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theol] AAGE So] B wwS U9 AAekA AdaiAuk, Boage oA dgEE AL olyt),

AN 1

2-3| =8 A4 5-TH EA M A (22) 9 A

(1) o}= 715 3}, oA EAL olE 10g o 2,4,5-EgWEAMZA (1a) 2.0g, NaBr 1.45g & &#EA|A, 25T
o4 BF; - B0 4.0g & H8HAZ F, 40T oA 3 Ak skdate] mwbsoley.  WRglg wAskel, 10T o
A E lnl & HaA71aL, 2 ool 25%(w/w) atkE YEE FE 7.5 & zqomaaq zjlm =
10mL —3— 7 Paﬁ wHkek & B8 FU]E8S A7 AASSI. 2 AHE F£Z, 35% A4 3.94g & F
statel, 10 ®xk mursidvk.  ME A4S o3 AFskL, FASAT. 60T oA 3t AEAA, 2-3]
EEAI-4,5- E1uﬂ Al Wz (22) 1.7g & 8 91% 2 AUt}

lH—NMR(DMSO—dG, §):3. 71(s, 3H), 3. 81(s, 3H), 6. 56(s, 1H), 7.
17(s, 1H), 11. 15—11. 30(bs, 1H), 13. 45—13. 70(bs, 1H)

(2) ol=F 715 s}, 3FE (la) 10g & oA EAF olE 30mL © 3

=)
iul

tAA W 3k 10-15TC oAl TiCly 6.2mL

£ A3ttt WS HS 7t BFAA, 5 AZE wkekgitt. ukS-ol S WZhA 7]an, 24°C oA 35% @

b 4.9g & AN F, = 30mL S FH74ske] 55T oA 1 Az 7k mubslgict. e 2AAHE o AF

i FAlske], 12.45g o 3= (2a) o £3 AAS AU Bzl Fe Ao wkg (6.23g) & F

15nL o AEAA, 18T oA 25% (w/w) i3 UYEF 8N4 3.52¢ & Astst F, 60C oA 1 A7k 7}E n

Rl HEg-Ho] oM EAL ol 20mL & FH7bste] w9 22 AAstal, & AFHS 5ol 358 DAt

2.19g = A slaoirt. ME ARS A ARk, A 60C oA Y AxAA, 3FHFE (2a)
o

4.13g & & 88% = AU},

(3) ol=2 71F 3}, gwEexEolu|= (DMF) 11mL ©f 3}gHE (la) 2.12g, AICls - 6H,0 4.82g, NaBr 2.06g &
HAEAIA, 100C oA 5 AIZF 7FE ksl WS Wegste], 35% 94t 10.4g & A3Fsta, o]ojA
E 1L & 71k 70C oA 1 AIRF 71 wukskd), X% AAS oAt FHslol, FAEA.
60C oA TG AZRAA, 3E (2a) 1.45g & & 730 = LA}

(4) ol2& 7]1% sF, EF4 20g o AlCl; 6.28¢ & HEAA, 26T oA DNF 20g & A 3&tst =, &3E (la)
10.0g & #7F8led, 85C oA 1.5 AIF 7} wuksit), WSS WrkA|Zl 3 35% A4k 5.809g & A3}
3laL, ool & 17.0g & H7Iske], 75T oA 1 Azt 714 mukslsich. e AAS A AFHshaL, A
33Tt 60C oA 7t AxAA, 3EE (22) 9.0 & F& 96% & AAUT}.

Hlae 1

(1) o}=22 7|57 3&F, oFAIEAF " Inl o 3% (la) 200mg, BF; - Ety0 387u0 S H7F3F 3 25T oA 5 A

7 mwkstgich, ey, o) &M E e AaAsA etk E, §ulEA oMEUED, 50T, 5
AlZEe] 1o R sl M3 wkge kA erghkl. whebA, BFs - Et:0 & o83 Ao, NaBr 5
Aleko] Fasiths Ao] Y E ATk

(2) ot= 715% dF, 3% (la) 500mg & Bl 5.0g o] AEAIA, 22T oA TiCl, 1.27g & Attt
SRS 70 ~ 75°C oA 1 AIZF 7bd wwbalgiv.

o] W, 2-91x9 wlEA7] o9l wEAZIE gugsiEo] Wy, MErom EXHSE A& &
AATH.

(3) ot2 1%/ 3, 2,4, 5-EWSAMIZRA 500mg & EF<1 10mL o #EAIA, AL gk s AlCL,
1.26g & #7kshoid. WS AE 90 ~ 98T oA 2 AIRE 74 kgl

o WolE, 2-917¢] WEAY] olsle] WEAVE wgsse] wel, Auxoz

s
i)
tlo
ne
tlo

71 (2) 2@ A, 2-91H8 wIEAY A9 dedstels, BF - Et.0, TiCly EE AICL; 3
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zvl2Al, AEA Ei= ofv|=A] &ufe] wigte] Fosith= Aol WP H U
AN 2
2-8| =5 A4, 5-HH| S A M 24 (3a) o 94

(1) A4 10g o 3}gHE (2a) 1.0g, #&= 522mg & AEA|A, SOCl, 460u & A3}sta, 3 A7 719 &H3
%, SOCl, 184t & #H7VstaL, F7F= 1 AZF 74 #7350 i3 &uilE S/ AASI, At HEE
< HA7yete] wreRqitt. ME: AARE AF AR, 2-s|=EF A4, 5-H | SA MY (3a) 880mg =
FE& 64% 2 AAT).

1H—NMR(DMSO—dG, §):3.77(s, 3H), 3. 86(s, 3H), 6. 66(s, 1H), 7.

29—7. 35(m, 3H), 7. 40(s, 1H), 7. 46—7. 50 (m, 2H), 10. 29(s, 1H)

(2) o2 717 3, &5l 1.5g ol P(OPh); 2.35g, 3t3= (2a) 1.5g, H 80, 40.3p & EFstaL, vH3dE
7td BRFAIA, 2.5 A7 wyekgitt. WS whstal, wEbE: 5g & H7Fske] 30 wxF nlwhalal, o]o
Al & 2.5g & 78t 30 &3F wwbskgich ME A4S A AFstL, TS A=A A, 2-3=FA]-4,5-

mlo ﬂ‘

e EA A (3a) 2.0g
ANl 3

2- [(2-8 2% A)-4,5-T 9| BA M 28 obv] ] -1,3-Elo}B-4-7h2 2| e o 22 (50) o G

(1) o2& 717 3, EFd 25g o 2-3| =2 A4 5-T]w|EAMIZAHY (3a) 5.0g, 2-0}v]x-1,3-Eo}&-4-7}
25209 d (4a) 3 75g (Ph0);B 5.49g & HEA]A, 100TC oA 3 Al7F 719 wwkslgict. 70C oA HE
2 25g & ABAZL Foll, 1 A7 7HE #FSIAY HJ%M C ol&tell A 1 AlZF mwka 5 X AR
< o7 AFHsA T 60C oA 7t AEAA, ®7] SHE (5a) & 1 WEHSER 319 6.49g & F&
96% = I} 7] 3E (5a) o 1 HWEr2IE 9 HPLC o 3 £EE 99.78% o, =g
S o=

1H—NMR(DMSO——d6, §):3.19(s, 3H), 3. 79(s, 3H), 3. 83(s, 3H), 3.

84(s, 3H), 4. 05~4. 15(bs, 1H), 6. 61 (s, 1H), 7. 83(s, 1H), 8. 13(s, 1

H), 11. 77(s, 1H), 12. 40(s, 1H)

F7F2 100T oA T Ax=AA, 27 3dFE (ba) & AAT.

IH—NMR(DMSO—dG, §):3.79(s, 3H), 3. 83(s, 3H), 3. 84 (s, 3H), 6.

61(s, 1H), 7. 63(s, 1H), 8. 13(s, 1H), 11. 77(s, 1H), 12. 40(s, 1H)

(2) o2& 7157 3}, 2-3 == A4, 5-Ud|SA I RA Y (3a) 500mg, 2-o}v]i=-1,3-E|o}E-4-7}2 522 E
(4a) 433mg & HEZZ 500mg o AEAIA, 175T oA 3 A7k adtslic), WA 3 Wer2s Hrls
o] 1 AlZF mwkariTt. ME A4S 97 AFsIL, 60T oA 7t AFRAA, 7] FFE (5a) 9 1 wE
23E 620mg = & 920 = IUH.

A A o 4
2- [(2-8| =524, 5-HuSA ML) ot = | -1,3-F|o}E-4-7t=2 540w o~ 2 (5a) o &4

(1) o= 717 3f, Add 2.5g o 2-3|=FA]-4,5-tuEA AL (3a) 500mg, 2-°0F7]-1,3-E]o}&—4-

Ft2 R A2 E (4a) 288mg, (Me0):B 2040 & HEAA, 3 AZr 71E 73T (140TC). Hhk-g-ol-o- iy
sle], Wgke 5¢ & HIAI Foll, 1 AR 71 SFEei Weske], 1 AIZF kel & A& AAS o
I+ A H AT 80°C oAl 1 A7k et AXAA, 7] 3FE (5a) 9 1 WELsE 505mg & 58 80%

2 dA.
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[0092]

[0093]

[0094]

[0095]

[0096]

[0097]

[0098]

[0099]
[0100]

[0101]

[0102]

[0103]

[0104]

[0105]

[0106]
[0107]

[0108]

==0ol 10-1246519

omn

(2) (Me0)sB THAGl (PhO)sB & o] &3t &viz=A LA (140C) H+ HEZA (175T) & ol&3sd, (1)
23l WSS A3 A}, 7H7} 4885%, 67% = E7] BIE (5a) 9 1 WErS s Eo] dojAT).

(1) % (2) oA (PhO)sB ¢ =] aF, 80 ~ 120T oA w&& AAst= Zlo] vz 21s o + sl

Hl 3] 3

olEI JH &, 2-3| =2 A4, 5-T W EA A FALEY (3a) 250mg, 2-°}1|k-1,3-Ejo}E-4-F} 2B A AW E (4a)
144mg & AL & 250mg oﬂ HEA A, 7 A7H 7}03 %Tr (140C) &+tt. HS-o AR A gtT), Yz}
<, vEss #Hrkste] 1 AzE adkekgich. = A4 A7 AF sk, 60T oA 72t AxAA, AAd 4
¢} A3 3}3E (5a) 170mg S 2 55% = CM\:}

Hlxo 3 2 2AAo 3(3) oA, 33% (3a) # 3TE (4a) o 71del 93 W52 150T o]4e] nfgrzg A
S < 5 Uk

AAd 5

23| =2 A4 5T EA M2 M- E 2 | 2H 2 (3a) o B4 of2 /1R &, BTl 5.0g o Egx(-
UERNY)EAT)E 2.2g, 2-3|EF5A -4, 5-T]w A M 24 1.0g 2 1,80, 110 & EFatal, wesds
0

FFAA, 2 AR akEklT Hhg-olS Wedsto], 40T oA HigkE sal S F7bste] 3
ME AAS o3 AFstar, @A Ax2AA, ®27] @ (Ba) & ?% 60% = AU}

IH—NMR(CDCIS, 0):3.91(s, 3H), 3. 96(s, 3H), 6. 55(s, 1H), 7. 37(s
1H), 7. 42(d, 2H, J=9. 0Hz), 8. 35(d, 2H, J=9. 0Hz), 10. 26(s, 1H)

Aol 6

2- [(2-3=FA-4, 5~ SA Mz ) ol in ) -1, 3-F|o}E-4-7t2 540w Y o 2E2 (5a) ] 373

ob= 715 o, AL Il o 2-3 =FA-4, 5t EA Mz -4-UEZ Y o 2H 2 200mg, 2-o}7=-1,3-F]
oFE-4-7FERAAE o ~EE 119ng & FEAIA, 130T oA 12 ARF 7k awbshoint Hhg-ols e
g &, WEe Il & A7Eske] 1 AR 7k gHE-skalt. uhegalel 30°C olatell A AlE AAL o3 A FH )
I, #Y AxAA, 27 3eE (5a) 180mg & £ 80% = AU

Aol 7

N- [2-(He]azzgotm ) '] -2- [(2-8]| =5 A4, 5-t | SA =) opv] 2a ] -1, 3-F| o} E-4-7t 2R A0 =
(3}3HE 7a) ¢ 4

E24 30mL o] ARl 4 oA AL FFE (5a) 10.81lg & HEAA, o2& 7|F &}, 70T oA tlolAzZ=d
C =]

dedcielyl (6) & AsAIZl F, 100T oA 5 ARt 7P AREERI T 21y ﬁ% Wweiste], 75T A
10%(w/w) A3k JEF F& 200l & HA7istel $5 228 A °of & W o whEeoltt

FE5S AAS F, EFAE Y =5 AAsIL, ZAE 80%(v/v) 2-TEFE = 38nl = 345}
35% A4t 9.22g & AHeste, sEE (7a) 031?3% A EZA A ME: AARS A7 AF s, 2-ZERER
AAe 3, 50T oA 7S AZRAA, sEE (7Ta) o P4 14.45¢ & 58 970 = AUt

‘H—NMR(DMso—dG, §):1.32(d, 6H, J=6. 4Hz), 1. 35(d, 6H, J=6.
4Hz), 3. 16—3. 19(m, 2H), 3. 59—3. 67 (m, 4H), 3. 78(s, 3H), 3. 82(s
, 3H), 6. 89(s, 1H), 7. 50(s, 1H), 7. 91(s, 1H), 8. 74(t, 1H,J=5. 9Hz
), 9. 70(s, 1H), 11. 80(s, 1H), 12. 05—12. 15(bs, 1H)

vl 5
#E gz AUL L ARRUL GIFHE A clgoE AN 7 9 5 —Jﬁ}ﬂl A we e A,
AT, ERAL 087 4Gl wgelo] Ta) m: G@Aol AT, Aol HlEDc] A A
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[0109]
[0110]

[0111]

[0112]

_I (
s

e (70) 9 4

20% 2-Z 225 8ul o] SFE (7a) 2.0g
A&t wEste], W 20T
17, 3= (7c) 1.8¢
Adojzl A4 (HCI - 3H0) &, Z HAAMHS o] &3t

10.06% <k 3 F3bEs AlAFSk= Zoltt.

SS90l 10-1246519

AT}, ok
2 AAs

1 9.98% o disll S 9.99 ~
2ol Aol FHFel disiA 1 FHe] ®¥glE
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