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HES-2] 3o AAlE vhe} o], 348k 39] FFELS F7] &vl, dXd HEE, e, oAXRAE T
Eg3| =2 F A 2F EE XEg GFAI=ZY 8] 49 gl3Ee] Al o8] Az & k. AP A
o=, 4F &ujolA ¥gE 60C WA 150°C, HFgAEAIE 70C WA 80CHA gy, HAFHo=z, H]-
dZA &n, dAd HEZS|Z2FTA, &L 0T WA 20T, vFEASHAIE 0C WA 5Tl =33t
HhS-2] 39 W2 o drgo] 3 Ao 3o o AlE T}
e 3
0
1
R Cl
\T | NaOR* =& KOR?
> 3
N
N Cl
M=H,Na E= K;
OH
RL C-Co &2 Y
4

ekl [-09) FEFELS S WO 8704321 A2 2 JP47024029Bo 7] A1E v} @ WkS
SAZ AP FFEEZRE A2 £ k. vkgA 49 A2 93-S 93 dict

Kol
NN-CiE R Egolr 2o &4 Bholl 1% ol4bel Bk Alok, ol POCL;, PCLy, PCL; R 29] Z@E AMgahe

AL Zohsith, AyHor, wS-L 30T WA 150C, BFHAsHAE 100C WA 120Col A Fguj= S=333hc},
N N-THE X Eolr|=9] L2 10 mol% WA 100 mol%, BWFE2SFAIE 20 mol% WA 30 mol%d 4 o}, WS-
FE&uE £ {7 €0, dAY olHMEYEHANA S 4 vk, whg2] 49 A2 WSS E oubyol k4
Ao 4o oA AT}
flac
O
1) SOCl,, H&d G Al
0 - 4 > I-C
2) RINHNH,
O
s}sta] [-B9] FEFES WHE2 5o TAlE AAE AFESle] AR = Aok, shea] [-A9] ofn - g b=
SIHE2 0T WA €0l &F 2%9 HHe 2%olA &, A oAEYEHNA 44 YEZo|E, o7
g tert-F¥ YEZE FEi olhold YEZOE H CuCl Ei CuClL,EZ A = vk, FAE dae

Ak, WA 5] Rbgg 9%k tiohd =2 shehA 1-A9] setE

02010/0091832] #|o]A] 820l A W3 4=
Sk SN EUEZNAM WA 7= AL Tl FALSH

= oFMUER g drtat,

A2k W02012/091156¢] #o]#] 22364 wAE 4=

ok
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[0125]

[0126]

[0127]

[0128]

[0129]
[0130]

[0131]

[0132]
[0133]

[0134]

[0135]

[0136]

[0137]

SS50l 10-2586843

e 5
0 1|{4 0 |4
1 1
R O R O
\IT | g7 YeY \Til |
NN CuCl EE CuCly N
Cl Cl
£ '
NH, Cl
I-A I-B
e [-A9] SRS AxE v 6] AR sl go] USAM AF AFA S 5314 59 HHE
o Ao 93] @A-dE 4 v, w2 50X, AF IFAIZ (1.0-1.5 & IH)E, A RA = 250 &F
A goRA, Usa F B 59 Sol Hrkd = du, AHE EFELS s 10T WA gl
e % o}

[
p. 19157 7] €}y, =gk F3 [J. Het. Chem. 1996, vol. 33, p. 1579]S F=x3lt},

e 6
o
R cl . RL O
1? | NaOR N | R4
—_— |
N N
N Na asw N N

NH, NH,»
5 I-A

oA 884 1, 1A, B
of gttt st 19 SFgEe

oo
(ep}
o
ot
%
i
o
2L
BN
-3
=
:Ol=
N
2
)
oty
%
i
S
ol
i)
rlo
2L
P
oX,
o)
i)
o
B
(i
o
2L

0
1 3
R R
N
N cl
R2
I
(21714

R'o] €1 T= (R'o)1L;

R'7} C=C, 271, SO,CFs HE S0,(4-Me-Ph) )
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[0138] slsta) 1119 83HEa}
B
Mg
Rg® '
R6
111
[0139]
[0140] (3714
[0141] R7FH, F, Cl =X CHol1;
[0142] R'o] 0 == Cl19))
[0143] AgHe 22 shell WEAIA S Vel seteS AleE F e AUt FEE et

v
[0144]
[0145] (o714
[0146] R'o] C-C, &7 Hi= C-C; A 22 o]
[0147] R7F Clo)at;
[0148] R7}H, F, Cl X CHo]i;
[0149] R'o] H == C19).
[0150] 3}s}2
1
R
N
I
N.
%
[0151]
[0152] (1714
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[0153]

[0154]

[0155]

[0156]

[0157]

[0158]
[0159]

[0160]

[0161]

[0162]

[0163]

[0164]

[0165]

[0166]
[0167]

[0168]

S==35 10-2586843
R'o] C-C, 97 Bl CCp Al 2R o],

R27} Clolaz;

R7} H, F, Cl T CHyolaL;

SAA Bk VI setes AR ¢ vk

s A S AE shska 1, 1V, VR VIS SEEoA; Rel Wdolth. A AE st 1V, V R Viel 3
ol A; R7}F Holth, wharasbll aheba 1V, V ¢ VIe] SaBoAl; R7b Clolth. whak=she shaha IV,

V2 vie gd=oA; Roo] Holth. 2484 Ve sEEe Az BHS 2tE Aoz J0 2015/168010.0 2 H-E
TAH

F7F AT glolx, Y TlEwole] A9 JisAE AU 7IAE AFESiY 2 OIAIUES SRS =
olgd 4 dutta AAXNY. Y] HAEE HAAdE B HAHEY dAajeltt. 7] AAldeqe dAE A
A &g WA bzt dAldl g AR5 oAlsta, Zhzke] Al uigk &3 %é‘% HEEA] T2 A A o
TE Al darh Z1AE B Al AAjel 2s Zﬂi?_ Aol ofd F Qdth. HIEE AZvtEIHT &
v E3HEd dig A e g2 vehd 495 AQstae 5% 7lTold. ﬂiu}ElﬂM |l £ st
Bow o HAES g e = e B 2otk H MR AFEHE 2 vEuA 2= 8 ol 3 E
Egivgd@d oz R e e ppm U= HuHA; "s"E GdHS oujata, "br s"v HS ddAS
ojwm] gtk

A AAld 1

6-obv] =-5-F 2 24 B A -2-v P-3(2)-T el kA o] A%

Hehe F 2F AEA=) g4 (4.4 M &9 4.8 0L, 21.0 mmol) S 6-0}v]=-4,5-t] & 2 -2-u| & -3(2H)-7] 2]
ThA = (3.70 g, 19.1 mmol) B Y154k (95 nL, 7)o @Etele] WEyza WzpshaA Hrbsigict. AR @
Eols 9 2LolA 3AIZF b uwgketar, ojojA xsh 4 dsietey & (150 mL)ell R, AR &3
B ded F2g0= (150 nb)2 FE38. 4 55 Wdd F2gol== 23] ¢ FE3tn, T /7]



[0169]
[0170]

[0171]

[0172]
[0173]

[0174]

[0175]
[0176]

[0177]

[0178]

[0179]

[0180]
[0181]

SS50l 10-2586843

= T St adlE dolA A=A 7Ia, oA AL, FEFAIA BA SEHE 3.45 g& S Bt EA
Z=39t. HONMR (500 MHz) & 4.34 (br s, 2H), 4.29 (s, 3H), 3.60 (s, 3H).

5,6-0E 224~ EA-2-v & -320)-F 2| thA]=2] A=

6-otr]e-5-S 2 2-4-w|FA 2-wE-3CH) - Y v = (5 3 AAd 1ol 53 AdE, 529 mg, 2.8

mmol), <A&+2] (II) (618 mg, 4.6 mmol) @ oFHNEYUEZ (8 nL, F)9 &N tert-Fd€ YED|E
(0.48 mL, 90wt%, 3.6 mmol)E W= WZstdA H7bsidlth. AdE EFES F9 2=olA 143 St
AREsEaL, o]o] A A olAEO|EQ} x5l A PSR E &8 Alold HjEkltt %7] % X3 —’Fé 4
stk §HoR MHsla, T4 A UlE oA AXRATAL, AFHAITIIL, FFAA ZA FFE 0.5 g

S A MaAzA FSack. HNR (500 Mz) § 4.33 (s, 3H), 3.74 (s, 3H).

2-W€-4 5 6-EgZ22-3(20)-7 A =9 A%

4,5-t]F22-1,2-t3]| =2-1-vE-3,6-F ] (10 g, 51 mmol), ZA]H3}2l (8.4 g, 55 mmol) % N,N-
gz o= (0.37 g, 5.1 mmol) o] EFES e w-37|olA UEA7]aL, 120CE 7FEelsitt. HHEeES
617 <t —"*O}Oﬂq S Eob, ¥kS F# S 150 psig (1034 kPa)WhHE S7HAI AT, ¥HSES Aoz

.

AT, B (100 nL)S AAE &3] Hrista, 1A17F BoF wwketa, o3Al7)an, B (20 mL)E A8
a, s 3}01] AxzARG. kg A St (30 nl)& 5CellA H7bstar, o3al7)ar, AxAA &4 8%
1

5,6-UF 2 2-4-v| EA-2-H & -3(20)-F] 2|t} x| =2] A=

1CoNA HEZS=ZFS (96 mL) T 2-vlE-4,5,6-E8ZZ2Z-3CH) - thA]= (F T4 AAld 3904 5
3 AAE 12 g, 56 mmol)e] £do AF WEAZ (WEHE F 25%, 12.7 g, 59 mmol)E 30 o AA HAHTF
A1t AdE ERES ARo= 30 #o ZA sH2sglt. & (100 mb) S H7reic. 771 5
g, sFAIA wWolX A 1A 21 g& F53IAUY. TAE WEE&/E (60 nL/60 mL)ZHE ANAGIAIA
A 3FE 8.25 g& wWlo|X| A IAZA 5315 HNMR (500 MHz) & 4.33 (s, 3H), 3.74 (s, 3H).

b A

Az oA =e] Az F&3 34 FAS EA de 1 10 A F.
*1
(0]
1 3
R R
N
N Cl
R2
Rl R2 R3
CH; NH, OCH;
CH3 Cl OCH3
CH3 Cl Cl
Eo 918 BE 535 ¥ FHE I HAEo] Fx2 g4 xgH
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