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2 GAA A AFEE "t SEHE" At A, Atute| g otA] 2 A2 FAE 2T, S-S o, HhEl g ot
2 27 22 vAE F71AE AAG ol 59 4GS JA 2 A5t AS EFsk)

Smith Kline ¥ Z&2 1o FEF W= 53] #14,028,379% 3| 2~EY] Hy- A A Al Zo] AHEE & $7F A4 22
I-(n-HEe=3d)-1-(n-MEH)-2-HEZJ & /MAIstaL vt 7] 53 7] SFES Fa84 & 2 3=
2 WA AY A A AL QA = ZE Aol

oubgol] AlEE = S EA S ES FAE 4138 U Ao A2 = ) dEEY], ey & S F2
223} B3} 778 Qv EEZo wHty 1 1-tdERE-2-UEZd ZHA('PS") NS HA3] x3E 47
Ao} A A AAHER 1,1-¥] (S AE )-2-HE RS 558 5= v}, 7] 473} b3S 220 2-484] 7
ol dojttt, 71 3 7] YA ELS o] 2 Wl x4k &aA]7]= &, 60~70To A uwksts WA 2 Akt -4 2 7}
AU T m-FEEHN RO E Audts 53 o] E3lo FAE o A W o R ALSA|A o] A-$-Eh 4y
d 32 sxd A& AT Aoz, 7] Abshubg2 14413 o] ujof] ¢k ¥ o),

L 1-(d<=9d)-1-(MEE)-2-HEZ gl

2. 1-(g=9d)-1-(NEE 2)-2-HEZJ =l

3. 1-(n-FE&9d)-1-(n-FHE2)-2-LEZ o el
4. 1-(n-F A&7 d)-1-(n-FAHE 2)-2-UEZ &l
5. 1-(n-SE&9d)-1-(n-FHE L)-2-LEZ o el
6. 1-(n-d 2 &9 d)-1-(n-dHE 2)-2-UEZ o €l
7. 1-(n-Edd e d)-1-(n-EH A E L)-2-E=Z &l
8. 1-(n-Wd &7 d)-1-(n-HZE 2)-2-UE=Z| &l
91, 1-Hl2(ME sy d)-2-HUERZd

10. 2-(MEZWEd)-1-SAfe] =-1,3-T]E] & ¢
11. 2-(JEEZWdd)-1-AFo] =-1,3-t] €] ¢F

12. 1-HE=-2-(ME 3 DA S =46

13. I-HER-2-(Me &3 DA S 234

14. 1-HEZ-2-(HEesx DA S=24 1l

=)

P

15, I-UEZ-2-(Hesx DA S22

12,
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16. 1-HE=-2-(Ad =D S =30
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e
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20. 5-UEZ-3 4-1]

=

21. 2-HERM YA -1, 3-H 2t H&-1-S-FA}o]

=
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ES Azt gstel §mE AAg vy, &S AEgt A ARl 1:7 olg ofAl
H o] E-A - o H| = %%“2 |E3lo] A 2nE Y9 s

AAe] 3: 1 1-H]~(GAE)-2-LEZ RIS A=

8253 n-7d W PSE FEd2ete] W Bl wet 1 1-H] A n-FEE)-2-HERAH S Azt e
Jo] MAEL 97%5E 2 55901 o= olstadc), H- NMR(CDCl,):8 7.10(s,1H),3.03(t,3H),2.94(t,3H),1.40-
1.80(m,8H),0.95(t,3H),0.93ppm(t,3H),Anal .calcd.forC,yH;¢NO,S,:C,48.16:H,7.68:N,5.61.Found
C,48.17;H,6.95N,5.62.

6] 41 -(n-H e )1 -(N-Y 2] @)-2- U Ezodle] B o Zo] A A A%

R Dell whet 1,1-HlA-(n-FEH )-2-UERH oz HE 1- (n FEEIE)-1-(n-FEE &)-2-HE=Z "l ]
E 2 Z o] dAA S Azt 7] A= 58 20%(01 4 2A1) R T8 45%(1 A A2)0 LU= F535130 o1 o]

£ 32133 O]’\é’é}iﬂ111H—NMR(CDC13)16 7.66(s,1H),3.02-3.23(m,2H),2.73-2.93(m,2H) 1.65-1.95(m,4H),1.40-
1.60(m,4H),0.98(t,3H),0.96ppm(t,3H).Anal.calcd.for CyoHgNO3S,:C,45.52:H,7.21;N,5.27 . Found

C,45.19;H,7.27;N,4.95.0] A & A 211H—NMR(CDC13)18 6.93(s,1H),2.73-3.25(m,4H),1.43-
2.05(m,8H),0.97(t,3H),0.96ppm(t,3H),Anal.Found C,45.50;H,7.41;N,5.26.

Al 5: 1. 1-0]~-(n-HHEQ)-2-LEmodle] A%

803 n-Fd 4 PSE FdEd 23] Wy Boll whE} 1,1-¥]2-(n-EH A E 2)-2-YEZ S A x5} A
B 92 FNAYPRE 8%TEE FEsden o Zsdvh. 'H-NMR(CDCly):S
7.08(s,1H),3.04(t ,3H),2.94(t,2H),1.20-1.80(m,40H),0.85ppm(t,6 H),Anal.calcd.for

CogHls NOLS,:C,65.915H,10.85:N,2.96. Found C,65.72:H,11.35:N,2.81.

AAe 6:1-(n-EddEId)-1-(n-=HAE)-2-HE= RIS E 9 7 o| A A=

W Dol whel 1,1-H]A-(h-EUHAE )-2-HEZH oz BH 1-(n-EdAdsdd)-1-(n-ZuAE)-2-UEZ
ele] E ¥ 7 olAdAA EIES AXsPL. AV EFEL uFHES 549TEE $£E5359Y. Anal.caled.for
C26H51N03821C, 63.75;H,10.50;N,2.86.Found C,63.78;H,9.51;N,3.07

tHuzroe gl pSE F2ed 2ste] Wy Bell wet 2-(HEZWMEA)-1,3-HE & &S5 A=l A7) A&
& FAARE 90%T &2 F5H 0m o] & sl drh. 'H-NMR(CDCly):8 7.75(s,1H),3.54ppm(s, 4H)

A 8: 2-(UE=MEI)-1-FAto]=-]1 3-C]E]-Sgho] E 9 7 o] A A A=

W Doll whet 2-(UEZWgd)-1,3-tE&H oz BE 2-(JERZWda)-1-SAlo]=-1 3-UE| S E @ Z oA
ﬂzﬂ I ES ARG A EFES 4% 37%9 1EFFR o7 FEIFYTLE o)AAA 1: 1H—I\H\/IR(CDCIB)ia
7.85(s,1H), 3.95-4.21(m,1H),3.54-3.78(m,2H),3.04-3.21ppm(m, 1 H),

A 9: 2-(JE=mEd)-1.3-t]E|te] A X

Egdgd teZrlo]= 9 PSE W EA23lo] WH AR HE 2-(YEZdEH)-1,3-tE kS A ZEH T 7]
A E 82%55 9] IYPFoR T55% o ol & gl Anal.calcd. for
C- H NO S :C,33.88;H,3.98:N,7.90.Found C,33.12;H,3.75;N,7.58.
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AA 10: 2-(JE = el d)-1-FAto] =1 3-C]E|QFO] E Bl Zo| A H A Al %

W Col ek 2-(J E2 v E)-1,3-t]Eeho 2 RE 2-(ER WP )-1-SAbe] = -
FgEe  Azsgt. Wl EFEES 37esEd IR 5
C5H,NO5S,:C,31.08;H,3.65:N,7.25. Found C,30.94:H,3.49;N,7.07.

,3-T]E|¢HS] E 2 Z o] A A A
st Anal.calcd.for

off +—

Al 11t 2-old=ad-1-HEZ ] Az

Organic Svnthesis, Volume 70, page 68,19910|4 7}I2x]1 ¢l&= vle} 2 YER AT & A2 wa 4-E=Z
-3-F-e2-S A 2353}

Organic Synthesis, Volume 70, page 68,1991°4] 7}E2X 1 9= vlo] W} 2-ofA|EA-1-UERZX S A %35}

.

0~5TolA 2-olAEA-1-UEZFE(26.50g, 0.164mol) ¥} o €+E]-€(11.20g, 0.164mol)¢] nyFgMo] E g oo}
W(16.77g. 0.166mol) H SFHEYEZH(50ml) &NS 308 AA Arlste 2-ddEe-1-UE=Z
A7MAEA], AIEQ] SNE 0~5TAA 1A wuket & &2 A4 =8 A(500mDoll At 37 f7188 93
g @3 x 150m) o2 F&31 23E RS gGo]24(2 x 200m)E M H &t Ak vl st %A 73, o
Bl 7Fetrstol] =8kt A7) A ELS =F(1.5Torr., 72~75C, Z27])ste] B3 ¢ d, 23.03¢S +& 86%= F
533t "H-NMR(CDCl,):8 1.1,t,3H,-CHy; 1.29,t,3H,SCH,CH4;2.5-2.85,m,2H, -
CH,~;2.6,q,2H,SCH,~;3,28,m.1H,CH:4.5,d,2H,~CH,NO,,.

"
)
o
Y
BN
=)

2
i)

0CAA e A(100mD el &9 2-HE S -1-UEZHEN23.02g, 0.141mol)2] w & No|| &3} e A (30 ml)
o] &3)¥ A3} £3F2(20.16¢,0.149mol) NS A71ele] 2-HE| Q-1-UEZ RS A 2519}, A7tdas A9E
Ql &NE 1657F wwkalar, 7hekstel 3 s AAS A, 7] ARES A E A(100mDel &3 A1 7132 0Cell
A s g A(30mD)ol £3]E Eoeolyl(14.27g, 0.141mol) & NS H7letgich F7tgdes ghS 1587 wuksh
T, FH2 A4 F8N400mDY B A7) fF71ES st 2ol (2 x 75 mDE Al F st kel gt A
AzA7)4a, o3 2 FEsIch A b A=etE 2T (10:1 i/ g olAlH o] E)Z At A ES FAoY
2.85g% & 13%= 58k 'H-NMR(CDCl,):§ 1.26,m,3H,-CHy; 1.36,m,3H, -CH,; 2.55,q,2H,-
CH,~;2.92,q,2H,SCH,~:7.2,s.1H,2# % H.

EEFAH20mD &3 E 2-odE e -1-HEZFH(1.50g, 0.0093moDe] unbel ool spabshaqa 5=8-94(1.05¢,
0.0093moD& #7kete] 2-oE &3 d-1-HERE Axe3ivh. AoEQ] S48 Ao A 1843Hgeh wika3itt.
werstel gl & A skl e AstH P Aol &322 the A vho] 7t o] E 23h48-9(1 x 50mDR Pl
(1 x 50mD = AIHEF gt mavlg el A A xzshal, ol v s Hekglth. defyhd AmvbE v (2:1 Sat/el e
obEo|E)m 2 A ste] w4 0 0.42g9] o] AA EFEE F& 25%2 F533Ih TH-NMR(CDCly):6
1.26,m,3H,CHy;1.5,t,3H,CHg; 2.5-2.85,m,2H,-CHy=; 2.85-3.2,m,2H,SCH,~,7.2+ 7.3,2s,1H, & ¢ 9 H.

Al 12 EeF SA]

Boubgel o3 Wl SHEe) Hge vy o] 4

[ 1A]

e

HE  B%E 93 EE3H(T)
EDIN
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1 1-(-HE€£99)-1-(n-HAEE R)-2-UER & 29
2 l-(-ddedd)-1-(n-dgE)-2-UEZH 2.4
3 1 REEYY)-1-(-FEHL)-2-HERIH 24
4 1-(n-FBAEYD)-1-(-BHE L)-2-HER W °d
5 1-(-$E&¥E)-1-(n-$EEHL)-2-HER W W=7
6 1-(n-d2&¥d)-1-(n-ddg)-2-UERJd 38-41

7 1~(nEHAdEdd)-1-(n-EHAE L )-2-UEZo |l 45-48

8 1~(n-¥dE9d)-1-(n-HNAEL)-2-UEZ | 110-112
9 Li-bx(vEedd)-2-UEZH 106-108
10 2-(UE=2ZHAEH)-1-SAr}oj=-1,3-0EH S F 86-88
11 2-(JEZHEH)-1-§Arto]=-1,3-HE ¢ 88-90

A 13: SHA AlE

= ol o3t YA ESE] e Ui dagd W9 2 Sol2Ad S84 aE HA 9A v&
(Minimum Inhibitory Concentration; MIC)Z =7 3}%t}. Minimal Salts Media(M9G), Tryptocase Soy Broth(TBS)
%9 Trytocase Soy Broth @ AW & A (TSBA) A 2¥f &2 3 A8 d&H 9 53&E=2 MICE =Aegth A7) 313 &<
of~d| 24 8]~ YA Z(Aspergillus niger), EEFE¢ FH2HRhodoturola rubra), ol ~A& X o} 2] (Escherichia
cold) B ZA|-E R} ofe] 4] .= AH(Pseudomonas aeruginosa)®ll take] A1 & 3181t
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H2 A F=(ppm)

E.Coli E.Coil P.aeruginosa A.niger R.Rubra E.coil

e N9G TSB TSB TSB TSB  TSBA
1 (4 125 125 12.5 25 125
2 63 > 500 > 500 > 50 > 50 500
3 63 500 > 500 6.3 6.3 500
4 > 500 > 500 > 500 12,5 50 > 500
5 > 500 > 500 > 500 >50 > 50 > 500
6 > 500 > 500 > 500 >50 > 50 > 500
7 > 500 > 500 > 500 > 50 »>50 > 500
9 125 250 125 25 50 125

10 63 500 > 500 > 50 > 50 500
11 63 250 250 > 50 > 50 125

R EICERELS

3.
[e] = =
2 WAEE AR, 4 8A e, 5& A8 o] eieh WS b mlgmel AA Aol B oAl .

O«

|

R—S NO,

R! R
(n

o, 71 Aol A,

R1 R%S0,.H 2 (C;-Cyy) &
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R R,E (C-C) U2 HH S84 08 Aeun);

o] 5-dAF T2 6-9A 23} 2 B3t wYyS AL oy, A7) ade= Al
o)
A=

o 2§ v;
R 2RI P39 049 371 230} 5-94 B & 6-904 Leue g G4 5 o

ROE HE (C,-CoRA = P8 A wu;

R, % R? & R} ROe B35 9719} 7] A0 5-94 52 6-94 Bx3} nel S FA T 5 Qo

x=1%& 2: 0],

y=0,13&20°t

A7E 2

13 QloiA], 47] A8 BA, 2w, AA4A, 23, vhzy, ges, E2 9 Fo| S8, A, 75, ks, e
A, EE, AA, S BE, FEE 9D, FH OISR 4R S0, 1 FAR L ARG ow FAHE

3T 3.

L&l 9loiA, 7] vl

A Aol AFEE = A setE e F 7] HEHe FFE VEoR o
5~300ppmY = 5H o= 3}

fr Jo
N

__)LJ_:“

Lo

032

o

12

AT 4.

18l glolA, 371 &84 shsh=

fo

L 1-(ME=9d)-1-(MEE )-2-HEZq =l

2. 1-(E&7d)-1-(NEE )-2-HEZJ &l

3. 1-(n-BE&9d)-1-(n-FHE2)-2-LEZ o el

4. 1-(n-F =7 d)-1-(n- A E 2)-2-UEZ &l

5. 1-(n-SE&9d)-1-(n-FHE L)-2-LEZ o el

6. 1-(n-d 2 &9 d)-1-(n-dHE 2)-2-UEZ | €l

7. 1-(n-Eu A& ) -1-(n-Ed A E Q)-2-HEZ &
8, I-(n-Wd &7 d)-1-(n-HHE 2)-2-UEZ| &l

9. 1,1-¥ (e &dd)-2-HEZJ H

_10_



10,
11.
12.
13.
14.
15.
16.
17.
18.
19.
20.
21.
22.
23.

0% THHE 1§oE ¥H AuPe 5YoE

2-(JEZdg)-1-8A}o]=~1,3-1E &g
2-(JEZvg)-1-8A}o] =~1,3-T]E] ot
1I-HEZ-2-(He sy A S=24 -

I-HE=Z-2-(ME sy A E=94

18

I-HER-2-(MEsx A =0
I-HERZ-2-(dsx DA S 234
I-HER-2-(Fld s DA =0
I-HER-2-(Ald =9 dr S2d 4

|

:

I-HER-2-(CIdsx DA =4
I-HEZ-2-(Adex D=4
5-YER-34-Yslo] =2 -2H-1-FAlo] =-E] v &

2-UEZWEA-1,3-FTE&-1-S-FAlo] =

2-UEZWEA-6-mE-1,3-METE&-1-S-FAlo| =

2-dldEyd-1-E=Z5H

ol
ol
rir
o
i)

3T 5.

R Md, x =1 281 R = H, RIS Elerdo] ofy 3}814] [¢]

Oy

R—S NO,

o

’

NI
VoY

&71 Al A,

1 2 T — :
R'€ R2SO,H % (C,-C,g) &7

_11_
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