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-2
/N

AR BA A

[ % oA/ B 2 a4 8]

AEARA M — R H k% (benzofuran)#y X & » 4 5]
AL - 2-BmAK e 3-F%F F X X H ok H (2-substituted 3-
arylmethylbenzofuran)#y & % -

[ % A7 $ 47 ]

RAARBITAYDEE SO AHREEFTN b
L # (antibacterial) -~ 3 E # (antifungal) -~ R B /&
(antitumor) ~ 4% % 4 (antiviral) - #x /& % (anticonvulsant) ~
(anti-inflammatory) ~ 4% #| 4+ 2 s (antileishmanial) % 7& %
R HERRORFA A ITEADEEYOHBRERLE
BEREEN -

Kanazawa % A& Chem. Commun. 2009, 35, 5248-5250
Br—H 2-BRRE 3-FFAEAXFxhes Bk RAHFHE
% B & 57 4 4 (0o-alkynylaryl ether derivative)i & ;X F 84 &
o m2-BARe 3-FFRXHA%d -

R" R"
7 &
BH - 30C N g
0" R o
RmE Ao A TH T P4A-Bu B8 A - F R &R

(dimethyl sulfoxide, DMSO) :
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CH,4
H,C CH,
H;C ITIMez lﬁl ITIMez CH,
N—P=N—P—N=P—N
/ | | | \ (P4-'Bu)
H;C  NMe, w NMe, CH;
MezN—ll’—NMez
N
H,C~ T CH,

Hu % A £ Adv. Synth. Catal. 2010, 352, 351-356 48 =& —
#& 2-BAK ey 3-FFRARXFokwhay H k> &£ BB A LB
FTAMBAUATHREASR2-BRASG 3-FFEAKXHF%d -

R" R"
Z i 0 B RACE
BH 0 60C N\ e
O/\R' 0O

s R o e B w B 45 (Cs,CO5) R B 47 (Ko COs3) » ta s #%
AL B B 4o FFF & PTC-1: & % A T B (acetonitrile) &% —
WA IR

©p B Br (PTC-1)
[ j@(\/ r

Kbk Bi 2-RAH 3-FFEARXA %S E LT L
B RARBLFEHABPI B UREABRSBERREH
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R(—FAZH)XAHERRAARBEARAEH(TH )N E
B BEFEEAIN S iBBHEILE UAMILR BRI -
BMEETH  2-BRRE 3-FFEEXA %GO EENE
FEUEZR  HARRERBARABGER > UZIXE
MItBEEAXENEE  AEFAALMRLAEME  BAH B
PEE SR X kB ET ALY -
[#ARZE]

Hst > RERAZ BN ARM - X(F)F T 2-R
Rty 3-FFRAAASHOL L HRask—wXE)HFTY
PRIBE — @A - ZFZBHFETRE LY ZHZEARN
FZTEHE2EY - LELAIL LB Y & HEF

AEZEBANWOR%kH - —RFWR - F=TE X CBE
Rl
R! 44
(F) T (E)
) Nt
Y o R
o
0

EXE)RKXE)F ' Z R 27834k 2% REAFHAR

RAERA S XA R AFTERAHOIAERKGFL L&

T

AERAZH AN  ARETFTEBEZBRZER G @
S TEHBRSZAZF RS M4 XAk s4T4a Y > £ B4 H
RLEHEAEERARN BEATRGHMEEEES -
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[F#% 5 K]

AERARB - A X(F)prray 2-BKR ey 3-55 F KR
stk  Ras —wXE)HFTHPHBE £ —
AR YTEATARE AP ZHBRAREANE=ZTELRE I
Y~ LEALBILHREBEILY RAEABREAENW A%

H AT s B = TERCE
Rl
R! 4
R
\ (F) (E)
Y o R?
o
0

EXF)RXE)T > % R AR 8%%L % RAFTF AL
EEA S B RAFTERAROIRASRAG S A L
R2

R AT 3% Y £+ 0 [ RBRZ R ETHRAS % Y

&7 Re

i

RAERAAGILESME) 2-2-F AT HEE XA K)-1-5 A &
B

I

[2-(2-Arylethynylphenoxy)-1-arylketone]} & & & A T
R & (O-% 1t R & & Sonogashira R J& )T # 4% :
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[::::I:j :HCF==——R! CuI
Pd(PPh3)2Clz , THF )\n/

\( \r 3
El.R=H, R'—Ph, R2=Ph

CH, CH,
E2. R=H, R'=Ph, R?=p-CH;C¢H,
E3. R=H, R'=Ph, R?=p-CH;0C¢H,
E4. R=H, R'=p-CH;C4H,, R>=Ph
ES. R=H, R'=p-CH,;C4H,, R?>=p-CH,C¢H,
E6. R=H, R'=p-CH;C4H,, R>=p-CH;0C¢H,
E7. R=CHs, R'=Ph, R?=Ph
E8. R=C,H;, R'=Ph, R?>=Ph

T RATAG > BRAXFEANLES Y FI~F6 R &

UMTHRBERBGZRRUAE=ZTENARF) T F A
& &t F — %t (carbanion—yne) 5-exo-dig 3% 1t & J& (cyclization)#f
0 -

R R!

% /eK@

R]
t-BuOK
t-BuOH \
0 0]

(F1~F6)
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£% R A7k Aed HAREAGLEY FI~F8 R #
BUTHRBEEBBE(ZBRRERE=ZTENAF) #IT S5-exo-
digw B F-BRILREMRESF -

H3S<CH3

Rl
' OH
— AN +
R Rz’l\o
(o)
(F7~F8)

ABFABAGOBREZTELELY - LELBILY K
& B KibHm)A — [ E oA # 2 B 1t & 4 (metalorganic
compound) ° &t > ek A B = T B4 o

ABABRANER(Oa%E - —RATFKR - F=TE X
LE)A — BB 100CHAEBRER - Rt LEHR
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m &k H e
B HREFHRKXC~Colp &
Bl BR ATEAXH-TEL -

OCH
Bk SR ATFTEA H-FLAX O g

AN MBERERRHZAEAZFORZ  B4E®L > ZRER

F& fo B8R T E AT o
ARBRVERAXGBE | Bt ZREREET SR

T #4T -

AEABRKATEEBMEE - FRA > 2Bk B Y

CHETRGEAGTRAZIA MARAEKEESL KB
AR RH -
[# — 3 o] 2-2-s2 X R %)-1-% & 8 [2-(2-Iodophenoxy)-1-
arylketone] (C1~C5)& ¥ 4

#& 2.2 g (10 mmol) 2-zt & (A)E# 40 mL & & » 3 4 7|
e XN 12 mmol 2-7% ¢ & ¥ (2-bromoacetophenone) (B)& 2.07
g (15 mmol)f& K& 847 » REAWEHE@M 2~3 JooF > B F

MEERIBE  KERBRBREUFEHWAEY » 24
NERRBW (LT E ETHR=1:15)41t4F 2] 2-(2-32 X &
#%)-1-5% % &8 (C1~C5) -

> AE LR BTz CI~C5 kA HeiTEET  HHER
o F :
< ®E mH 1>2-2-m XA E)1-X K T 8, [2-2-
Iodophenoxy)-1-phenylethanone] (C1)
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et Cl(e S8 AEX A 87% (294 g) > mp 123-
124°C » R; =0.43(Z & T &5 :iE & % =1:4) » IR, (neat) cm’':
1685 ¢cm™'(C=0) » 'H-NMR (CDCl;, 400 MHz) & 5.32 (s, 2H,
ArOCH,CO-), 6.74 (dd, J=8.4, 1.2 Hz, 2H, ArH), 7.25 (td,
J=8.4, 1.6 Hz, 1H, ArH), 7.50 (td, J=6.8, 1.6 Hz, 2H, ArH),
7.62 (ddt, J=8.4, 6.8, 1.2 Hz, 1H, ArH), 7.79 (dd, J=8.0, 1.6
Hz, 1H, ArH), 8.04 (dd, J=8.4, 1.2 Hz, 2H, ArH) » ">C-NMR
(CDCls, 100 MHz) & 72.0, 86.4, 112.6, 123.5, 128.4, 128.8,
129.4, 134.0, 134.4, 139.8, 156.8, 194.1 > EIMS (70 eV) m/z
(8 # 3% B, %) 338 (M7, 2), 212 (19), 211 (100), 106 (6), 105
(42), 91 (6), 77 (25) » HRMS: C,,H, 10, & s+ & & :
337.9804 ~ 2 3R 44 : 337.9804 > nE oMt E @A C, 49.73 >
H, 3.28 ~ % 3.14 : C, 49.77 » H, 3.24 -
<HEHHEH 2>2-Q-XAE)1I-HF X R T 8] [2-(2-
Iodophenoxy)-1-p-tolylethanone] (C2)

ot C2(RE& RR)HAEF A 91% (3.20 g) » mp 132-
133°C » Rp-0.46(Z 8 Z & :iE T 5% =1:4) » IR, (neat) cm’':
1698 cm™'(C=0) » '"H-NMR (CDCl;, 400 MHz) & 2.43 (s, 3H,
ArCHj;), 5.29 (s, 2H, ArOCH,CO-), 6.73 (dd, J=8.4, 1.2 Hz,
2H, ArH), 7.23 (td, J=7.6, 1.6 Hz, 1H, ArH), 7.29 (dd, J=8.4,
0.8Hz, 2H, ArH), 7.79 (dd, J=7.6, 1.6 Hz, 1H, ArH), 7.94 (dd,
J=8.4, 1.6 Hz, 2H, ArH) » '>’C-NMR (CDCl;, 100 MHz) & 21.8,
72.0, 86.39, 112.6, 123.4, 128.5, 129.4, 129.5, 131.9, 139.8,
145.0, 156.8, 193.7 » EIMS (70 eV) m/z (#a ¥ 3% &, %) 352
(M*, 1), 226 (17), 225 (100), 120 (8), 119 (46), 91 (23), 65

10
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(7) * HRMS: C;sH\310, & 3+ B & : 351.9960 - # 3 4 :
351.9961 » wH o4t E44 : C,51.16> H,3.72 %544 : C,
51.07 » H, 3.76 «
<HHGEH 3I>2-Q-AEXA/E)1-G-FARAEZXE)TL &#2-(2-
Iodophenoxy)-1-(4-methoxyphenyl)ethanone] (C3)

toth CI(Re aB)HEESE 90% (3.31 g)» mp 108-
109°C » R0.45(2Z 8 T &5 :iE & % =1:4) » IR« (neat) cm™:
1673 cm™'(C=0) » 'H-NMR (CDCl;, 400 MHz) & 3.87 (s, 3H,
ArOCH,), 5.24 (s, 2H, ArOCH,CO-), 6.75 (dd, J=8.4, 1.2 Hz,
2H, ArH), 6.96 (dd, J=7.2, 2.0 Hz, 2H, ArH), 7.24 (td, J=8.0,
1.6 Hz, 1H, ArH), 7.77 (dd, J=8.0, 1.6 Hz, 1H, ArH), 8.04 (dd,
J=8.8, 2.0 Hz, 2H, ArH) » '*C-NMR (CDCl;, 100 MHz) & 55.5,
71.9, 86.3, 112.5, 114.0, 123.3, 127.4, 129.4, 130.8, 139.7,
156.8, 164.1.8, 192.7;.EIMS (70 eV) m/z (48 #3& &, %) 368
(M*, 0.2), 242 (16), 241 (100), 137 (22), 135 (81), 121 (14),
77 (15) » HRMS: C;sH310; #53 E {5 : 367.9909 ~ # B 44 :
367.9911 » i n 43t E 44 C,48.93 H,3.56~ % %4 : C,
48.72 » H, 3.50 -
< H#HmH 4>2-Q-mr FRE)1-X K & -1-8 [2-2-
Iodophenoxy)-1-phenylpropan-1-one] (C4)

tteth CAREaB)HWAE A 89% (3.13 g) > mp 115-
116°C » Rp-0.45(2 B ¢ 8 :iE T % =1:4) * IR,.x (neat) cm™':
1677 c¢cm'(C=0) » 'H-NMR (CDCl;, 400 MHz) & 1.80 (d,
J=6.8 Hz, 3H, ArOCHCH;COAr), 5.39 (q, J=6.8 Hz, 1H,
ArOCHCH;—-COAr), 6.67 (m, 2H, ArH), 7.17 (ddd, J=8.0, 7.2,

11
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1.6 Hz, 1H, ArH), 7.46 (td, J=8.8, 2.0 Hz, 2H, ArH), 7.57 (ddd,
J=8.8, 7.2, 1.6 Hz, 1H, ArH), 7.75 (dd, J=8.0, 1.6 Hz, 1H,
ArH), 8.13 (dd, J=8.4, 1.6 Hz, 2H, ArH) » >*C-NMR (CDCls,
100 MHz) & 19.0, 78.8, 86.9, 113.0, 123.2, 128.7, 129.1, 129.4,
133.7, 136.8, 139.8, 156.2, 198.6;.EIMS (70 eV) m/z (48 # %
B, %) 352 (M', 11), 247 (64), 226 (20), 225 (100), 121 (38),
106 (23), 78 (18) °

< #HHH 5>2-Q-m XRHE)1-X B T -1- 8 [2-(2-
Iodophenoxy)-1-phenylbutan-1-one] (CS)

o CS5(RE ) AERA 8% (3.18 g)» mp 128-
129°C » Rp-0.43 (Z 8 L B5:iE T4 =1:4) » IR, (neat) cm™:
1693 cm™'(C=0) » '"H-NMR (CDCls, 400 MHz) & 1.20 (t, J=7.6
Hz, 3H, ArOCH(CH,CH;)COAr), 2.17 (m, 2H,
ArOCH(CH,CH;)COAr), 5.16 (dd, J=8.0, 4.8 Hz, IH,
ArOCH(CH,CH;)COAr), 6.59 (dd, J=8.4, 1.2 Hz, 1H, ArH),
6.65 (td, J=8.0, 1.6 Hz, 1H, ArH), 7.14 (ddd, J=8.8, 7.2, 1.6
Hz, 1H, ArH), 7.46 (td, J=8.8, 1.6 Hz, 2H, ArH), 7.57 (ddd,
J=8.4, 6.8, 1.2 Hz, 1H, ArH), 7.75 (dd, J=8.0, 1.6 Hz, 1H,
ArH), 8.14 (dd, J=8.4, 1.2 Hz, 2H, ArH) » ’C-NMR (CDCl;,
100 MHz) & 10.4, 26.9, 84.1, 86.5, 112.4, 123.0, 128.7, 129.1,
129.4, 133.7, 134.0, 139.7, 156.2, 198.5;.EIMS (70 eV) m/z
(48 # % &, %) 366 (M*, 15), 261(100), 241(31), 134(55),
109(18), 105(18), 78(20) » HRMS: C¢H;sIO0, 3 & &
366.0117 ~ # # & : 366.0120 - T & » # 3 £ & : C,
52.48 » H, 4.13 ~ #3844 : C, 52.45> H, 4.07 -

12
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[ =% 2] 2-Q-F 2 ik X £)1-% % & [2-2-
Arylethynylphenoxy)-1-arylketone] (E1~E8) &) ¥ 4
#% 0.14 g (0.2 mmol) &L 4t % (= %X £ 8 ) 4e (I
[bis(triphenylphosphine)palladium(II) chloride] ~ 0.05 g (0.26
mmol) #t 41t 48 (I) & 1.27 mL (9 mmol) =— & & B
(diisopropylamine)/& # 25 mL @ & k% (THF) » £## T o
B & iHAmA 5 mmol 2-(2-st R A #)-1-% X & (CI~C5HA 7.5
mmol 3 3 Z ¥ (arylacetylene) (D1~D2) ;& & 23 3t o #h 3@
M3 ANE o BREALABRUAEIAACEERALERE > E X
mL —RHFPHRER S R - RERAMBLAKBE(ZAT I
B)&H4# L 20 mL B K (brine) Mk » LA BEE L IBERE
R BREETRBRE B AHRGHUERERK(TE
LB E T =153 % 2-Q-F A A XA HK)1-%

i

& (E1~E8) -

> Lk #3 2 EI~E8 koM iT&E  S#HER
o F
<HHBEH 6>1-XE-2-Q-XE R EXA L)L #A[1-Phenyl-
2-(2-phenylethynylphenoxy)ethanone] (E1)

it Elre &B)MWEF A 76% (1.19 g) > mp 95-
96°C » Rp-0.53(Z 8 T &5 :iE © % =1:3) > IRpax (neat) cm’’
1702cm™ (C=0), 2217 cm'(C=C) » 'H-NMR (CDCl;, 400
MHz) 6 5.32 (s, 2H, OCH,COAr), 6.84 (dd, /J=8.4, 0.8 Hz, 1H,
ArH), 6.97 (td, J=8.4, 0.8 Hz, 1H, ArH), 7.24 (m, 1H, ArH),
7.30 (m, 3H, ArH), 7.44 (m, 4H, ArH), 7.50 (dd, J=7.6, 1.6 Hz,
1H, ArH), 7.55 (tt, J=8.8, 1.2 Hz, 1H, ArH), 8.05 (dd, J=8.0,

13



1435872

1.6 Hz, 2H, ArH) » '’C-NMR (CDCl;, 100 MHz) § 71.9, 86.5,
93.9, 112.8, 113.3, 121.6, 123.4, 128.1, 128.2, 128.4, 128.7,
129.6, 131.5, 133.5, 133.7, 134.5, 158.4, 194.5 » EIMS (70 eV)
m/z (FBH®E, %) 312 (M, 57), 208 (18), 207 (100), 179
(21), 178 (32), 106 (68), 78 (34) » HRMS: C,,H 60, 3+ H 44
312.1150 ~ # 3|/ 44 : 312.1152 nE o E4E : C, 84.59
H,S5.16 ~ #3144 - C,84.36 - H, 5.24 -
<HHH TO2-Q-EELHEXALE)1I-HTRXEL&A2-(2-
Phenylethynylphenoxy)-1-p-tolylethanone] (E2)

it & 4 B e nrB)H EF A 80% (1.30 g) >
R,-0.56(2 B Z 85 :iE & #=1:3) » IR, (neat) cm™': 1698 cm’'
(C=0), 2217 cm™'(C=C) » '"H-NMR (CDCl;, 400 MHz) § 2.36
(s, 3H, ArCH3), 5.29 (s, 2H, OCH,COAr), 6.84 (dd, J=8.4, 0.8
Hz, 1H, ArH), 6.96 (td, /=8.4, 0.8 Hz, 1H, ArH), 7.23 (m, 3H,
ArH), 7.29 (m, 3H, ArH), 7.44 (m, 2H, ArH), 7.50 (dd, J=7.6,
1.6 Hz, 1H, ArH), 7.96 (dd, J=8.0, 1.6 Hz, 2H, ArH) - '’C-
NMR (CDCl;, 100 MHz) 6 21.6, 71.9, 85.5, 93.9, 112.8, 113.3,
121.5, 123.4, 128.0, 128.1, 128.6, 129.4, 129.6, 131.5, 132.1,
133.5, 144.7, 158.5, 194.2 > EIMS (70 eV) m/z (48 3% &, %)
326 (M, 100), 311 (18), 221 (16), 207 (42), 178 (15), 119
(95), 91 (36) » HRMS: C,3H 30, =t HE & : 326.1307 ~ % 37
18 : 326.1309 -
<HEHEH8>S1-U-FTARLEE)2-QC-EELREXAR)LH
[1-(4-Methoxyphenyl)-2-(2-phenylethynylphenoxy)ethanone]
(E3)

14
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et E3(REe &) A %A 83% (1.42 g) > mp 100-
101°C » R/0.49(Z 8 T, &5 :iE & %2 =1:3) » IR, (neat) cm™' :
1692 cm'(C=0), 2216 cm'(C=C) » 'H-NMR (CDCl;, 400
MHz) & 3.81 (s, 3H, OCHj3), 5.27 (s, 2H, OCH,COAr), 6.90
(dd, J=8.8, 0.8 Hz, 3H, ArH), 6.98 (td, J=8.4, 0.8 Hz, 1H,
ArH), 7.26 (td, J=8.4, 1.6 Hz, 1H, ArH), 7.31 (m, 3H, ArH),
7.45 (m, 2H, ArH), 7.51 (dd, J=7.6, 1.6 Hz, 1H, ArH), 8.10
(dd, J=8.8, 2.0 Hz, 2H, ArH) » '’C-NMR (CDCl;, 100 MHz) §
55.4, 72.1, 85.6, 93.87, 112.8, 113.3, 113.9, 121.6, 123.5,
127.8, 128.1, 128.2, 129.6, 131.1, 131.6, 133.5, 158.6, 164.0,
193.3 » EIMS (70 eV) m/z (48 # 3% &, %) 342 (M", 53), 311
(8), 237 (24), 165 (8), 136 (10), 135 (100), 77 (13) » HRMS:
Cy3H 505 3 H 44 @ 342.1256 ~ # 3L {5 © 342.1256 » 7T & » #F
3t B4 0 C,80.68 H,5.30 #3144 : C, 80.70 » H, 5.36 -
<HGEH I>SI-ZE2-Q-HTFEBLRBEXAL)TA(L-
Phenyl-2-(2-p-tolylethynylphenoxy)ethanone] (E4)

fbb4 Ed(ir e R B)H A F A 79% (1.28 g)» mp 97-
98°C » Rr0.55(Z & Z & :iE T % =1:3) » IR, (neat) cm™':
1699 cm'(C=0), 2218 cm'(C=C) > 'H-NMR (CDCl;, 400
MHz) 8§ 2.35 (s, 3H, ArCH,), 5.34 (s, 2H, OCH,COAr), 6.85 (d,
J=8.4 Hz, 1H, ArH), 6.97 (td, J=8.4, 0.8 Hz, 1H, ArH), 7.11
(d, J=8.0 Hz, 2H, ArH), 7.24 (td, J=8.0, 1.6 Hz, 1H, ArH),
7.35 (d, J = 8.0 Hz, 1H, ArH), 7.46 (m, 2H, ArH), 7.50 (dd,
J=17.6, 2.0 Hz, 2H, ArH), 7.57 (tt, J=8.4, 0.8 Hz, 1H, ArH),
8.07 (dd, J=8.4, 1.6 Hz, 2H, ArH)» '*C-NMR (CDCl;, 100

15
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MHz) § 21.5, 72.1, 84.8, 94.2, 113.0, 113.7, 120.3, 121.7,
128.5, 128.7, 129.0, 129.4, 131.5, 133.5, 133.7, 134.6, 138.2,
158.4, 194.7 » EIMS (70 eV) m/z (48 #3& &, %) 326 (M*, 41),
222 (18), 221 (100), 179 (15), 178 (40), 105 (29), 77 (16) -
HRMS: C;H;0, 3t B4 : 326.130 ~ # 3 {& © 326.1307 » 7

Foa#itE4 0 C, 84.64  H, 556 # R4 C, 8438 H,

5.53 ¢
<HEHHEH 10>1-HFEE2-Q-HFEELRERXRAL)L T
[1-p-Tolyl-2-(2-p-tolylethynylphenoxy)ethanone] (ES)
ite4 ES(Re RN AE R A 83% (1.41 g) > mp 116-
117°C » R0.53(Z 8 T & : £ & % =1:3) » 1693 cm™'(C=0),
2217 ¢cm™'(C=C) » '"H-NMR (CDCl;, 400 MHz) & 2.36 (s, 3H,
ArCH3), 2.38 (s, 3H, ArCH;), 5.31 (s, 2H, OCH,COAr), 6.85
(d, J=8.4 Hz, 1H, ArH), 6.97 (td, J=8.4, 0.8 Hz, 1H, ArH),
7.12 (d, J=8.0 Hz, 2H, ArH), 7.24 (m, 3H, ArH), 7.34 (dd,
J=8.0, 1.6 Hz, 2H, ArH), 7.49 (dd, J=7.6, 1.6 Hz, 1H, ArH),
7.97 (dd, J=8.0, 1.6 Hz, 2H, ArH) > '*C-NMR (CDCl;, 100
MHz) § 21.5, 21.7, 72.1, 84.8, 94.1, 112.9, 113.6, 120.4, 121.6,
128.7, 129.0, 129.4, 131.5, 132.2, 133.5, 138.2, 144.7, 158.5,
194.4 » EIMS (70 eV) m/z (48 # 3% &, %) 340 (M", 32), 221
(78), 205 (15), 178 (37), 119 (100), 91 (52), 65 (15) * HRMS:
Cy4Hy00, 3+ B 45 : 340.1463 ~ # H. 44 : 340.1465 > T & 5 #f
3 H 4 :C,84.68° H,592- %54 :C,84.32>H, 598
<HHEH N>1-G-FREEEXEE)2-QHTFEEALHAXA
P ) & & [1-(4-Methoxyphenyl)-2-(2-p-

16
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tolylethynylphenoxy)ethanone] (E6)

ibe4 E6( e i)y A XA 84% (1.50 g)» mp 125-
126°C » R-0.53(Z 8% Z & : iE T #£=1:3) » IR, (neat) cm™:
1703 c¢cm™ (C=0), 2216 cm'(C=C) > 'H-NMR (CDCl;, 400
MHz) & 2.35 (s, 3H, ArCH;), 3.80 (s, 3H, OCHj3), 5.25 (s, 2H,
OCH,COATr), 6.86 (d, J=8.4 Hz, 1H, ArH), 6.89 (dd, J=8.8,
2.0 Hz, 2H, ArH), 6.96 (td, /=8.4, 0.8 Hz, 1H, ArH), 7.11 (d,
J=7.6 Hz, 2H, ArH), 7.24 (m, 1H, ArH), 7.35 (dd, /=8.0, 1.6
Hz, 2H, ArH), 7.49 (dd, J=8.0, 2.0 Hz, 1H, ArH), 8.09 (dd,
J=8.8,2.0 Hz, 2H, ArH) » '*C-NMR (CDCl;, 100 MHz) & 21.5,
55.4,72.1,84.9,94.1, 112.8, 113.5, 113.9, 120.4, 121.5, 127.7,
129.0, 129.4, 131.0, 131.5, 133.4, 138.2, 158.5, 163.9,
193.3 > EIMS (70 eV) m/z (}@ # % B, %) 356 (M", 28), 237
(10), 221 (22), 178 (15), 136 (9), 135 (100), 77 (13) > HRMS:
CasH0O05 3 E & © 356.1412 ~ B {4 : 356.1409 » ;U & 4 #F
3% - C,680.88 H, 5.66 -~ #3144 : C, 80.80 > H, 5.67 -
<HEHEH 2>1-XRE2-Q-RELHREXAE)R-1-F(1-
Phenyl-2-(2-phenylethynylphenoxy)propan-1-one] (E7)

ICEHMEIGEF & B A F AT78% (1.27 g) > mp 96-
97°C » R0.53( % 8 ¢ & :iE T %2 =1:3) » IR, (neat) cm’':
1695 cm™' (C=0), 2216 cm'(C=C) > 'H-NMR (CDCl;, 400
MHz) & 1.80 (d, J=6.8 Hz, 3H, —-CH(CH;)CO-), 5.51 (q, J=6.8
Hz, 1H, —-CH(CH;)CO-), 6.83 (d, J=8.4 Hz, 1H, ArH), 6.94
(td, J=8.4, 0.8 Hz, 1H, ArH), 7.19 (ddd, J=8.4, 7.6, 1.6 Hz,
1H, ArH), 7.34 (m, 3H, ArH), 7.40 (m, 2H, ArH), 7.50 (m, 4H,
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ArH), 8.17 (dd, J=8.4, 1.2 Hz, 2H, ArH) » ?’C-NMR (CDCls,
100 MHz) & 18.94 78.84, 85.78, 93.81, 113.9, 114.3, 121.7,
123.6, 128.1, 128.3, 128.6, 129.2, 129.6, 131.5, 133.6, 134.0,
137.1, 158.0, 198.9;.EIMS (70 eV) m/z (A8 # % &, %) 326
(M*, 92), 283 (24), 221 (100), 178 (24), 165 (20), 105 (23),
103 (20) -
<HHEH IB>1-ZE2-Q-XETLHEXARX)T-1-8(1-
Phenyl-2-(2-phenylethynylphenoxy)butan-1-one] (E8)
b4 E8(FERB)HAER A 79% (1.34 g), R0.52(T
B 2 Bs:iE T 42 =1:3) > IRnax (neat) cm™': 1698 cm™' (C=0),
2217 c¢m’' (C=C) » 'H-NMR (CDCls;, 400 MHz) & 1.19 (t,
J=7.6 Hz, 3H, ArOCH(CH,CH;)COAr), 2.18 (m, 2H,
ArOCH(CH,CH;)COAr), 5.26 (dd, J=7.6, 5.2 Hz, 1H,
ArOCH(CH,CH;)COAr), 6.75 (d, J=8,4 Hz , 1H, ArH), 6.91
(td, J=8.4, 1.2 Hz, 1H, ArH), 7.16 (ddd, J=8.0, 7.6, 2.0 Hz,
1H, ArH), 7.32 (m, 3H, ArH), 7.42 (m, 2H, ArH), 7.47 (dd,
J=8.0, 2.0 Hz, 1H, ArH), 7.54 (m, 3H, ArH), 8.18 (dd, J=8.8,
1.2 Hz, 2H, ArH) » ">’C-NMR (CDCl;, 100 MHz) § 14.1, 22.6,
26.9, 31.6, 84.0, 93.7, 113.5, 121.3, 128.1, 128.3, 128.6, 128.7,
129.1, 129.6, 131.5, 133.5, 133.6, 134.3, 158.3, 198.9 » EIMS
(70 eV) m/z (48 # 38 &, %) 340 (M", 100), 325 (44), 311 (39),
235 (56), 165 (26), 132 (31), 131 (95) » HRMS: C,4H,,0, it &
8 : 340.1463 ~ # 44 : 340.1460 -
[# =% o] 2-% &8 £ -3-% & X % £ %5 (2-Aroyl-3-
arylbenzofuran) (F1~F6)& ¥ #
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# 1 mmol 2-(2-5 KR T A XA K)-1-50 X ¢ &8 (E1~E6)
e 10 mL 8 K & okl P83 > sun 1.2 mmol ¥ = T &
7 (t-BuOK):R 4484 » L hBh@im 3 /o> B EAHEUAE
FoRALEEBERELERE > X 20 mL —RFHRER S Kk -
MERMFZARE(ZATRE)SH KR 20 mL B KM
o LB BB REBRBIER  BEEITAE  BRAHR
BYAEAERM(TE LB ETk=1:20)414F 2] 2-55 86 % -
3-% & X 3 k% (F1~F6) -

A L HiF 2 FI~F6 lboHh#ITEE 4R
%o F :
<KHEH 1>2-XFBE-3-XF & X %% (2-Benzoyl-3-
benzylbenzofuran) (F1)

ita# FI(FEKBE)HAEFEA 80% (0.25 g) > mp 94-
95C » Rp-0.46(Z B T 85 : £ T #=1:5) » IR, (neat) cm™!
1644 ¢cm™'(C=0) » '"H-NMR (CDCl;, 400 MHz) & 4.54 (s, 2H,
ArCH,), 7.21 (m, 4H, ArH), 7.40 (m, 4H, ArH), 7.54 (m; 4H,
ArH), 8.10 (dd, J=8.4, 1.2 Hz, 2H, ArH) » '>*C-NMR (CDCls;,
100 MHz) 6 30.4, 112.2, 122.1, 123.4, 126.3, 128.0, 128.3,
128.5, 128.6, 128.7, 129.1, 129.8, 132.7, 137.7, 139.1, 148.3,
154.4, 185.8 » EIMS (70 eV) m/z (48 # 3% &, %) 312 (M", 100),
311 (65), 297 (15), 296 (15), 235 (11), 178 (14), 77 (12) >
HRMS: C;H 60, 3t E 1A ¢ 312.1150 -~ #3844 : 312.1152 =
ot EME C, 84.59> H, 5.16~ # 8 1 : C, 84.38 » H,
5.18 ©
<KHH 2>3-XFE2-G-FEEFTEBE)EXH %3
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Benzyl-2-(4-methylbenzoyl)benzofuran] (F2)

bodh FUe 6 &)Y AE XL 83% (0.27 g)» mp 119-
120°C » R,0.45(Z & Z &5 :iE & 4£=1:5) » IR, (neat) cm™' :
1638 cm ' (C=0) » '"H-NMR (CDCl;, 400 MHz) & 2.46 (s, 3H,
ArCH,), 4.54 (s, 2H, ArCH,), 7.22 (m, 4H, ArH), 7.36 (dd,
J=8.8, 0.8 Hz, 2H, ArH), 7.37 (dd, J=8.4, 0.8 Hz, 2H, ArH),
7.45 (td, J=8.4, 1.2 Hz, 1H, ArH), 7.55 (td, J=8.8, 1.2 Hz, 2H,
ArH), 8.04 (dd, J=8.0, 1.6 Hz, 2H, ArH) > "*C-NMR (CDCl;,
100 MHz) & 21.7, 30.5, 112.3, 122.1, 123.4, 126.3, 127.9,
128.5, 128.7, 129.1, 130.0, 135.1, 139.2, 143.6, 148.6, 154.4,
185.5 » EIMS (70 eV) m/z (48 # 3% B, %) 326 (M", 23), 325
(9), 312 (23), 311 (100), 310 (6), 233 (6), 205 (8) - HRMS:
Cy3Hi50, st B 18 © 326.1307 ~ # 3B 44 : 326.1306 » L& » #F
3t E M C,84.64> H,556~ #3514 :C,84.67 H, 556
<KHuH 3>3-XFE-2-G-FRAEAXTFEE)XH %% (3-
Benzyl-2-(4-methoxybenzoyl)benzofuran] (F3)

it FI(2a& &)W AR A 88% (030 g) > mp 98-
99°C » R0.45(Z B8 T &5 : £ & %2 =1:5) » IRy, (neat) cm™' :
1637 cm'(C=0) » 'H-NMR (CDCl;, 400 MHz) & 3.90 (s, 3H,
OCHs;), 4.54 (s, 2H, ArCH,), 7.01 (dd, J=8.8, 2.0 Hz, 2H,
ArH), 7.22 (m, 4H, ArH), 7.37 (d, J=8.8 Hz, 2H, ArH), 7.44
(td, J=8.4, 1.2 Hz, 1H, ArH), 7.55 (m, 2H, ArH), 8.18 (dd,
J=9.2, 1.6 Hz, 2H, ArH) > '>’C-NMR (CDCl;, 100 MHz) & 30.5,
55.5, 112.2, 113.6, 122.0, 123.4, 126.3, 127.8, 128.4, 128.5,
128.7, 130.4, 132.4, 139.2, 148.7, 154.3, 163.4, 184.2 » EIMS
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(70 eV) m/z (48 # 3% &, %) 342 (M*, 40), 341 (17), 327 (19),
325 (12), 312 (28), 311 (100), 265 (9) * HRMS: C»3H,50; 3+ &
¢ 342.1256 ~ # | M4 1 342.1257 > A E oM E@E : C,
80.68 > H, 5.30 - # %4 : C, 80.51 > H, 5.28 -
<RHEH 4>2-XFBE-3-W-FEETF L)X H %4 (2-
Benzoyl-3-(4-methylbenzyl)benzofuran] (F4)

bt Fa(R e GBI AEEA 83% (0.27 g)> mp 118-
119C » R0.45(Z B L &5 : £ T %2 =1:5) » IRpax (neat) cm™' :
1644 cm™'(C=0) » 'H-NMR (CDCls, 400 MHz) & 2.28 (s, 3H,
ArCH;), 4.50 (s, 2H, ArCH,), 7.07(d, J=7.6 Hz, 2H, ArH),
7.24 (dd, J=7.2, 1.2 Hz, 1H, ArH), 7.26 (dd, J=7.2, 0.8 Hz, 2H,
ArH), 7.44 (td, J=8.4, 1.2 Hz, 2H, ArH), 7.51 (m, 2H, ArH),
7.59 (m, 2H, ArH), 8.10 (dd, J=8.4, 1.2 Hz, 2H, ArH) » "’C-
NMR (CDCl;, 100 MHz) & 21.0, 30.0, 112.2, 122.1, 123.4,
128.0, 128.3, 128.4, 128.6, 129.2, 129.4, 129.8, 132.7, 135.8,
136.0, 137.7, 148.2, 154.4, 185.9 » EIMS (70 eV) m/z (48 # 3%
B, %) 326 (M*, 100), 325 (55), 311 (26), 309 (14), 234 (14),
205 (14), 178 (12) » HRMS: C,3H,0, 3+ B 4 : 326.1307 ~ %
BAA ¢ 3261310 w ko #rs- B4 C, 84.64 H, 556~ %
R4 : C,84.56 H, 5.55¢
<KHEHS>2-G-FERXFHER)I-W-FEEFH)EH %4
[2-(4-Methylbenzoyl)-3-(4-methylbenzyl)benzofuran] (F5)

et FS(Be L) A R A 85% (0.29 g) > mp 111-
112°C » R;0.42(Z & T 85 : £ & % =1:5) » IRy (neat) cm™ :
1642 cm™'(C=0) - 'H-NMR (CDC]l;, 400 MHz) § 2.28 (s, 3H,
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ArCH3), 2.46 (s, 3H, ArCH;), 4.49 (s, 2H, ArCH,), 7.07 (d,
J=8.0 Hz, 2H, ArH), 7.24 (dd, J=8.0, 0.8 Hz, 3H, ArH), 7.32
(d, J=8.0 Hz, 2H, ArH), 7.44 (td, J=8.4, 1.2 Hz, 1H, ArH),
7.53 (dd, J=8.4 Hz, 1H, ArH), 7.57 (dd, J=8.0, 0.8 Hz, 1H,
ArH), 8.03 (d, J=8.0 Hz, 2H, ArH)» '’C-NMR (CDCl;, 100
MHz) & 21.0, 21.7, 30.0, 112.2, 122.1, 123.4, 127.9, 128.5,
128.6, 129.0, 129.2, 130.0, 135.1, 135.8, 136.1, 143.6, 148.4,
154.3, 185.5 » EIMS (70 eV) m/z (48 # % &, %) 340 (M*, 23),
326 (25), 325 (100), 233 (12), 205 (21), 189 (11), 91 (23)
HRMS: Cy4Hp00, 3+ £ 48 : 340.1463 ~ #3144 : 340.1463 > T
oM EMC, 84.68° H, 592 #3® {4 : C, 84.55 H,
5.96 -
<KHH 6>2-U-FRAEXTHBE)I-W-FEEFE)EH=
wd [2-(4-Methoxybenzoyl)-3-(4-methylbenzyl)benzofuran]
(F6)

bt Fo(h e BB)HAE S A 87% (0.31 g)» mp 120-
121°C » Rp-0.43(Z 8 T &5 :iE & % =1:5) » IRy, (neat) cm’':
1638 cm™'(C=0) » 'H-NMR (CDCl;, 400 MHz) & 2.29 (s, 3H,
ArCH;), 3.91 (s, 3H, OCHj;), 4.50 (s, 2H, ArCH,), 7.01 (dd,
J=9.2, 2.0 Hz, 2H, ArH), 7.07 (d, J=8.0 Hz, 2H, ArH), 7.25
(m, 3H, ArH), 7.44 (td, J=8.4, 1.2 Hz, 1H, ArH), 7.55 (m, 2H,
ArH), 8.17 (dd, J=8.8, 2.0 Hz, 2H, ArH) > '*C-NMR (CDCl;,
100 MHz) & 21.0, 30.0, 55.5, 112.2, 113.6, 113.9, 122.1, 123.3,
127.7, 128.5, 128.6, 128.7, 129.2, 130.5, 132.4, 135.8, 136.2,
154.3, 163.4, 184.2 » EIMS (70 eV) m/z (3@ ¥ 3% &, %) 356
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(M*, 43), 341 (19), 326 (28), 325 (100), 221 (15), 205 (21), 77
(22) » HRMS: C,4H003 3 B {4 : 356.1412 ~ # 3|, 14
356.1414 > L& o #rs+ %44 1 C,80.88° H,5.66 - R4 : C,
80.56 » H, 5.63 -
[ % @ 3 41 2-% & -3-%F & X # % % (2-Alkyl-3-
arylbenzofuran) (F7~F8)#) H #

# 1 mmol 2-(2-F A T B A XA K)-1-55 K &8 (ET~E8) v
A 10 mL &kw s vkl P34 > fo A 1.2 mmol & = T & 47
RA R L e B@ A 0 R B R #H JE (thin-layer
chromatography) & Bl R /& » £ F AN EFTRH%E » A 2%BEE
B b £ T 4 B £ 40 3% 4 (Congo red paper)d e & 8 A & & >
M 20 mL —RFPRERZBICEN 3 R - BERMBZA
BE(—RTFRE)S B 12 LB KRB » 3 0L & /K508 4% 32 1%
BB BERBITREBRE BRI RIHWUYBER

BWM(LECE ETHR=1:5)&1tF 2 2-5 K -3-F X X H %

G(F7~F8) » £ T W RF B XFBR(ETHK:LE=51 g &
80~82%) -

SR L HIF2 FI~F8 o iTEE > &R
o F
<KHEH T>3-XF £-2-F & X # % % (3-Benzyl-2-
methylbenzofuran) (F7)

4 Fi(gerB)H AR A 8% (019 g)
R,-0.49(Z & Z 85:E & % =1:5) » 'H-NMR (CDCl;, 400 MHz)
6 2.40 (s, 3H, CH;), 3.95 (s, 2H, ArCH,), 7.09 (m, 1H, ArH),
7.16 (m, 3H, ArH), 7.23 (m, 4H, ArH), 7.37 (d, J=8.0 Hz, 1H,
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ArH) » PC-NMR (CDCl;, 100 MHz) & 12.01, 29.60, 110.5,
119.1, 122.1, 123.1, 126.1, 128.3, 128.4, 129.4, 129.6, 139.8,
151.5, 154.0;.EIMS (70 eV) m/z (48 $ 38 &, %) 222 (M", 100),
221 (16), 208 (24), 207 (72), 179 (14), 179 (13), 145 (15),
HRMS: C¢H,4O 3+ B 44 : 222.1045 ~ - 344 : 222.1042 -
<KHH 8>3-EXF &%-2-¢ % ¥ # = (3-Benzyl-2-
ethylbenzofuran) (F8)

bbbt F(wg e RrB)HWAE X A 85% (020 g) »
R,-0.46(Z 8 ¢ B5:iE T 4 =1:5) » '"H-NMR (CDCl;, 400 MHz)
& 1.28 (t, J=7.6 Hz, 3H, -CH,CH,), 2.78 (q, J=7.6 Hz, 2H,
—CH,CHa), 3.98 (s, 2H, CH,C¢Hs), 7.09 (m, 1H, ArH), 7.17 (m,
3H, ArH), 7.24 (m, 4H, ArH), 7.39 (d, J=8.0 Hz, 1H, ArH) -
3C-NMR (CDCl5, 100 MHz) & 12.9, 19.9, 29.5, 110.6, 112,1,
119.3, 122.6, 123.1, 126.1, 128.2, 128.4, 129.6, 139.9, 154.0,
156.5;.EIMS (70 €V) m/z (48 # 3%& &, %) 236 (M", 100), 221
(14), 208 (12), 207 (30), 193 (22), 178 (14), 115 (9), HRMS:
Cy,H,cO 3+ B 44 : 236.1201 ~ % 3B, 4& © 236.1204 -
EERX PAVY T AL

LNEWE 3 A6 £FRILESY E3 2#H1is4 F3 &
BEFY  2H TR | KEARALE &8~ ZHARE
BEEBIARE  EmERBEGMOA TLC B Rl 448 3 4
MEVRAEAFMUREREEH sEME) TR LT -

£ 1
& BB O REBE|IRESM| A%
Ewp 3 (B=Z=TEF WR%kH| TEB 1.5 /) 8F 80%
i 3A|F = TEE47|w & ok (mwBA@A|0.5 ) 8F 88%
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Fiwf) 3B | = TESF| - R F I |wh@imR| 1.5 /8% 76%
EHHp 3C| B = TE|IF=ZTE @K 1 /)6 82%
T 3D| T EE4N oY R 3 F 33%"
T 3E| TEH |wAkdh| Fa 4 ) 8% 47%"
Ewp 3F | Bibén |wmAE%kdy| T2 4 /) BF 51%

"D B E R R .

ik | 9&ERTUF o R LERE=ZTESH - T
BE 4 R BEibdn) s b E Bl (m &k CLEBREY
ZTE)STH ALY E3 % #1537 i B o5 &
EAFRRBHEMT ROBLEBERAFBE =T B4 -
FRAb s - LB BEMEAEERAFAD A %D - B =
TE - ZRAFK mMAWABRRTRETRALAEIEITRE
WO EREFE - Btk 0 Tah 1~2 & 4~6 75 T 4% 2|
ey &R -
<tk #H 1~3>3-FF A -2-KX % X # & % (3-Benzyl-2-
phenylbenzofuran)# % 4

thgfl 1~3 89 2-RAR8 3-F P AR RS E P £
135 Chem. Commun. 2009, 35, 5248-5250 48 ey F ik » £

AR
fu o4 F3 -

Frie Ao ehdk ~ 5B RESZE - REBM R Z £ (X 'H-
NMR f1 )40 F %k 2 Ff~ »
%2
S R O REBBERESGRE| &£
tb# 4] 1| P4-Bu |=F A H#H| 30C 1 /)~ 8% 95%
b8 ) 2| = TEEM—F A TR 30C 18 | RRE
kb ¥ 15 3| P4-‘Bu W & vk % 30°C 1 /)~ BF 9%

BE 2HULERET U4 b 1| Rtb&p 3 4 H
HMBHEY P4-'Bu UMBIALR EHEAT ) tb&F 1 A &4
2 REASGHBH _FEATHEREAHED b 2 88714 A
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A THEAEAEBS  HERAR_TEMSIRELRER
ot 3 BETHER PA-Bu AN A @ akdE
BEBRE 1 FHETIIHE 9%HEFE -

e HXBRBAR 2-Q-XKATHRARAKX)ABE T B
[ethyl 2-(2-phenylethynylphenoxy)propionate > 3% X fk 1t 4 40
3bJtE A ekt PRI EITREN - RFE 2,2-—RAK & 3-X
3 F K X # ok 9 (2,2-disubstituted 3-benzylidenebenzofuran
ZXBILE 4 4b)> mEEFE 3-RXFEA-2-FEAXH%
(AEWHWLESH FT) -
<tEpH 4~8>2-FXTFEA-3-KXF & X 3# %k (2-Benzoyl-3-
benzylbenzofuran)# ¥ 4

bz ] 4~8 &9 2-B A8y 3-FFARXFkHeIRE &
A& 3 Adv. Synth. Catal. 2010, 352, 351-356 Fr4B =~ &9 F 7k »
LAaE IR PTC-1 9y F A TRITRE > AAAER®
B AR REEBE - RESMAZ 2R 'H-NMR & &)t
T & 3AF e

%3
g EH REBEIREGFRE| X
bt fp) 4| wEksr |—F A ZAE| 60C 2/ BF 80%
b 8% 5] S| R Bk 47 W H %k | 60T 12 /8% | 10%
b ¥ 5] 6|  m% BE 47 N3 60°C 2 /) B 83%
kb & 5] 7| w BR 4E R 60°C 2 N BF 95%
b & f5] 8|F = T 8% 4 L B 60°C 12 8% | R R

MAk 3HERTUF 4 tLEgf 4~8 R H Ao
@ mAbB PTC-1 ML R BT thip 4 RIER S H
L _FPATHRAELER LEH S BATERKESNEA
B AW AR AEASERE 12 NBFRETHE 10%
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HAEFE &bl 67T REABAFHATHHFEAHBR S I
BH 8 BTHERMLEFALBY HAF=_TEHMNRER
b R J& & A4T o

sesh o ZXBRB TR I-RE-2-C-REALHREARAK)R
-1-B (R AL S S E7 X BR1be 4 1p)iF At st F 4R
BATRER » 458 2-XFa@BA-2-FRAI-REFARXHAR
%% (2-benzoyl-2-methyl-3-benzylidenebenzofuran » 3% X gk 1t
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