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2 U S-YAO|GAAE o83t ¥ HAYHH, o= EYdge HIAE A oj3 E] oA = <t
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AAle 10 ek 1 54k S-fAlelddAE Ax

337mge] S(+)-2-(2-F 2= d)-2-(4,5,6,7-H Ee}sto] =2 -E]E]ol| = [3,2-c] ¥ 2] H-2(4H) -&-5- o]_/q]E/\} | gl
28 Z 2 70mge] Fadt GEF(52%, vulZedel] Eibo] 25ml b FEhaAe] H bE ohe, 2mle ¥
DME7F ZH7FE ). A7) E3Eo] 30% H¢F mwwkE ¥ 300mge] Ate] Ak %ﬁ}ﬁ(sa icylic acid chlor1de)°]
A7 s 3, 2A7 SoF wketE A whgo] A &H St ol EAbER X F 95% 29 Z(crude)itEo]
K}, ]jr 712 ZA|&(chiral preparative) I ZvFE1 T o] 23 103mge] Ysh= AbEo] AAAHTE.
£ 20.6%°]|t}.

o n2

1H—NMR (400 MHz, CDCl3) : & 8.09 (dd, 1H), 7.76-7.80(m, IH), 7.46-7.53(m, ), 7.32-7.53(m, 31,
7.31(d, 1H), 6.66(s, 1H), 5.47(s, 1H), 4.01-4.05(q, 2H), 3.72(s, 3H), 3.32-3.40 (broad, 2H),
2.96(broad, 2H), 2.27(s, 31).

ESI-NS : m/z 500.2 (MH').

AAd 2: 8l [ g3tEe S-9A o] HAE A xdE T

He  S(+H)-2-(2-F22494d)-2-(4,5,6,7-H| Eg}slo]| = 2-E|o| :=[ 3, 2-c] ¥ &) H-2-(4H)-2-5-o} | EAFd o] wE
(RS)-2-(2-Z 229 d)-2-(4,5,6,7-H E& 0| E2-E]o| = [3,2-c]F 2| P -2-(4])-&-5-0} EXIA o 2 A" A
S A9)star, AAld 13 T3 WHS o] g on, &S 21.0%0] .

Ao 3:
# 1
Auiel Ab3} s [ shaHEel ¥obd
s A FEEEE Aol 54 e
e]4 AE

1 FAt(formic acid) °d -

2 LA EAE °d -

3 EE xS -

4 HE] = A %9 —

5 w4 oy -

6 st LX) -

7 L-Rreik o -

8 L-E}2E}24F %9 -

9 L-7rx AEAL A wj o] 31 A

10 D-7rx AEA VA g LA - A (base) o] =384 2 el

A Qo] A=

11 e dEAE LA WAl a1 A

12 Al EAE LA WA o] 1A

13 P-E54l HEAL LA WAl a1 A

14 e s °d -

15 LA o -

16 A °d -

17 oI EAL o -
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[0048]

[0049]

[0050]

[0051]

[0052]

[0053]

[0054]

[0055]
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18 A A wj o] 31

19 B2 35441 3L A w2223 314

20 ofo] @ W 3} 44t LA e R |

21 ik 143 A - AP AN EHNAE HEF
o] A&

22 Ak &9 -

Al 4 Bkeba] 1o S-oldd Ao Hrh el Alx

500mge] &tet4 T shgtzo] 25ml whg Eekidel] H7bE v, Smle] B ol"elHl 27 HUbE AT, 5% 3F
wRk o omE FHlE feld olHE Fo] ditdel wrk Fol g e HriEgden, Hubshs e ob WA A
Aol wad 4 0. Y o3 WA Jdeo] A &AL, plrh oF 531 AlRelA 7] HI7PE SA Y
. 1ARE Eob o wwRkgk 5, wkgo] Fuksar, Av] whg e o3 3l HdxE o] 460mge] WMAe] A7}
Dol &2 85.8%0ltt. TLC: AV AAR(FHAEZH = old opAlHo]E=1:1, Egddoetrl 3 W& &
oJ=’l), RfE 0.4

1H—NMR (400 MHz, DMSO-d6): & 8.11 (d, 1H), 7.32-7.81(m, 7H), 5.40(broad, 1H), 3.96(broad, 2H),
3.71(s, 3H), 3.28 (broad, 2H), 2.94 (broad, 2H), 2.29(s, 3H).

ESI-MS : m/z 500.2 (MH).

500mge] BSHA [ Bg-o] 25ml Wg Tehszel W7k The, smle] F odelH=rt AR, 5% 3
agk F, el #uE Oeg oz Fo nzusiadede] wut Fo @ $ex Arhge, ArE: §
SF A ARE] BFW & AT o o4 WA ATl WAHA 3, phrt oF 431 A A A B}
FAHUG. 1A B O Wik F, wgo] FuEn, A7) g EFES o3 % AxHo] 470nge] w2
g8 2AZE oAtk £&e 8L0%elth TLCAAMN AXBGIESE olelZiold opaslo]E=1:1, Eejo]dlo}
%l g whe wWolmgl) RIE 0.49).

800mge] &}sha 1 slgtEo] 2oml WHE ZEta=e HI7ME th, Smle EF<lo] A HEATE. 5% b wwk 3,
ng FojE olA-TaEHEL Fo -7¥E MAEA(370mge] L-ZE AEAFo] 0.3mle o]iA-TEHLo| LY
Syo] wEr Fo 3 WEX HrlEon, HrE F 0547 o o wwrE . 45K WA ae] whaj wkx) g
S ool wAZE Ao, 7] vy EIELS oy 2 AxRFo] 970mge] =22 AEI aA 7 doFTh
FES 82.9%0]t). TLC: AN AN AB(HEZF dHZ:0E ofAEHo]E=1:1, Eodolyl 3 W3S wojrry]),
RfE 0.49]

1H—NMR (400 MHz, DMSO-d6): & 8.12 (m, 1H), 7.67 (m, 2H), 7.51-7.54(m, 3H), 7.36 (d, 1H), 6.71 (s,
1H), 5.49 (broad, 1H), 4.06(broad, 2H), 3.75(s, 3H), 3.33 (broad, 2H), 2.98 (broad, 2H), 2.89 (d, 1H),
2.52 (m, 1H), 2.39(s, 1H), 2.31 (s, 3H), 2.25 (m, 1H), 1.78-1.94(m, 3H), 1.27-1.29(m, 2H), 1.03(m,
3H), 0.74(m, 3H).

ESI-NS : m/z 500.2 (MH).
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[0057]

o))

1:1,

78.1%0]tk. TLC: A/ A AEN(HEZSF delZ:dE olAe o E

0.4%.
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