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$, AYH9 o) wel Wet Bhdat 2Eekol L Bigle] YLk ER, WEY2] TH PHe A = 7
% 2 ey MEYs F o Folgw b A w3 PEE taZdeld Fast raEAw, B4 54
y 2 Fol gojhug g mel PN 2 Aol Bast

AZIHE dl b = HES FAgstar, of el whxel o8 HaHx G %
FA7E AAolt. ATUE Ao fadele] dqzAs tAY AU 2EA Slojxe] Alztet £k
A, S g

o
to
N
N
Moo
2
D)
N
Ak
N
ol
1o
offt
Y
0%
fuj
=5
>
g
_>‘~I_‘
fi
Y
o
=
il
=5
>
ojrt
o
il
\
30
i)
2,
~
2
m
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EARA NS FPA/E BHow AN, 9F EARA, AA, LHedA, A AY, gAW
% EA Sol AgHTh. B3, Y BAGN, 1 FAAE Ugspt gERD 9 w2y PR $u e
olEd] B Wyl WPt wigrAsl AH8Ea, Felel Auch wPolv FFA weeEE AT &
)

ERE

ojst, AAldlel olsf £ Fde AWstAnt, & WS ols AAldl A

rr
P
rlo
o
T
O

(

1

o,

ol

1

I

6]:]1-

o

il

[1]¢] 94

% S}

0,

97 150g, t-FEFRE 75.52¢ @ I E2 W 7422 o] FolA = £ SN éi 715 8, 0C® 37t
Al71aL AT Ulﬁ 98.9gS M 71gth. o] &3 £HdE A Az wHke F, & 1100mE FYste] tE
22 e 1100z FEACH. o fF715S & 750mE 33 MAsta, I3 vlaovlgoes Hdx

#lo] E(evaporate) @th. Aozl nAE HehE Aol o FAlsta, ok, Aozl uAE FF AxFo
2H 2-t-FHIAE 665D TRt 2 1A 272¢S AU

ojojAf, 7] 24 1A 6g(2-t-FEI ] FFHE 65%), tT=2vT 100m R e 30me] 3 &4E A
& 7 Sk 0CR WAl HFRReE 20nte] A WA B d g EenRetel s 6.60% 43t

S|
Ph. o] E3F SAG A0 2A7F wEE & & 100mE FYste] tEFER W 100mE FEC. Lo
TS B 100mE 23] AAsta, Sk H}ZLﬂ*Oi Axg F ot oA qe ojufH o] EstaL, o]
0 aAe] e 20mE H7eked 108 wwkek § oAk dojl Al ik 60mE 7Eskel 30% nnkg
T 9P, Aol uAE FNF AxFoEN 1-HIE-7-t-FEIH 4.6g8 79.25F% T uAES
dAT.
Br
O HsC- c—cm3 O
‘ _ CHs _ BnMe;NBr; “
O AICl3 CHZCIZ 1 MeOH O
CH,CI,
H3C-C- cl-l3 HyC-C-CHy
CH, CH,

o~

olojA, 1-BRER-7T-t-FEIAS 73 1A 4.6g(FF& 79.2%), 4-FZEZHAIHEA 1.9g, 1,2-T]HEA] |
1

g 54m¢ 2 1.5M ¥ YEF F89 16me] 3 |98 da A T v A(EddEsA)TeE HER
2= 76mgs H7FSte] 60TolA 4A1ZF 71 kL, whg EEES A2om %7“«1 F, B2 100mz 3
0. A {715 S B S0mE 33 AAEstar, ik vl o R AR F ougith. offAS ojuHz
o|Edtil, Ae7tA Agl ARvtE1# o] o3 éxﬂi'iv} E=dS oo Eg F, Aozl Al wEhE
S50mE H7bsta o, Aozl nAE ¥ AxFo 2N 7T-t-FH-1-4-FZ2H )T A 3.2¢(5F 810 S

A,

oloj A, 7-t-HE-1-4-ZF 22D 3.2g, JFZ2ZHE 50m L HEHE 16me] £ A4S A

0CE YA 7|1 yEZ22W g 10mo] |siAZl AMFELHE E’—‘ETEE]HEU]'O]E 3.9g%

LS Ao 247 WHkE BB 40mE FY5le] UFERue omE 0. o

m=E 23] MAsAL, G4t vl o R dxg & oolmjE ol Ent. dojxl iAo wEE 20m
il =

Sk Wz g, &Y uA S oJysta, Ay HdEzsto s FIHA(A) 4.3g(FF 97%) S AR
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[~]
Br. Br
HO B
“‘ {HO); BnMe,NBr,
PdCI;(PPhs), CHZCIz /MeOH
O Na,CO; aq
DME
3

H;C C-CH, H;C C CH:
CH, CH,

IH(A)

4.3g, 4-RHdHEZ 2.1g, 1,2-YulSAo& 48m¢ L 1.5M B2 YEF F89 14me] &
A4 223 ?, HA(Egddz2d)Zetsy dIF2ds 67Tngd FAvlete] 357 stollA] 2417 7hd
gtk 9§ E3ES é_L o8 YA &, EF< 50mE %%D} dojd 7155 & 50m=E 23] MA
S HUbste] Ao 308 wnkek & AlgtolE o7ty oy AE oju)s o]
A 8mE HIEelA LA B Sk 20mE AT AEE nAE o)
, IF Axsto g 1-(4-vEd)-7-t-FE-3-(4-FZ229d) I3 4.5¢(FF 89%)S AUt

oM, 1-(4-HHY)-7T-t-FE-3-(4-F22Hd) A 4.5g, 393LFuF 1.7¢ 2 2287449 170m e £
NG A 71F 3F, 60ToAA 6417 7HE wrgn), jES EFES 2o YAAY F B 80mE TYI
EF¢ 100mE H7FEIA FEAT. o4 f715S E 100wz 23] AlAsta, St rlavgoes [Axsh
ARk, RS olwfH P o|Esta, HE7HA Ad ARutEaHud o5 AAPT. &EHE& oljFH Yo E

3, 2ozl 2AE EFF< 50meel 7HE AT, o] &l ofAEAL old 50mE T HIFEiA Aol A
SAIZE wEkek & A&y aAE o7t Heges uAES A £, AT dxstd A B) 2.58(FE

AICI, i O O

——eee—
O PACI,(PPhs), o-3ud, 60°C “
Na,CO; aq O
H;C-C-CHy DME HsC-C-CHj
CH, Hy Z2HHI(B)
E2HMI(A)

olojA, FA(B) 2.5g, 4-IHUREAL 0.99g, HlA(HHA oAl E)Eehg 62ng, EA SR LAY -
HEZEFLERE 37mg B 1,4-152F 27me o] &3 oS da o ¥, 1.27M Q4 32F 89 7
s Frkete] A 715 &b, & sholA 3A3F b WG kg EEES AEoR WAAZ F, & 27ml
& 7l 4ess ofdsta, dodl HEes ¥ = & Ay A9 AmvtED
el olel] AgAlst %%%4—% ol el ER 5, dolX & 20mE FH7bsto]l ofabgrt. el
aAE AT AxT 80meE olgstol AAA ojs) AAste] G AA 1.7¢(5F 620)= AU

r&

dojz A AAo] H-NMR 4 Ads thed 2o, A7jelA doix A Aol FFE[1]9 Aol =S
t}.
H-NMR(CDCls) §7.40(1H, t. J=3.8Hz). 7.48-7.56(2H. m), 7.65(2H. dd. J=1.6Hz, 5.9Hz). 7.70-7.89(10H,
m), 8.01-8.12(4H, m), 8.22(2H, d, J=9.7Hz), 8.28(2H, dd, J=10.8Hz, 17.0Hz), 8.73(2H, dd, J=1.6Hz, 6.5
Hz).
wak, o] SFE[1]S FEAF I o] @ate] 1x10 Pad] 9+ B, °F 300Co|A &8 AAS aetiiba W

22 ArEA ARgET. o] sEHE[1]19 HPLC £%(54 3 254mol] ojAM el W% = <3 AAl Aol
99.9%, <3t AA 7} 99.9% .
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SRS s
OOO S B(OH); ) O O
R ae—
(1) PO, (L
O K3PO4 ag
1,4-C1s0

3-(9-71= }}—a)iﬂ‘éi%ﬁ 7.1g, 1.2-telSAlel g 111me 3 1.5M ©4F YEF 589 33ml

o] EF 895 HA4 A F l*(EElﬁﬂéﬁ*ﬂ)%E}% IR = 157mgs H7ekal #hF shell A 2413t
C kg e =2 »gﬂ/\]ﬂ ¥, 74 100mE FEA. AR F715S E 100mE 2

stal, At mhadlgor Axdt & ojudn. oyl s ojuiy ol Estal, He7hd Ad ARviEIY
g olufF o] ES &, dolxl Al WS 100mE H7bste] ok, Aozl

wAE e AxgonM  T-t-FE-1-3-(9-7tEnE—RNY))-3-(4-FREAE) A 11.5g(5E 85%) =

il

lo
m>4
o =
10

oloj A, 7-t-F-E-1-(
197me <]

=
200mE =

—(9-7h2nEd 9 d))-3-(4-S2 229 )F 6.0g, 39FLFulF 1
Z 715 8F, 60TONA 44 b wwkgch, wkg E£3FES Lo
Zd 100 H7lelA 2EHL. dojd §712S B 200mE 23] AR
e, ozl olujsdlo|Eata, PolRl mAE ezt Ay A=mEI ] o
AP, $E9 ofeolEd F, Aol nAE W 100mE AHEIA ozt Aol 1
AzFo R 1-(3-(9-7r2uELAD))-3-(4-222A D) 3.8¢(58 700 AATH

“Chnr v «
O‘:‘ P:;z%’: f

H3C-C-CH3 DME H:C C CH:s
CHy

mﬁw

Ll

-
3

S2HA(A)

oloj A, 1-(3-(9-7t=ntEddd))-3-(4- 2223 d) I 3.8z, 4-IdREA 1.3g, H=(HHAotAE)

b 7ong, EGAZEANEAY  HEGELO2RACE deng D 14-T1SA nes] £F §A4e Ax A
@ %, L2 AN 3TE S8 00w WG] Ao AT S, BF A 6410 1Y mAse we E

3

FES Aoz YN T, B UmE Hrlete] BF4 3dmE FEIT. Ao 4715 B 5omE 23] Al
gstal, ik miadlEoR dx § AqFAdn. qdfaS ojuH ol Esta, AertA Ay AZvntEedd <]
& AAZTE. EEHS olujHYo|ES T dojxl TAZ EF4 150mE o] &3] AAA & AAF).
Ao LAE A BT 120mE 01%0}04 ANAAe & AAsla, W AxFozN FA AH 1.8g(5E

Qo 3 AR HNMR BA Avi theat @i, AvjelA dolxl Al Aol se[2]9 o] FAH Y

1H—NMR(CDClg) §7.30(2H, dt, J=0.84Hz, 7.3Hz), 7.44(2H, dt, J=1.4Hz, 7.0Hz), 7.55-7.64(4H, m), 7.68-
7.93(8H, m), 8.04-8.26(9H, m), 8.35(1H, d, J=9.2Hz), 8.72(2H, dd, J=4.1Hz, 1.6Hz).

w3, o] BFE[2]S FEA PEE o]8ato] 1x10 Pad] e o, F 300TAAN %3 HAS PampA 0
A A ZEA A}%ﬁﬂ. sIeE(2]9] HPLC +=(54 3¢ 254mol|l oA BA%) = 53t AA o] 99.7%,
=3t AA 7T 99.8%%
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Cl
O O O B(QH)
(P O
PCy;HBF,
O KiPOsaq

14-Cis4t

Ll
o

o 3

o

shgr=[31¢] 944

ZZHA(B) 2.8g, 1-UZEABEA 1.3g, <A 37Z4F 3.8g @ SF9 30me] £ 4S8 AAh X33 T
(OudediofE)Zets 172mg % Ef-t-FEHELY - HEHGEFLRHYO|E 208ms H7bste A& 7]HF
3f, BF StollA 4x17F 7 margn), RS EFES Ao JYAA ¥, & 30mE HUIste] Bl 34ml
2 FE2AY. A3 /f715S ' 30mE 23] MASIa, A nlaygoR X T A3y, of ol

HolEd &, dojx 1nAE He7td Ad azntEagde] o5 HAHAT. & ool Ed &, &
ol nAE A 27wt EFA 27mee] TFH NS o] &kl AAA & HAPr. dol nAE tA Aw
27t B 27mee] EFNS o] &ste] AAAC & AAStL, ¥ AxFgo=n FA AA 1.8z(5E

o

=

olo <—*
rlot

Qojzl Fa Ao HNR B4 Aute okt 2a, drldM dold g4 Aol (319 Ao| HelH

1H—NMR(CDCL;)I 7.41(1H, tt, J=7.6Hz, 0.81Hz), 7.48-7.64(6H, m), 7.68-7.86(10H, m), 7.88-7.98(2H, m),
8.02-8.17(5H, m), 8.18-8.24(2H, m), 8.33(1H, d, J=9.2Hz), 8.40(1H, d, J=9.5Hz).
of SRS HTA Bxg ol 83te] 1x10 Pac) 32 &, oF 280TAN 53 YAE ek w

3
P fezA AHEFT. 3teE(3]9 HPLC ==(54 3 254mol SlolAe] dH%)= 3k gl 2ol 99.7%,
s QA 7F 99.8%3 .

o
J_
2
Z=
°

g
(0 — 'O‘

O Pd(dba),
[(Bu);PHIBF,
Z2HH(B) HaP O steels]

Ao 1

IT0 ¥ =d9E 165m HAAIZ 28 7B [AvE(F) A, 11Q/0, 2HHF]S 38x46m=E AeHst §,
ol H& dsle] 110 F4 =4S A A= o=z FAI. dojd 7#S "AnzEd 56" [4EH, &
F2 FHE(F) ANE o83t 1583 253 MAAStIUA 2EFE AR, o] VTS aAE AFEH]

Aol 1A WV-2.& Astz, AF Z3g2 Yol Xt X o] AFEs} 5x10 Pa olart 2B wriA
q

|
W71, 110 £ e Aol A 7kl o8, ¢4 4w -zr% o2 1,4,5,8,9,12-8AbopAtER o d
A2 YEL S smel 77, 4 FEFTo2A 4,4'-HA(N-(1-yzd)-N-s dolr| ) H#dS 60mm
FAZ 47 SHHPG. olojAM, BFTORAM TAE ARS ﬂ%‘%( D % =dE Az sgE0d-DS &F
T TS EHE F7t 55FE HES A 40me] FAR S

= talch, olojA, A FE5FozA FFE([1]
=yA 3gtEe E3lglES £33 38 52 £59] 1:1(0.050m/s:0.05m/s) & 25me] FAR F=2F o)
olojA], B3l ES 0.56me FAZ F3F T AdFuES 1000me] FAZR SR SH5o
= R v 9 FAE 4 A 9 5 ZYE EA
228 10nA/ar 2 A5 5 23, F& Y 4.6V, 95 FA 28 5.3%, 3= 9
defolm Tk agg WaFsE Ul o] Hojd A whagAzr oA,
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&

o L e
o o

(H=1) ®-1)

AAle 2~9

Az sEserM F ol AT ARE ARET A olfdle AAld 13 mTHAR s SELAE

AR, Ashe E 1] ebdch, £, 3 a7)el UEhhE shagol.

=Rt
—
ofy
Do
&
=
rlo

A

|
N
i
i

Li
(2E—1)

Hlald] 1~6

Az sEserA F ld AT ARE AT A olfdls Al 13 mTHAR s SELAE
A, A= 7 16 yEbY =3, % 15 (E-1), (B-2)= sh7]ol vehll= stgEeld.

(E—1)

’: @ :Q (E—2)
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x 1
IS I 4EE 83 |aw 2 e mgl?E B

s2E | & . . el RO N s

Sie | ue | wEe| ses | =dssws | 3% | 9 h
AAIOM M 132 (1] 23128 Al 53 4.6 6500
/“A\Oﬂ? M B2 [1] 8ls Al 4.1 5.2 5000
AAI013 2o | 32 (2] 23128 Al 54 47 6400
AN 4 Fa eEE (2] aAs Al 42 5.2 5100
A5 s oes (8] | 2325 Al 5.2 48 | 6700
A A6 s | state (3] S Al 43 53 5300
A AT . aa | ggs (1] 2E—1 Al 59 41 7300
AANN8 | H—1 D—1 M gere [2] 2E-1 Al 57 43 7400
AA0l 9 M L3S [3] 2E-1 Al 58 40 7500
Hli20i1 M E—1 23128 Al 38 6.9 4100
Bl 02 A E—1 2E-1 Al 42 6.2 4600
Blwo3 =R E—-1 8ls Al 2.8 73 3000
Hlwoil 4 M E-2 23tel5 Al 36 7.1 3800
HI20l5 M E—2 2E-1 Al 43 6.5 4200
Hl w0l 6 E=E] E-2 AnS Al 29 79 2600

AAldl 10

A2 FEZorA 3FE(1]1H SUA FFE (26-1)S 23 =S Z2 £%H] 1:1(0.051m/s:0.05m/s) &
25mme] FAR FEEta, olojA (2B-1)& 0.5me FAR FAg & FFo= A wiadlgd &9 FEE
& =z £xH|7) U}:Llﬂﬁ ©=10:1(0.5nm/s:0.05nm/s) 2 15mme] FAR F23F A o] o= AAld 13 wvpzkr}
AR A dFaxE Azt

—

o] WA AAE 10m\/cr2 AR TE3 A3, T A 3.7V, 9F FA F& 5.9%, %= wzk AIZF 7600417k
ATE Agoln wd uwES wga= Y rAlo] wold A Wik kzlyl Aol

AV

2, % 3] AT AR AEF R olgol Al 103 AR SN BFAEAE
2, £ 3 Uedth. ®8, ¥ 2 F HER4I~HFE5S srlel dehs

o

o
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[0178]

[0179] vl ae] 7~10

[0180] A2 FEFo2A % 34 7IAgE ARE AFSS A olLoE AAd 107 wiR7MAR A g AAE AZHE
o AdE ® 3o YRtk ®E3, ® 3 F (E-3), (E-4)+= sh7lol Yehlle &= |,

[0181]
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* 2
@2 W A +BE 23 Qliicm?% Bg}ég;\{g

225 |SHS | waw | gue  |sus mes| 3s @ | v
AAIO1 0 M gas (1] 2E-1 Mg/Ag 59 37 7600
AAONT 1 ESEN] stes [2] 28—1 Mg/Ag 58 35 8200
AAIOT 2 =X stgie [3] 2E—1 Mg/Ag 5.7 43 7700
A A0 3 =R gee [4] 2E—1 Mg/ Ag 5.7 42 7800
AAlOT 4 M gee (5] 2E—1 Mg/Ag 58 40 7800
AAGT B Ha ges [6] 2E-1 Mg/Ag 57 43 7600
A1 6 M a2 (7] 2E—1 Mg/Ag 59 43 7500
AT 7 =R a2 (8] 2E—1 Mg/Ag 58 44 7700
AAIONT 8 M st (9] 2E—1 Mg/Ag 58 42 7500
AA0I19 E=E se2[10] 2E—1 Mg/Ag 59 4.4 7600
AAlOI20 M geEs[11] 2E—-1 Mg/Ag 5.8 43 7500
AA21 A FES[12] 2E—-1 Mg/Ag 5.7 44 7100
AAl0I22 A gere (1 .3] 2E—1 Mg/Ag 56 4.1 7300
AA023 PP SIEE[141] 2E-1 Mg/Ag 5.6 42 7900
AAO24 e oot Esp g2 [15] 2E-1 Mg/Ag 57 43 8000
aAl0256 M stgre[16] 2E—-1 Mg/Ag 54 45 7800
AAlM26 A 2171 2E-1 Mg/Ag 58 43 7700
AAlOI 27 ESE] Stg2 (18] 2E—-1 Mg/Ag 57 44 7700
AA28 =] stete[19] 2E—1 Mg/Ag 5.8 44 7700
AAl0I28 = ste2[20] 2E—1 Mg/Ag 56 43 7600
AA030 E=R] egsi21] 2E—-1 Mz/Ag 55 45 7000
AAIOI3 1 PSRN sesr22] 2E—1 Mg/Ag 55 45 7500
AAIO3 2 M gete (2 3] 2E-1 Mg/Ag 5.6 46 7100
AA013 3 M e 24] 2E-1 Mg/Ag 54 46 7000
AA03 4 M |32 [25] 2E-1 Mg/Ag 54 4.4 7500
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