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MaocbpeTeHne OTHOCWUTCA K COSAMHEeHWAM
chopmynel (1), NpMBEASHHOW B ONUCaHWKW, rae
R ' npeacraesnser cobol atoMm Bogopoaa Mnu
HeaaMelLeHHY0, WK 3aMelLeHHYI ankuUibHY
rpynny, a A npegcraendetr cobol  pag
LMKINN-ECKMX unm ALUKTNYECKMX

asoTcodepKalLmMx rpynn. YKazaHHble
COEOMHEHNA  ABNAKTCA  LEeHHBIMK
aHTMBHOTUKaMKM 1 oBnagalT YCTOWYUBOCTLIO K
Jderngponentuga3sl | in vivo. Hactosuwee
n3oBpeTeHne TakKe OTHOCUTCA K cnocoBam
nony4yeHna aTux coeduHeHWRA 1 K cnocobam ux
WCNoNbaoBaHWa. 2 ¢. U 28 3.n. h-nbl, 9 Tabn.
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FIELD: microbiclogy. SUBSTANCE: present
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®opmyna nsobperteHus:
1. [powsBogHble  1-meTunkapbaneHema

chopmynsl |
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roe R' atom BOACPOAa UMK HealamelleHHasn
ankuneHasa rpynna, wMetwowas 1 6 aromoB
yrmepona;
A rpynna opmyn A1, A2, A3, A4, AL nnu A7
Z
Nz A
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R R

R
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-HN
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\(CH ]
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A7

roe R? arom BOACPOMA, HeasamelleHHaA
ankuneHasa rpynna, uMeowas 1 - 6 atomos
yrnepoja, 3aMelleHHas ankuibHas rpynna,
nmetolwan 1 6 atoMoB yrnepoaa, v aamelleHHas
no KpahHeld mepe OOHWM W3 3amecTutensi (b),
onpefdeneHHbIX Huke, rpynna dopmynel C(C=
NH)RG, roe R® -atom BOAOPOAA, He3amelleHHasn
ankuneHas rpynna, umetowas 1 6 aTtomos
yrnepoaa,;

R% R* n R7 ogvHakoBble WNK pasiuuHble,
aTtoMm BoACpoaa;

HeaamelleHHas ankuneHas rpynna,
nMetowaa 1 6 atomoB yrnepoaa;

3aMelleHHas TMOPOKCUNOM  ankunbHas
rpynna, umMetoaa 1 6 aToMOB Yriepoaa;

rMApoKCUNBHAas rpynna;

kapbokcuneHasa rpynna;

rpynna copmynel -C(C)NR2RP, roe R2 w
R P - opuHakosbie unu paanuuHbie, HE3aBUCMMO
aTtoM BOAOPCAA WKW ankuneHas rpynna,
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nMetolaa 1 4 atoma yrnepona;

R8 atom BoAOpOda, HesamelleHHas
ankuneHasa rpynna;

nMetowas 1 6 aToMOB yrnepoaa;

R? aTom BOACPOAA;

HesaMelleHHad  ankMnbHad  rpynna,
Mmetowan 1 6 aToMOB yrnepoga, WM rpynna
-C(=NH)R'®, roe R'? atom Bomopoga unu
HesamMmelleHHana ankuneHasa rpynna, uMmetowasn 1
6 aTOMOB yrnepoga,

R aTom BOAOPOAA MK ankUnLHAas rpynna,
nMewan 1 6 aToMoB yrnepoaa;

R'2 arom BOACPOAA WNK rpynna dopmyIbl
—C(=NH)R13, roe R13 arom BOACOPOAa WK
HesamMmelleHHana ankuneHasa rpynna, uMmetowasn 1
6 aTOMOB yrnepoga,

R™ u R' kaxooii ogMHAKoBbIE, ATOM
BOOOpPOMA;

R'8 arom BOACPOAA;

R17 n R'® OMHAKOBLIE WNK  pasniuHbIe,
K2KObIA - HesaMelleHHas ankuisHasa rpynna,
nMetowan 1 6 atomoB yrnepoaa;

Z MMKaasonun, Tpuasonun unia TeTpasonunn,;
dOowunn1;

i 2;

g, | m m oamHakoBble WM pasnUuHble,
Kaxabld paBeH 1 mnu 2;

n2unm3;

P2,

npW YONOBUK, YTO ecnut A rpynna dopmynel
A1, To RZ, R® 1 R* He sBMAOTCA BCe aToMamu
BOAOPOMA, Korga R! atom Bogopoda, w R',
R 3 u R* He ABNAOTCH BCE aTOMaMK BOAOPOAA,
korma RZ2  arnkunbHas rpynna;, npu SToM
3aMecTuTenn (b) BbIOMpaloT U3 rpynnol,

BKMNoYaloWed rapoKcUneHLBIE MRYMNELK

KapBOKCHUNBHEIE MPYNMLIXK

aToMbl ranoreHax

rpynny  cbopmynbl C(O)-NR2RP, roe R2 u
RP ABnAlOTCA TakvMK Ke, Kak OHWM Bbinu
onpefeneHsl Boille,

W UX papMaLeBTU4ecKn NpruemMnemble Cou.

2. CoefMHeHre no n. 1, roe R! arom
BoAOpOMda, ankunbHaa rpynna, umetowas 1 3
aToma yrnepoaja.

3. CoefnHeHve no n. 1 unu 2, rge A rpynna
chopmynbl Al

4. CoeduvHeHwe no mwbomy w3 nn. 1 3,
rae R2 agrom BOAOpOAa, ankwnbHas rpynna,
WmelolWwan 1 3 aToMa yrnepoda, aaMelleHHas
ankuneHas rpynna, uWmewwaa 1 3 atoma
yrnepoda, W 3aMmecTuTenb, BblGpaHHBIA K3
rpYNnel  3amecTuTenew (b1), onpeneneHHsLIxX
HKEX

rpynna doopmynel -C(= NHIRE, roe RS atom
BOAOPOAA WM He3aamelleHHas ankunsHas
rpynna, umetowaa 1 3 atoma yrnepoaa;

33MEeCcTUTENN (b1) BbIOWpatoT "3
TMAPOKCUNEHBIX TRYNM; KapGOKCUMLHLIX Py,
kapbamonnbHbIX rpynn; MQHO- "

AvankunkapbamMounsHeIX Py, B KOTOPLIX BCS
WNW Kaxdasa ankuneHas rpynna umeeT 1 3 atoma
yrnepoaa.

5. CoegunHeHwre no nwbomy na nn. 1 4, rae A
rpynna dopmynel A1, a Kaxgblid K3 R3
R* arom Bofopoda, alkunbHas rpynna,
UMewLwan 1 3 atoma yrnepoga, rapokcunsHag
rpynna, kapbokcuneHas rpynna, kKapbamonnsHas
rpynna  Wnu  3amelleHHas  rMOpOKCUIIOM
ankuneHas rpynna, kotopas umeet 1 3 atoma
yrnepoaa.
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8. CoeguHeHwe no n. 1, rgae A rpynna
chopmynsl Al; n 2;

R' arom BOJOpOAa, MeTUMbHas rpynna;
R2 arom BoAopoda, 2-TMOPOKCUSTUNEHAsA
rpynna, 2-kapbamMounaTUneHas rpynna,
kapboKkcUMeTUNLHasn rpynna,
KapbaMounMeTnbHasa rpynna, 2-pTopaTineHas
rpynna, OopMUMMAOWNBHAA  rpynna WK
aueTMMUAOUNbLHANA rpynna;

R3 R4 OOWHAKOBLIE N PaanYHbIe, KawabliA
aTtoM  BoAopcda,  MeTuncHas rpynna,
kapbamouneHas rpynna, kapbokeunsHag rpynna,
MMOPOKCUMETMMBHAA rpynna, pTopMeThneHas
rpynna.

7. CoeguHeHwe no n. 1, rgae A rpynna
chopmMynsl A1,

n 3;

R' aTom Bogopoa, MeTUNbHaR rpynna;

R2 artom BOAORCAA, MeTurbHas rpynna,
dopMUMUaCUIBHAS Tpynna, aueTuMUAoKNEHasn

rpynna, kapGoKcUMeTUNEHas rpynna,
kapGamoWnMeTUNEHAN rpynna,
2-TMAPOKCHSTANBHAS rpynna Unu

2-(pTOpaTUNEHAS rpynna,

R u R* ogvHakoBble unu  pasnuuHele,
KaKAblA aTtoMm BOAOpOAA, MeTulnbHasa rpynna,
rMapoKcunsHas rpynna, kapbokcuneHas rpynna,
kapbamounkbHaa rpynna, rMapokcMMeTuneHas
rpynna.

8. CoegumHenne no n. 1, rae A rpynna
chopmynbl A1,

n2,

R arom BOAOPOAA WM MeTurnbHas rpynna,
R? artom Bogopoma, 2-TMAPOKCMSTWUNEHASA

rpynna, KapBoKGUMeTUNbHas  rpynna,
DOPMUMUICUIEHAS rpynna Wm
aleTUMUAOUNBHAS Tpynna;

R Boacpon;

R4 meTunoHan rpynna, kapbamounbHas
rpynna, ruapoKcMMeTUnBHas rpynna.

9. CoeguHeHwe no n. 1, rae A rpynna
chopmynbl A1,

n3;

R! artom BOJOpOda, MeTWnbHas rpynna,
R? dopMrUMUaOHUNEHAA rpynna,
aueTMMMaoUnbHas, kapbokcMMeTUIBHaA rpynna,
2-TMOpPOKCUBTUNEHASA rpynna unn
2-pTopaTUNEHAag rpynna,

R® v R* oguHakoBble WMKM  pasfuuHbe,
KaXAbIA aToM BOAOPOAR, MMAPOKCUNLHAS rpynna.

10. CoeguHeHwe no n. 1, rae A rpynna
chopMmynel A2, a R? artom Bodopoaa,
kapBokcuneHas rpynna, kabamounesHas rpynna,
ankuneHas rpynna, umewwaa 1 3 atoma
yrnepoda, WNM 3aMelleHHas MAPOKCHUIOM
ankuneHas rpynna, umewowas 1 - 3 atoma
yrnepoaa.

11. CoeguHeHve no n. 1, rae A rpynna
chopmynsl AZ, a R8 atom BodopCAa, ankunsHas
rpynna, umelowaa 1 3 atoma yrnepopa.

12. CoeguHeHve no n. 1, rae A rpynna
chopmMmynsl AZ, a R® atom BoJopCAa, ankunsHas
rpynna, uMerowas 1 3 atoma yrnepoga, WM
rpynna chopMyIbl C(=NHR1?, roe
R 10 BOACPOA, anKkunsHasa rpynna, nmetowan 1 3
aToma yrnepoaa.

13. CoeguHeHve no n. 1, rae A rpynna
chopmynbl A2;

dOwunm1;

m1 unu 2;

R atom BOAOPOAE, METUINbHAA rpynna;

R’ arom BOAOPOAA, ankunbHaa rpynna,
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nmetowan 1 3 atoma yrnepoga, ruopoKcunsHas
rpynna, kapbokcuneHas rpynna, kapbamonneHas
rpynna unm ruapokCUMeTUNbHas rpynna;

R8 arom BCAOpOAdAa, ankuneHas rpynna,
mMetowas 1 3 atoma yrnepoaa,

R® arom BOAOPOAA, AankinbHas rpynna,
nmetoLwasn 1 3 aroma yrnepoga,
hOPMUMUOOUNEHAA TPyNNa, aueTUMUIoWNLHas
rpynna.

14. CoefguHeHwe no n. 1, roae A rpynna
chopmMynbl A2,

do;

m1unun2;

R! atom Bogopoga, MeTWnbHas rpynna;

R’ atom Bopopoga, R® atom eomopoza,
ankuneHas rpynna, umetowias 1 3 aroma
yrnepoaa, R® aTtom BoAopoda, ankunbHas
rpynna, umelolwas 1 3 aToMma yrnepoda,
hopMUMUOOUNEHANA Tpynna, auseToMUAoWNBHARA
rpynna.

15. CoeguHeHwe no n. 1, roae A rpynna
chopmynbl A3,

1 unn 2;

R7 arom BOAOPCAA WNWU ankunbHas rpynna,
nMeowan 1 3 atoma yrnepoga.

16. CoefuHeHwe no n. 1, rge A rpynna
chopmynel A3, a R - atom BOAOPOLA WK
ankuneHas rpynna, umewowas 1 3 aroma
yrnepoga, Takas, kak MeTWUnbHas, aTUneHas Unm
nponunsHas rpynna.

17. CoeguHeHwe no n. 1, roge A rpynna
hopmMynbl A3;

R'2 arom BOAOpOda WNK rpynna chopmynsl
-C(:NH)R13, rae R'3  arom BOJOpOAa,
ankuneHas rpynna, umewowas 1 3 aroma
yrnepoga.

18. CoeguHeHwe no n. 1, roae A rpynna
chopmynbl A3;

[ 1 1nuK 2;

R atom BOAOPOAA, METUIbHAA rpynna;

R? atom BOA4oOpOaa;

R arom BOAOPOAa UMK ankuneHas rpynna,
nMetowaa 1 3 atoMoB yrnepoaa,

R'2 arom Bofopoda, hopMUMUOOWUNEHAA
rpynna, auetTumMuaounsHas rpynna.

19. CoefguHeHwe no n. 1, roe A rpynna
chopmynbl A3;

[ 1 1nun 2;

R atom BOAOPOAA, METUIbHAaA rpynna;

R? atom BOA4OpOAa;

R atom Bogopoga Unu MeTUnbHAs rpynna;

R'2 arom Bofopoda, hopMUMUACWNBEHAA
rpynna, aueTumMmaounesHas rpynna.

20. CoeguwHeHwe no n. 1, rde A rpynna
chopmynbl A4,

21. CoegnHenve no n. 20, roe R! arom
BOAOPOAA UNK ankunsHas rpynna, Wvetowasn 1 3
aToma yrnepoga.

22. CoeguHenve no n. 21, roe R! atom
BoAgopoda Unnu mMeTunbHaa rpynna.

23. CoeguHeHne no n. 1, rae A rpynna
chopMmynbl A5, a KaxasldA 13 R
R 18 ankuncHas rpynna, vMetowaa 1 3 aroma
yrnepoga.

24. CoefHeHWe no n. 23, rae p 2, R atom
BOAOpOAa, MeTWnbHaa rpynna.

25 CoegmHenuve no n. 23 unn 24, roe R17 1

R'8 kel MeTUNbHAs rpynna.

26. CoegMHeHWe no n. 1, rge A rpynna
chopMmynel A7, a Z 1-UMUOaA30NUNsHag rpynna,
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1,2,4-Tpnason-1-unsHasg rpynna nnu
1,2,3-Tpnazon-1-uneHaa rpynna.

27. CoeguHeHWe no n. 26, rae q 1 vnm 2,
R 1 atom Bogopoga Unu MeTUnbHas rpynna.

28. CoeamHeHmne no nwobomy n3 nn. 1 27, B
KOTCpOM aToMbl Yrmepoda Haxogdarcd B
cnegyrowen KoHpurypauunu: (R) B NonoxeHAn 1;
(58, 68) B nonoXeHWn 5-, 6- 1 R-KoHpUrypalmm
B TMAOPOKCU3AMELLEeHHOM  anbda-NnonoXeHnn
DOKOBOW Lienu B NONOMKEeHUN 6.

29. CeceanHeHne no n. 1, npeAcTaengwolee
coboit  2-[2-(1-roMonunepasnHUNIKapboHnn-1-
METUNNURPONUAWUH-4-UNTHUO]-8-(1 -rapOKCUaTN)
- 1-meTunn-1-kapbaneH-2-emM-3-kapboHOBYIO
KUCMoTY,
2-[2-(4-kapbokcuMeTunroMonunepasuH-1-unkapt
OHWM)NUPPONUOWVH-4-UNTUO] -
8-(1-rmgpokcmuatun)-1-metun-1-kapbaneH-2-em-3
- kapboHoByO KMCNOTY; 2-{
2-[4-(2-TnOpPOKCUATN)-TOMONKNepa3nH-1-unkapd
OHWN]
NUPPONUANH-4-MNTNO}-6-(1-rTMapoKeKnaTkn)-1-meT
un-1-kapbaneH-2-em-3- KapOOHOBYID KACMOTY,
2-[2-(4-aueTUMMAOMATOMONMNEpa3nH-1-unkapbo
HUM)NMpponnuauH-4-nntuo] -6-
{1-rugpoKkensTun)-1-
meTwn-1-kapbaneH-2-em-3-kapboHOBYIO  KACMOTY;
2-[2-(4-
dopmumogounroMonMnepasnH-1-nnkapdoHnn)-1
-MeTUNNUPPONUONH-4-UNTINO]-
B-(1-rngpoKcKuaTn)-1-metun-1-kaptaneH-2-em-3
-kapBoHOBYIO KMCNOTY,
2-[2-(4-cbopMummacHnroMonnepasH-1-unkapt
OHWM)-  1-MeTUNNURPCNKANH-4-UNTUO]
-8-(1-ruapokcusTin)-1-
MeTun-1-kapbaneH-2-em-3-kKapOOHOBYK)  KACIOTY;
2-[1-meTrn2-(nunepasuH-1-unkapoHUN) Nppon
WOKMH-4-UNTNO] -
B-(1-rngpoKcKuaTn)-1-MeTun-1-kaptaneH-2-em-3
-kapBOHOBYIO KUCNOTY,
2-{2-[4-(2-rnppoKkeuaTun)-nunepasuH-1-unkapboH
“un] NMppPenUANH4-UNTHUO}-6-
{1-rugpokcunsTun-1-metun-1-kapbaneH
-2-em-3-kapBOoHOBYIO KMCNOTY,
2-[2-(3-MmeTUNNNepasuH
-1-unkapboHUN)NMPPRONUOUH-4-UNTNO]
-6-(1-rnapoKcuaTiAn)
-1-meTun-1-kapbaneH-2-em-3-kapboHOBY O
KUCIOTY
2-[2-(4-bopmumMugonnnunepasnH-1-unkapboHun
MMpponnuanH-4- MNTro]
-8-(1-ruapokcnsTin)-1-metun-1-kapbaneH-2-em-
3-kapOOHOBYHK KMCNOTY,
2-[2-(4-ayeTUMUAOUNNUNEpa3KH-1-kapBoHU)
MUPPONUAUH-4-UNTUO]
-8-(1-rugpokcusTun)-1-metun-1-kapbaneH-2-em-

- KapboHOBYO KUCNOTY,
2-2-(4-cbopMUMUOCUIINIUNEPA3NH
-1-unkapboHun)-1-MeTUN-NUPPRONMANH-4-UNTNO]
-8-(1-rnapokcusTin)-1-
MeTun-1-kapbaneH-2-em-3-KapOOHOBYK)  KMCIOTY;
2-[2-
(4-ageTuMngonnnunepasuH-1-unkapboHunn)-1-me
TUN-NUpPONUAUH-4-UNTHO] -6-(-
1-MapokcnaTn)-1-meTun-1-kapbaneH-2-em-3-
KapBOHOBYIO KACMOTY,
2-[2-(4-popMUMUACUIN-3-METUNNUNEPA3UH-1-UNK
apOoHWN)MIMPPONMAKMH-4-MNTHO] -
-6-(1-rugpokcusTin)-1-metun-1-kapbaneH-2-em-
3-kapOOHOBYH KMCNOTY,
2-[2-4-aueTMrgonn-3-MeTunnunepasmH-1-
WNKapGOHUN) NMPPONUANH-4-UNTHO]
-6-(1-rmapoKkcKnaTn)
-1-meTun-1-kapbaneH-2-em-3-kapboHOBYIO
KUCMoTY,
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2-[2-(2-meTunnunepasuH-1-unkaptoHUn)nppon
WAVH-4-UNTHO]
-8-(1-rugpokcusTun)-1-metun-1-kapbaneH-2-em-
3-kapbOHOBYHO KMCNOTY,
2-[2-(4-cbopMUMIAOOUN-2-MeTUNNUNEPa3KH-1-UK
apboHUn) nupponUauH-4-UnTHo]
-8-(1-rnapokcusTin)-1-metun-1-kapbaneH-2-em-
3- Kap6OHOBYO KUCNOTY,
2-[2-(4-aueTmMmnaoonn-2-
MeTunnunepasunH-1-nnkapboHun)nMpponuguH-4-
WNTKHC]
-6-(1-rnapokcuaTin)-1-metun-1-kapbaneH-2-em-
3-kapBOHOBYHO KMCNOTY,
2-[2-(3-rnapoKcUMeTUNNUNepasmH-1-unkapboHKun
IMUPPONUANH-4-MNTHO]
-6-(1-ruapokcuaTin)-1-metun-1-kapbaneH-2-em-
3-kapOOHOBYH KMCNOTY,
2-[2-(3-aueTuMmnaonnaMrMHONMppPoONnauH-1-nnka
pGoHWnN) NUppoNWUauH-4-MNTHUO]
-8-(1-rugpokcusTun)-1-metun-1-kapdanen-2-em3
-kapBOHOBYIO KMCNOTY,
2-[2-(3-hopMUMUAOUNAMUHONUPRONTMAWH
-1-unkapBboHKUN)NMPPONUONH-4-UNTUO]
-6-(1-rugpoKeusTin)-1-metnn-1-
kapbaneH-2-em-3-kapboHOBYID KUCNOTY,
2-[2-(3-aMmWwHONKMpponUAKH-1-unkapBboHUN)NMppo
NWAUH-4-UNTHNO]-6-
(1-rugpokensTun)-1-metun-1-kapbaneH-2-em-3-k
apOoHOBYO KACTOTY;
2-[2-(4-aueTuMMaoUNaMUHONUNEPUANH-1-nNKap
OOHUMNUPPONUANH -4-1NTHO]
-6-(1-ruapokcusTin)-1-metun-1-kapbaneH-2-em-
3-kapboOHOBYHO KMCNOTY,
2-[2-(3-aMmwHoNKMpponMaWH-1-unkapborun)-1-meT
MNAMPPOMUAKH
-4-unTnol-6-(1-rmgpoKkcnaTin)-1-metun-1-kapban
eH-2-eM-3-kapGoHOBYHO KMCNOTY,
2-[2-(3-aMmnHoNMpponnauH-1-unkapoHun-1-meTt
UNAUPRONMUANH -4-UNTUO]
-6-(1-ruapokcusTin)-1-Metun-1-kapbaneH-2-em-
3-kapBbOoOHOBYID KMCNOTY,
2-[2-(3-aueTUMMAOMNaMUHONMPPONKUAMH-1-1MKa
pboHun) -1-meTunnupponnanH-4-nnTmo]
-6-(1-rMapoKCUaTIA)
-1-meTun-1-kapbaneH-2-em-3-KapBoHOBYIO
kucnorty; 2-[2-(3-
GopMUMUOOVIAMUHONUPRONWAWH-1-UNKapOoHW
m)-1-MeTrnnupponanH-4-mnTuo]
-6-(1-ruapokenaTun)-1-metun-1-kapbaneH-2-em-
3-kapbOHOBYHO KMCNOTY,
2-[2-{4-aueTuMmngonnaMmmHonunepuamH-1-
WNKapboHUN)-1-MeTUNNMpponnauH-4-unTno]-6-(1
-rnapoKkensTun)-1-metnn-1-
kaptaneH-2-em-3-kapOOHOBYID  KWUCNOTY,
2-[2-(1-cbopmMummacUnUnMpponuanH-3-nnkapbam
OVMNUPRONMAMH-4-UNTNO]
-6-(1-rMapoKCKUaTN)-1-MeTun-1-kapbaneH-2-em-
3-kapOOHOBYHO KMCNOTY,
2-[2-(3-gumeTunamunHo-1,2,5 6-TeTparngponunpas
WH
-1-unkapboHun)nupponuamMH-4-untnol-6-(1-rugp
OKCUBTKUN)-1-MeTun-1-
kapbaneH-2-em-3-kapboHOBYO ~ KWUCMOTY,  UX
hapmMaLeBTVYecKH NPUEMMEMbIE COIMW.

30. Cnocob no nn. 1 29, oTNMYaloWWACA TeM,
4TO  OCYLUECTBNAKT pPeakun COeOuHEHUA

chopmynsl |l

OH CH
3 _z8
CH
3
LN
v z4
o COOR

roe R24 kapBokouaallMTHas rpynna;
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R?8 ankaHeynbchoHUNOKeUIpynna,
apUncynehoHUNOKeUIpynna,
Anankundocdoprunokeurpynna,
JuapunchbocdopunokeHrpynna — un1u - rpynna
chopMynbl

-S(_—» O)RZ,

roe R27 ankunLHas rpynna,
ranoreHarnkunLHas rpynna,
aueTaMULoanKuIbHast rpynna,

aueTamugoankeHunsHas rpynna unu
apoMaTr4ecKas reTepoUuKnudeckas rpynna,
c coeauHeHueM copmynbl |l
HS

OA

IZB
R/

roe R2® nw6as W3 rpynn vnu atomos,

npeAcTaBNeHHbIX R', wunn nioGas rpynna wnm
aToM, roe nobas akTMBHaA rpynna sBNAETCs
3aLUMLLEHHOR;

Al nioBas w3 TeynNn WM atomoB,
npeAcTaBneHHbX A, UNK nobas Takaa rpynna
WNW aTtoM, rde aKTWBHasa rpynna fBNseTcs
3aLUMLLEHHOR,

W, ecnu Heobxogwmo, yaanawTt nwbyto
3aLUMTHYK Tpynny.

[MpuopuUTeT No NpU3HaKam:

04.0681 npwm RT H, HesameLlLeHHLIR
C1 Ce-ankmn;

n2 3;

RZ H, 3aMelleHHbI N He3aMeLleHHbIA
C, Cgankun, rpynna —C(ZNH)RG, rme RS H,
HesaMelleHHBIR Cq - Cgankum, R3  u
R 4 oavHakoBsle Uni pasHble H, Cq - Cg-ankun,
rMApoKCUnEHas rpynna, kapbokcuneHas rpynna,
rpynna -CONR®RP, roe R? u RP H;

271281 npwn R' H, 3aMeLLeHHbIA  1nn
HeszamelleHHbIn Cq - Cg-ankun,

2

\/‘c"z’n Va

4 3

A - R R

n 2, 3 R2 H, 3aMelleHHbld  unu
HeszamelleHHBIA Cq - Cg-ankun, rpynna -C(=
NH)RE, roe R® H, HesamelyeHHEIR Cq Cg-ankun,
R u R4 OWHAKOBbLIE WNKW  pasHble H,
C1 Cs—ankmn, rnapokeun, kapGokcun, rpynna
-C(OINR®RP, roe R? u R H;

18.02.92 npun R' H, 3aMeLleHHbIA KN
HesaMelleHHbIR Cq - Cg-ankun,

2
\l/ccuz)“ /R
4q 2
A - R R ,

10

15

20

25

30

35

40

45

50

56

60

n 2, 3 R2 H, 3amMelleHHbIA  WnK
HesamelleHHbIA Cq - Cg-ankun, rpynna -C(=

NH)R®, roe R® H, HesamelleHHbIf Cq Cg-amkur,
R u R OOMHAKOBLIE MMM  pa3sHble, H,
C1 CG-aJ'IKI/IJ'I, rmapokcun, kapdokcwn, rpynna
-C(ONR®RP, roe R RP H;

10.04.92 npu R' H, 3aMELLEHHBIA  1nK
HesamelleHHbId Cq - Cg-ankun,

Z
\I/CCHZ)“ /R
4 2
A - R R

ry <:.l.".l'
\{ CH {N |

»

M ]—Z;
\(CH b
Z g

RZ H, 3aMelleHHbIR N HesamelleHHbIR
C , Ceg-ankun, rpynna -C(=NH)R6, roe

|
-H

R® H, HezamelLeHHbIi Cy Cg-ankun,

R®, R* opMHakoBble WAM pasHble, H,
3aMelleHHbIA unn HeaaMeLlleHHbIA
C 4 Cg-ankun, ruapokcun, kapbokcwn, rpynna
-CO- NR?RP, rgpe R® 1 RP H, n 1, 2, 3, R” H,
3aMellEeHHbIA nunu HesameLlleHHbIA
C 1 Cg-ankun, kapbokcun, rpynna -C(O)NR""Rb,
rme R u RE. H m 1, 2 d 0 1, REH
HezaMmelleHHbIA Cq Ceg-ankun, R® H,
HeszamelleHHBIA Cq Cg-ankun, rpynna -C(=
NH)R 10 rpe R H  HesamelleHHEIR
C, Cgankun, R' H, C; Cgankun, R'Z H,
rpynna —C(=NH)R13, roe R13H, HesameLlLeHHbIR
Ci Ceankmn, | 1, 2, R™ R R H | 2
R17 y R18 OAVHAKOBLIE UMW  pasHble,
HesamelweHHbBIA Cy  Cg-ankwn, p 1, Z
UMWEA30NWA, TpUasonun, TeTpasonun, g 1, 2.
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Reaction Scheme A: Pearimoyuag Cxema A:

OH' CH;

CHy

N
0 COOR

(V)

Cranusg A2
Step A2
—_—

HS \

N TCOA
Ras

Cranust A3
Step A3
e ]

Cranusgs Al

OH CH,
= OR2S
CH; ‘
N
0 COOR#
V)
Sﬂ\t
N 0A'
RS
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Reaction Scheme B: Peagnnonnag Cxelma B

'

OH CH, ? o HS |
S—RY7 Z_B\ _ Cramusa Bl
CHJ ‘ N N COA S[Ep Bl . .
N |
0 COORY R
v - (1)

ﬂc Cramnsa B2
Step B2 -

COOR
(VD
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1 O

Table 1 Tadgmnua 1

Coeyuy. Jb
Cpd.
No. : Rt A
1-1 Me 1-AZ§- i
l~2- H 4-(HOOC.CH2)-1~Azp
1-3 Et 1-Azp
1-4 2-FEC 1-Azp
1-5 2 -HOEL 1-Azp
1-6 ALl 1-Azp
1-7 H 4- (2-HOEt) - 1-Azp
1-8 H -4-(CarCH2)=1-Azp.
1-9 H 4-(2-CarQEt)-1-Azp
1-10 H 4-(3-sulfoPr)-1-Azp
1-11 H 4-Acim-1-Azp
1-12 4-Foim-l—Azp
1-13 HOOC . CH,, - 1-Azp
1-14 CarCHz— 1-Azp
1-15 2-CarOEt 1-Azp
1-16 Me 4-(H00CLCH2)«1-Azp
1-17 Me 4A(CarCH2)-l-Azp
1-18 Me 4-(2-CarCEt) -1-Azp
1-19 Me 4-Me-1-Azp
1-20 H 4-(2-FEt)-1-Azp
1-21 Me 4-(2-FEt)-1-Azp
1-22 Me 4-(3-sulfoPr)-1-Azp
1-23 Me 4-211-1-Azp
1-24 Me 4-Et-1-Azp
1-25 Pryg 1-Azp
1-26 31 4-Prg-1-Azp
1-27 NC.CH, - 1-Bzp
1-28 H 4-(NC.CHZ)-1-Azp
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1 O

Tacsmua 1 (Hﬂ@ﬂOﬂHeHﬂe)'

Cpd.

No. rT A

1-29 Et 4- (HOOC.CH,) -1-Azp
1-30 2-FEt 4- (HOOC.CH,) -1-Azp
1-31 2-HOEL 4-(HQOC.CH2)-1-Azp
1-32 Car.CH,- 4- (HOOC.CH,) -1-Azp
1-33 All 4- (HOOC.CH,) -1-Azp
1-34 HOOC. CH,, - 4- (HOOC.CH,)} -1-Azp
1-35 H | 4—(SamCH2)-l-Azp'

1-36 2-NH2Et 1-Azp

1-37 2-NH,Et 4- (HOOC.CH,) -1-Azp
1-38 H 4-(2-NH,Et) -1-Azp

1-39 H 4-[2-NH(Me)Et] -1-Azp
1-40 H 4-(2-NMe,Et)-1-Azp
1-41 H 4—(ACCH2)-1-Azp

1-42 H 4-(2-AcOEL) -1-AzZp

1-43 2-MeCEt 1-Azp

1-44 H 4-(2-MeQEL) -1-AzZp

1-45 2-NMe Bt 1-Azp |

1-46 2-NH(Me)EC 1-Azp

1-47 H 4-{2-UrEt) -1-Azp

1-48 H 4-[2-NH(Ac)Et]-1-Azp
1-49 H 4-(MecCH2)-l-Azp

1-50 H 4- (MeS.CH,) -1-Azp

1-51 H 4-(MeSOTCH2)-l-Azp
1-52 H 4-(MeSOz.CH2)-14Azp
1-53 Me 4- [ (MeCar) .CH,) -1-Azp
1-54 Me 4-12- (diMeCar)Et]-1-Azp
1-55 Me 4-[2-(MeCarQ)Et]-1-Azp
1-56 Me 4-[2~(diMeCarQ)Et] -1-Azp

-11-
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1 O

Cpd.

Na. Rl A

1-57 Me 4-Foim-1-Azp

1-58 Me 4-Acim-1-Azp

1-59 Et 4-Acim-1-Azp

1-60 Me 1-Piz

1-61 Me 4-Me-1-Piz

1-62 B 4- (HOOC.CH,) -1-Piz
1-63 H 4-(CarCH2)-l-Piz
1-64 H 4-(2-CarQOEt)-1-Piz
1-65 H 4-(2-HOEt)-1-Piz
1-66 H 3-Me-1-Piz

1-67 H 3,5-diMe-1-Piz
1-68 H 2,5-diMe—l-Piz

1-69 Me 3-Me-1-Piz

1-70 H 4- {HOCC.CH,) -3-Me-1-Piz
1-71 H 4-(3-sulfoPr)-1-Piz
1-72 Me 4- (HOOC.CH,) -1-Piz
1-73 Me 3-Me-4- (HOOC.CH,) -1-Piz
1-74 H 4-Foim-1-Piz

1-75 H 4-Acim-1-Piz

1-76 Me 4-Foim-1fPiz

1-77 Me 4-Acim-1-Piz

1-78 H 1-Me-4-Foim-1-Piz
1-79 H 3—Me-4-Acim-l-Piz
1-80 Me 3,5-diMe-1-Piz

1-81 Me 2,5-diMe-1-Piz

1-82 Et 1-Piz ’

1-83 Et 3-Me-1-Piz

1-84 2-HOEE 1-Piz
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No. R A
1-85 2-HOEt 3-Me-1-Piz
1-86 HOOC. CH,, - 1-Piz
1-87 HOOC. CH,, - 3-Me-1-Piz
1-88 CarCH, - 1-Piz
1-89 CarCHz- 3-Me-1-Piz
1-90 Me 3-Me-4-Foim-1-Piz
1-91 Me 3-Me-4-Acim-1-Piz
1-92 H 3-CH2F-1-Piz
1-93 Me 3-CH F-1-Piz
1-94 2-FEt 1-Piz
1-95 2-FEt 3-Me-1-Piz
1-96 all 1-Piz
1-97 All 3-Me-1-Piz
1-98 2-NH,Et 1-Piz
1-99 2-NH,Et 3-Me-1-Piz
1-100 H 4-(2-NH2Et)—1-Piz
1-101 Me 4- (2-NH,Et)-1-Piz
1-102 H 2-Me-1-Piz
1-103 H 2-Me-4-Foim-1-Piz
1-104 H 2-Me-4-Acim-1-Piz
1-105 H . 2,5-diMe-4-Foim-1-Piz
1-106 H . 2,5-diMe-4-Acim-1-Piz
1-107 H . 3,5-diMe-4-Foim-1-Piz
1-108 H ” 3-Car-1-Piz
1-109 . H 2-Car-1-Piz
1-110 H 3-HOOC-1-Piz
1-111 H 31-HOMe-1-Piz

H 3-Car-4-Foim-1-Piz

1-112
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1 O

No. R A

1-113 H 3-Car-4-Acim-1-Piz .
1-114 H 3-&Meo.CH2)-4-Foim-1-piz
1-115 H 3-(MeO.CH,) -4-Acim-1-Piz
1-116 H 3- (NH,.CH,}-1-Piz

1-117 H 3—(CarCH2)*1-Piz

1-118 i 3-/(CarCH,)-4-Foim-1-Fiz
1-119 H 4-[Et.C(=NH)-]-1-Piz ‘
1-120 H 44[CH2C!.C(=NH)-]-1—Piz
1-121 H 4-{MeO.CH,.C(=NH) -] -1-Piz
1-122 H 4- (Et.C(=NH)-]-1-Azp
1-123 ° H 4- [CH,C2.C(=NH) -] -1-Azp
1-124 H 4~EMeO.CHZ.C(=NH)—]—1-Azp
1-125 H 4- [cPr.CH,.C(=NH)-]-1-Piz
1-126 H 4- [cPr.C(=NH)-]1-1-Piz
1-127 H 4- [cPr.CH,.C(=NH) -]-1-Azp
1-128 H 4- [gPr.C(=NH)-]-1-Azp
1-129 H 3:Acim-l-Imaz

1-130  H 3-Foim-1-Imaz

1-131 . H 3,3-diMe-1-Piz

1-132  H 6-HO-1-Azp

1-133 H 4;Foim~6fHO-l-Azp

1-134 H 4#Acim-6;HO-1-Azp

1-135 H 3-HOMe-4-Foim-1-Piz

1-136 H 3-HOMe-4-Acim-1-Piz

1-137 H 4-Acim-6-F-1-Azp

1-138 H 4-Foim-6-F-1-Azp

1-139 H 6!NH2-1~Azp

1-140 H 3-CH,F-4-Acim-1-Piz

14
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1 O

Cpd.

NG. R A

1-141 H 3-CH, F-4-Foim-1-Piz
1-142 H 1-CN-4-Acim-1-Piz
1-143 H 3-CN-4-Foim-1-Piz
1-144 H 4-Foim-6-CN-1-Azp
1-145 H 4-ACim-6-CN-1-Azp
1-145  H 4-Foim-6-Car0-1-Azp
1-147 H 6-Car0-1-Azp '
1-148 Me » 3~Acim-1—Imaz

1-149 CH,F - 4-Acim-1-Piz

1-150 CH,F- 41Foim-l-Pig

1-151 CH,F- 4-Acim-1-Azp

1-152 CHZF- 4+{Foim-1-Azp

1-153 CHzF— 3-Me-4-Acim-1-Piz
1-154 CH,F - 3-Me-4-Foim-1-Piz
1-155 CH2F- 2-Me-4-Acim-1-Piz
1-156 CH,F- 2-Me-4-Foim-1-Piz
1-157 CHzF- 1-Azp

1-158 CHZF— 6-HO-1-Azp

1-159 CHzF— 1-Imaz

1-160 CH,F- 1-HOMe-1-Piz

1-161 CH,F- 1-Piz

1-152 CHZF— B-Me-l-Piz

1-163 CHzF- 3,3-diMe-1-Piz
1-164 CH,F- 2-Me-1-Piz

1-165 CHEF- 2,5-diMa-1-21z
1-169 Foiﬁ d-hcim-1-Piz

1-184 CH,F - 3 HOMe-1-Piz

1-185 H 2-HOMz-4-Acim-1-Piz
1-186  H 2-HOMe-4-Foim-1-Piz
1-188 Me 2-Me-4-Acim-1-Piz
1-189 Me .

2—Me-4—Foym-l-Piz

15-
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Tadmma 2

CoenmH,. N
Cpd.
No. R A
21 H 3- (Acim.NH) -1-Pyrd
2-2 H 3—(Fdim.NH)-l-Pyrd
2-3 H }-(Acim.NMe)-l—Pyrd
2.4 H 3. (Foim.NMe) -1-Pyrd
2-5 H 3-NH(Et)-1-Pyrd
2-6 H 3-NH (Me) -1-Pyrd
2-7 H 3-NEt,-1-Pyrd
2-8 H 3-NH(2-FEt) -1-Pyrd
2-9 H 3-NH,-1-Pyrd
2f10 H 3-NMe2-1-Pyrd
2-11 H 3-{1-Pyrd)-1-Pyrd
2-12 H 3-Mor-1-Pyrd
2-13 H 3-Thz-1-Pyrd
2-14 H 3- [N(Acim) (2-FEt)}-1-Pyrd
2-15  H j- [N(Foim) (2-FEt) ] -1-Pyrd
2-16 H 3. [Et.C(=NH) -NH-1-1-Pyrd
217 H 3-[CQCHZTCi=NH)-NH:]ﬁl-Pyrd
2-18 H 3- [MeO.CH,.C(=NH) -NH-]-1-Pyrd
2-19 H 4- (Acim-NH-)-1-Pip
2-20 H 4- (Foim-NH-)-1-Pip
2-21 H 4- [Acim-N(Me)-]-1-Pip
2-22 H 4- [Foim-N(Me)-]-1-Pip
2-23 H 3-(Acim-NH-) -1-Pip
2-24 H 3- (Foim-NH-) -1-Pip
2-25 H 4- (Acim-NH-CH,-)-1-Pip
2-26 31 4- (Foim-NH-CH,-)-1-Pip
2-27 H 4- (Acim-NMe-CH,-)-1-Pip
2-28 H 4-(Foim—NMe-CH2-)-lnPip

16-
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1 O

Cpd.

No. ‘Rl S | A

2-29 H 3-[N (Foim) (2- FEC)]-1- pyrd
2-30 H 3. [N(Foim) (All)]-1-Pyrd

2-31 H 3- [N(Foim) (Prg)]-1-Pyrd

2-32 H 3- [gPr.CH,.C(=NH) .NH-]-1-Pyrd
2-33 H 3- [gPr.C(=NH) .NH-]-1-Pyrd
2-134 H 4- [cPr.CH,.C(=NH) .NH-]-1-Pip
2-35 H 4-[cPr.C{=NH) .NH-]-1-Pip
2-36 H 4~[Meo.CHZ.C(;NHy-NH-]-1-pip
2-37 Me 3-NH,-1-Pyrd

2-38 Me 3- (Acim-NH-) -1-Pyrd

2-39 Me 3 (Foim-NH-) -1-Pyrd

2-40 H -[(CarcHZ)(Acim)NQJ-i-pyrd
2-41 H 3—[(CarCH2)(Foim)N—]-l-Pyrd
2-42 H -[{2-FEt) {Acim)N-] -1-Pyrd
2-43 H 3-({2-FEt) (Foim)N-1-1-Pyrd
2-44 H 3-[(2-HOEt) (Acim)N-]-1-Pyrd
2-45 H 3-[(2-HOEt) (Foim)N-]-1-Pyrd
2-46 H 3-(1-Piz)-1-Pyrd

2-47 H - (4-Me-1-Piz) -1-Pyrd

2-48 H -[(2-FBt) (Acim)N-]-1-Pip
2-49 H 4- ({2-FEt) (Foim)N-]-1-Pip
2-50 H 4- [(CarCHz)(Foim)N-]-l-ﬁip
2-51 H 4-[(2-HOEt) (Foim)N-]-1-Pip
2-52 H 3-[(2-FEt) (Foim)N-]-1-Pip
2-53 H 3- [{2-HOEt) (Foim)N-1-1-Pip
2-54 H § [(CarCHz)(Foim)N—l-l-Pip
2-55 3 4 -NH ,-1-Azt

2-56 H 3

Foim- NH y-1l-Azt

A7-
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1 O

Cpd.

NG. R A

2-57 H 3- (Acim-NH-) -1-Azt

2-58 H 3- (NH,.CH,) -1-Pyrd

2-59 H 3- [(AClm NH )CHzlal-Pyrd
2-60 H 3-[{Foim- NH-)CH ]-1-Pyrd
2-61 ‘H 3- (NH,.CH,)-1- Azt

2-62 H 3—[(Acim-NH-)CH2]~1—Azt
2-63 H - [(Foim-NH-)CH,] -1-Azt
2-64 Me 3-NH2-1-Azt

2-65 Me 3- (Acim-NH-) -1-Azt

2-66 Me 3 {Foim-NH-) -1-Azt

2-67 Me 4- (Acim-NH-)-1-Pip

2-68 Me 4- (Foim-NH-)-1.Pip

2-69 Me 3- (Acim-NH-) -1-Pip

2-70 Me 3-(Foim¥NH-)-1~pip

2-71 H 3-NH,-4-HO-1-Pyrd

2-72 Me 3-NH,-4-HO-1-Pyrd

2-73 H 3-{Acim-NH-)-4-HO-1-Pyrd
2L74 H 3-(Foim-NH~)—4-HO-l-Pyrd
2-75 H 4-NH,-3-HO-1-Pip

2-76 H 3-NH,-4-HO-1-Pip

2-77 H -(Acim—NHj)-B-HO-l-Pip
2-78 H 4- (Foim-NH-) -3-HO-1-Pip
2-79 H 3- (Acim-NH-) -4-HO-1-Pip
2-80 H 4- (Acim-NH-)-2-Car-1-Pyrd
2-81 H 4- (Acim-NH-) -2-HCMe-1-Pyrd
2-82 H 4 (Ac;m NH-)-2-Me-1-Pyrd
2-83 H 4 (Ac1m NH- )-2—CH2F-1—Pyrd
2-484 H 4- (Acim-NH-) -2-CN-1-Pyrd

18-
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NO. R1 A

2-85 H 4-(Acim-Nﬁ—)-2~CH2CN-1-pyrd
2-86 H 3—Car0‘4«NMe2-l-Pyrd
2-87 CHZF‘ 3-NH2~1-Pyrd

2-88 CHZF— 3-NH2—4—HO-1-Pyrd
2-89 CH, F - 3- (Acim-NH-) -1-Pyrd
2-90 CHZF‘ 3- (Foim-NH-)-1-Pyrd
Z2-91 CH, F- 3-(Acim-NH-)-1-Azt
2-92 CHzF» 3-(Foim-NH-)-1-Azt
2-393 CHEF- 3-NH2-1-Azt

2-54 CEI2F- 4-NH2-1—Pip

2-35 CH, F- 3-NH,-1-Pip

2-96 CH,F- 3-NH,-4-HO-1-Pip
2-97 CIIZE‘— 4ANH2—3‘—HO~1-Pip
2-98 CHZF- 3-NH(Me) -1-Pyrd
2-121 CHEF- 4-(Acim-NH) -1-Pip
2-122 CH,F- 4- (Foim-NH) -1-Pip
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rlLs€60cC NAH

1 O

TaGmua 3

Coenu, b
Cpd.
No. Rl A
i-1 H -N(3-Pyrd)Me
3-2 H —NH(f—Foim-3—Pyrd)
3-3 H _NH(1-Acim-3-Pyrd)
1-4 H -N(1-Foim-3-Pyrd)Me
3-5 . H —N(l-ACim-3-Pyrd)Me
3-6 H -NH(3-Pyrd) ’
3-7 H -NH(}-Acim‘4jPip)
3-8 H NH(1-Foim-4-Pip)
3-9 H -N(lfAcim—4—Pip)Me
3-10 H _N(1-Foim-4-Pip)Me
3-11 H -NH(1-Acim-3-Pip)
3-12 H -NH (1-Foim-3-Pip)
3-13 H “N(1-Acim-3-Pip)Me
3-14 H  -N(1-Foim-3-Pip)Me
3-15 H -NH(1-Me-3-Pyrd)
3-16 H -NH([1- (2-FEt)-3-Pyrd]
3-17 H -NH(1-(2-HOEt)-3-Pyrd]
3-18 H -NH[1- (Car.CH,) -3-Pyrd]
3-19 H -NH{1- [¢Pr.C(=NH)-]-3-Pyrd}
3-20 H -NH{1- [¢Pr.CH,.C(=NH)-1-3-Pyrd)
3-21 H -NH({1- [MeO.CH,.C(=NH)-]-3-Pyrd}
3-22 H -NH{1-All-3-Pyrd)
3-23 H -NH(1-Prg-3-Pyrd)
3-24 Me -NH(3-Pyrd)
31-25 Me -NH({1-Foim-3-Pyrd)
3-26 Me -NH (1-Acim-3-Pyrd)
3-27 H SNH(3-Azf)
H -NH(1-Foim-3-Azt)

3-28
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rlLs€60cC NAH

1 O

Tadimma 3 ( horoat.)

Cpd.
No. Rl A
3-29 H -NH{1-Acim-3-Azt)
3-30 Me -NH (3-Azt)
3-31 Me -NH{Ll-Acim-3-AzL)
3-32 Me -NH({1-Foim-3-Azt)
3-133 Me ﬁNH(l;Acim~4~Pip)
3-34 Me -NH({1-Foim-4-Pip)
3-35 Cil F- -NH(3-Pyrd)
i-36 CH2F- -NH{3-Azt)
Table 4 Tadmuua 4
Coemud , J
Cpd.
No. ‘Rl A
- H -NH-CH2CH2—NH—CH=NH
- H ~NH—CF2CH2-NH-C(=NH)-ME
- H -NH-CH2CH2-NMe—CH=NH
4- H -NH-CE2CH2—NMe—C(=NH)-Me
- H - NMe - CH,,CH,, - NMe - CH=NH
- H -NMe-CHZCHz—NMe-C(=NH)-Me
- Me -NH-CH,,CH,, - NK-CH=NH
- Me -NH-CHZCHz-NH-C(=NH)-Me
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rlLs€60cC NAH

0]

Table S Taoauia &
CoenvH, N |
Cpd. '
No. Rl A
| Nr\‘iez
5-1 H —N N
N/
NHMe
5-2 H —N N
\N__/ :
e
5-3 H —N N
N
—< S
5.4 H —N N
_/
NH.
\/\-F
5-5 H —N N
\_/
4 A~
5.6 H \Nl ?"
NMCZ
5-7 H F*NmN
N
NMCI
NH,
5-8 H —N N
./
NH,
5.9 Me —N N
NS
i
; NN{CI
510 Me —N N
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0]

Table S {cont)  Tadmina 5 (Hno,no.mk.,)

Cpd. .
NO. Rl ‘)\.
' NMHMe
5-11 Me —N N
N NH
<\
5-12 Me ——N N
\__./
Nt\{e;)'
5.13 CHoF —N N
N/
NHMe
S
514 CHyF —~N N
./

23
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Tagnuma €

CoernuH, N

de'.

Rl

No.

6-1

o+

1 O

IMe

6-3

y19¢€60¢

Me

6-4

ny

CH»F

6-5

RU

CHpF

6-6
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rlLs€60cC NAH

1 O

Table 7 TaGmmma 7

GoernH, $
Cpd.
No. RT A
7-1 H 3-(1~Imid)—l—Pyr&
7-2 H 3-(1,2,4-triazol-1-yl)-1-Pyrd
7-3 H 3-(1,2,3-triazol-1-yl)-1-Pyxrd
7-4  H 4-(1-Tmid)-1-Pip
7-5 H 4-{1,2,4-criazol-1-yl)-1-Pip
7-6 H 4f(l,2,3-triazol«l—yl)-l-Pip‘:
7-7 Me 3-(1-Imid) -1-Pyrd
7-8 Me 4-(1-Imid)-1-Pip
7-9 Me 4—(1,2,4-§riazol-1-y1)—1-Pip
7-10 Me 3-(1,2,4-triazol-1-yl)-1-Pyxrd
7-11  H 3. (1-Imid)-1-Azt |
7-12  H 3-(1,2,4-triazol-1-yl)-1-Azt
7-13 H 3-(1-Imid)-1-Pip
7-14 H 3-(

1,2,4-triazol-1-yl)-1-Pip
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rlLs€60cC NAH

0]

CoerpH.lb

Tadiwma 8

No. Rl A
N
- )
g-1 H j
H ; N\H
N
8-2 H | N
H U
- —N
— )
8-3 Me bﬁ{
H ! N\H
N
8-4 Me | N
| S
H H
N
s \>
8-5 CHyF | ‘ N ‘
: H NTE
N
8-6 _ CH,F | N
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rlLs€60cC NAH

0]

TAGMLA O

MUHUMaRbHAS UHEMBUPYIDLas KOHUEHTPAUNS COGAMHERMI NPUMEPOS
1,4,5,6,11,15,23,3?,42,43,44,45,50,54,55,61 ¥ UMUneHeMa

AR pagy A

micro-drganism A B C D
Exanple
/?zd‘ﬁﬂNa.
1 =0.01 50.01 =0.01 0.1
4 =0.01 S0.01 =0.01 g.1
5 =0.01 50,01 S0.01 0.2
6 =0.01 50.01 =0.01 0.4
1 =0.01 so.0! 50.01 0.4
15 =0.01 =0.01 =0.01 0.1
23 =0.01 =0.01 =0.0! 0.1
37 0.02 0.02 0.2 0.2
12 0.¢5 9.02 .02 0.1
43 <0.01 20,01 <0.01 0.1
14 <0.01 =0.01 <0.01 0.4
45 <0.01 =0.01 =0.01 0.4
50 , 0.905 £0.01 =0.01 0.2
54 0.05% 0.02 0.02 0.4
55 6. 02 <0.01 <0.01 0.4
61 =10.01 =0.01 =0.01 0.4
Imipenem =0.01 D.D08 0.1 3.1
Lozt 776 4 €.45
4 7E§§2fﬁﬁii éﬂ jyﬁ%%iff-gﬁézﬁggﬁ(A : Staphlococcus aurens 209P

B : Escherichia coli NIHJ
C : Klebsiella pneumoniae 846

0 : Pseudomonas aerugingsa 1001
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