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A7rsko] 20~25TCol A 18A17F &<k ayt 1 SEgE AAS 20LE Hrlsl wwE & £
g 9 A =<

& AN B §71%00 FEWIIER 8902 Agdtel i 9 JER 21 F £33 AARAT. F7]
RPEPAGEFOR A2 T APeRse] 47 EANGE 4.5k AR 90.9%)

1H—NMR(CDC13, ppm) : 3.09(3H, s), 3.93~3.99(m, 4H), 4.03~4.05(d, 1H, J=11.75Hz), 4.24(d, 2H, J=8.6Hz),
4.29(d, 1H, J=10.3Hz), 4.48(d, 1H, J=10.6Hz), 5.15(s, 2H), 7.35~7.36(m, 5H)

AN P> s-olumug-3-rRaTY S A4 EA o] e - S T-1-Fh2 B AN o] e (S
15)¢] A=

3-otr e e -3-w e X S A | e —4-w| Z A o] ] e -9 F 2| I -1-7F 2 B A wl o ~H = 4. 5kgell ol & obA] ] o]
E 11.3L9} F5oleke 11.3L3 7}ete] A7) F8boll A 0~ 5cz Wztate]l glEERetol= 50g¥ AT R E}]
=go]l= 0.98kgS H7Fsta, 0~5TColA 30% H<¢F wwkdk = 20~25Col A 18A17F B¢t wwketgich. vh¢E8ts
S 0~10CE Wztete] olEolAHlolE 18Le AAF 18LE H7E T 20% A
é@-é@t} e & {71528 AATE AMEst F7tE FE3 v 755 @6t fE R 2w
22 5L } St TRV ERETEAS AFESto] pH 7.302 2 3 F FEste FF3IEFSR A%
g v AgEEFele] V] ZASEE 3.74kes BATH(FE: 82.3%).

el
O{N ret

(<0
o>“

<AAd 4> g-H|EA o] =-2,6-YOR-2T] 2 [3.4] S E-6-F2 B AL A2 E XA (31514 16)9] A

£

30} ] 13- 8 52 4] ] -4 5 4] ] 1] -] B W17k 2 4

rf

wAdo| ~H 2 2 .7kgoll FFoleE
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[0099]

[0100]

[0101]

[0102]

[0103]

[0104]

[0105]

[0106]

[0107]

[0108]

[0109]

S=<S35 102213991

5.4LEF H7bste] 75~78°Cell A 4A1E B 7k & %474%& =R=3 z}%%%—aam ZAto] 01]‘510}A1]E1]O]E 13.5L9}
AAGF 13.5L2 Hrbetel = Rk, £20h

F 3ol d2aadd 13508 Akl & .ga T 8r)=s
FALE A, o] A= oEhEe] =o & N 2
sl A7pehalth. 20~25°Coll A 2A13F &QF wRb - of3}, Al F (Fpellehe 3L) B xsto] 7] #Als)
2.69kg(F&: 84.3%)& AU},

1H—NMR(DMSO—d6, ppm) : 3.85~3.91(m, 5H), 4.00~4.04(m, 4H), 4.08~4.11(m, 2H), 5.04(s, 2H), 7.27~7.31(m,
1H), 7.34(d, 4H, J=5.0Hz), 7.46~7.49(m, 2H), 8.13~8.16(m, 2H)

AN 5> 8-dEA 0] -2,6-Hol AT 2[3.4]4%-2-h2BAN -2 oamz &49(3EA] 6,
TBDCS) 9] A=

Aol H oI E  2.44L0] 8-wlE Ao W] -2 6-TlopA-2T] £ [3.4] & E-6- FFEEAL wldo|aHE  ZEbg
0.61kg¥} AAF 2.44L2 Y1 0~-5CTE WZFsldrE. 0~-10ColA FAEIESF 0.11kgd} Di-t-FEr7lryo|E
0.29kge #H7lsle] 20~25TColl A 2417 <t WSt 58 AAT F 715 AAT 2.4L8 H7ks o
anksle] F3E AAGYUT. §715E FEINUEFS AMgste Axg T AgEFsted A AR I
ZEAF Aol WlERE 3.05L, 10% ZelE/DAEr 24 .4g HAUbele] FaTkA rESke A 20~30C o] LA 4X]7F
ot Wtel F o g 7HehEEsle] Al BE AUTE. wbEFo] wEE 996ml 9} s4lAF 158.16g2 Wil nwba)
A o] AZ RIS 1.49L0] A} BE el fAS Hulste]l 20~25TolA 2417 S wwkek 3 0~5Co) A 2A 7k
WHEe TR ol 3} A A F (o] AT E S 0.43L), 7Axdte] A7) FASGE 462g(5E: 92.4%)S AUt

rE OPH

1HNMR(D20,ppm)11.34(3,9H),2.42(3,4H),3.74(3,2H),3.86(3,3H),4.03(m,2H),4.06(s,4H)

<A e 6> 3-Alohi-3-3| =2 A P-4-v| SA o] v -3 Bl A-1-FH2 B AN -RY ] 2E|2 (8 18)9 AZ

PlEhE 21810 3-Aoh-d-S AT FH U 1Th2 R A R E o 2 2 4.36kg, AbEIF AN 2.03kgF 2]
9 1.64kgS 7F8F F 20~30TColA 5AIZF F¢ wREsIGITh, W l

3.15kg¥ AAIF 8.72L 2 35% EESUHE = 2.67kgS 7FF B 20~30
NG A EHT F AAS 30.5LE 718k 20~30TCellA 1A Bk kel o
o] A7) AT E 4.9%gS AATH(FE: 89.3%).

1H—NMR(DMSO—dg,ppm)I 1.38(s, 9H), 3.59(d, 2H, J=4.87Hz), 3.64~3.72(m, 1H) 3.81~3.87(m, 1H), 3.85(s,
3H), 3.98~4.09(m, 2H), 5.93(t, 1H, J=5.88Hz)

<HAld 7> 3-Aole-3-HEMd I Y SAHE-4-H EA o n =-H EFHU-1- FE2EAL (-BEHAHE(FE 1

9)¢ A=

g2l 21.6L9  3-Alolwe-3-3|EEZAHEA-HEA o)u - EEd 1728225 t-FExHE

4.31kg, Edolgolql 3.12LS Y 0CE 323t Webkd ydF2gte|= 1.36L& AA13] 7Fe & 20~25T
7 g 6L Y3 ZERHIEFSSAoR pi 9.0~9.562 FA3d

% oy 2 gebEEste] AV ZAEEE 5.56kgs AU

<AAld 8> 3-otr| =g -3-HaH XIS -4 FA o] v e-T E2]d-1- FIEEHLL (-HE A= (354
2009 A=

oelolAElo]E 13.9L¢} o Ek2 13.9L¢] 3-Alo}i-3-wEPA T U LA WE-4-wEAojn| -7 S d-1-7t2 =22
A t-HEo| ~EH 2 5.56kgS H7IEE & H 47ROl 5~10CE ¥t glEFRol= 70g7 AUREE &
ol=glo]l= 1.21kgs 7F8F UhE 25~30ColA 17A1%F FoF wulkslin), wh-g-Egtolof o eolAEo]E 22.24L9}
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[0110]

[0111]

[0112]

[0113]
[0114]

[0115]

[0116]

[0117]
[0118]

[0119]

[0120]

[0121]

[0122]

[0123]

SE546 10-2213991

A 22.21L% YA 208 GUOE pil 3.5-4.52 24T F awstel 3 Relddnt. f7150 ol =4
SgEe Fhw AASE Agetel FEad. ol $3L FTAIEFFEIOR pif 7.047.5% £deka
UFEadE 22008 FEG B FEPVUEFOR AX® T ol % AshsEsel 3 mARGE

4.67kgS DATH(FE: 83.1%).

<AA 9> 8-F|EAO| | -2,6-TpA-2I 2 [3. 4] §V-6-FIE2EHAL t-HE JJ2HE dSHEND (35
21)¢] A=

3-ohu| v el -3~ eHE L d S A E —4- v &

9.3LZ 7}ate] 75~78TColA 4A1ZF H<F wyk sFgiTh. Wk
2 0~5TColA 2A17F Fot wukek g MY uAES

(& 84.3%).

o] ~H|2 4.65kgol] olErS
-4k 18.6LE 7}t
7] EASHEE 3.92kgs AU

1H—NMR(DMSO—d@,ppm)I 1.37(s, 9H), 2.37(s, 3H), 3.78(s, 2H), 3.86(s, 3H), 3.91 (s, 2H), 4.00(d, 2H,

J=11.17Hz), 4.08(d, 2H, J=11.46Hz), 8.89(bs, 1H)

<AAld) 10> 8-mEA o] =-2-(2,2,2-EH] T F 0 2 -0} 4 & )-2,6-T] o} -
£ E [34]EH-6-Ft2 B4 t-HEIAAH 2 (33 22)9] Ax

Ha22re 8.8l 8-mEA o]V -2, 6-t]opAl-2] Z[3.4] S 8-6- 7h25H4L (-l 2H 2 vghdEqt
1.76kg™ Egodolrl 1.54L8 Y3 0CE Y43t & EEFOZINELT-FE 0.84L5 AA3] 7Hst B}°
15~20C oA 2A13F & wnkslln), ket A4 8.8LE ¥ fFr|5S 28 & -fz A4 8.8LE 3
H oo AFg o s SEgltt. Ak ClekES Wil wwElHA AATE 14 OSLE Y 10~15ColA 2/\1
7k Fet makst J¥ AAE o3 g Adxste] 7] FASFE 1.66kes FATH(FE 94.5%).

guin ol

ljlr

rot

o
[e

1H-—NMR(DMSO-—d«;,me)11.37(5,9H),3.76(3,2H),3.83(3,3H),3.96(3,2H),4.10(d,1H,J=10.31Hz),4.16(d,1H,J=10.3
1Hz), 4.41(d, 1H, J=9.45Hz), 4.52(d, 1H, J=9.74Hz)

<AA A 11> 2-(2,2,2-EFYEZE 2 2-olNE)-2,6-T|o}A-20| 2 [3.4] & E-8-

< - WE-&4] debdE4A (3184 4, TDNOS)S A=

oeolAlH o] E 5.3Lo 8-m|EAo|H]x=-2-(2,2,2-EE|EF Q2 -olAE)- 2 6-Uo}x}-2~H 2 [3.4]S5E-6-7}2
A t-HYo AHE 1. 06kga 7Vale] wdksbHA webd Z4F 0.22L2 A A5 713 & 40~45TolA 8AIZF
ke Th, HESESE-S 20~25C 2 WZbsle] 0.5A17F wakek g8 AAdE nAE oy, AlE 2 @23}
7] FASEE 979¢S & Jﬂr( £ 93.4%).

ESA

oz

1H’NMR(DMSO’dg,ppm)12.38(S,SH),3.75(5,2H),3.87(5,3H),3.95(5,2H),4.06(d,1H,J=10.6OHz),4.23(d,1H,J=10.6

OHz),4.37(d,1H,J=10.02Hz),4.58(d, 1H,J=9.74Hz),9.28(bs, 1H)

<A 12> 7-(2-t-EEAFIER Y-8-HEA o] H] -2, 6-To}RA-2H 2 [3 4] LE-6-U)-1-XNE2X2PY-6-ZTF
LE-4-245-1 4-t3 =21 8T e D-3-F=2 B A (3] 7)9] A=

WS- %ol AA7|F3lA olMNEVER- 134.0kg, 7-FERE-1-AFEZEFH 6-ZFLE-4-24-1 4-TF =2

[1,8] e g d-3-7t2 544 13.2kg, ET] ol€olTl 11.8kg¥ 8-W|EA| 0|1 -2, 6-T] o} -~ 2 [3 4] S -2~
FI2EHAL} t-FEHAHE FAAEA 19.2kg% A7 el YELEE 55~60C7HA] 7193k & 547 S9F wuks)

: SES UHEE 20~25C2 WYZste] Faelehd 105.1kgs 7kl 20~25TolAM 147t
WREEE - A E SAE vk, AlAH R Axste] A7) RASRE 22.2kgE AATH(TE: 94.8%).

1H-—NMR(CDC13,DDm)11.07(m,2H),1.29(m,2H),1.46(3,9H),3.65(m,1H),3.98(m,4H),3.99(3,1H),4.27(m,4H),4.58(S,

_19_



[0124]

[0125]

[0126]

[0127]

[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

S=<S35 102213991

2H),8.05(d, 1H,J=9.6Hz),8.68(s, 1H)

AN 13> 1-AZ2I2P-6-E29 2 -7-(8-t|FAo]u| -2 6-T op}-2 2 [3,4]$E-6-9)-4-2-1,4-T]
SE2[1,8]UZHU-3-7t=2 44 it (334 23)9] A=

zo| TFRRue 102.3kg? 7-(2-t-F-EA T2 R I-8-EA o] 1] -2 6-T)o}R}-21T] 2 [3,4] S E6-9)-
SRIRIA6-EFLEA-54-1,4- =2 [1,8]UZE g d-3-7t=2 542 22.2kgs H7bstal whgEo E
2EF LREOMHEAL 68.1kgs 0-20TollA WA A 7hgE vh5 0-5TellA 5A1%F &/t wnkgh § -30~-20T=
ZFSF A& A). Wkl el ehs 140. 5kg% HA7hska -10~0C 2 W7he b ot EZ R et = 27.8kg S
A7rske] ~15~-10Tell A wnkstivk (89 B). &4 Aol &< BE -30--15CE fAshiAM A3 A71eh v
-25~-15Coll A ol "elAEH o] E 98.9kgS @ﬂo}‘zﬁﬂ. —15~-5Col A 2A13F &t ankate] A" A& o3
F dojxl FAE e FaelehE 122.9kg¥ S H7ERE e 20-25TellA 3AIRE S¢F mikskgivh. ke
=& o, AlH R Axste] 37] BAISEHE 18.06kgs AATH(E: 93.2%).

-
2:

1H—NMR(DMSO, ppm) : 1.1~1.11(m, 2H), 1.28~1.29(m, 2H), 3.71(dd, 1H, J=8.88, 17.60Hz), 4.09(s, 3H),
4.12~4.20(m, 4H), 4.45(s, 2H), 4.55(s, 2H), 8.05(d, 1H, J=9.48Hz), 8.58(s, 1H)

AN 14> 1-NZEZSY-6-ZF9 2 -7-(8-w|EA|o]n] -2 6-Tlopxt-23] 2 [3,4] SE-6-9)-4-Sd-1,4-1]
S|l =2 [1,8]vEE 2 d-3-7t2 BAHAH(E 5 2)9] Ax

wg o] AAG 51.5kg, FOIEE 68.3kg P 1A FRILH 6 FEQ R 7-(8-WFA 0] W] 12 6-T] o} -2
(3,412 E-6-9)-4-%2-1,4-1] B =2[1,8] U} e 2|9 -3-7p2 2~

i A5F daked 17.0kg S F7F8kaL 20~25C ]
A 30% Bk wakeh ¥ 5% FASGEFSENS AR pll 6.5-8.08% FASY. WhewS 241 Bt
WHEEE ohE ol vk 47 8kgs RSkl 20~25T A 3A13F Eob mnkegi. H aAE oHe oE A

—

= 2t 873
A4 85.3kgd FolehE 13.7kgo® M § I Axste] HAHSFHEQ]D AR EFAM] 15.04kgS AT

J&

1H—NMR(DMSO, ppm) : 1.06(m, 2H), 1.2(m, 2H), 3.67(m, 1H), 2.72(m 2H), 3.80(s, 3H), 3.99(m, 2H), 3.9(s,
20), 4.50(bs, 2H), 7.94(dd, 1H, J=10.0Hz), 8.50(s, 1H)

<A 15> INERZ2E-6-FF 0 2-7-[8-F S o|F]|x-2-(2,2,2-EFF O 2-o}4€)-2,6-T]o}A-2V2
[3.4]1$E-6-U]-4-%2-1,4-13 =2-[1,8|HZE D-3-7t2 54N (5}314] 5)9 A=

g EEoln= 900nLe] 7-ERE-1-A|FREIRL-6-ZFLEA4-S4- 1,4-13 =2 [1,8]YZEgH-3-7}2
AALE 1000 2-(2,2,2-Ef|EF 02~ ofA€Y)-2,6-TolA-~T 2 [3.4]SEH-8-2 0-HESA dwadELL
129.02g2 FYstar 5~10CA Egoldolql 106.0mLS AA3] 718 & 55~60TCollA 2417 B¢t wrkslgth
We B2 S 20~25CE Wztele] deg 400mLE H71st 3 20~25TColA 1A17F B¢ wwkael e
9@ oAzste] A7) FASEE 171.2gS AJTHEE: 97.3%).

02 g

=]

- -
X

9
=

)

'H-NMR (DMSO-d6, ppm) : 1.06~1.09(m,1H), 1.12~1.15(m, 2H), 1.18~1.24(2H, m), 3.68~3.73(m, 1H), 3.90(s,
3H), 4.21(d, 1H, J=10.60Hz), 4.31(d, 1H, J=10.60Hz) 4.35(m, 1H), 4.51(d, 1H, J=9.74Hz), 4.58(s, 2H),
4.66(d, 1H, J=9.45Hz), 8.05 (d, 1H, J=12.60Hz), 8.58(s,1H)

<AAd 16> 1-AIEEZ 2D 6-FFQ2-7-(8-HFA o] =-2,6-HotA-2T =2 [3.4]§E-6-9)-4-F2-1,4-H
d=2-[1,8]UZEHd-3-st2 B (354 2)9] Az

FolehS 105mLet AAl 105mLe] 3o 1-AEEERI-6- FTFOE
3T =2

7-[8-H EA o] 1] =-2-(2,2,2-EF]

ZF Q0 2-opAE)-2,6-tolA-AM 2 [3.4] S E-6-Y]-4-&4-1,4-U3| =2 -[1,8] =¥ H-3-7l2 52}
21.0g7 F-FERLE 11.67gS H7bek & 40~45 COHH A7 FoF wukEith, v ESE S 20~25CE WYzhe)
o] 20% BAHS ARSI pH 7.0~8.022 ZAE3 F 1AZF FoF wikd oS HEE aAE o, AF 2 Az
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[0135]

[0136]

[0137]

[0138]

[0139]

SEE36 10-2213991
3to] A 3IeHECl AR ZFAA 16.34gS UGS 96.4%).

lH—NMR(DMSO, ppm) : 1.06(m, 2H), 1.2(m, 2H), 3.67(m, 1H), 2.72(m 2H), 3.80(s, 3H), 3.99(m, 2H), 3.9(s,
2H), 4.50(bs, 2H), 7.94(dd, 1H, J=10.0Hz), 8.50(s, 1H)

<AAA 17> 1-ASELED-6-FF 2 2-7-[(82)-8- (W FA| 0] ¥| == 2,6-T{ o A-2I 2 [3,4] SE-6-U) | -4-S -
1,4-g3=2-[1,8]UZEd-3-7t2 B A4 D-o}x F2EAQ (33 1D A=

ol ehe 406m1$F AAG 595mlel] 1-AEFRIEZA-6-ZFQ Z-7-(8-w|EA] o] 1] -2 6-T]o}A-23] 2 [3 4] E
-4 a-1 -3 B2 -[1, 8] EleH-3-7F2 5 404) 85gh D-ofAvtEEL} 32.4g8 Y1 MAE] 7t
o] 55~60CelA] 30 Bt wrkalgict. whg E3&Ed &g 3.8gS YWil 55~60TCelA] 30% &< wnk & =

& el A o Fste] 20~30CE WSt AEE WS EFEC FolehE 406mlE Eal 5-25TeA 1~24]
gk ool AH Rl ehE ) §F thy xSt BASGHES AR EFAR D-ofABEEANY 101.1gS ¢

ATH(KF=4.9%) .

ol

)

== (m.p.): 209.1C(DSC)

1H-—NMR(DMSO-—dﬁ,DDm)10.95(m,2H),1.23(m,2H),2.60(dd,1H,J=8.8HZ,J=17.7HZ),2.73(dd,1H,J=3.9Hz,17.7Hz),3.5

3(m,1H),3.81(dd, 1H,J=3.7Hz,8.91z),3.97(s,3H) ,4.29(bs,2H) ,4.32~4.39(m,4H) ,4.45(bs, 2H) ,7.50(d, 1H, J=12.4H
2),8.44(s,1H)
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