PEA-10- Ak -6, 11- —8 =¥
[be]m¥ - 11- 8 (0.36g, 1.2mmol) £4 K L& (20%4) +. £ R
% (036g) =M (W0EL) AL TEARRE 2 M. REE
k5, BRAPRLZREE, HERERBAEZE, FEMFG 10- K4t -
3-WEHEA -6, 11- —E=KHFf[be]si¥ -11- 8 (1.2mmol) . ¥ 1
AERNABEMR, LA 1-48 —#, E-FHATEE (10 £9)
¥, mA3, 3, 3-ZR-2-#4-2- PA&EK (0.38g, 2.39mmol)
Fo 2 BB R (0.36ml, 2.39mmol) F R R LAY, EERTEHFEG6 I
. REJG, #%E4 1-48 655 2 FHRTHE, Fa40sdd 1-
49 (0.32g, K F 65% ) .
'H-NMR (CDCl,) & : 1.69 (s, 3H), 3.84 (s, 3H), 3.97 (d, 1H J-= 14.2 Hz),
4.04 (d, 1H J = 14.2 Hz), 4.23 (br, 1H), 6.77 (d, 1H J = 2.3 Hz), 6.8l
(dd, 1H, J =289 2.3 Hz), 7.08 (dd, 1H J =79 0.7Hz), 7.46 (t, IH T =
7.9 Hz), 816 (dd, IH, J =7.9 0.7Hz), 818 (d 1H J =8 9 Hz), 9.76 (br,
1.
£#&H 1-50
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5, 5- —f.-3-WEE-10- (3, 3, 3-=f-2-4-2-9¥4%

REBEERIE) -6, 11- —&FXHF|be]h¥E-11-8 (4% 1-50)
R EHPB 1-49 Fifges 3- PREE-10- (3, 3, 3- = -2

-X-2-FERABKERL) -6, 11- —E—Xf[be]h¥E-11- 8

(0.28g, 0.68mmol ), %4 1- 1655 %, F344% 1-5000.32g,

KE99% ) .

'H-NMR (DMSO-d;) & : 1.52 (s, 3H), 3.94 (s, 3H), 5.33 (s, 2H), 7. 33-7.45 (m,

3, 7.58 (t, IH J =8.1Hz). 7 61 (s, 1H), 7.75 (d, 1H J = 8.1 Hz), 7.84

(d, IH J =8.6 Hz), 10.25 (br, 1H).

£#&H 1- 51

5, 5-=8-9-(3,3, 3-ZR-2-#E-2- PEAABKAL) -6,

11- =& =% [be]i¥-11-8 (&4 1-51) (Kk&E61%)

'H-NMR (DMSO-d)) & : 1.58 (s, 3H), 5.31 (s, 2H), 7.44 (d, 1H ] = 8.6 Hz),

7.48 (s, 1H), 7.82-8.01 (m 5H), 839 (d 1H J = 2.3 Hz), 10.31 (br, 1H).

£H 1- 52

5, 5- —8-7-(3,3, 3-=fR-2-#L-2-FLHERX) -6

11- —&=%5[be]ix-11-8 (4P 1-52) (KE61%)

'"H-NMR (CDCly) & : 1.73 (s, 3H), 4.04 (br, 1H), 4.77 (s, 2H), 7.23 (d, 1H

] =89 Hz), 7.58 (t, 1H J =82 Hz), 7.73 (dt, 1H J = 7.6 Hz, 1.3 Hz),

7.81 (dt, IH J =7 6Hz, 1.6 Hz), 7.87 (dd, 1H J = 7.6 Hz, 1.6 Hz), 807

(dd, 1H J=7.6Hs, 1.3Hz), 829 (4 1K J=282H) 9.93 (br, 1H.

%S 1- 53

8- (3, 3, 3-=Z=f-2-#2X-2-¥HEA/HKAX) -1, 10, 10- =

£.-5 11- Z&[NFEFBAFEHF[3, 4-bRR-5-8 (44 1-53)

(K% 18% )

'H-NMR (DMSO-d;) 0 : 1.60 (s, 3H), 5.54 (s, 2H), 7.59 (s, 1H), 7.63 (dd, IH,

J =82 Hs, 6.6H), 7.84 (dd, IH J =82 Hs, 1.0Hz), 7.91 (4 1IH J =

8.6 Hz), 826 (dd, 1H J = 8.6 Hz, 2.3 Hz), 8.63 (d, 1H J = 2.3 Hz), 8. 65

(dd, 1H, J =6.6 Hz, 1.0 Hz), 10.81 (br, 1H).
EH#H 1- 54
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6- (3, 3, 3-ZR-2-£EX-2- PAABKEAL) -2, 10, 10- =
-5, 11- —&A[)FEFREHF[3, 4-cX-5-8 (4% 1-54)
(% 18% )

'"H-NMR (DMSO-dy) O : 1.5l (s, 3H), 531 (s, 2H), 7.61 (br, 1H), T7.65 (d, 1H,

] =6.9 Hz), 7.80-7.87 (m, 3H), 8.35 (d, 1H J =16 Hz), 8.38 (dd, 1H 1] =
6.9 Hz, 1.6 Hz), 10.72 (br, 1H.

E#H 1-55

10, 10- —&.-9- (3, 3, 3- =R -2-#L-2- PEARBKER)
-5, 11- —&[EHFAZH[B, 4-bw-5-8 (&% 1-55)
(K £5%)

'"H-NMR (CDCly) 6 : 1.78 (s, 3H), 5.26 (s, 2H), 5 83 (br, 1H), 7.41 (dd, 1K

] =82Hz 1.0 Hz), 7.55 (dd, 1H J = 7.9 Hz, 4.9 Hz), 7.74 (1, IH T =
8.2 Hz), 846 (dd, I1H J=7.9 Hz, 1.6 Hz), 8.73 (dd, 1H T = 4.9 Hz, 1.6 Hz),
8.97 (dd, 1H, J = 8.2 Hz, 1.0 Hz), 11.61 (br, 1H).

EHp 2-1

9- (2, 2-—FEAABEEAL) -5 5- —H -4, 10- =& E9HF[3,
2-cJ[1)EHARE-10-8 (& 2-1) (KkE£9I1%)

! H-NMR (DMSO-d,) 6 : 1.32 (s, 9H), 4.65 (s, 2, 7.02 (d, 14, J=5.3 Hz),
7.69 (t, IH J=7.6 Hz), 7.71 (d, 1H 7J=5.3 Hz), 7.90 (d, 1H J=7.6 Hz),
8.65 (d, I1H J=7.6 Hz), 10.18 (br, IH).

L 2-2

7- (2, 2-—_FEABKEEL) -5 5- —& -4, 10- —&EDHF[3,
2-cJ[IFEHFAE-10-8 (L&H2-2) (KkFE 96%)

! H-NMR (DMSO-d;) ¢ : 1.27 (s, 9H), 5.26 (s, 9H), 7.24 (d, 1H J=5.1 Hz),

8.03 (d, 1H J=8.6 Hz), 8.06 (d 1H J=5.1 Hz), 8.27 (dd, 1H J=8. 6 Hz,
2.1 Hz).‘8.52 (s, 1H), 9.98 (br, 1H).

%4 2- 3 |

9- (2, 2-_FPHAABKEL) -5 5-—8-8-FX-4, 10- =4
oy I3, 2-c[IIFEHAE-10-8 (444 2-3) (KkE94%)
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"H-NMR (DMSO-d) 6: 1.20 (s, 9H), 2.31 (s, 3 H). 5.05 (s, 2H), 7.10 (d,

IH, J=5.0 Hz), 7.69 (d 1IH 7J=8.6 Hz), 7.83 (d, IH J=8.6 Hz), 7.92 (d 1H

J=5.0 Hz), 9.92 (br, 1H).

Lp 2-4
8-#-9- (2, 2-—FEAARBKAK) -5 5-—8-4, 10- —&%
I3, 2-c[IEHFAE-10-8 (LW 2-4) (K% 99%)
"H-NMR (CDCl,) 6 : 1.31 (s, 9H), 4.67 (s, 2H), 6.99 (d 1IH J=5.3 He)
7.68 (d, IH, J=5.3 Hz), 7.76 (d, 1H J=8 4 Hz), 7.96 (d, 1H T=8 4 Hz),
8 24 (br, 1H).

FHH] 2-5

8- R -7- (2, 2-_VEAREAL) -5 5-=—&-4, 10- —&=%
w3, 2-c[IFHFAE-10-8 (AW 2-5) (k% 99%)

! H-NMR (CDCl,) 6 : 1.38 (s, 9H), 4.7t (s, 2H), 7.05 (d 1H, J=5.0 Hz),
7.73 (d, 1H J=5.0 Hz), 8.21 (s, 1H), 8.30 (br, 1H) 9.35 (s, IH).

LM 2-6
9- (2, 2-—FPHEABAL) -5 5-—4-6-Fi-4, 10- =45
T3, 2-c[UFRFAF-10-8 (4 2-6) (K% 98%)

L H-NMR (DMS0-d) & : 1.30 (s, 9H), 2.77 (s, 3 H), 4.64 (s, 2H), 6.97 (d,
1H, J=5.1 Hz), 7.40 (d, IH, J=8.7 Hz), 7.62 (d, I1H, J=b.1 Hz), 837 (d, IH
J=8.7 Hz), 9.50 (br, 1H).

E A 27

9- (2, 2-_FERBEAL) -5 5-—&4-6-FaL-4 10-=
SEYIH[E 2-cUEHAFE-10-8 (4% 2-7) (KkFE9I9%)
' H-NMR (DMSO-dg) 6 : 1.29 (s, SH), 3.99 (s, 3 H), 4.69 (s, 2H), 6.97 (d,
I, J=5.3 Hz), 7.21 (4, IH, J=9.2 Hz), 7.60 (d, 1H J=5.3 Hz), 839 (d 1H
J=9.2 Hz), 9.37 (br, 1H).

%M 2-8
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3- (2, 2-=FEAABKKL) -5 5-—&-10- PEEL -6, 11-
ZA=Fif[be]FE-11-8 (4L4H2-8) (hkE8§9%)

I B-NMR (DMSO-d) 6: 1.25 (s, 9H), 3.77 (s, 3 W), 5.12 (s, Z2H), 7.10 (d
1H, J=8.2 Hz), 7.13 (d, IH J=8.2 Hz), 7.48 (t, 1H J=8.2 Hz), 7.77 (d, IH
J=8.2 Hz), 8. 16 (dd, 1H J=8.2 Hz, 2.0 Hz), 837 (d 1H J=2.0 Hz), 9.82
(br, 1H).

LB 2-9

1- (2, 2-—_VHERKAL) -5 5-—&-7-F&L-6 11-=
A_FKifbe]iE-11-8 (4% 2-9) (KkE90%)

1 H-NMR (DMSO-dQ 0:1.30 (s, 9H), 3.89 (s, 3 H), 4.70 (s, 2H), 7.12 (d,
IH, J=8.2 Hz), 7.45 (t, 1H, J=8.2 Hz), 7.57(dd, 1H, J=8.2 Hz, 1.0 Hz), 7.63
(t, 1H J=8.2 Hz), 7.79 (dd, 1H J=8.2 Hz, 1.0 Hz), 8. 47 (dd, 1H 7J=8. 2 Hz,
1.0 Hz), 9.02 (br, 1H).

%A 2- 10

8- (2, 2-—WHEAKEL) -5 5-—&-1-f-6, 11- —&4=
Fi[be]¥E-11- 8 (/4% 2-10) (% 99% )

! H-NMR (DMSO-d,) = o : 1.30 (s, SH), 4.68 (s, 2H), 7.34-7.47(m, 2H), 7.65
(ddd, 1H, J=8.3 Hz, 83 Hz, 50 Hz), 7.72-7;84(m, 3H), 802 (d 1H,
J=8. 6Hz).

ELAH 2- 11

6-R-9- (2, 2- ZFRAABKERL) -5 5-~&4-4, 10- —&%
I3, 2-c][IJFFAE-10-8 (4% 2-11) (& 85% )

1 H-NMR (CDCl,) & : 1.36 (s, 9H), 4.72 (s, 2H), 6.99 (d, 1IH J=5.1 Hz),
7.60 (d, 1H J=9.0 Hz), 7.64 (d, 1H J=5.1 Hz), 8.48 (d, 1H J=9.0 Hz),
9.60 (br, 1.

LaEp 2- 12

9- (2, 2-—FEAAKAL) -5 5-—&-6-£-4, 10- —&%
DB, 2-C[EFAE-10-8 (L2H2-12) (HcH 78% )

" H-MMR (CDCl) 6 : 1.29 (s, 9H), 4.77 (s, 2H), 7.01 (d, IH 1J=5.1 Ha),
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7.36 (dd, 1H J=9.9 Hz, 9.6 Hz), 7.68 (d, 1H J=5.1 Hz), 8.51 (dd 1K
J=9.6 Hz, 4.6 Hz), 9.60 (br, 1H).

L 3-1

9- LA -5 5- -4, 10- —E&EDIHF[3, 2-cIEXHFRE
-10-8 (4% 3-1) (FI1%)

! B-NMR (DMSO-d;) 0 :2.02 (s, 3H), 5.15 (s, 2H), 7.13 (d, IH J=5.0 Hz),
7.76 (d, 1H, J=7.9 Hz), 7.78- 7.87 (m, 2H), 7.96 (d, 1H, J=5.0 Hz), 10.20
(br, 1H).

£34 3-2

1- LB HR -5 5-—R-7-K-6 11- A =X I [belF¥E - 11
-8 (e 3-2) (KE89%)

! H-NMR (DMSO-dy) 6 : 1.98 (s, 3H), 5.15 (s, 2H), 7. 46-7.68 (m 4H), 7. 73-
7.85 (m, 2H), 10.27 (br, 1H).

s34 3-3

3- LEBEE-5 5-—&-7-#f-6 11- —A=%Jjf[be]i¥x - 11
-8 (e 3-3) (KERT75%)

' H-NMR (CDCI,) 6 : 1.98 (s, 30, 5.25 (s, 2H), 7.49-7.59 (m 2H), 7. 87-
8.02 (m, 3H), 8.35 (s, 1H), 10.67 (br, 1H).

%3P 3-4

5, 5- —8.-9- ZRLEEE -4, 10- —REDIH[B, 2- cJ1IFEH
AE-10-8 (&% 3-4) (k% 65%)

! H-NMR (DMSO-d;) 0 : 4.65 (s, 2H), 7.02 (d 1H 1J=5.0 Hz), 7.66-7.72 (m,
20), 7.91 (dd, 1H, J=7.9 Hz, 1.2 Hz), 8.66 (dd, 1H, J=7.9 Hz, 1.2 Hz),
10. 19 (br, 1H).

L#H 3-5
5, 5- —f.-7- R LB -4, 10- —SEWIH[3, 2- J[1IFHF
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B¥E-10-8 (4 3-5) (k% 64%)
' H-NMR (DMSO-d) & : 5.30 (s, 2H), 7.25 (d, 1H J=5.1 Hz), 8.09 (d, 1IH
J=5.1 Hz), 8.13 (d, 1K J=8;6 Hz), 8.25 (d 1H J=8.6 Hz), 8.52 (s. 1H),
11. 95 (br, 1H).
%P 3-6
5 5- 8 -9- ZAAEEARE -4, 10- —SEDH[3B, 2- U1E
HEEFE-10-8 (E4H3-6) (k% 69%)
' H-NMR (DMSO-d;) & : 1.21 (t, 3H 1J=7.3 Hz)  4.07 (q, 2H J=7.3 Hz), 5.18
(s, 2H), 7.15 (d, 1H J=5.0 Hz), 7.33-7.93 (m, 3H), 802 (d, 1H J=5.0 Hz),
9. 71 (br, 1H).

LaH 3-7

5, 5- —f.-9- (2- 2K TEBEL) -4, 10- —EEDH[3, 2-
CI]XIHEFE-10-8 (4% 3-7) (KE83%)

1 H-NMR (DMSO-d,) 6 : 4.00 (d, 1H J=5.6 Hz), 517 (s, 2H), 6.20 (t, IH

J=5.6 Hz), 7.19 (d, 1H, J=5.0 Hz), 7.79—17.90 (m 2H), 8. 03 (d 1H 7J=9.0
Hz), 8.66 (dd, 1H, J=7.9 Hz, 1.6 Hz), 10.67 (br, 1H) .

%P 3-8

5, 5- —8.-9- (2- ATEEL) -4, 10- —&E%HF[3, 2- (1]
FHAFE-10-8 (EH3-8) (HF 88%)

' H-NMR (DMSO-dy) & : 4.29 (s, 2H), 5.16 (s, 2H), 7.16 (d 1H J=5.0 Hz),

7.82 (t, IH J=7.9 Hz), 7.91 (dd, 1H J=7.9 Hz, 1.3 Hz), 7.99 (d, IH 1J=5.0

Hz), 8.06 (dd, 1H, J=7.9 Hz, 1.3 Hz), 10.54 (br, 1H) .

£#kb) 3-9

5, 5- —8.-9- (2-wWEAXHTERIAL) -4, 10- —&E9H[3,
2-cJ[I]¥RHRE-10- 8 (L2#H3-9) (4% 8% )

"H-NMR (DMSO-dp) 6: 1.80—2.05 (m, 3, 2.15-2.28 (m 1H), 3.92 (dd, 1K
J=7.9 Hz, 6.9 Hz), 4.05 (dd, 1H, J=12. 8 Hz, 6.9 Hz), 4.44 (dd, 1H J=8. 4 Hz,
44 Hz), 5.16 (d, 1H J=17.8 Hz), 5.24 (d, IH, J=17.8 Hz), 7.18 (d, IH
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J=5.0 Hz), 7.80—7.85 (m 2H), 8.05 (d IH J=5.0 Hz), 8.40 (d 1H J=9.5
Hz), 10.49 (br, 1H) .

%M 3- 10

5, 5- 8 -9- (3-wakHPESARL) -4, 10- &% H[3,
2-c)[IIEHFAE-10-8 (4% 3-10) (k% 89%)

' H-NMR (DMSO-dg) & : 2.00—2.08 (m 2H), 3.09—3.20 (m 1H), 3.65—23.75

(m 3H), 3.90 (1, IH J=8.2 Hz), 514 (s, 2H), 7.13 (d, IH J=5.0 Hz), 7.70
(dd, 1H J=7.9 Hz, 1.7 Hz), 7.78 (t, 1M J=7.9 Hz), 7.86 (dd, IH J=7.9 Hz,

1.7 Hz), 7.95 (d, 1H J=5.0 Hz), 10.37 (br, IH) .
EL#&H 311

9- (2-#-2-FHARBEA) -5 5-_84-4, 10- —aE9H#
3, 2-c][1XHARE-10-8 (L&H3-11) (KkF93%)

! H-NMR (DMSO-d,) 6 : 1.96 (s, 6H), 5.18 (s, 2), 7.17 (d, 1H 1J=5.0 Hz),
7.84 (t, 1H J=7.9 Hz), 7.90 (dd, 1H, J=7.9 Hz, 1.7 Hz), 8.00 (d, 1H J=5.0
Hz), 8.05 (d, 1H, J=7.9 Hz), 10.43 (br, 1H) .

LB 312

5, 5-—8-9- (2-£X-2-PHABKKEL) -4, 10- —&E%
H[3, 2-c[IEHAE-10-8 (& 3-12) CkFE 72%)

' H-NMR (DMSO-dp) 6 : 1.32 (s, 6H), 5 21 (s, 2H), 6.04 (br, 1H), 7.18 (d,
1H, J=5.0 Hz), 7.82—7.84 (m, 2H), 8 51 (d, 1H, 1J=9.5 Hz), 10.71 (br, 1H) .

%£#H 3-13

5, 5- —&-1- (2-#%-2-FEAABKEKL) -8-FEL -6 11
- A =¥ belmE-11-8 (4B 3-13) (K% 88%)

! H-NMR (DMSO-d,) 5 ©1.29 (s, 6H), 3.85 (s, 3H), 5.25 (s, 2H), 6.03 (s,
1H), 6.99 (d 1H J=2.6 Hz), 7.14 (dd, 1H J=8.9 Hz, 2.6 Hz), 7.70-7. 80
(m 2H), 7.90 (4, 1H J=8.9 Hz), 828 (dd, 1H, J=7.6 Hz, 1.7 Hz), 10.06 (br,

1 .
£#®H 3- 14
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5, 5-=8-9- (2-2E-2-PEATEBHAL) -4, 10- —&4%»
B, 2-cl[lIEHAFE-10-8 (L&H3-14) (K% 58%)

1 H-NMR (DMSO-d) & : 0.78 (t, 3H J=7.3 Hz), 1.31 (s, 3H), L 51 (dt, 1H,
J=14.9 Hz, 7.3 Hz), L. 71 (dt, 1H J=14.3 Hz, 7.3 Hz), 5.21 (s, 2H), 5. 85
(br, 1H), 7.18 (d, 1H J=5.1 Hz), 7.80—7.87 (m 2H), 8.06 (d 1H 1IJ=5.1

Hz), 8.51 (d 1H 7=8.6 Hz), 10.69 (br, 1H) .

gk 3~ 15

5, 5-=—&2-9- (1-2ExAEEEEKL) -4, 10- & E9HH[3,
2- CEHEE -10-8 (OB 3-15) (k& 41%) |
1H-NMR (DMSO-d;) 6 : 1.00—1.08 (m, 2H), 1.11~—1.18 (m 2H, 5.19 (s, 2H),
.6.82 (br, 1), 7.19 (d, IH J=5.0 Hz), 7.82—7.88 (m 2H), 8.05 (d IH
J=5.0 Hz), 857 (d, 1H J=7.9 Hz), 10.71 ¢br, 1) .

%3P 3- 16

S5, 5-Z8-9- (2-2K-3-PETEHKL) -4, 10- —a%%
H[3, 2-cJ[I]EXFRE-10-8 (&P 3-16) (il % 99% )

1 H-NMR (DMSO-d,) 6: 0.77 (d, 3H J=6.6 Hz), 0.97 (d, 3H J=6.6 Hz),
1.98—2.05 (m, 1H), 3.91 (br, 1H), 518 (s, 2H), 6.12 (br, 1H), 7.18 (d, 1H
J=5.0 Hz), 7.78—7.83 (m, 2H), 8. 03 (d, 1H, J=8.6 Hz), 856 (d, 1H J=8.6
Hz), 10.61 (br, 1H) .

%34 3- 17

9- (2-3%TH-2-2HXTBEE) -5 5-—5H-4, 10- —&4%
(3, 2-c[I]EHAE-10-8 (L4H3-17) (KkFE97%)

! H-NMR (DMSO-d,) 6 : 1.15—1.50 (m 5H), 1.65——1. 85 (m, 5H), 2.98—3.18
(m 1M, 411—4.16 (n, 1H), 4.67 (s, 2H), 7.01 (d, 1H J=5.0 Hz), 7.65—
.74 (m, 2H), 7.93 (d, 1H 7J=8.2 Hz), 10.61 (br, 1H) .

L3P 3- 18

5, 5- —8.-9- (3-#4-4,4, 4- =R -3- FATHREL) -4,
10- — &K% 3H[3, 2-cIFEFAE-10-8 (4% 3-18) (K
£99% )
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! H-NMR (DMSO-dy) &6 : 1.41 (s, 3H), 2.54 (d, IH J=14.3 Hz), 2.70 (d 1IH
J=14.3 Hz), 5.19 (s, 2H). 6. 41 (br, 1W), 7.15 (d, 1H J=5.0 Hz). 7.78—7. 87
(m 2H), 7.98 (dd, 1K J=7.8 Hz, 1.8 Hz), 8.02 (d, IH J=5.0 Hz), 10.3] (br,
1H) .

L3P 3- 19

5, 5-—&-9- (3-#X-4, 4, 4- =R -3-ZRKFETERERX)
-4, 10- —&E9H[3, 2-cJ[IIFHFAF-10-8 (444 3-19)
(% 80% )

' H-NMR (DMSO-d 6: 3.02 (s, 2H), 5.11 (s, 2H), 7.16 (4, 1H J=5.0 Hz).
7.81 (t, 1H J=7.9 Hz), 7.93 (dd, ‘IH. J=1.9 Hz, 1.3 Hz), 7.96 (d, 1H J=5.0
Hz), 8.00 (d, 1H J=7.9 Hz), 8.35 (br. 1H), 10.52 (br, 1H) .

EFAH] 3- 20

9- (2-KHE-2-FHAABEKRL) -5 5-—8-4, 10- —_&%
3F[3, 2-cJ[IEFAE-10-8 (&P 3-20) (KE 75%)

' H-NMR (DMSO-d) 6 : 1.43 (s, 6H), 4.63 (s, 2H), 7.01 (d, 1H J=5.0 Ha),

7. 65—17. 72 (m, 2H), 7.91 (dd, 1H J=7.7 Hz, 1.2 Hz), 8 67 -(dd, 1H, -J=7.7 Hz,
1. 2 Hz), 11.50 (br, 1H).

Eaeb] 3- 21

5, 5- —&-9- (2-=%"hVFEBARKL) -4, 10- —&EDHF[3, 2
- IFEHAEE-10-8 (44 3-21) (KET6%)

! H-NMR (DMSO-dy) 6 : 5.20 (s, 2H), 6.71 (dd, 1H, ~J=3.3 Hz, 1.7 Hz), 7.17
(d, 15 J=5.0 Hz), 7.30 (d, 1H, J=3.3 Hz), 7.85 (t, 1H, J=7.9 Hz), 7.91 (d,
1, J=7.9 Hz), 7.98 (d, 1H J=1.0 Hz), 802 (d 1H °J=5.0 Hz), 828 (d 'IH -
J=1.9 Hz ), 10.74 (br, 1H) . |
ELp 3- 22

5, 5-—8-9- (3-=%aFBAKE) -4, 10- —&E»H[3, 2
—CEHBEE-10- 8 (L2H3-22) (k& 83%)

I H-NMR (OMSO-d) & : 5.17 (s, 2H), 6.89 (d 1H J=2.0Hz), 7.15 (d IH,
J=5.0 Hz), 7.77 (d, 1H J=2.0 Hz), 7.80—7.98 (m, 4H), 832 (s, 1H), 10.44

(br, 1H) .
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E3EH| 3- 23
5, 5-=—8-9- (2-#X-2-FEALHERL) -4, 10- &K%
3, 2-cEFAE-10-81 (&H3-23) (K& 67%)
! H-NMR (DMSO-d) 6 : 5.12 (d, 1H J=4.0 Hz), 5.18 (d, 1H J=18.3 Hz).
528 (d, 1H J=18.3 Hz), 6.92 (d 1H J=4.0 Hz), 7.19 (d, 1H J=50 Hz),
7.24—7.35(m, 3H), 7.43(d, 2H J=7.6 Hz), 7.82-7.87(m, 2H), 8.12 (d, 1K
J=5.0 Hz), 8. 44 (dd, 1H, J=9.2 Hz, 3.6 Hz), 10. 78 (br, 1H) .
EHp) 3- 24
9- (5-K-2-ZREAXFPHAREL) -5 5-—&-4, 10- —&%
I3, 2-c][IJFRFAE-10-8 (&% 3-24) (K E81%)
' H-NMR (DMSO-d;) & : 5.21 (s, 2H), 6.04 (br, 1H), 7.18 (d, 1H J=5.0 Hz)
1.82—17.84 (m, 2H), 8.51 (d, 1H J=9.5 Hz), 10.71 (br, 1H) .
LFHAH 3- 25
5, 5-—8.-9- (3-X-2-wbwi  FARN)-4, 10- —&%
(3, 2-c]I]RHEAE -10-8 (eH3-25) (M F 84%)
' H-NMR (DMSO-d,) 6 : 4.68 (s, 2H), 7.02 (d 1H J=5.0 Hz), 7.36 (dd, 1H
J=8.3 Hz, 1.3 Hz), 7.45 (dd, 1H J=8.3 Hz, 4.3 Hz), 7.70 (d, 1H, J=5.0 Hz).
7.77(t, 1H J=8. 3 Hz), 8. 01 (dd, IH J=8. 3 Hz, 1.5 Hz), 8 32 (dd, 1H, J=4.3
Hz, 1.3 Hz), 879 (dd, I1H J=8.3 Hz, 1.5 Hz), 11.48 (br, 1H), 11.96 (br,
1H).
L3P 3-26 ~ -
9- (3, 3-—FEKE) -5 5-=—8£-4, 10- —&8EH»H[3, 2-
JIUEHAE-10-8 (4% 3-26) (KET7%)
L H-NMR (DMSO-dy) 0 : 2.93 (s, 6H), 5.20 (s, 2H), 7.14 (d 1H J=5.3 Hz),
7.69—17.78 (n 2H), 803 (d, IH J=5.3 Hz), 8.08 (dd, IH J=7.6 Hz 2.3 Hz),

9.23 (br, 1H) .
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k&H 3-27
5, 5-=8-9- (4-"GkREEALAL) -4, 10- —RERH[3, 2-
CJUIEHAE-10-8 (44 3-27) (dcE65%)

"H-NMR (DMSO-d;) & : 3.40 (t, 4H J=4.5 Hz), 3.64 (1, 4H J=4.5 Hz), 5. 17
(s, 2, 7.12 (d, IH J=5.0 Hz), 7.72—7.74 (m 2H), 7.79-7.83 (m 1H),
7.99 (d, 1H, J=5.0 Hz), 9.28 (br, IH) .

FRHEH| 3 - 28

5, 5-=%F.-9- (3- (1, 2, 2-=F4AX) BE) -4, 10- =K
EFH[3, 2 -cJ[1)ERHAE-10-8 (/Lo 3-28) (K% 32%)
! H-NMR (DMSO-d;) & : 0.89 (s, 9H), 1.03 (d, 3H J=6.6 Hz), 3.53—3.61 (m,
1H), 500 (s, 2H), 7.14 (br, 1H), 7.15 (d, 1M J=5.2 Hz), 7.63 (i, 1H,
J=7.6Hz), 7.90 (d, 1H, J=5.2 Hz), 832 (dd, I1H, J=7.6 Hz, 1.7 Hz).
F#4 3 -29

5, 5-—8-9- (3- (2-BATEK) -3-FAKRE) -4, 10-=
SERH[3, 2-[I|RHAE-10-F (/& 3-29) (U#*38%)
I B-NMR (CDCl,) 6 : 3.15 (s, 3H), 3.58 (t, 2H, J=5.0 Hz), 3.85 (t, 2H
J=5.0 Hz), 4.65 (s, 2D, 7.01 (d, 1H, J=5.0 Hz), 7.65 (t, 1H J=7.9 Hz),
7.70 (d, 1H J=5.0 Hz), 7.85 (d, IH J=7.9 Hz), 855 (d 1H J=7.9 Hz),
9.83 (br, 1D .

k#&E5] 3 -30

5,5-—fi-6- (RTEEEKEALAL) -4, 10- —£EK9H[3, 2-¢][1]
FHHRE-10-8 (o9 3-30) (KkFE73%)

1 H-NMR (CDCly) o : 1.54 (s, 9H), 4.79 (s, 2H), 6.98 (d, IH, 7J=5.3 Hz),
7.47 (d, 1H J=8.0 Hz), 7.61—7.67 (m 2H), 869 (d 1H J=8.0 Hz), 9.82
(br, 10 .

k&4 3-31

5, 5-—f-9- (2-ZE-2-FEATHREAK) -4, 10- —£EYIH
3, 2-c](1]FHHFE -10- 8 (44 3-31) (HE 64%)

63



98804964. 3 oM P ZE59/601

! H-NMR (DMSO-d) & : 0.80(1, 6H, J=7.6 Hz), 1.47-1.61(n 2H), 1.68-1.81(m,
20, 5.16(s, 20, 5520, IH), 7.17(d, 1H 7=5.0 Hz), 7.77-7.84(m 2H),
8.01(d, 1H J=5.0 Hz), 8 52(dd, IH, J=8.3 Hz, 2.3 Hz), 10.66(r, 1H).
%34 3- 32
55—;ﬁ—w-u—Wi£ﬁ%i£)~mur:ig%%p,z
“CJ[IIFHRFE-10-8 (4% 3-32) (K% 94% )
’H——NMR(CDCIQ 0 :2.68 (t, 2H J=5.6 Hz), 3.51 (s, 3H), 3.71 (t, 2H
J=5.6 Hz), 4.64 (s, 2H), 701 (d, 1H 7J=5.1 Hz), 7.68 (t, 1H J=7.9 Hz)
7.70(d, 1H J=5.1 Hz), 7.90(d, 1H J=7.9 Hz), 8.65 (d, 1H J=7.9 Hz), 10.20
(br, 1H).
HFHH 1 CHAD)
BBEAFEHNRTEERG E .

e 1-25 5%
L% 60 £ %
LAErH 30 £ %
RLh® 2E %
R BRE 1£ %
BEhE+ ez
A 2 A
BBEHFERARTEARGEA.
fe#i1-1 5EX
L4 280 £ %
HHH 3 (BEAH)
BRAFAZERNRTEARGELAN.

e 1-25 54
WRER 40 %,
HEEETRLE 40 £ %
NEEXTR A8 10 € %,
EH Rk H 0.1 £
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