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~;~~~7r~?J... ... m~Dn~?P. .. ~~rr~?P.,~Dn~?L.~0)7 

1vn 1J 3i:.liii/JJili:l:.l; 7.kMHt+ r 11? L., 7k1Htn •J? L. ... 7k1Ht 1; 7-'7 L.r/i(JJ7 

11/'fJ •J 1it1'!7.klt11:4'>ll; 7.kMHt:tJ Jv:/? J..., 7.ki!Ht-z .Y;t. ::..- ? L., 7Jdlt11:-'< •J '7 L. 

~<D7 Jv:IJ 1J ±la~Jia7ki1~Ht'1J ; 7.kft1t~ ... 7.kMHt!£j(:}~(JJil~~-7.kB1t400; 

.:;- r 7 /. f- Jll 7 / .:e-..::.? L. 7.klHt~... T r 7 :r.. ::;- JI; 7 / :r..::.? .l.. 7.k.iMHt~... ~ / 

~ 1v 1' tJ ;l =!-Jv7 ::..-.:c.-..::.? .l..7ki1Ht@J~(JJ 411&7 /-C..::. r; .L.7k:IHt!f?JJ~~~it ~ 

i:. ~ ir<C' ~ ¢ o 

J::~M1Jo&.ttl:.~ ~ ,-c.. § tt.J!:Emt:4'm-c:ct.> ¢ ,, - ~ .:f- ') - *-r 7 .x...::.. Jv7:; =- / 
~~~ CI ) OJ!p.1'fHi, JX.£f;s:fl1;:tt&: c L "'C~ t;-c < ~ 13 tf.J:4:nlt~t:ill~T~~ 

';: J::. -=> T fi ? ;: c -/J< T! ~ ~ ti<... & .st r.iJ ii( -t-1JD ~, i.la L t= (JJ !> 1;: •;1. L "L :t J::. ~ ' 

L, 73 7 P. 7 c -q t- 7'7 7 -r -"'PH PLC c;:J::. 7->~Q~C'J!l~*'f~ L-C :b J::. l.r' L, 

7 -tz t-..::. r iJ 1v-7f<.~~-t-i3-l'c c L L"Mii!itld;:~ -:>-C*#~ L.-c :b .t ~'o °* t: ... J:. 

~et-t1JaJjJf.\~, &.'t\~,:.~~tJ,,::iumt .. &reB~OJD-t-1Ja.-t .?ii: c 1;:~ .-; .. ..tie El 
rt-J!:tnX:tpi~~.£tT 7->~mt:tJi-?i'lflt~':~~~ tt-C!l1MT l> ~ c :b c:~ l>o 

..t~M~&.£t~~-=>-C~~L~r-*.:f-~-*~7.x.=~77=-~~-.f*C 

I)~ .. ~-~J:©~ftX~~--t-~~ ... ~(JJ~jC·~~~~L-Cff?~~b~ 
~Qo 

*~rm i:.~ ~ '"t' ,± .. J:tc.,. - *' .:f- '.I - ;t--:c 7 .:c. ..::.1v7:;..::. /~~"* < 1 ) ~:iii 

5t;.~Jt '.: ijt-t-?> ~ c:: ';: J::. "'j T J:a2 ~ .:c- 7 1 =- '"' Y:; =- /~!IJi* c 1 v) ~m-?> ~ 
c:b<C'~ Qo 

J::~cim7t&.£tc:.ffl ~'; tt-?> &.£t c L'-r ,i, '1J~'i .. ~ilMr~©:ff;(f""f~ff? ~ 
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1 0 

Ma7C&Z:~~,~~7~~#A,*m, ~~~©•~©#a~,nttm•* 

~:il7C i:" o ~ 'b 11> o ~ v; ::..- -tt /mf:iljCli$f.\ ; t .r- 7 !) ::..-~ m ~' .?> :i17C&Ki ; 1.k 

* ~tli* it es~ t:-m "' .t, il7ri1i:Jt ; ,,_ r :...- t:"' -:i t.: 1u =r ~ 'r ? - 1v{f: L t= ft.. 7 

.:;. - .=. ·:1 7 111c:=a:7G-t 7.> :i1:7ti&~ ; 'r r :..- -t- ~' "? klu r y 111 t: i: 7 '/ J' 1'~ L k ~-­

·*${I:: ,a?-.+ r 'J ?i..~;s7t;-;-Q;;:ro&/it;..,. r ::.--~"'-:>t.:A..~Jii7.k$1'~~C' 
:iflx L t:fl, ~JU!llil©#f:E~lllxT 1.>j1:7CBUt~1J<:iP>£f c; tL Q o 

t.r. tJ-.-r: b, ~filli t.r.;: c IJ-. r;, ~JJUilt©:ff:tErc:=fi? ~M.:il:7i;&.£tiO<ff ~ L ~ 'o 

J::ieftilljfl:7G&~ii:J:1:g, 1->~IJiill!ll• c L..-r,~, JIJ;~Ji, ,...:; 7 :; r'J /... 7J -;f.. "./, 

71<1!11:1'\?:J?.b., lt{l:1'\7:J?.L.., Pd-BaS0.4, Pd-CaCOa .. P 

d - A 1 a 0 3 .. .t< 7 :/ ? .L. - r 1J 7 i ..=. 1v 7 ;t- ;i. 7 4 :..- , P d [ P ( C a H s 

) 3 J 4 .. 1J ::,, r7-M:ll, :i o 1' r .1(7 :/? .b.~OJ.1~5:;? J...Mi\t: IHl:.8~, 
8~~-·0J~•M•:7*--=-~~k~OJ-=-~'r~~-=~~*~OJ~~tt• 

~-t:-~~j 7.> i:. c iJ<-c: ~ .?> 0 t.c tJ .. -c: b ... itiJl2.$<:~.6.t@J~.!:j.~ 7->.:. c :Q-.;' .I~ 7 :; 

i7 A tttltJ<if :£ L < ... ~ &.::... :ilURtt<lJ ifii ;0 .. iO... r~ 5 :/? A ti - ;f.::,, /J<ff ;£ L "\ o 

J:.i2~Ml.:iR7t;&Jtl~to ~ '"'t" ,-;t, Q.ff <DJ::? tI.iil:7t;~~ FIH \ .?>.:. i!:. b<~~ 1-> o ii 

ietflJc!:: L-c,;t .. f§IJ~i:f .. 7.k:*: .:¥mt .. .:¥M:lii: ~Jji7}<$~t!f6JJ: !Eta .. IB97":("Jv 

if t.., 7.J<ti, .A ;(~OJ~/iG; t t:7 ~ :.-- : 71<.~.f~~~H~-A-@.I ; 5 .:;.-=- ·:1 7" Jv~ 

n<~~Hfi?tl.7.>o tJi>,"°C:th :le(dlit.i:.::.ciJ'J? ... 7.k~ ... :¥It .. ~lt:f.i .. ~/jl]j(~~t.~ 

;Q<fff 9: L ", o 

J:.~¥-~cL~~ .. ~~~ .. ¥97:..-~-=-~t.. .. ~-~r9ryJ...,¥D~Y 
L~N7/~~~kW~¥if6.::.c~~~6o 

Lit~Jl7.k11Ht~ c L, -c,a, flJ~.J;! .. 1k~1tii? ~7 r IJ t'J J.,.,, Na B ( c 
N) Ha ·~~if 1->.::. ctJ<~~ l>o 

l:i2ll~&Ji5,;:t ... fll~.-'i .. ltOJ:ff:t£~-c:~1~:t o ~ :,,tti.tlUlcflfi? .::. c ';:ct tJ .. 

•"P7!1'l;:.JUt$~ < :tJUrt" Q a 

J:iaftc L""C{~, IJJ:lii .. &fiD, :tglf, i,A,mt~OJ.etmt~.a-•if-!>.:. c:6{-e~ 

l> o J:.iefiiO)~;/JO.IHi.. 1 -.?f"-t- 'J - *-t 7 ~ ..=.1117 7.=. /~~1* ( I ) ';:;t;f L 

-C 1-- 3 0 ~~:flfiltJ!rtifif L\,'o 1 ~~il*i!Mi~t>-?> c, ji~fi0t:0<3'E;}'~:iit 

fi L t.r. ~ ':llti-tJ<~ '1... 3 O i&~ll:~ilLl 7.> c .. &.&t;.fiOJ.drlU11!/J<ii~IU:: ts. 7.> o 
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1 I 

~~§~7c~~tt~•~L-cn .. ~;l~* .. 7N~-N .. ~B;.:.n&© 
im~~~~*'f Q-::. ciJ<~~ ~i1<, •fl:tt©.rati' i?, :J 9 1 -;11, 19 J -;11 ... 

n-/p.1~) -11.-, i -7r:p()-Jll~QJ7 Jv~-Jv·~i1!ltlb<'Ar* L~'o 

~~~~&ZcLT .. ~-~-~7N~-~-~-$~*~~~~~cL-cm 
I.' -Cfi"? &~flJ 1;: "?I. '"°C W."f ·;:~PJl"j" .Q o 

(aR, lR) -N- (l-7.:r.*7-Jv) -7-;4""=\=-'}-p-) i'-l-:/-*-t:-

7 .x. ..::.;117 5..::. /I:~ L -c I"- 1 O o %6!/.frOJ,,~5 ~? .t.. 71 -;f. :..-~Mtt c L -C · 

1Ja;l .. **~ll~~JcL-C1fll.', 0-10 O°C .. if~l.,(,i, 5-7 O°C~, ..:c.. 
9J-N~OJ7N~-Nttm•~~~tL-C .. ~~--~©DOJ#~~ .. ~-8 
0 ~ ra,tl~~dl:j:. -r: &Jt\ ~ it~ .:. c ,;: ~ ·~ .. 'i '£~.flrf..JI;: ( R) - p - ) r ;:\=- :/ - . 

$·.:e 7 .x. ..::.1v7.?..::. :..-';:~--t Q.:. c:6<-r: ~ Q a !kltlt-t-i11Jo-t o:. cc.:~'.:> .. 
&~~~~m•~~Q~ct~~go 

~re~~:i1X;&.1ta;: ~n '-c ~i... r - .;J- 4=-"J - ;t. .:e 7 .:r...::. 11.t 7 ? .::. :,t~~{t < 
I) ©abt©::r-=~i1<~t:nl>OJ-r: .. .l!..f*i2~:6< Ca s .. 1 S) -e.t>o r -;iJ-.:f.'J 

-*~71..::.~77..::.~~~-~i;~a&©.ll.~E-~CS)~~~*.:e7i..::. 

Jv7 7..::. J-st~.f*-t-, .llf+:Bc~iJ< (a R.. I R) -Z.::i't> o 1 - * 4=- '.I - 7.f-.-:e 7 z..::. 

1V7 7..::. ::,...~~f*iJ .. .; ';ta f:ii.OJ.ll.f*nGiR~< CR) ""t:tis o ,f.-:C 7 .:r. ..::.1v7 7..::. =---~ · 
. ~i*:a--€rn!C:T 7.l.:. c n<~ ~-?> o 

~~~bAX;&Z~7-~ .. ~Ett•~*M~ .. ~-~~~LJ:.~$~7~..::. 
Jv77-=-::.--~2'-f* <IV) ~jflj~JJ:*fiAc L-Cfil>CciJ<C"~l>o ~~':mi.:-c, 
flJ~.Ji, ..:c..9 J-111-7.1<~~0)i3tl-i-Jfi~'-rN*SA"t'o cc b~~ ~o SI!,.:, 71 

7-.:t ::,.r?)Efl:~Dij~QJ1' ;;t :..-3l:tlWBti .. .if!*J30J? o ~ J.. !/7 7 ..r -~-i-.ffl\ilTfflll 

Toi:. c b\:~ Qo 

J:l!li©J:? ';: L-Cf.i &? ;h..t, 1't~tistt:t.i: * t- 7 .:r. ..::.Jv7 7..::. /~ii~ ( I V) ,i, 

mt7 o 1J r, N c Ali, mtt.:L.A"T1vii .. 7mamtft7kt>ll~~ll#~7"r r~rou;: 

Jfi1,.,.;n-l>~~OJ/iii':.~ ~, Jlei, 1:: !"P~Y#:c Lt.:~, w~1=:J:aaA c E 

~ll.~$H;:~ < ;: c:6<-r:~ oo 
*Jt-l!JH;:~"'-C ,ct, -q' 1' 7 ''-'1'.tba&~&~JCOJ~m!1il:t.~~~ o:. c G;: J::. ~ .. 

R~tts-~~~1'N7~Y~•~•~c11> c~~~-~1-rY-~..:c..~ 
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1 2 

1117 ~ /~~1* ( I I I ) '/J' IQ.. r - ~ =f ') ·-- ;t. .:C 7 .:r. ..::.Jv7 7..::. ;...-1§•1* ( 

I)~97x~~;tMfi~~~~~~•-~m~~c~~• ... ~~ .. ~OJm~• 
~;a7C&.i;r;i:.J:-=>""CJ'C$fi§ttt.c*.:e-7 .:c..=.Jv7?=.;...-~-f* (IV) ':::~i&~C: 

• < .:. c:6-<C'~ ~o 

*~BJ.I 0) ~D'iO)m fl 

.121. r ·=~:bfBf!J.:a:-:JtHf-C*~BJJ.:a:-J! i=:n L < ~PJlj"" Q ;Q<, *J!'!JHct. ~ ;tL ;~tJ(§flJ 

0) ~ ';: ~ll>i:: ~ ti¢ :b 0) ~ 'i t.r: \, '0 

~1i(if!J 1 

. C a. R, 1 R) - N - ( 1 - 7 .:t. * 7- Jll) - r - ~ ~ '/ - p - J. t- 4=- ::-- - * .:c 7 

.i .=.Jv7? .=. :...OJ~Jit 

~?;..-x-p-)~•~-a-~:...~~N7~YNm2osmg~1~1-~ 

2 O mL,-=.iBiJ,L ... i.1.li:~4 O"C&.:tlli'Lt:.o 121 mg C 1 ~it) 0) CR) -

1 - 7 .:c. * 7- Jv7 ~ ::..---t-:IJJ;t.. 4 O °CO)"i '*.. 1 5 &li'ra,&Jt L t:.o tJTl:li L t~ttB: 

-t:-J;,Jm L t:.Ut7-tz t-..::. ~ •J 1v-7J<C-1ij*&A L t:Utll;~*Z";1;1 LL', 1 7 Om g o.>8 

f:Stt~fs!i A c L. ""C ( a R, 1 R) - N - ( 1 - 7 .:c. -* -1- Jv) - 1 - ;t • 'J - P -

J. l-.::\=-!/-*:e-7 .:r...::.11177.::..::,.-t:-fit: Cl&$5 2 %) o 

T L C ( ;..t 11 "h .Y ;i,..) ; R f = 0 . 5 5 ( n - -:1 ~ J - Ill : ~It : 7.k = 4 : 1 : 

1 ) 

NMR CDMSO-d& o) 7. 9 Cd .. J=7. 5, 2H)' 7. 5 (m, 

5H), 7. 1 Cd .. J==7. 5, 2H), 4. 5 (q, J=6. 8, lH) .. 

3. 9 Cs .. 3H), 3. 8 (m, IH), 3. 6 (m, 2H), 1. 6 (d, 

J = 6. 8, 3 H) 

IR(KBr disk, cm- 1 ) 1680, 1600, 1570, 1380, 

1250 ... 1180 

·-~ 1 6 0 - 1 6 1 °C 
[a] 20

0 =-90. 2 (c=O. O 51, MeOH: lNH2 SO, =3: l, 

v/v) 
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1 3 

)(;~;t;fff ~iJIUfil : C.. 6 9 . 6 6 ; H, 6 . 5 3 ; N.. 4 • 1 I 

ttWftl : C... 6 9. 7 1 ; H.. 6. 4 7 ; N.. 4 . 2 8 

~MBfrJ 2 

PCT/JP98/00580 

·caR, lR) -N- (1-7.x.'*-7-Jv) -r-:.t.:f'J-'-p-/. J...:f.y-*:e-7 

.r. .::. Jv 7 7 .::. ;_., & ~ ( a s .. I R ) - N - C 1 - 7 .:& .t. 7 Jv) - r - * .:f '.I - p 

-Jf..+~-*~7~..::.N75..::.~0•~ 

J..7::.--.A-p-;l f-,::\=-y-,8-~:,t'/4Jv77 •J1vmt4 1 Omg~;r..9;-;11 

2 o m L l::if;tJ' L.. iA!Jlr-t- ? o "C 1;: ~Iii L t.:o 2 4 o mg ( 1 ~:It) (f.) ( R) -

1 ·- 7 .x. .t. 7- J\17 ~ :,t~iJaX.... 2 0 °COY~ i 1 5 ~ra,&>S L f'=o ff W L t.:ttit-t-
6j{! L t.:UUt~~- L -C .. s~ttiicL-C CaR ... IR) -N- Cl -7.:r.if.7-

Jv) - 1 - ;it .;:\:- '.I - p - J t- .:f :/ - * -:r 7 .x. .::. Jv 7 7 .::. ::.-- & l1 C a S .. 1 R ) -

N- (l-71*7-N)-r-:.t+'J-p-JJ..+~-*~7.x..::.N7~.::./0J 

$~~~Y7.Arv;.t~-~6:4~Wko~A370mgo=?©~7.Arv 

7J""7-<D~tt c L -C, 1&$ 5 6 %0 (a S.. 1 R) .f*Gj:, HP LC 1:7tl& L -Cff 

~ L f::o 

(aS .. 1 R)-!* 

T L c ( :_.,. IJ 1J J.f Jv) ; R f = 0 • 5 5 ( n - 7 '7 ) - Jv : fl:lt : * = 4 : 1 : 

1 ) • 

NMR CDMSO-ds d') 7. 9 Cd .. J=7. 5 ... 2H), 7. 5 (m, 

5H) .. 7. 1 (d .. J=7. 5 ... 2H) .. 4. 6 Cq ... J=6. 8 .. lH) .. 

3. 9 ( s.. 3 H) , 3. 8 (m.. l H) , 3. 6 (rn.. 2 H) .. 1. 7 ( d .. 

J=6. B .. 3H) 

., 
~1Jf!{Jlj 3 

(aS .. 1 S) -N- (1-7.x..t.7-JJ..) -1-:t::f.'J-p-) f...:f.~-$-t-7 

.x. ..::.. 1117 ? ..::.. ;_.,OJ ft mt 
t- 5 ;_.,.A. - p - ; J.. + Y - p - r( ':/ '/-'( 11,, 7 ~ 1J 1vB 4 1 o m g ~ .:c. 9 J - Jv 

2 0 m L ';:i3~' L., rB.JJt:a:- 4 0 °C i;:ii)fjj L.. f.:o 2 4 0 m g ( 1 ~It) OJ ( S) -
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1 4 

1 - 7 .r. * 7- Jv7 ~ :: .. o~~·na~.. 4 o °CO)'£~ 5 ~ra~IliJf; L f..:o &.Jit~illi~ 2 om 

L©z9/-~~~~ ... ~~10-M&~Lftafi~L~tt·~~~Lft~-~ 

~:IJA L "L.. 3 8 O m g OJ 8 ~ttlt c!: L '"'C (a S ... 1 S ) - N - ( 1 - 7 .x -* -1-

~) -7-~.:f-'J-p-)~~~-*~7.x.=~77=~~~~0 ~7.A~~* 

~-.It. ( (aS, 1 S) .f*/ CaR, l S) -f*) li9 5/5~J:-r_;a;,..,~ CJ&• 

58%)ofimL~~-~~~Lft~7~~=~9~-*~~~ALe@*UM 

AcL-C (aS, IS).-N- (l-7.x.*7-Jv) -r-'1".::f-'J-p-.-~r.:¥-~ 

-*~7 .x.::.Jll77=~~fJ~o 

T L c ( y 1) .,, ~ J'v) ; R f = 0 • 5 5 ( n - -:/' 9 J - )V : m:n : * = 4 ; l : 

1 ) 

NMR CDMSO-d& o) 7. 9 (d ... J=7. 5, 2H) .. 7. 5 (m, 

5H) ... 7. 1 (d, J=7. 5, 2H), 4. 5 (q .. J=B. 8, lH) ... 

3. 9 (s, 3H), 3. 8 (m .. lH) .. 3. 6 (rn ... 2H) ... 1. 6 (d .. 

J=6. a ... 3H) 

I R ( K B r d i s k .. c m · 1 
) I 6 8 O ,, 1 6 O o ... l 5 7 o .. l 3 8 o .. 

l 2 5 0 ... 1 l 8 0 

ltR.\ 1 6 0 - I 6 1 "C 

[a] 2 0 n = + 9 O. l ( c = 0-. 0 5 1, Me 0 H : 1 NH e S 0 t = 3 1 ... 

v/v) 

~-~iii" ~iJllHl : C... 6 9 . 7 6 ; H, 6 . 3 5 ; N... 4 . 1 2 

tt3$:fil : C .. 6 9 . 7 1 ; H.. 6 • 4 7 ; N, 4 . 2 B 

~MBllJ 4 

( a S , 1 S ) - N - ( 1 - 7 .x. * -1- 111) - r - :i!"" ~ 'J - ..£. ~..? I- ;t. ::..- - * .:e- 7 

.x. = '" 7 7 .=.. ~OJ~ .iVt 
f- 7 JI .A ·-· P -- :J f- ~ ~ - fJ - ~ 'J '/ ...( Iv 7 !J r) JviUf 1 8 5 m g t: Z 9 / - Jv 

l 0 m L ,;:73;t), L ... ta.Ill~ 4 0 "C l\'.:.ftifj L.. f:o 1 2 1 rn g ( 1. 1 ~:ll) OJ ( 

s) - 1 - 7 :z:. if. :f /1,,7 ~ ~~1Ja;l, 4 o °COJ ~ ~ 1 5 mrrs,&~ L ~o tfi-W Lt.:: 

tt:IJ.i-t-i?~Lt:~ll~.Z:•L-r .. 2 I 0 mg<7J8tsttM:c L-r (as .. 1 S) -
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1·5 

N- Cl-7s*7-~)-7-*~~·-p-jt-~~-*~7.:i:..::.~77.::.~~ 

~t:o JIX.$7 1 %0 Y7.A7l.l~-:?-lt ((a S .. 1 S) .pf;:/ (aR, 1 S) 

f*) &;i: 9 5 / 5 Jtl.J:l? ~ .._, f::o 

~M!{ill 5 

C a s , l s ) - N - < 1 - 7 x * 7- 11.t) - r - * .:f 'J - p - ;l t- .:f :_., - * .:e- 7 

.:i:. .=.. '"' 7 -7 .=.. :...- OJ ft J£ 

t- 7 ::..- A - p - /. t- 4=- y - s - ~ / 1" 1' JV 7 7 1) JvD 2 0 6 m gt- .:c. 9 / - '"' 

1 Om L c;:~~' l.,, ii!&~ 4 O °C';:mJl!'H,,fto 1 0 9 mg ( O. 9 ~ii:) OJ ( 

S) - I -7.r.;f7-JL.-7~ /~be~, 40°COJ'ii1 5Mf!Lilirt;il.,t~o tfil:lil.,t: 

t.;tiQ~.i;,;iiLt:~-~~-t.,-r, 1 6 5 mgOJS"attiic LT (as, 1 S) -

N-(l-7~;f7-~)-r-*.:f~-p-;l~.:f~-*~7i~N75~/~ 

~!lf:a 1&.$4 2%o (aS, IS) ~l: (aR .. 1 S) #*l:OJ~7.A-Tv;;t'":("­

Jt.'i~ 8 5 : 1 5 -C:'5;, ~ f::.o 

~hiflJ 6 - 1 9 

(a S, 1 s) - N - C 1 - 7 .%. * 7- Jv) - r -;d"' ;:f- 'J - p - ~ t- ;:f- y - ;t- .:e- 7 

.:i:. =- Jv 7 7 =- / & '(} < a R, I s ) - N - ( I - 7 i * "1- Jv) - ,, - ;;t .:f. 'J - p 

-J~~~-*~71.=..~75.=..:..-0)6~ 

t- 7 /A. - p - .:J t- ::\=- Y - /3 - '°' J' ',/ 1' Jv 7 ~ 9 Jvit 2 0 m g ~ai 1 J;:m"j""~ 

W 2 m L ':.;3i1' l.,., iJ.JJ{-t- 4 o °Ci:alii L t:o 1 3 rn g ( 1. I §:MJ 0) ( S) 

-1-7.r.*7-~7~::..-~~~ ... 40~©ttl5~00&~Lt:o&~~~~~ 

l 8 mL©7-tt r~ r IJ 1111.1<.mill (7-t? }-.::. r I) JV: pH 2. 5 flfj~= 8 : 2 

v/v)~~~ .. HPLCl?~fiL,~1~~~•*&~~7.A~v*v-~ 

, l? (aS, 1 S) -N- Cl-7.x.-*7-Jv) -r-;t~~-p-J l-.:f-~-;t.~ 

7 .:x:. =- Jv 7 '7 .=. ::..- & U' ( a R , 1 s ) - N - C 1 - 7 .x. * 7- Jv) - r - * .:f- / -

p-~~~~-*~7.x.=~7~=~~m~o 

it 1 cp, J&!Jqct, .::. "":JO)::; 7 A 7 v ;d"' v -QJ€rit~~T a 



W098/35934 PCT/JP98/00S80 

1 6 

~1 

18#£ i&• (a S, 1 S) #=: 
(%) (a R... 1 S ) f*Jt 

Uf'JG "'-.:t-~:,... 4 5 5 3: 4 7 

W811i'1J7 · r ,.,.x..:,, . 90 5 6 : 4 3 

·~!£'118 ~ccJt-11'.l.. 8 0 6 0 : 4 0 

;ftl§fJlJ 9 JH!R.x. 7-'" .· 90 5 9 : 4 1 

~a&iBIJl o 7 1-71: l-"077 / 9 0 5 5 : 4 5 

~gtj 1 1 2 -"fo.1~1-Ji. 8 6 8 7 : 1 3 

~-flJ 1 2 1 -"fcrt; ~Iv 8 1 9 2 : 8 

1'1if1Jl 3 7-t? t- :.- .4 0 62:38 

itlif!Jl 4 :r..7 1-1v 9 0 1 0 : 3 0 

~8f1J 1 5 ;1. ~ 1-1v 7 1 6 1 : 3 3 

Uf!Jl 6 DMF '1 0 80:20 

1t1Jriflj 1 7 7 -u t- =- t- 1J '"' 90 7 0 : 3 0 

••l 1 8 ;r_~ 1-1v/llc o / l) 67 9 1 : 9 

1'1JrifJIJ 1 9 7-f? r:.. r IJ J!,/1.f< ( 1 /}) 60 6 8 : 3 2 

~jfi'1J 2 0 

C a S .. 1 S ) - N - ( l - 7 .x. * r 11.-) - r - *° .:\:- 'J - p - )l 1-- .::f :;..- - rt- .:c 7 

1 ..::. '"" 7 7 =- :.t (})a P.Jt 

1-- 7 :,.- A - P - J. r .:t- ~ - fl - -"' :..- '/ .-( Ji.I 7 ? tJ Jvlt 2 0 6 m g ~ .:c. 9 J - Jl.r 

2 0 m L C~~tJ' L ... il.8:-t:- 5 0 °C l\:.illll'i L f:..o 1 3 5 mg ( 1 . 1 ~:II:) 0) ( 

S) -1-7 .x..::f.7Jv7 ~ :..-~1JD~ ... 5 O"C©ii;* 1 5~Mli.JtLf:o tfrtl:H.-t.: 

itii:~~~ Lt:~-~~• L-r ... 2 5 5 mg (})EJfSitllc L-r Ca s .. 1 s) -

N- (l-7.x.*~M -r-~+'J-p-)!--+~-*~7L~~75..::.;.t~ 

f.tt~o JIX$.7 8%0 -Y7A7'Ll~":('-lt ( (aS .. 1 S) of*/ (aR .. 1 S) 
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1 7 

~Mfi'IJlJ 2 1 

(aS .. IS) -N- (l-7L7f.rJV) -r-;f"-:f.:J-p-;l t--:f.::/-*-:C7 

.:r. .=..J'v7 7 .=. /OJ~P..!C; 

f- 7 ~.A- p - ;t r .:f- ::/- p -r\7. ~ '/ 1Jv1'7 1) Jlllt 5 0 0 mg ~..r. ~ J -Jv 

I 0 mL i=t4f;6' l.,, ii.~~ 5 0 °Cl;:ftap Lf:o 3 2 3 mg ( 1. 1 ~ii) <7) ( 

S) - 1 - 7 .:r. * 7-Jv7 ~ /~DD~.. 5 o "COJ ~ * 1 5 lf4!ra,Bt~ l., f.:a :f;lflfi Lt: 

r.,tijR-2:-~i!l L t.:~i!~"(it:11A L -c, 6 5 0mg0)13~itill: c L -c (a S.. 1 S) -

N- (1-7~*7-N) -r-**:J-p-Jr+::/-*~7:r..::..N7?.::..~~­

~it.:al&$83%a :/7.A-Tl/*"?-.lt((aS, lS)f*/(aR, lS) 

1*) 'i 9 5 / 5 J?.Ll: "'r:' cf.> -:d.: a 

~1Ai"91J 2 2 

( a S ... 1 S ) - N - ( 1 - 7 z .::;. 7- Jv) - r - '1" + :I - p - /. r ~ ::/ - Th .:r 7 

:L .::.. J'v 7 "5 -=- :.....- 0) ~mt 

r ? :.....- ;i,. - P - J. r .:f- ::/- /3 - ~-:,; '/ ~ 1'v7 7 1J 111n 1 . o g ~.x..? ; -1'v i 

OmLl:i.3;i!],L .. l!l_,.~5 O°Cl;:flllfjl.,f.:a 6 4 6mg Cl. l~JI:) OJ (S) 

- I -7 .x.*=1-1117 ~ ::.-~1JD.:t .. 5 o "COJ** 1 511\!frdllxJtLt:a ~Iii Lt.:ttZ: 

~-?:ill.,t.:tt,11~~-L-C .. 1. 2 7 gOJBf!ttilc L-C (as, 1 S) -N-

( l -7 :*f-N) -?-*•~-p-Jr.:f-::/-*~7.:r..::..N7?-=--;,;~~fta 

.!&$ 8 o % a :; 7 .A 7 I.I*-;{-!t C (a S.. 1 S) i*/ Ca R .. - 1 S) of*) ~t 9 

5 / 5 J!.Ll:C:~ --::i t:a 

~:&i{JlJ 2 3 

C a s .. 1 s ) - N - C 1 - 7 z * f- Jv) - r - * * :1 - * .:e 7 z .::.. Jv 7 5 .::.. :..-­

~~Pl 

r 7 ':/?... - f3 - ~ "./ '/ -f J\17 7 ·1J Jvlt 1 7 6 m g .a-..:i:. 5' J - Jv 2 0 m L ';: i3:6' 

l.,, ii.l:t~5 0°C,::1Jlllfjl.,f:o 12 lmg (l~:li) (!) (S) -1-7.:c.-*f-Jv 
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1 8 

7 ~ /~1JDX. ... 5 0°COJ'1'1 I 5WlfM.&PC;L.t:a *tHL.t:ttilt-i-~~L.t:••~ 

~- L. -C, 2 4 O m g OJ 8 fSttii c L. -C ( a S , 1 S ) - N - ( 1 - 7 .r.-* 7-

Jv) - 'f - '1" =f- •; - * ~ 7 ,. -=- Jv 7 7 -=- ;; :&. r1 ( a R .. 1 s ) - N - ( 1 - 7 ,. 

* r 1v) - r -* :t- '/ - *.:e-7 i -=-1v7 7-=- /OJii&~l!t~ :Y 7 A 7- v*-=?-.1±~ 

9 0: 1 O""t:fi~o J&•B 1 %0 7-t? r.::.. r l)Jv-7J<t:~fa.fal.,8~~~f.!i.f&c 
L L ( a s ... I s ) - N - ( I - 7 .x. * T )v) - r - *' :;f ') - * .:r 7 .:r. -=. Jv 7 ? 

..::. :..---t:-fif:a 

T L c < ::,., •J 7J 'T 111) ; R f = o . 5 o < n '-- 7 9 ,1 - ;i., : fl:lt : 71<. = 4 : l : 

l ) . 

NMR (DMSO- ds o) 7.' 9 (d, J=7. 3, 2H), 7. 6 (d 

· d ... J = 7 • 3 , 7 . ~ ... I H) ... 7 . 5 Cd d .. J = 7 . 3 .. 7 . 8 , 2 H ) ... 

7. 3 (m, 5 H) ... 4. 6 ( q ... J = 6. 8... I H) ... 3. 8 (m, 1 H) ... 

3. 6 (m ... 2H) ... 1. 7 Cd ... J=6. 8, 3H) 

I R (KB r d i s k.. cm - 1
) 1 6 9 o, 1. 6 3 0... 1 6 I o .. 1 5 7 O .. 

1 3 8 0 

Mdl.Q 1 7 8 -. I 7 9 "C (~#1-) 

[a] 20
0 =+8 0. 9 (c=O. O 4 7, Me OH: 1 NH2 SQ4 =3 1, 

v/v) 

:7C;;fi;tfi ~iftrj{j( : C... 7 2 . 8 4 ; H., 6 . 5 3 ; N... 4 . 8 0 

itJJ{~ : C... 7 2. 1 1 ; H.. 6. 4 4 ; N.. 4. 7 I 

~1JmllJ 2 4 

( a S ... 1 S ) - N - C 1 - 7 .:r. * 7- Jv) - r - :;J- .:f '/ - p - 7 o P - * .:r 7 .x. 

..::. 111 7 7 ..::. / OJ f; Jilt · 

r 5 /A - p - ~ o o - fJ - ~ / '/ 1 Jv 7 7 1) Jvit 2 1 0 m g 'd:- :I.. 9 J - Jv 5 

m L 1::i1fil' L. .. i.1.ll~ 6 o 0c1::ftgp L.f.:o 1 4 4 mg ( 1. 2 ~IU OJ ( S) -

1 - 7 .:c. * 7- Jv7 ~ ;;~1JIJ~... 6 o °C© '£ i 6 ~rdUiJt L. f:o fi'W L. t:itB:~~ 

~L.t~~-~~-L.T ... 2 8 0 mgO)S~t.A:itc L.-c (as .. 1 S) -N- ( 1 

-7.x.*~N) -1-~•'/-p-~oo-~~7.x...::.N75..::.;;~mt:a«• 
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1 9 

8 5%o Y7.A7"Lnt7-.lt ( CaS ... 1 S) f*/ (aR ... 1 S) f*.) 'i9 9/ 

l~~~~?t:ofiWLfttt•~-~Lt:~ .. 7~t-=~YN-*~~M~Le 
'@. ttll1;:*6 A c L L" ( a S .. 1 S ) - N - ( 1 - 7 .:r. -* 7- Jv) - r - * .:f. '.I - p -

Pcc-*~7.:r.~h75=/~mt:a 

T L C ( ~ tJ 'h if Jv) · ; R f = 0 • 6 5 ( n - 7' 9 J - Jv : fl:fift : J.k = 4 : 1 : 

I ) 

N M R ( D M S 0 - d 6 + t- tJ 7 Jv ;;t- o i'J:D o ) 7 . 9 ( d .. J = 8 . B .. 

2 H) .. 7. 6 ( d .. J = 8; 8.. 2 H) .. 7. 5 (m.. 5 H) , 4. 6 ( q ... 

J=6. 8., lH),.3. 9 (rn, lH), 3. e·(m, 2H) .. 1. 6 (d, 

J = 6. 8 ... 3 H) 

IR (KBr disk, cm- 1
) 1700, 1630, 1610, 1580, 

1570, 1370 

ift.g 1 7 2 - 1 7 4 °C 
[a] 2 D n=+24. 0 ( c = 0. 1 0 ... CHs CN:TFA=99: 1.. v/ 

v) 

:7C~7J'tff ~itlflt: c .. 6 5. 0 1 ; H, 5. 5 3 ; N .. 4. 3 2 

it"Jt:li: c ... 6 5. I 6 : H, 5 . 4 7 ; N, 4. 2 2 

~:IJli iflj 2 5 

C a s .. 1 s ) - N - C 1 - 7 .:r. '* :r 111) - 1 - * .;t:- 'J - p - :J :r 1v- * :e- 7 .:r. 

=1v7 7 = /OJ~nl 

t- ? /.A - p - J. . 7-"Jv- /3 - "' / '/ -1 Jv 7 ~ 1J Jvlt 1 9 o m g ~ .:c:. ? .J - Jv 5 

mL,:m~'L, ii.lt~ 6 O "C':iliJlilLt:u 1 4 4 mg ( 1. 2 ~:It) OJ (S) -

l - 7 .x. * =r 1117 ~ :.t ~1.JD~... 6 o "C 0) * "* 6 ~rs,Bl~ Lt: o tirlfi L t:itiii ~ 6 
~ L t:ti~~ftlH,, "'t'\ 2 9 9 m g 0) 8-fSttil: c L -r Ca S... 1 S) - N - ( 1 

-7.:r.*-1-~) -r-;;f-~'J-p-j.7-~-*~7.:r.=N77=/~~t:oU$ 

9 5 % o :J 7 :i. 7" v * 7-lt. ( (a S... 1 S) 1*/ (a R, 1 S) #:) 'j: 9 7 / 

a QLI:. c: i:> -::d:. o *1r w L t:. tt• ~ 1.1'.il Lt:.~.. 7 -tr J.. -=- J.. •J Jv ··-1k c: N*S & L A 
~tt~taiic L-C (as, 1 S) -N- < 1 -7 .T.;f.T-11.-) - r -"1"'.:t-'.1- p-
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2 0 

)7-~-*~7i.::..~75.::../~Wt:o 

PCT/JP98/00580 

T L C ( ~ •J n Jf Jv) ; R f = 0 . 6 0 ( n - '7 9 J - Jv : fl:lt : 7.t< = 4 : 1 

1 ) 

NM R ( D M S 0 - d , + " ') 7 Jlot t1 fl:lt o) 7 . 9 ( d , J = 8 . 5 , 
2 H) , 7. 5 (m, 5 H) , 7. 4 ( d, J = 8. 5, 2 H) , 4. 6 ( q, 

J = 6. 4, 1 H), 3. 9 (m, 1 H), 3. 6 Cm, 2 H), 2. 4 (s, 
3H), 1. 6 (d, J=6. 4, 3H) 

IR (KBr disk, cm-•) 1680, 1630, 1610, 1570, 

1560, 1370 

It.~ 2 0 5 - 2 0 7 °c 
[a] 20

D =+3 3. 0 (c=O. 1 0, CHa CN: TFA=9 9 ·I, v/ 

v) 

j(;~;tfi ~ill~~: c' 7 3. 2 1 : H, 6 . 9 4 ; N, 4 . 4 9 

tt•fil: C, 7 3. 2 9 ; H .. 6 . 8 O : N, 4. 5 0 

~BffiflJ 2 6 

( a S , 1 S ) - N - ( 1 - 7 .x -* 7- Jv) - r - ;t ::f- 'J - p - .::.. r c - * -c 7 .:c. 

.::.. Jl.t 7 5 .::. / 0) ~ nl<: 

~ 5 ~ .A - p - .::.. r c - /3 - ~ ~ '/ -1 Jv 7 7 I) Jliftlt 2 2 1 m g -i- .:r.. 9 / - Jv 5 

m L l~i3"/J' L, i!illl~ 6 0 "Cl<:ilfln L f:o 1 4 4 mg ( 1. 2 ~:It) (}) ( S) -

l-7.x..:f."1-J1'7~ /'£-:ba;t, 6 O"COY*;i: B~rai&Jt>Lt.:o fi"tl:iLt.:ttillt~JS 

ii L t:~Jl~$Z::lil L -C, 2 9 O m g (J)1t~ttii t: L -C ( a S , 1 S) - N - C 1 

- 7 i -*7-Jv) - 7 - ~~ 'J - p -..::. ~ o - *-=E-7 .+..::.Jv7?..::. ;..,~tllt::o i&~ 

85%0 Y7?.-Tv;t~-lt((aS .. lS)l*/(aR, 1S)1*)~i95/ 

sa~~~?t:ofimLt:~m~•~Lt:~ .. 7~r=r9N-*~~~~L~ 
~tti!*.*6 A c L -c ( a S , 1 S ) - N - ( 1 - 7 .:c. .:f. "1- 11.t) - 7 - '1" .:f- '.I - P -

.::.. r o-;t--C-7 .:r..::..1117-:;.::..:.--~ft.t=o 

T L c ( Y 1J n >f 1v) : R f = o . a o ( n - -:t 9 J - 1v : fJ:mt : * = 4 : I : 

1 ) 
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2 1 

NM R ( D M s 0 - d 6 + ~ 1) 7 Jv * c fJ:ilt 0 ) a . 4 ( d ... J = a . 6 ' 

2 H) ... 8. 2 ( d ... J = 8. 6... 2 H) ... 7. 5 (m... 5 H) , 4. 6 ( q, 

J=6. 8, lH) ... 4. 0 (m .. lH), 3. 7 (m, 2H) ... 1. 6 (d, 

J = 6. 8 .. 3 H) 

IRCKBr disk ... cm- 1) 1700, 1630, 1570, 1520, 

1380, 1350 

M.~ 1 5 2 -- 1 5 4 "C 

[a] 2 0 
D = + 2 3 • 0 ( c = 0. 1 0' CH a CN:TFA=99 1 ... v/ 

v) 

iC*?tfi . ~lltU~ : c ... 6 3. 2 8 ; H .. 5. 3 6 ; N ... 8 . 0 6 

ttJJii: c ... 6 3. 1 5 ; H ... 5. 3 0 ; N ... 8 . 1 8 

~M!~J 2 7 

(aS .. 1 S) -N- (l -7.:c;l:.7-11.t) -7-'1".;t.'J-p-7Jvi"o-*.:r7 

.x. =-1v7? =- :..-OJ~}jj(; 

~5/~-p-7N*c-a-~~~~N7~9N~194mg~~9J-N 

3 m L ,~137,}, L. ... rM.ll.:£- 6 0 °C l~ifijij5 l, 'f:.o 1 4 4 mg ( 1. 2 ~.ii) 0) ( S) 

- l - 7 x. * 7- Jv 7 ~ :..- ~:I.la~.. 6 O °COJ ~ * 6 mfMliJti L t.:o ~JTW L t=ttilt'i-

-? ~ L '/:. f~-~~- L. -C, 1 9 0 m g 0) El '@.tt ii c l, '"C ( a S , I S ) - N -

(l-7.x.*rN) -r-~~'J-p-7N~o-$-t:-7.x.=-N7~=-:..-~mfto 

.!&~ 7 0 % o Y 7 A. 7 Lnt ":("-lt ( (a S, 1 S) of*/ (a R, 1 S) f*) 'i 9 

0/lO~~~~~ftofilliL*tt•~-~L~~ ... 7~~=-~VN-*~~~ 
AL.8'@.tt~*6Ac L-r Ca.S, 1 S) -N-· ( 1 --7 .x.;t.rJv) -1-:;t~') 

-- p · - 7 Jlot o - *-=E7 .x. .=..Jv7? .=.. /~f,9.t.:.o 

T L C C:,., 1) tJ If Jv) ; R f = O • 6 5 C n - 7' 9 J - 111 : fl:D : 7k = 4 : 1 : 

I ) 

NM R ( D M S 0 - d e + ~ •J 7 Jv :it a fr:M o ) 8 . o ( d d , J = 8 . 3 ... 

5. 6, 2H), 7. 5 (m ... 5H), 7. 4 (dd ... J=B. 3, 8. 3, 2 

H) , 4. 6 ( q, J = 6. 8 ... 1 H) , 4. 0 (m., 1 H) ... 3. 6 (m, 2 



W098/35934 

2 2 

H), 1. 6 Cd .. J=6. 8, 3H) 

PCT/JP98/00S80 

IR (KBr disk .. cm-•) 1700, 1650, 1600, 1350, 

1290, 1220, 1.160 

Ill~ 1 7 5 - 1 7 7 "C 

[a] 20
D =+2 6. 0 (c=O. 1 0, CHa CN: TFA=9 9 1 ... v/ 

v) 

7G~~fi ~irJtt : C... 6 8 . 6 5 ; H, 5 . 6 7 ; N... 4 • 2 9 

it•4':: C, 6 8. 5 6 ; H, 5. 7 5 ; N, 4. 4 4 

~1Jfif~ 2 8 

. < a S ... 1 S ) - N - . C 1 - 7 .x. * 7- J'v) - 1 - .;J- + 'J - p - 7 .x. .::. Jv - * .:e- 7 

. .x. .::. Jll 7 7 .::. ::...- 0) ~me: 

r 7 ::,..- A. - p - 7 .x. .::.. Jv - fJ - r{ ::,..- •/ 1 J'v 7 7 1) Ji.lit 2 5 2 m g ~ ;C ~ ) - Jv 

5 m L i:~i1' L, ii.If~ 6 0 °C ':~.fi'j L f.:o 1 4 4 mg ( 1. 2 ~:fl:) OJ ( S) 

- 1 - 7 .:r.-* 7- Jv7 ~ /~:l.HJX,, 6 0 °COJ~ :f 6 01jfL,&Jt L t.:o fiW L t:ttfit-t­

. ~JILt.:~-~~-L-C, 3 2 Omg©S~ttl.l:c l.,'"C (a S, 1 S) -N"'-

( 1 - 7 .:r. * .:;:- Jv) - 'Y - *' ;f. '.I - p - 7 .:r. .::.Jv-* ~ 7 .:r. .::.;1.17 7.::.. /~f3.t.:o 

.!&$a 7 % o .Y 7 7..-T v * ~ -Jt ( (a S.. 1 S) I*/ (a R... 1 S) .f*) £;i 9 

5/sm~~~?t:ofimLt:~•~•~L~~,7~~.::.~u~-*~N~& 

L B ~ttll7\*6 A c L "'C" C a S .. 1 S ) - N - C l - 7 .'.t. * 'f Jv) - 1 - .;J- + 'J -

p-7.x.=~-*~7.x.~~7~=~~mfto 

T L c ( y 1) 'fJ Jf JV) ; R f = 0 . 8 0 ( n - -:1 ? J - Jv : fi:lt : * = 4 : 1 : 

1 ) 

NM R ( D M S 0 - d s + t- lJ 7 Jv :t o fl:mt o) 8 . 0 ( d, J = 8 . 2 ... 

2H) .. 7. 9 (d .. J=B. 2 ... 2H) .. 7. 8 (d, J=B. 3, 2H), 

7. 5 Cm, 8H), 4. 6 (q ... J=6. 8 ... lH) .. 4. o Cm ... lH) .. 

3. 7 Cm, 2H), 1. 6 (d, J=6. 8, 3H) 

IR(KBr disk, cm- 1) 1680, 1640 ... 1620, 1510, 

1 3 8 0 
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2 3 

lks 1 s a - 1 a 5 °C 

[a] ~ 0 0 =+42. 0 (c=O. 10, CH:i CN:TFA=99 l, v/ 

v) 

JG*7Hlf ~ift!Jfi: C, 7 7. 2 4 ; H ... 6. I I ; N, 3. 9 I 

tt#tt : C , 7 7 . 1 9 ; H, 6 • 2 1 ; N, 3 . 7 5 

~ :&f!i if!! 2 9 

( a S , 1 S ) - N - ( l - 7 .%. * =f- JI.-) - r - ~ .:f. 'J - p , m - :J :I- I'- .:f- Y -

~_!: 7 x. .::. Jv 7 7 .::.. /OJ~ Wt 

~7~A-p, m-:/)~~~-s-~~~~~7~~~-236mg~)9 

J - Jv 5 m L 1:.t.3~~ l,, ii.I.(~ 6 0°C1;:ftftl'j L. f:o 1 4 4 rn g ( 1 . .2 §:R) OJ 

( S) - 1 - 7 .x.-* 7- Jv7 ~ /-t-1Ja;t.. 6 o °CO)'£'* 6 Ditrai&.rt L f.:o :t1'l:flL t.: 

ttiii~~JILt.:fl~~~~.L-C .. 2 8 6 mgO)S~ttit~ L-C Ca S ... IS) -

N-Cl-7~*7-M-1-~•~-p ... m-:;)~~V-*~7~.::.~7~ 

.::..::.t~f!Jfto «•a 0%o ~7A7'Lnt~-.,..J± ( (aS, 1 S) i*/ (aR, 1 

S)~)~95/5m~~~?~ofi~L~tt~~-~L.ft• ... 7~~.::.t-v~ 

-1kC':jij:*fiafiL,8~tt~&alrc LT (as .. l S) -N- ( 1 -7 .x..:f.=f-Jv) -

r -;:i- ::f- 'J ··-· P ... m --·:.; /. t- ~ y - 7f\ !f:-7 .x. .::.;i,,7 7.::. ~.f:-W~o 

T L c C ~ rJ n .rr· Jv) ; R f = o . 7 o ( n - 7 ~ J - Iv : D'flt : 7.k = 4 : 1 : 

1 ) 

N MR ( D M S 0 - d u + ~ 1J 7 ;i.,;,t o IFilr o ) 7 . 6 ( d , J = 8 . 5 , 

1 H) , 7. 5 (m, 5 H) , 7. 1 ( d, J = 8. 5, 2 H) , 4. 6 ( q, 

J = 6. 8, 1 H) , 3. 9 (m, 1 H) , 3. 9 ( s, 3 H) , 3. 8 ( s, 

3H), 3. 6 Cm, 2H), 1. 6 Cd, J=6. B ... 3H) 

IR (KBr disk, cm- 1
) 1680, 1620, 1590, 1570, 

1510 .. 1460 .. 1420 .. 1380 .. 1270 

MF.a 1 7 1 - 1 7 3 °C 

[a] 20
D =+3 4. 0 (c=O. 1 0, CHi CN: TFA=9 9 1 .. v/ 

v) 
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2 4 

7G~~tff ~iJllfl : C, 6 7 . 0 8 ; H, 6 . 6 6 ; N, 3 . 8 3 

ttW:iit : C, 6 7. 1 1 ; H, 6. 4 9 ; N, 3 . 9 2 

~tifli fl.I 3 0 

(R) -p-~t-.::f~-*~7.x..::.k77.::.~0J&~ 

PCT/JP98/00S80 

.:i:.? J -Jv 1 0.mL1;: l 0 m L OJ 0. 5 ll~ittil~:!m;t, ~ tLJ;: 3 2 7 mg OJ 

(aR, 1 R) -N- C-1-7.r..;t.7-Jv) -1-'1-~'J-p-;C t-4=--Y-*-:i=-7 

.:r.=-Jv77.::.::..-~1Ja;l""Ct.§1JL, ~OJil~i!f&;:5 Omg©l O%r~?:Jr7b.'h­

~~~m~, m~L~~.;2 o°C, Sff~~**~m~ff?f:o &Z~M•~~ 

51 o?:il!l L, ~-~ii~ L-rtt i?tLt:s~l§'.lf*.{-~ltH p L c-t:-m ~'°"C~RRT Q ~ 

cl:.J:~ 1 O 5mgOJ (R) -p-;l t-~:/-$-=E7i=.Jv77.::./.{-fi.f:o J& 

~5 0 %0 

T L C ( ~ ') 13 If' Jv) ; R f = 0 . 3 7 ( n - :I !I J - Jll : lfFIUt : J.I< = 4 : l : 

I ) 

NMR(D20,HClform, o) 7. 1 (d,J=7. 3, 2H), 6. 

a (d .. J=7. 3, 2H), 3. 9 (t, J=6. a, lH), 3. 7 (s, 

3H) .. 2. 6 (m .. 2H) ... 2. 1 (m ... 2H) 

··~ 2 3 4 °C 
[a] ~ 0 D =-3 0. 6 (c=O. 1 .. 5MHC I) 
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