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oS A %3 F T ko] A 4Elo] Red-Al(EEAE) (4.3 ml, 0.01 moD)E AslZ2uj7]|2 %7]aL, 30 & Zo 3
Vehsleh. WS B-S B/THRZ AR ¥, NaOH= A= a9tk DOME A7heha 48 2elakaleh. DOME 2 3ol A
Astel 2 AEE dlor, o EFAeRTH AdAstete] P4 SgEs G4 AHoRA AT (105 g,

mp 120°C

'H NMR (CDCl3) & 1.46 (3H, t), 2.23 (3H, s), 2.49 (4H, m), 3.02 (4H, m),
4.12 (2H, m), 4.69 (2H, s), 6.92 (1H, d), 7.63 (1H, d}, 7.72 (1H, s)

m/z 223 315 [M+H"] 100%, C);H3N,0,S o184 315

(0) 1-(4-clHA-3-E2 =2l d s d)-4 - g 9 7 2}

MnO, (100 g, 1.15 moD& Fet=Te] 92 F, 1-(4-o5A-3-3| =AM dAdExd)-4-1
0.05 mol, 7] @A (h)EHFH)S Bt o]F opAlE (150 m) o= A& s}ar, el

S Ao E(TH4R)RE Hetar, o g FFetd FFHAA & FA 2 dS AU o] F BRI
o] ¥4 =S A2 KA uA 2N AATH (7.4 g, 47%).
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mp 107-108°C
'H NMR (CDCly) § 1.55 (3H, 1), 2.28 (3H, s), 2.47 (4H, m), 3.02 (4H, m),

4.26 (2H, @, 7.12 (1H, d), 7.93 (1H, d), 8.19 (1H, s), 10.47 (1H, s) m/z
A=z 313 [M+m 100%, C;4H21N204S o]£x 313

T3

“

f
=]
2
2}
m&"

=5 DE 24 44 7202l 7A@ WHI F-AFSHA A 238
Ao 1

2-ol S -5-(-me gt -1-de=xd)dd | -1-ve-3-n-2 22 -1,6-Hs| =2 -TH-J }E= = [4,3-d] ¥ 7]
1 7 < (Adug)

1-(4-d5A-3-2x 285 dExd)-4-m e 724 (4.0 g, 0.013 mol, DE 24 44 72059 7] A€ Wi} fASHA
Az 2 4-opum-1-wE-3-Z 2 -1H-9 #E-5-7} 25 ~olu = (EP 046375659 AAl¢] 37) (2.6 g, 0.014
moDE i3k A (60 o) &S 46 A17F F<F200T 2 34.5 kPa (5 psDell Al A& skdeh whb-gES WA 7] aL
0] (10% PA/C, 3.1 g, 50 £3/5% %)% A7kt 322 200CoI A 34.5 kPa (5 psi@] SHelstol] 27} 12 A2
&t stk SulE ofatel o8| s, 7] SlE HEstel AAst = AdE 4.2 g& der, o] & HHE
g A= (MEK)O A dvksho] FAlst et 4] 8152 3.3 g (53%)< 314 aLA| 24 53813t

mp 184-185°C

'H NMR (CDCl;) § 0.98 (3H, 1), 1.62 (3H , 1), 1.86 (2H, m), 2.27 (3H, s),
2.47 (4H, m), 2.94 (2H, 1), 3.09 (4H, m), 4.25 (3H, s), 427 (2H, @), 7.17
(1H, d), 7.80 (1K, d), 8.68 (1H, 5)

m/z A=A 475 [M+H']1100%, CuHz NeCGiS o123 475

g o] 00 R 9 Rl e, A Aol vk 1 A bae] A, 9] A 1] wheb
e B e e s e
1ol

58w Sealol, Q0w AA gulld WA ZH AL Bio] ABH. WA T WA, ] WEE
2007 2 345 kPa (5 psiel A o 46 A1 ol3h9] A3k Bok AR, wr) A WA, W EFEL SE D &
2 AFH FvE Foh2 AT wok o A Aol A, ol d F7} Ael 10% PA/CE B7bekar, 200T

ol A 34.5 kPa (5 psi)®] ¥ stell F7F2 o 12 A[3F o] 5ko] A3E gt A oA 7k sk Ae E3

4-{6-A EA]-5-[3-ANE-6,7-T 3 =2-7-=42-2-2-ydde)-2H-F =2 [4,3-d]F 2 v d-5-L |-3-3]
tdsxd)-1-o gdy+d a2

() 1-(6- 54 -5- £ 22 -3-3] | % E d)-4-o] A 3] o e}

DIBAL-H (14.8 m)E& &54l (100 m) = ol g 2-o HSA|-5-(4-c & -1-T A A d =2 )Y FE Yo E (5.0 g, 13.5

5-
ol —78CellM Aastel A7ttt Ed=< -78TolA 1

mmol; WO 99/543333%. ¢l 7] A%l v}l o] A x3hH e &
AZE SR FAAL F E (20 ) S A7tttk £ ES Ao R 7H2d 5 & (200 m) R A€ ofAlH o] E (200 ml)
S AT, BI1F S BRI, FHLE AP AU, TR RS B AN, AFG BEAA B

2 e drA AAT (1.64 g, 36%).

TH NMR (CDCls) § 1.26 (3K, 1), 1.47 (3H, 1), 2.52 (4H, m), 3.06 (4H, m),
4,09 (2H; m), 4.39 (2H, m), 8,35 (1H, d), 8.70 (1H, d), 10.35 (1H, s)
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(b) 4-{6-°llFA-5-[3-°12-4,5,6,7-BHl EZ}s| = 2-7-=4-2-2-J I r&)-2H-9| &} Z= 2 [4,3-d] ¥ 2 m]H-5-
d]-3-FErdExd-1-d g gz

EZa (10 m) = 1-(6-01]%/\]-5—5%2‘?:_‘-3-?43]‘ﬂa%i‘é)-él olgda] bz (1.1 g, 4.9 mmol, A7) 94 (a)Z5-¥)

2 4-ofr]=-5-o &l -1-(2~ *mﬂuﬂg)—lH—ﬁ] Z-3-Ft2 B o= (1.2 g, 4.9 mmol)Y] €NS 4 A7+ HoF 37
2= 2 7tdeta, 89S JFst sFAIHL o A ES oY oA E|o ] ERFE A AA s} st @& A 1A
(1.4 g, 52%)E At}

' NMR (CDCls) § 1.02 (3H, 1), 1.14 (3H, ), 1.45 (3H, 1), 2.40 (2H, m),
2.52 (4H, m), 2.78 (2H, m), 3.09 (4H, m), 4.55 (2H, m), 5.40 (2H, s), 7.01
(1H., d), 7.23 (1H, m), 7.65 (25, m), 8.56 (3H, m), 9.25 (1H, ).

(0) 4={6-ll ZA]-5-[3-ll&-6,7-H] 3| =2 -7-54-2-(2-F I &)-2H-7 e}L 2 [4,3-d ]9 2] | D -5-U ] -3-7]
Zrdexd-1-od gz

EFxd A m) T 4 {6-oNZA]-5-[3-91E-4,5,6,7-HEH =2-7-24-2-(2-9 2| dH &) -2H-] &} = 2 [4,3-d]
g d-5-9]-3-ggrdszd}-1-ogd3 7z (50 mg, 0.09 mmol, A7) @A (b)ZF-E)E] &he] 10% Pd/C
(25 mg, 50 = 0/75_ F%) X EYZFQZOLAEA (14 w)S 718ttt FES 243 34.5 kPa (5 psiollA] 6 A
7F 53 200C R 7FE3IT) Aol E}ES o Fsta 2 Fatol] @2 FA AR FHAZ ) o] & DCM (5 me)ol &3
A1713L, NaHCO, (2 mb) .2 Al 2 8kaL, MgSO, &2 A=A 7|3l F5A A 24 9 (42 mg, 84%)& 4= d3dth

POP

'H NMR (CDCl;) § 1.02 (3H, t), 1.30 (3H, 1), 1.58 (3H, 1), 2.41 (2H, q).
2.55 (4H, m), 3.04 (2H, q), 3.10 (4H, m), 4.75, (2H, q), 5.69 (2H, s), 7.10
(1H, d), 7.22 (1H, m), 7.63 (1H, m), 8.57 (1H, d), 8.63 (1H, d), 9.02 (1H, d).

A Zd 1

2-o"d-2-cFA-5-(4-old-1-F A A d =2 d)v gt ol o] E (3}5+& VIIB)

2-3EFAIYIZEAF (27 kg, 194.2 moD)S 50TAl 1 Az 59 30% <l (58.1 kg)oll Z==4 H7tskglcth O]‘“
8270 5] WM& Qo At WS EHES 0TS o) AL, 12 A B o] LEE A 5, WS IEE
SAek. 71 %, W) AGIZE SIE (33 ke) % ALl ALel sk, ol kol AN
kg, 83%)& WA ;A=A A el 2% 2737C.

Lo

8 (DMSOge): 7.93 (1H, d), 8.42
(1H, d). m/z (25X :220 [M+H]", 100%. CeHgNOsS ol&A  220.17).

2-3| =5 A -5-E XY AR (500 g, 2.28 moD)& mHFFHA ol g (2.5 0ol 341711, 80T = 7FE 33, 30 &
0 B %, AR el |2 (0.5 0= thAlsta, 80T 2 A7ttt 571 60 & ¥, &1l 1.0 45 <+
A

:(;5‘, %—o‘% e
3k t}8, AlAE o ERS (1.0 OE A+, S0CTE A7Fd o}oﬂu} F7} 60 & & &1 1.0 (2 =73 e 22

o

O
b ey
22TC2 YA 7131, 16 AlZE &QF mukslitt, A d A ES oJFsta, o &2 (0.5 D=2 A FHskar, 50CA A X33}l

7)
AzAA BA 3h5hE (416 g, 74%)S WA DA 24 AATE. —rOH = 2377C.
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& (DMSO046): 1.25 (3H, 1), 4.19 (2H,q), 7.66
(1H, d), 8.13 (1H, d). m/z (25=:248 [M+H]", 100%. CsHioNOeS <14
248.22).

(1) ¥ 2-222-5-F22 =X YIE o E

e 2-3|=EFA|-5-=FX Y FE| oo E (24.7 g, 0.1 moDE WA A Elod F=28to]= (238 g, 2.0 mol) & ¢ H]

HYEotv = (1.0 mh) ol &l stataict. 1 5 vhg E3E8 2.5 A7F B¢t 37 === JtEEith Ha Hed 22
o] =& zlFato] AASHEA, A Bl EEEME s E7d TS HE AA 0}04 Z %A 3= (30.7 g, 108%)
S A 2 dRZA ATt §(CDCly): 1.46 (3H, t), 4.50 (2H, q), 8.72 (1H, d), 9.09 (1H, d). ©] & th& DAl A 25 A}
&3t

2-5-FR2RZEFUFE| ool E (30.7 g, 0.1 molS YEPH)E wwtslH A o & opAlE o] E (150 mé)ell
WY A AT o] 7] o] ol & ol AE|o] E (50 m) T N-ol &3] #H 2t (11.4 g, 0.1 mol) ¥ EgjelEolwl (22.5
2moDe] £HE& YF 255 10T v|vte g {FX35dA 30 —‘%oﬂ A Fo) A Atk HME TR F 6
oF wuksIA T A E A HstaL, F NG AFs FFAA = BA FEE (371

H

)
(CDCl3): 1.10 (3H, t), 1.42 (3H, m), 2.50 (2H, m), 2.60 (4H, m), 3.19 (4H,
m), 443 (2H, q), 8.40 (1H, d), 8.80 (1H, d). m/z (25X :362 [M+H]",
100%. C,4H; CIN;O,S <184 362.85).

(1e) ol 2-c FA]-5-(4-oD-1-I A A E X )Y o o] E

g2 (180 m) = °lld 2-FRE-5-4-oed-1-v A d gL d)YE o o] E (36.1 g, 0.1 mol)2] &5 Lt
A 10T 2 WA AT YEF o EA = (10.2 g, 0.15 moDE 255 20T wgte 2 fxsuA 234 H7tetalch
% W ERES W 254 18 AR e wwEgith A AES oHstal, B (180 m)S o Aol Hrtskdch 1
he, ololg 1 AlZE B9 40CE ZbAskah 1 7, o B (180 n)S W SHelol A ZFA T, de FEaS F &
2 QAR 1 0hg, AA8 BAES dnetn, B2 AHsta, 18l 500 AEAA EA SHEHE (126 g,
34%)% W2 A A=A AAn

M.p. 66-68°C. § (CDCly): 1.04 (3H, 1), 1.39 (3H, 1), 1.45 (3H,
1), 2.41 (2H, §), 2.52 (4H, m), 3.08 (4H, m), 4.38 (2H, q), 2.57 (2H, g), 8.38
(1H, d), 8.61 (1H, d). m/z (2=1: 372 [M+HI", 100%. CieHyN;05S
ol2x 372.46).

(1) 2-°l ZA|-5-(4-cE-1-F A A d=xd)Y 2Dt

oﬂa 2-o| EAl-5-(4-o & -1-9F A d<EEd)YFE o o] E (10.2 g, 0.0275 moDE EF<l (50 mi)ol] £3]A]7]
a, o7le & (20 ) T AU ER (1.1 g, 0.0275 moD 2] €S 713t 21 3 24 &S 9 224 vt
5

o AdE makssln, e B, 4 @& Arislel pits 5.6 27 st A8 YRS 158 5o
WgsheA Selelsheha, kst B2 AH ek, AFske] 50CANA AXAA A SHHE (41 g, 43%)2 394 2

A2 A A
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Mpt 206-
207°C. & (CDCly): 1.25 (3H, t}, 1.39 (3H, 1), 2H, q), 3.03 (4H, m}, 3.25
(4H, m), 4.50 (2H, q), 8.25 (1H, d), 8.56 (1H, d). m/z (25X :344 [M+H]",
100%. C1 HppN30s8 o123 344.38).

o] @Al= et JhpERalol i, & 43% = FH A o] ofY T
o -

=& 7}ER 8 7F PCT/IB99/00519 (3 A Aol A
2 AQgE)e] Az 2394 S E o, o) H A & =

88% = 7FEa) o thale] A}

2-ol FA-5-(4-cE-1-dA A d X2 DY AR (" 2-3| =FA-5- XY AE| o] ERFE FFddA &

e 2-3| =5 A -5-E X FE el o] E (441.5 ¢, 1.79 moDE EF74 (1.77 0) 3 Hled SZe}el= (1.06 kg, 8.93
moDell &3] & Yud X Fotn= (71.3 mO)& H7Fshith L T, anker dstel 3 3 Ak gt 2 & Tk
dto] 4 goS Ak I F, Hlod SR (2.87 DF EF (2.15 002 A&HH o R wASHHA S AIZ

S
(392.2 g, 3.88 mol) 9] wRFE §-N& HkE E3HES 10T IRFe2 fA5tHA 90 ol A% A7kt weES W
2ol A 18 AJZF FoF kel & & (2 x 700 ml) 2 A4 (2 x 350 m) 2 A e B A4S FHSHE 1750 ml
S5 (1750 mO) o2 AEHH o2 WA AT P& 44 A& 10CE Y4A17]a, YE
5 255 10T vwro g2 FAHA 254 Hrtelgith 71 5 Whg=S 10TolA 1 A
W 2w 2 7hakar, 18 AlZF Hot wukekith o1 5 2 (1.5 ol falAIZ A E R (34.9
g, *mol)S 74l E3Eo H7tsta, 24 EHES 18 A7 F9F 40T oA AdsiA urksd) 18 222 YzhA
T, FAdE BB of7]dd WEk GAkS HUtele] pHE 322 Shal, B A uAE HAA 7| AL, o] F 2 AIZF Bt
Wuyste] 3 3lslith A AES o 3star, & (300 m) & Al A3k, J-gate] 50Tl AxAA A4 35 (338.4 g,
57.4%)< 3| 1A = A Aot Mpt 206-207TC.

8 (CDCly): 1.25 (3H,
1), 1,39 3H, 1), 2.82 (2H, q), 3.03 (4H, m), 3.25 (4H, m), 4.50 (2H, q), 8.25
(1H, d), 8.56 (1H, d). m/z (2=2:344 [M+H]", 100%. C;;HpN:OsS
ol&A 344.38),

Azel] 39 4 T FE BEE S ARY 5 A 02 JRE AT A,

A Zd 3

ke

2- (9 % Ao &) -5~ [2-0l) %A1 -5~ (4~ &3] ]2} 21~ 1 - A % £ )3 2] 1 -3-21 ]-3-o & -2,6-T] 8] =2~ TH-¥] e} £ =

[4,3-d]¥]2md-7-2
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AerE (10ml) = 37 A DEFEH S AAHE (0 75 mmol), Z-F v A~(EgHE A Z)oln = (298 mg, 1.50 mmol) ¥
ol g OVﬂ HOlE (73 ul, 0.75 mmoD) 2] TFE S 120T A 12 "] FE e &7l A ZtE ettt WhE E3kE S o
g olAlH o] E9} FRAIGEF 8 dd Eulstal, TS sl 071/}}0 A&A17]158 (MgS0,), 7hatell S3hA %
U 2 ANES oﬂonoi’ﬂ Sz 2 ebv e (98:2)5 AMEste] A7 A As A 2etE g ol A A s}

o] A 3E 164 mgS LT

A5x . C, 53.18, H, 648; N, 18.14;
CosH33N7058;0.20C,H;CO,CH;  ©12X  C, 53.21; H, 6.49; N, 1825%; &
(CDCL) : 1.04 (3H, 1), 1.40.(3H, v), 1.58 (3H, t), 2.41 (2H, q), 2.57 (4H, m),
3.08 (2H, q), 3.14 (4H, m), 3.30 (3H, s), 3.92 (2H,.1), 4.46 (2H, 1), 4.75 (2H,

q), 8.62 (1H, d), 9.04 (1H, d), 10.61 (1H, s); LRMS : m/z 520 (M+1)* ; mp
161-162°C.

A 15 913 =2 249 Alx

a) ¥ g d-2-o}r] -5 -5 =4}

2-olu) =329 (80 g, 0.85 mol)S 30 &9 ﬂiw 22 (320 g)oll 254 H7bstar, AAE 98 140TolA 4 A
7F ot 7139t WA 7 A M-S RS A8 (200 g)ol] ZolR 1, EIES =7} 2 AI7F ok W/ oA wukElS]
o} AR E FEANS o #atar, A E WS (200 ml) E AL IMS (200 m) = A H s, FYstel] AxAA BA FTES
A ZA DY (111.3 g). LRMS: m/z 175 (M+ 1)*.

b) TP H-2-0}r] =-3-H 2 F -5-%E4)

g, 0.62 moD)< & (600 M) = r)rﬁl AR EE 9 AAE (108 g, 0.62 mol) ] 11L& gl
of A SIFE FAA AT HAUE 253 & JFSES WA 73, BAE ESES o9kt
Tstel A=AIA FA St 584 ge CMD‘r

5 (DMSOd,
300MHz): 8.08 (1H, 5), 8.14 (1H, 5); LRMS : m/z 253 (M)
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39 Z2Po=

P d-3-BH2R-2-F 22 -5~

g%

Cl
Ak (115w, 20%) 5 ¥4 b) ZH-E 9]

'\
/
O=§=O
Cl

2 (30 m) = oAU ESF (7.6 g, 110.0 mmoD) ] &ML 4 ,
g, 100.0 mmol)e] Wl &M HA7}lsle] L2 E 6T m|wro R §X51 T} HFSES 30 & =< 0ColA g
A ZF ot *E]%Oﬂfﬂ WS HES E3ES etsld A7 A, JFFRES JIFS ] 7O C°ﬂ/\1 72 AIZF E2
Ztt. o] A, 293}l (30.0 g, 144 mmol) & A9 3}2l (1 m¢, 10.8 mmol) o] EFE
3k & ‘@7]"\]9{’15} Hhe S35 58 95 (100 ol Folital, AAFE 1AE oeta, B2 "ﬂ"‘ st A ES ¢
E‘jﬂ%oﬂ |alA 713, A7) 5 (MgS0,), 7Hskstel] SHAIA A stES 4 a2 A AT (26.58 g).
6 (CDCI3 300MHz) : 8.46 (1H, s), 8.92 (1K, s).

2 o] o) 2% - D)aEd

d)3-HER-2-F22-5-(4-oa@udagz-1-

Br
=
=

0=8=0
g ES 0CAA 1 AWE

N
[e]
?}%EJ—

ZE2HE (150 m) = @A o) EHE 9 AAE (23.0 g, 79.0 mmol)e] WYY &M 2 7}s}ar, o
i, A A e de HaRavehveh (99:1 WA 97:3)9] $-¢ 7
3 AAlste] & A A=A AT (14.5 2).

@
229 e (150 ml) 5 1-g 3 #H 2+ (11.3 m¢, 89.0 mmol) & E o Eolyl (12.5 m, 89.0 mmol)¢] &M< T

ekatel F5A7] 2L
AY AgvtEgyd o8] AAste] FA) 3}
8 (CDCl;, 300MHz) : 1.05 (3H, 1),

oF wytalgith, whg EFES
715 AHgsle] AE g A 7

2.42 (2H, @), 2.55.(4H, m), 3.12 (4H, m), 8.24 (1H, s), 8.67 (1H, 5)

rd)yEd

e) 3-BER-2-o| EX-5-(4-o| gy R -1-U<x=
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O=?=O
N

()
J

N EFE (100 ml) 5 Y7 d)EHE S A E (6.60 g, 17.9 mmol) L HEF =X = (6. 09 g, 89.55 mmol)¢] &S
SLF 3ol 18 A7 B¢t 7k 3 3 WA AT w-s EFES st FEFAI7AL, FFES E (100 m)3} ol € oAl
o] E (100 mb)ell &uislar, T< %i— Attt FAAS olE oA HOIE (2 x 100 m) & F338taL, &3 §7] A4S A%
A 7131 (MgS0,), st SEAIA FA] sheha & 24 LA ZA AT (6.41 2).

824 : C, 41.27; H,5.33; N, 11.11. CpsHyBrN;O5S 0125
C, 41.35; H, 5.28; N, 10.99%; & (CDCl; 300MHz) : 1.06 (3H, 1), 1.48-(3H,
£), 2.42 (2H, q), 2.56 (4H, m), 3.09 (4H, m), 4.54 (2H, q), 8.10 (1H, 5), 8.46
(1H, s); LRMS : m/z 378, 380 (M+1)*.

f) 2 d 2-o| A -5-(4-o e a #H e} -1-D =X H)-3-7t=2 542t ol g o =H =

e (60 ml) T YA e)ZHE ] AAE (6.40 g, 16.92 mmol), EF]oEeldl (12 ml, 86.1 mmol) ¥ Z2}5(0) E
2(EHdE AT E3HES 100T 2 200 psiolA ¢ *Pﬁ}% E9 718k 18 A7t E2t 7 e 5, WA Z Tk vhS
THEES Ete STHAI7]AL, IFES HUEFEE2Yehw S (100:0 WA 97:3)9] &2 71875 AFEste] A2 A4
Ad A2vtE I o3l GAste] A SFES @A A "“ LAdZA AT (6.2 g).

8 (CDCl,
300MHZ) : 1.02 (3, 1), 1.39 (3H, 1), 1.45 (3H, 1), 2.40 (2H, q), 2.54 (4H,
m), 3.08 (415, m), 438 (2H, q), 4.55 (2H, q), 8.37 (1H, 5), 8.62 (1H, s);
LRMS : m/z 372 (M+1)*

g) v d 2-o| HA|-5-(4- &3 e} -1-d =L d)-3-7t =2 54
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—

o] 0
NT = OH
l -
0=?=O
@
N
AN (25 ml) & TA HEFEH BAHE (4 96 g, 13.35 mmol) ¥ FASHEF 489 (25 m, 2N, 50.0 mmol)®] &
eSS A2A 2 AT ok wRkESITh v £ ES LOLO}Oﬂ A A T-L]% Hto 2 ZFolal, o HEZ=Z A2 3saL,
4N FAHS AFE-3lo] pH 5= 4Hd 8s1 Sl T, ‘{[:%'ll']g 1’4% ]E}(SXSO m) o2 FE31aL, 3t 77 FEES UFA
713 (MgSO0,), #ststol SEAIA FA] 318hes 24 LA =A vk (4.02 g).

& (DMSOds, 300MEZ) ; 1.18 (3H,
1), 1.37 (3H, 1), 3.08 (H, q), 3.17-3.35 (8H, m), 4.52 (H, g), 8.30 (1H, s),
8.70 (1H, s).

Ny

h) 4-[2-EA-5-(4-dEdIH g H-1-dEx D)9 g d-3-¢

=
O
L\ H N
| N‘N
éiN p
W H
Z

0=5=0

()
J

b8 ooy ] - 1H-3-o & 9] 2} 5 57} 2 8 2o}

N N-fHEEEoln= (60 M) 5 4-ot7| =-3-o€-1H-3 & =Z-5-7)2 8 »oln= (WO 984916635, #|Z=o 8)(9.2
g, 59.8 mmol) 9] &N tFEEHE (240 m) F @A @) ZHE o AAHE (21.7 g, 62.9 mmol), 1-3] ‘:i/\]‘ﬂ}_‘zﬂo}
= 3= (10.1 g, 66.0 mmol) @ Eglo|€olql (13.15 ml, 94.3 mmol)«] | ollo] ?47}0}0’”3} 1-(3-yH eo}n|
d)-3-oed7t2rnroln = sl E2 a2 eto]= (13.26 g, 69.2 mmoD)E H7FehaL, BHgES& A& A 6 A]ZF &<t i H*O}
Attt S22 eS kst AlAs AL, FE &HE o' ofAEH o] E (400 mb)ell %O}fil, O] EFES TV ER
T&H (400 m) o= A H skl APE 278 AHE % o star, g ofAEH o | ER M Ak, xlaatoll Hdz=AlA EA
shetES WA FEEA AT (22 g).
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3
(CDCls+1, drop DMSOdg) 0.96 (3H, t), 1.18.(3H, t), 1.50.(3H, 1), 2.25-2.56
(6H, m), 2.84 (2H, q), 3.00 (4H, m), 4.70 (24, g), 5.60 (1H, br s), 6.78 (1H,

br s), 8.56 (1H, d), 8.76 (1H, d), 10.59 (1H, s), 12.10-12.30 (1H, s); LRMS:
m/z 480 (M+1)".

D) 2-vSEA e E-4-[2-F5A-5-4-o DAl -1-d=x ) e d-3-d 7t 25 2otn| & | -3-o| 2 9] g} & -5-7}

o
o N
A S 10Me
o
0=8=0

)
J

1-BE 22 -2-HEA & (1.72 mmoD< NN-UHEXFoln= (15 m) 5 @4 hYZ2FH2 AAdE (750 mg, 1.56

mmol) ¥ BHAHAIE (1.12 g, 3.44 mmol)9] &N 7l vHSE8 60T A 18 A|ZF &<t wwtslgic Wzhd &3t
& B3 olld opAlE o] Eof ®uletar, T ettt f715S AXRA71aL (MgS0,), #tstel 55417141, &0
2 FHSHFAA LA E QU o] A ES dHEZEE AQAAA S 1A SHEES WA aA 2 A AT

AT 1L
at7] s}ekA 119] shehe& gradtels Ae £8hs, ob7] 34k 19] atehao Az .

<shstA 1>

<z}skA) 1>
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OR® HN
N
AT N
l P H R2

O=|S=O
)
N
R4

&7 AEel A,

A¥ CH =+ NS Yeh oz,

R1e Aba 42171 A2

3T 2.

A

AT 3.

244

AT 4.

244

3T 5.

A

3T 6.

A

AT 7.

AFA|

3T 8.

ApA|

AT 0.

A, 2-31Eud 7]l s ¥

3] 10-0525699
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2AFA]

A7 10.

A 13l oA, A7) 882 19] §eEo] AduE (5-[2-o| EA-5-(4-mE e -1-dExd)Ad]-1-1E-
3-n-Z2I-16-43|=2-TH-Y =2 [4,3-d]Igr|d-7-2) = 3}7] 429 31gdE F slUEHE Agd A
e,
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O
D T N, N
N ~
~ =~ ’
N =
O=IS=O
)
NH
O
N N e
N7 X N
-
O:|S=O
)
N

AT 1L

A1l oA, &y ZetE; A Z2A4 e Zyito2 Y AUy s 54 84 2(EE) A EA6H] g%
Fe}E; 2,3,5,6-HEGEFRZ-1 4-MFF= = 23-T)F22-56-UA|o}e-1,4-HEF =0 ZHE Hexs o
Abst LRI F3= AEA MnO,y; e EYEF 2o EAL 5 Ejudeb-s 258 A8 g gistAe] Easte] vt
& sk U

T8 12.

A1l QA B Tk

AT% 13

A

AT 14

A 118 oA, Alo] EE|EF2

°] 5% Pd/C =+ 10% Pd/CQl %

ZOFA|EAL, HCL B+ H,S0,90 ¥
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3T% 15.

A1kl Qlof), Sul A FEE ehahie] EAske] WS FaAsH P,

3T% 16.

A5Gl Ao, Szt EFA s AR S,

3T 17.
A1 el 9le A, 125 A 250°C A 13.8 A 68.9 kPa (2 ] 10 psi) 9] ol R(EE) B84 7oA wHe-S
ek .
7% 18.
A1l glof A, staba] 119] B0 a17] 88t 1119] 3hgta-& 517] 3184 [Ve] ShetE 3} vh-gA A Al 25 = .
<s}shA 11>

orR? O

vy
Z

O

4

I—=2

<8Fe IV>

0
=Y
oo
N
H,N

A, R® 2 RYE Al1gol A Qolg npe} 2ha,

R' % R%= 13 el 4 o9 ne} 2k,

AT% 19.
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A8kl 2lo) A, shata 19] ShatEol B84 1] TS F3HA 1Ve] B} weA7 F, 5 A 4

73 20.
A183el 2014, A7} CHE VFeb 8h8h4] [11e] 513H2 o] 817] sh8h4] Vie] sihe Ahal a7 Az s w.

<88k VI>

RS

&7] AellA,

R® % R*= 134 o9 ne} 2k,

AT 2L
A20%kel glotAl, Bh8t4] Vie] shgte] 7] &ata] ViIe] gt st aAake SAAA AeEE .
<ghebA VID

oR® O

OH

O=.]'3=O
N

()

N
ha

71 Al A,

R? % R*= A13el 4 o9 ne} 2k,

A7 22.
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A2090 o1, 3o Viel skel A21gel X ol st VIS Sihg ol se = ststel sh) shok VIIA
o BHES PG, kot VIIAS] o] 2 22 DA A AxE e .

<3}ek2] VIIIA>

orR® O

R 9 RU= Al 1ol A 4 o) % mhe} 2t

T% 23.

183l 101, AZF N& vebl= 3FekA TM19] 8teh&o] 817] 3}eh4] VIIBY 5-ahs stga s SUAA Axs =
WL

<3}skA] VIIB>

&71 AelA,
Rz A22% el A A o= wkol 21,

R% 9 R4 154 Aol wpel 2},
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3T 24.

Al 13l A el 518k 119] sh3t&.

4T3 25.

A 183 el A Aol e stekA] T119] 8ot

T% 26.

A 208 A Aol = ek Viel gk,

AT 27.

LA

7% 28.

ApA)

AT% 29.

ApA

7% 30.

A
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