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1
Ae pagukanu R' igeHTaH abo HesanexH OAMH BIA
opHoro 1 o3HavawTe OH 1fabo Qaywn, a R° Aense
cobor HacTynH rpynK B 3-4 11abo 4-i nozmyn
a) 3anWLIKK  APOMATHUHWX A30METUH-KapBOHOBKX

Kncnot 1fabo sanuwkn asobeH3on-KapboHOBUX K-
cnoT

~_ 2N CoY
Rz'::. X “.:.R‘?
R3

X=CH, N,CH=CH-CH,
Y= 0A, pe A= H, ankin, apun, apanki, 10H MyXHoro
meTany {nepepaxHo Na, K), 1oH amoHio abo
33MILEHWA IOH aMoHIK0, abo
Y= 3anviuoKk akTWBHOTC IHrPefIeHTa, AKWMA MICTUTb
rpyny OH aBo NH,
R” = ogwvH abo gea QayuneHUx pagukany, sKwo R'=
OH 1fabo Oayun, abo
R®= H, akwo R'= Qayun, ato

15

R =

15
R = pagukanw, Ak oCugea abo HezanexHo 04uH B4
oflHOro ARNAKTE cobow H 1fabo Oayun,
abo

COoY
LCH

R3
R’J
Y= OA, ge A = H, ankn, apun, apankn, IOH MyXHoro
meTany (nepeeaxHc Na, K), 10H amoHio abo
3aMILLEHWIA I0H aMOHIK, abo
Y = 3anuIUOK AKTUBHOTO IHIPefIeHTa, AKMA MICTUTh
rpyny CH abo NH,
R” = pagwukanu, ak obwaea abo HesaneXHo ofWH BIA
ofHoro aenAwTe coboro H, OH, Cauun,
b) GeHzngpasoHOBI pagvkanu
5

R= ?) R R® _ R’
NH-

RIS

R"®= paaukann, ak obuaea abo HesanexHo OfUH BIg
oaHoro ﬂsglmom coboto H, OH, Oayun,

R fabo R’ spnarts coboto H abo COY, pe

Y = OA, pe A= H, ankn, apun, apankn, IOH NMyXHoro
meTany (nepeeaxHc Na, K), 1o amoHio abo
33aMILLEHWA I0H aMoHID, abo

Y = 3anUIICK AKTUBHOTO IHTPERIEHTA, AKMA MICTUTL
rpyny CH abo NH,

C) 3arMWKN aMIHOBEHIORHNX KMCNaT

{13) C2

an 54437

{19) UA



R coY
- Rm

Y = OA, ae A= H, ankn, apwn, apankin, IQH NyXHoro
meTany (nepesaxtHo Na, K), ion amonil abo samiwe-
HWA 10H amoHI, abo
Y = 3anuIloK aKTWBHOMO IHMPefIieHTa, AKUA MICTUTh
rpgny OH abo NH,

= H, ankin,
R20 = H ankin, ranoreH, OH, Canwn, Caywn, abo

R¥ =

_ R%
N‘Rle

R21

R R” obvgea abo HeszanexHo OgWH BI OAHOMO
osHayawTe H, OH, Oayun abo Oankin B nosuyi 2,3-
ifabo 3,4,

d) aMIHOKMCNOTHI 3anuLKn

NH

R = = Rl

COY
0

Y = OA, ae A= H, ankn, apwn, apankin, IQH NyXHoro
meTany (nepesaxHo MNa, K), 10H aMoHIo abo zamiwe-
HWA 10H amoHI, abo

Y = 3anuIloK aKTWBHOMO IHMPefIieHTa, AKUA MICTUTh
rpyny OH abo NH,

R” = antn, ngpokcuankin (AkMiA MicTUTe Cq-Cs, SKWo
R'= Qayun 1 C3-Cs, Arwo R'= OHj) a6o ankokciankin,
auwnokciank, apunankokciankn, abo

« —(CH2i~ R*

15
o R

:Rn

R = obuaea abo HesaneMHo OAMWH Bl OfJHOTC AB-
nawTe coboio H, OH, Oauywn,

n - yne yucno eig 1 go 5, akwe R'= = Qauwun | R"=H
Wabo Qayun, abo

n - yue yucno sig 1 go 3, aKwo R'=HI1R"= H vabo
0OH, abo

0
f —(CH;?:?—/s—(cnzjnz—NH R® =RP
0 O)-@RM
RIS

Ris
= paauvkann, akl obuaea abo HE3aNENKHO OfUH BIf,
opHoro aenaTe coboro H, CH, Oauun, a nq 1 nz - yui
uncna eig 1 go 5,
e)  3anwvkun

nvponigwH-  fabo  okcazonigwH-
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KapSOHOBHX KUCAOT
O P
YOC R

Z=0, CH,,

R"® | R ofupgea abo HeszaneXHo OfWH BIA OJHOMD
o3HavaeTs H, ankn abo apun,

Y = OQA, pe A= H, anun, apuvn, apankn, IOH NY¥HOro
MeTany (nepesaxHo

Na, K}, 1oH aMoHIK abo 3amMIleHid 1I0H aMoHI, abo
Y = 3anUWOK @KTUBHOIQ IHIPedieHTa, AKMA MICTUTE
rpyny OH abo NH,

f) cbopmun Q- KapSOKcumeTunorccmn

R? = CH=NQOCH,COY, ge

Y = OA, ge A = H, ankin, apwn, apan#n, I0H MyXHoro
meTany {nepeesaxHo Na, K), ioH amoHio abo 3amMiwe-
HWIA 10H aMoHIK, abo

Y = 3anuvwoK aKTWBHOIO IHTPEAIEHTa, AKMA MICTUTE
rpyny OH abo NH

2 Cnonym dopMyrn lnon 1, ge R'=R", Y=0H1
R® = Cy-Cy-ankin

3 Cnonym cbopmynn lmon 1, geR°=R", Y = OH,
Rf=R" R —Oaumn|n—15

4 Cnonym thopMynu | non 1, fe R? = R11 Y =Q0H,
R =R" R 5-OaLu.»m a Ny 1 Nz O3HAYAKSTL LINI YUcna
elg 1 go 4

5 Cnonyka dopmynn | no n 1, aka BIAPIZHAETbCA
TUM, T} ABNAE coboro 2-(2,3-
AladeTokcnbeHzomamMiHe)-DeH30iHY KMCNoTy

6 Cnonyka dopmynn | no n 1, Aka BIgPIZHAETLCA
TUM, wo SBNAE coboto L-2-(2,3-
AlaueTokcnBeH30INaMIHC)-NPONIOHOBY KMGNATY

7 Cnonyka dopmynu | no n 1, aka BIAPIZHAETbCA
TUM, wo ABNAe cofor L-2,6-0ic-(2,3-
A1aLEeTOKCMDEH30INAMIHG)-FrekCaHOBY KUCNOTY

8 Cnonyku dopMynu | no n 1, B amx Y gaense co-
ol sanMWoK  aHTWBaKTeplanbHOTrO  AKTMBHOMD
IHrpegieHTa

9 Cnonykw coopmynu | no n 8, B AkMX Y ABNSAE CoO-
Bolo zanuwwok LedanocnopuHy

10 Cnonyku cdhopMmynu | no n 8, B AKUX Y ABNSGE cO-
6010 3anUWOK NeHILMAIHY

11 Cnonyku dopmynu | no n 8, B AKMX Y SBNAE co-
D00 3anvWoKk ammiynriHy

12 Cnonykn opmynu | no n 8, B Akux Y ABNse co-
6010 3aMULLOK aMOKGULMMIHY

13 Cnonyku dopMynu | no n 8, B AKX Y SBNAE co-
6010 3anMWOK TETPALWKIIHY, AKMA MICTUTE rpyny NH
abo OH

14 Cnonykn opmynu | no n 8, B Aknx Y ABNse co-
6010 3anUILOK MaKpoMIAy, AKWA MICTUTL rpyny NH abo
CH

15 Cnonyku dopMynu | no n 8, B AKMX Y SBNSAE co-
6010 3aMMWIOK XIHOMOHY, SAKWIA MICTHTE rpyny NH abo
OH

16 Cnonyku cdhopMmynu | no n 8, B AKUX Y ABNSGE cO-
6ol 3anuok kapboneHeMy, SKUA MICTUTL rpyny NH
abo OH

17 Cnonyka dopMynu | no n 1, aka BiAPIZHAETLCA
TUM, wo ABNAE coboro N-[L-2-(2,3-
AladeTokcnbeH3oImamMIHe)-NRoNIOHIN]-aMnILKnIH

18 Cnonyka dopmynn | no n 1, Aka BIAPIZHAETLCA
TUM, wo SBNSE coboto N-[2-(2,3-
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alayeTtokcubensoinamiHo)-6eqsamn]-amniguriH

19 Cnonyka dpopmynu | ne n 1, Aka BiAPISHAETLCA
TUM, o aBnAe coboro N-[4-{2,3-
AlayeTokcubensolnamiHo)-6eHsoIn]-amniyunix

20 Cnonyra copmynd | no n 1, AKka BigpPIZHAETRCA
TIM, wo ABnAc coboto (Z)-N-[(3-2,3-
An{MeTOKCHKaPCOHINOKCMDEH30IN)-OKCAZoMgNH-4-
omj-amnignmH

21 Cnonyka dopmynu | no n 1, Aka BigpPisHAETLCA
TUM, wo saenae cobow N-[L-3-aueTokcubersom-2-
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(2,3-p1ayeTokcbeH30INaMIHO)-M POMIOHIN]-aMIUUITIH
22 Cnonykn coopmynu | no n 1 Ak TepanesTudHI 3a-
cobu npu BakrepiansHUX IH ek ax

23 Cnonyeu dopMynu | no n 1 Ak TepaneBTWUHI 3a-
coBK NpH 3aXBOPIOBAHHAX, BUKNUKAHUK NOPYLWEHHAM
meTaboramy saniza

24 TNikapcbknid npenapat, AKMA MICTWTE CNOMyKW
dopmyin | nc n 1 B epeKTMBHIA KINBKOCTI B
NOEAHAHHI 13 3BUMAAHUMU PEUCBUHAMU-HOGIAMU

AaHuWit BMHaxX|4 BIAHOCUTECA OO0 HOBWX CHHTETHM-
HUX NOXIAHMX KaTEXOMNa, B AKMX AK CTPYKTYPHI eneme-
HTH (OYHKLIOHYIOTD @pOMATHYHI a30MEeTHH-KapOCOHOBI
KMCNOTH, DeH3ngpascHK, aMIHOKWCNOTH, amiHODeH-
30@HI KNcnoTW abo gunenTuaw, nuponiauH- abo okca-
3omauH-KapboHoel kMenoTd abo  dopMunkapbokcu-
METINOKCHMU, & TAKOX A0 IX KOH'KOrarTie 3 akTUBHWMUA
IHFpEdIEHTAMM, 30KpeMa, 2HTBIoTHRaMK

Bigomo, WO fedak CTRPYKTYpPW Katexona rpakTb
ICTGTHY pOMb AK CTPYKTYPHI NEeMEHTW, SK CTBOPHIKTH
KOMMIMEeKCH 13 3arni30M B NOYaTKOBUX cufepodopax
{"lron Transport In Microbes, Plants and Animals",
Eds Winkelmann, G, van Helm, D, Neillands, JB,
V Ch -Verlagsgesellschaft Weinheim, 1987), nanpw-
Knan, eHTepobakThH, AkMiE € cufepodopom Ana E
coll abo IHWWX BaKkTepIHHWX WTaMIB, 9BNAe cobolo
Tpumep N-(2,3-gungpokcnbenacun)-L-cepuHa  Mo-
HOMEP TakoX € eheKTUBHUM B AKCCTI cugepodopa
{(Hantke, K, FEMS Microbiol Lett 67 (1990), 5)

Byno euAsneHo, we N-(2,3-aungpokcubensonn)-
muuHH € cufepodopom ana B Subtiis (ito, T,
Nellands, /B, J Amer Chem Soc 80 (1958}, 4645)
fefkl kaTexon-zaMilWeH! NOXIAHI aMIHOKWCIOT BXe
OTPUMYIOTE  CHHTETHYHO,  Hanpuinag,  N-(2,3-
awnnapokcku-Denzonn)-L-TpecHnd (Kanai, F, Kaneko,
T, Monshima, H | Isshiki, K, Taketa, T , Takeuchi, T,
Umezawa, H, J Antibiot 38 (1985), 39), N° N"-6ic-
{2,3-gungpokcnbenaonn)-L-mauH (Corbin, J L, Bulen,
WA Biochermistry 8 (1969), 757, McKee, JA,
Sharma, S K, Miller, M J, Bioconugate Chem 2
(1991) 281) 1 NQ,NB-GIC-(Q,3-,E|HI'I,E|p0KCHf)eH30HI'I)-
I'II.-‘ISMJ'I-NG-SIC-(Q,S-AAFIApOI{CHfSEHSOMJ'I)-nISHH
{Chimiak, A, Nellands, J B, Structure and Bonding
58, (1984), 89) Bigomo Tarox, wo fesk beHangpa-
30HW MUOKCUNBbHUX KWCNOT, MNOXIAHI OKCAHWMBHHX
KACNOT | T4 MOXYTb CHy¥WTW Ak cugepodropy aAnA
p13Hux BakTepiiHnx wWramie (Reissbrodt, R | Heisch,
L, Mollmann, U, Rabsch, W, Ulbrncht, H , BioMetals
6 (1993), 155) Hesw gwngporcnBeH3unngeHaMIHo-
BeH30#HI KMCNOTK onucaHl B niTepartypl, ane 6e3 ge-
AKMX 3radok Npo X eDerTUBHICTE B AKOCTI CHOepo-
topos (Takita H , Noda, S| hiada, K, Mukaida, ¥ S,
Top, MK, Kobayash, H, DE 3 414 049 (1884), H
Wolf, Monatsh Chem 31 (1910), 903)

XOoY CKpINMEHHA PISHMX 3'€dHaHb KaTexara 3 B-
NakTamamMi BXe 34IMCHIBArNOCH | 3a PaxyHOK Lporo
aocaranocA 30INblWeHHA aHTWOakTepIWHO! aKTWBHOCTI
UMK aHTUBIOTHKIB 3aBAAKM 1X NepeHeceHHK B bakTe-
PIAHY KNMWHY 4Yepe3 BakTepldHI WAXW TpaHCNopTy-
BaHHE 3aniza (Hanpuinag, Ansawa, M, Sekine, Y,
Shimizu, S, Takano, H, Angehrn, P, Then, RL,

Antimicrob Agents Chemother 35 (1991), 653), icHye
HacTIiHa HeoBXIAHICTE B IHWMWX HOBUX CWHTETWUYHUX
chgepoopax, Akl BONogliTe NONINMWeHnMn apMa-
KONOMYHUMM | DEPMAKO-KIHETUYHWM Y BNAcTMBOCTAMM
| NpMAATHI NA YTRBOPEHHSA KOH'KOraTIB 3 aHTUBIoTUKA-
MK

3 iHworo Boky, cngepodopn AK XenaTyloYn areH-
TW AnNA 3anisa BOMOoZIoTE NOTEHUIAHOK 3AaTHICTIO
plaHuMK 3acobamu BNNnBaTw Ha GlononyHwi merta-
60onI3M 3ani3a | NOB'A3AHI 3 HUM 3aXBOpHOBAHHA Tak,
cngepodop gecdepprokcaMiH {(gecdepan) 3 yonixom
BMKOPWCTOBYETECH NPW 3aXBOPIBAHHAX, BUKMMKAHUXK
HaAMIpoM 3anisa (Hanpuknaa, Tanaccemii)

OcHCBHE 3aa4a UbCro BUHAXOAY CRNAaLacTbeH ¥
BIAKPUTTI HOBWUX CUHTETUYHWX NOXIAHUX KaTexona, aKl
MakTe Ba3OBUMU CTPYKTYPamMKU a30MeTUH-KapBoHoBI
KACNCOTH, BeH3rngpasoHy, amIHOKMCNOTW, amiHobeH-
30MHI kucnoTh abo gunenTuaun, nuponiaud abo okca-
30MIAMH-KARBOHOBI KMCNOTH | bopminkapGokcumeTh-
NOKCHMK, SIKI MONYTE (YHKLICHYBETH Ak cugepodooph
Ifabo Sk BIONONIYHI XeNaTyouW areHTu ANa 3an3a | Ak
B POPMI KOH'IOraTIE 3 AKTUBHHMM IHTPEJIEHTAMU, Ha-
npuKnag, aHTWBIoOTUKAMH, NOMINWYOTE NMPOHMKHEHHA
Uvx 3'egHaHb B BaKkrepldHl KNITUHKY |, OTHE, NIABWLLY-
KTe 1X aHTubakrepliny edeKkTUBHICTE, | HKl AaKTb
MO¥NUBICTE YAOCKOHANUTH METoau BopoThBu 3 CTIR-
KIcTR BakTepliHnx 1HdekYyld no aHTUBIOTMKIB, 3yMOB-
MNEHOI XapaKTepoM NPOHUKHEHHS

Cnonyku no BuHaxoAy eeKTUEHI SK cugepodo-
pv gna rpam-HeratueHWX Oakrepid, TobTC BOHWM MO-
¥yTb 3abesneuyBatu BakTepn IOHaMU 3aNI3a 1, ¥ BU-
MAAI KOH'WOraToB 3  AKTUBHUMMW  IHFPEAISHTaMU,
Hanpunafd, aHTMBIoOTUKaMU (y BUIMSZl KoH'lorartis
"cngepodop-aHTUBIOTUK), MOKYTE NepeHecTH Ll
cnonyky B BakTepiiHy KNITWHY Yepes WhAxw TpaHc-
NOPTYBEHHA 3ari3a |, TAKMM YWHOM, MNIABHLLYBATH 1X
ehekTURHICTE

Kpim Toro, cnonyku no evHaxofpy € Einew edek-
TUBHUMK | MOXYTE BYTHM OTPMMaHI NpPOCTIWWMK CNO-
coBamK, HDK paHilLe BIAOMI CNOMNYKH, a B DOPMI KOH'-
Orame 3 aKTUBHWMKM  IHTPERIEHTaMKN  A8KTb
MO¥NUBICTE YAOCKOHANUTH METoau BopoThBu 3 CTIR-
KIcTio BakTepliHnx IHdekIF Ao AaHTUBICTUEIB, 3yMOB-
FNEHOK XapaKTepoM MNPoHWKHeHHs Hapewm, paHuA
BWHaX|Jd HAA&SE HOBI XSNaTykuW areHTW gns 3anisa,
AKI MOXYTE PISHMMK 3acobami BnnvBaTh Ha Bionory-
HWA meTabonism 3amsa |, TREMM YUHOM, BIITUBATH Ha
MOB'A33HI 3 HUM 33XBOPIOBAHHA

3anABNATECA HOBI CUHTETWYHI NOXIAHI KaTexona
saransHol hopmynu |



Rl

R!

dopmyna |

AE pagukanu R' iaeHTHUHI aBo HezanexH OAVH
BlI5 OgHOrMC |1 noaHavaTs OH 1/fabo Daywn, a R? s-
nae coboro HAcTyNHI rpynn B 3-A 1Yabo 4-i noauuil

a 3anUWKKN APOMATUHHUX A30METWH-KAPBoHOBWX
KnenoT fabo sanuwen azobeHson-kapBoHoBWX KWG-
not

B

X=CH, N, CH=CH-CH

Y= 0QA, ne A= H, ankun, apun, apankun, 104 Ny-
#Horo metany (nepesaxHo Na, K), ion amonio abo
3aMILLEeHUA I0H amMoHIt, abo

Y= 3anUWOK aKTWBHOTO IHrpegleHTa, SKUA Mic-
TWTE rEyny OH abo NH,

= oanH 860 gea CayunbHUX pagukanu, AKLO

R'= OH abo Oauun ato

R’= H, arwo R' Oauun abo

=R’

R3 e

RIS
R'®= pagukanm, sikl obuaea abo He3anexHo oguH
BIf OfHoro AenATE coboo H 1fabo Oauun, abo

R2= O =R?
3 R’

Y= 0QA, ne A= H, ankun, apun, apankun, 104 Ny-
¥Horo metany (nepesaxHo Na, K), ioH amoHio abo
3aMILeHni# 1I0H aMoHite, abo

Y= 3anWWOK SKTUBHOTO IHrpealeHTa, AKUNA MIC-
TWTE rEyny OH abo NH,

= pagukany, Akl obuaea abo HesanexHo oguH
BIf, OfiHOTO ABNATE coboro H, CH, Oayun
b BeHangpasoHoel pa,qukanu

N ol

R'®= = paaukann, sikl obugea abo HezaneMHo OfMH

BIf OA4HOFO FBIAIOTE coboto H, OH, Oaywn,
R" 1fabo R™ aenswTe coﬁoro H aba COY, pe

Y = QA, ae A= H, ankwn, apvn, apankwn, IoH Ny-
¥Horo metany (nepesaxHo Na, K), ioH amoHio abo
3aMILeHni# 1I0H aMoHite, abo

Y= 3anUWOK aKTWBHOTO IHrpegleHTa, SKUA Mic-
TuTE rpyny OH abo NH,

C 3a7MWKN aMIHODEH30WHUX KNCNOT

R coy
R?= i [ R R
X it

Y = 0A, ae A = H, ankun, apun, apankvn, IoH
nyxHoro metany (nepesaxHo Na, K), 104 amoHIio abo
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3aMILLEHWIA IOH aMOHI, abo
Y= 3anMWOK aKTWMBHOMO IHrpedIeHTa, SKMA MIC-
TUTh rngny OH abo NH,
=H, ankun,
RQ -H, ankun, ranored, CH, Oankun, Cauun,
abo

RY=
w“ B
r2!

R RY 06M,qaa abo HezanexHO OJJWH BIf] OAHO-
ro osHavawTe H, OH, Oayun abo Cankun B nosuyi
2,3- /abo 3,4-

d amMIHOKMCNOTHI 3anHWKK

RS

Y=0A, ne A H. ankvn, apun, apankun, 10H Ny*-
HOro meTany (nepesaxHo Na, K), 1oH amMoHIKo abo
3AMILLEHMWIA I0H aMOHI, abo

Y= 3aNWWOK aKTUBHOTO IHTPEegIeHTa, AKWA Mic-
TUTE réayny OH abo NH,

R"= anKnn - TIAROKCHANKMN (fu(um MICTUTE C1-Cs,
AKLLO R! =0auyun | C3-Cs, akwo R =0H) abo ankokcu-
ankun, ayunokcuankun, apunankokcuankun, abo

RS = —{(CH)a~ R” R
o R‘lS

R'S= obwgea abo HeszanexHO 04WH B4 OZHOIMC
aBnAKTE cobote H, OH, Qayun,

n - yime 4vcno eig 1 go 5, akwo R’ =Qayun 1
R"™=H fabo Oauywn, abo

n - yne yweno eig 1 go 3, suu.qu =H | R"=H
1fabo OH, abo

HH

- ﬂarixl—g«aiz)ﬁzwmi g““ "R
0 0 R®

Rlﬁ

Rys
5= = pagukany, Sk obuzBa abo HesanexHo oAUH
BIg o,quro aenaTs coboio H, OH, Oayun, anq 1 ng -
yrmuyncnaeig 1 gos
© SanuWKM nuponiguH- 1fabo oKrcazonMAuH-
kKapboHOBMX KMCNOT

OO N
R OOS ?R” =RM

YOC RY

Z=0, CH;,

R' 1 R" HesanexHo ofuH BIf, 0fHOTO O3HAUBKTE
H, ankun abo apwn,

Y= 0OA, ge A=H, ankun, apun, apankwn, 1oH Ny#-
Horo metany (nepepaxHo Na, K), 1oH amoHio abo
3aMILLEHWIA IOH aMOHI, abo

Y= 3anwwoK akTUBHOTO IHIPEAIEHTA, SKWA BMUC-
TUTH rpyny OH abo NH,

f cbopmmn O- mpﬁoxcnmemnoxcumu

R’=CH=NOCH.COY, fe



9

Y=0A, ge A= H, ankun, apun, apankun, 1I0H Nyx-
Horo meTany (nepesaxHo Na, K}, 104 amcHmo abo
3aMILLEeHUA I0H amMoHIt, abo

Y= 3anuWOK aKTUBHOTO IHrPEeAIeHTa, AKUR MIC-
TUTE rpyny OH abo NH

Y seepernx euwe chopmynax | pani no TerCTy
TepmiH "ayun" o3zHavae NpAMONaHylrosuin abo pos-
ranyxednid Cq-Cg-ankaHown 4w npaMonaHuUoroBui
abo posranyxeHud Ci-Cg-ankokcu-ankaHoun [pa-
MOMNaHUroerid abo posranyeHW ankwn | npaMona-
HUKOroBUA 260 posrany:KeHWH arnkokcu-pagwukan, Ta-
KOK B CKNaAHWX CrNoBaX, TaKUX AK ankorcuankun abo
AUWNOKCHAanKWn, 03HA4aE, 30KpeMa, NPAMONaHUKIo-
BUA abo posranyxeHuid Ci-Cs-ankun abo -ankokcu
Apun o3Havae dreHWN, 30Kpema, 3aMiweHnid peHun,
Takol Sk dpeHWn, 3aMILeHnd NpAMonaHuroesM abo
posrany¥eHWM ankunoMm, ranoreHoMm, sokpewa, Cl
abo F, npamonaHyorosum abo posranykeHnn ankok-
CH-, TIAPOKCU- 360 KapbOKCU-PAZUKANoM uud NPamMo-
A2HUKroBUM abo posranyXeHuM ankokcukapboHu-
MoM, ranoreHoM-3aMILLEH WM ANKWMNoM abo
3aMILEeHUM DeHUNoM, @ apankun Q3HaJas, 30KpeMa,
cbeHHnmeTun 11 a60 2-cbenuneTwn BrkasaHl pagwka-
v R, R R" R Ta COY MOXyTh POSMILLYBATHCA ¥
BOIX MOXMUBMX No3uUIAX 3aMILLeHUA 10H AMOHIKD
aenAe cobolo I0H aMOHIKD, AKWA 3aMIWEHWA, Hanpu-
Knag, ankunom

TepMmiH "3aNUWOK aKTUBHOTMQ IHPegIcHTa" o3Ha-
yae sanuwor Oyab-Aakoro BIANOBIZHOIO aHTubakTe-
PIAHOTO AKTMBHOrO IHMPERIEHTa, WO BKNOUYAE BINbHY
rpyny OH abo NH, Hanpuknag, AKWo akTUBHWA IHTpe-
AleHT eTepwdpikoBaH abo nepeTBopeHUld B aMug pa-
Avkanom kaTexona depes uwo rpyny OH abo NH
3B'A30K MK NOXIAHVM KATEX0Na | AHTUEIOTUKOM MOoXe
ByTH npamolo abo uepes 38UYAAHI rpyNU-NIHKEpP, Ha-
nNpuKNas, amiHOKapboHOBI KUCMOTW, TAPOKGUKap6o-
HOBI KWCNOTH, gnamiHi abo guonu TepmiH "aHTnGIo-
TUK" NoTRIBHO pOo3yMITH, HaNPUKNAag, SK BIANCBIHVA
R-nakrtam, Akvi micTuTe rpyny OH abo NH, nanpw-
K1ag, uedxanocnopvH, Tako! Ak yedanekcvH, uedag-
pokcun abo knadopad, abo NeHILWNIH, T2KUA 9K aM-
nILUnIiH abo AMOKGULMMIH, abo noxigHe
TeTPaUMKNUHY, Hanpuknaa, aMHAWOKCUUMKNUH, abo
AHTWEIOTUK TUNY aMIHOMMWKO3WAS, MAKPONMEA, XWHO-
noHa abo kapbanerema

HEWo NPUCYTHIA acuMeTpUUHUA atom C, BUHaXIA
Tako¥ BIGHOCWTECA Ao BIANCBIgHUMM D-1 L-cpopmanm,
eHaHTMOMEPAM | QUacTepeoMepaM, a TAKOX A0 pa-
LuemaraM | cymilLed EHaHTMOMEpPOB | guacTepeome-
poB

Cnonyky No BUHAxXOAY MOXYTh BYTW OTPUMAHI,
Hanpuknag,

@ peakuicio KaTexon-3amMILuenux GeHsanbheru-
aos (dopmyna |, ae R? =CHQ), y BlgnoBIAHOMY PO3-
YHMHHWEY, Takomy Ak etadHon abo Tonyon, 3 BogoBIA-
Alnurenem abo 3 3acobamu CKpINNEHHA BOAW, TAKMMK
AK MONekynaApHe CUTO B NPUCTPIl ANA BIACMOKTYBAH-
HA, NpW TemnepaTtypl peakyn eig +50°C go +120°C,
AK NPaBUNa - NpU TEMNEPaTYpP! KUMIHHA POIYMHHIKA, 3
BIANOBIAHUMY aMIHOEEH30AHMMU KWCIOTEMMW 3 YTBO-
PEHHAM BPOMATUYHIY BSOMETVH- -kapCoHOBKNX KNCNOT
{hopmyna |, pe R’=R' abo R )

abo

b peakueo KaTeXOmN-3aMILeHux Bensrigpazngoe
{bopmyna |, pe R? =CONHNH-), y BlanosigHoOMY po3-
YHMHHWEY, TAKOMY AK BoAa, €TaHon 8o oyToBa KMCNo-

54437 10

Ta, npu Temnepatypl sig +10°C go +120°C | nepesa-
¥HO - NpY TEMNEPaATYRl KWMNIHHA PO3YUHHWKE, 3
BIANOBIAHUMK hOpPMUNEEH30AHUMK KnCroTamMu abo 3
GEHNNIMNOKCUNBHUMK  KUCAOTAMY 3 YTBOPEHHAM
BlIANOBIAHNX BeHzngpasoHos (dopMyna |, ae R* R)

abo

C peakyleto qm(anxorccn)Seﬂsomnmopnt {cho-
pvyna |, ge, HanpwiKiag, R’ =0QCOCHSs, a R? =COCh 3
aMIHOBEH30AHMMM  KUCNOTAMKW aBo I1X CKNagHUMMK
ecdbipamy, y BIANCBIAHOMY PO3YWHHURY, TAKOMY S$IK
TeTpangpogpypaH 3 TRPETVMHHWM aMIHOM, HanpWwknag,
TPUeTHNaMIHOM, Npu TeMnepatypl By -30°C po
+20°C, abo y BogHomMy po3uuHI OikapbonaTty HaTpio
npu Temnepatypl 81 0°C ao +10°C, 3 yTBOpEeHHAM N-
[av(ankokcn)BeHzoun]-amiHoGeH30AHWX  kcnoT abo
edIpiB, MOXMWBO, 3 NepPETBOPEHHAM LjuX edipis y
BINEHI kcrnoTu (dopmyna |, ge R’=R’ )

abo
d peakuieo 2.32-
,qu(GeHsmnoxcn)ﬁeuaomnxnopngy {dhopmyna |, fe

R'=0CH,CsHs, a R* =COCI), y BIANCBIGHOMY PO3YWH-
HWKY, TaKOMYy AK TeTparigpotdypaH 3 TPETUHHUM ami-
HOM, Hanpwknag, TPYETWNEMIHOM, NPW TEMNEePaTYP
Blg -30°C go +20°C, abo y BogHomy posuvHl Cikap-
BoHaTy HaTpIo Npu Temnepatypl i 0°C ao +10°C, 3
aMIHOKUCNOTaMK, AuaMiHokucnoTamy abo gunenTw-
AaMn 3 YTEOPEHHSM BIANOBIAHMX 3axuweHnx N-[2,3-
Au(6enzonnokcu)beH3onn]-aMIHOKMCICT, 3 NepeTeo-
PEHHAM OCTAHHIX, 3 BUKORWCTRHHAM 3BWYEHHMX Me-
TOAMK BUAAMNEHHA 3aXUCHUX TPYN, HANPUKNaga, katan-
TUYHOK MAPOreHI3alISto B €TaHOM|, ¥ BINbHI KaTexon-
3aMILLeH! NOXIAHI aMIHOKMCrOT 360 nermngis (cpop-
myna |, pe R’=R"", R”, R"™ a6o R", e Z=CHy),

abo

e peakuyIso AUNapoKcUu- a6o LWalunokcubeHso-
Hn)cnopu,qy {dopmyna |, fe R'=OH a6o Oauun, a
R’ =COCl) 3 Okca3OI'IM,qHHI{ap50KCHI'IaTOM, oTpUMa-
HAM BIAOMWMK cnocoBamu 3 cepWHy | ansaergie,
Hanpuknag, dopmanbaerngy, ¥ BOAHOMY ITYHHOMY
PO34YMHI 3 NCABNBWWM TIAKUCIIEHHAM ¥ BISNOBIAHOMY
PO3YUHHWRY, Hanpuknaj, B eTaHon abo B cymiw
eTaHoMny 3 BOZCK, Npu Temnepatypl el -10°C go
+10°C, 3 yTBOPEHHAM 3JaMIWEHVX NOXIAHWX OKCa3o-
nuAvH-kapBoHoeol kMenoTu {dopMyna |, ge R=R",
aZ=0Q),

abo

f peakuieto K3TEXOM-3aMILEHOrO GeHsansaervay
{dopmyna |, ge R’ =CHQ), y 21AN0BIZHOMY POIHUHHU-
Ky, 3 O- KaPGOKCHMETIJ'IrIﬂpOKCMl'IaMIHaMI abo I1x co-
NAMA 3 CTBOPEHHAM  BIANOBIZHWX  hopmun-O-
KapﬁoxcumeTunOKCMWB {opmyna 1, e
R?=CH= NOCH.,CQCH)

Cnonyku cdopMynd | No BUHAXORZY, B SAKUX Y B
R’= 3arnuloK aKTMBHOTC IHFPEAIEHTa, AKMA MICTHTL
BiNeHy rpyny OH aGo NH, oTpumyloTe, Hanpuknag,
peakuiero cnonyky dopmynu |, B Aakomy Y B R2=OH,
HanpuKknan, 3MILLaHUM aHMAPWAHUM cnocoBoM, cno-
YaTry 31 CKNagHUM ehIpoM XNoOpMYPaLLMHHOI KMCMOTH
| TPETUHHUM aMIHOM, HaNpUKNad, TPUETUMAEMIHOM, &
NoTIM 3 BIGNOBIGHAM AKTMBHWM IHIPESIEHTOM, HKURA
MICTUTE BINeHY rpyny OH abo NH | akni, Moxnveo,
MICTUTE 3BUYAAHY TPYMNY-MIHKEP, HANPUKNAaA, 3anuWoK
AWaMiHoKapboHoBOI  KMGMOTH, TIEPoKcUkapEoHoBOI
KUCNoTH abo X flaMiHy abo guony, pasoM 3 BIANOBIA-
HWM TRETWHHWUM &MIHOM, HANPWKNaA, TPUNETUNAMIHOM,
Y BIANOBIAHOMY PO34YMHHWKY, Hanpuknag, teTparg-
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podypaH
Cnonyen dopmynu | no BuHaxogdy, skl MICTHTL

KapboKCUNbHY TPYNy, MOXYThb ICHYBATY ¥y BWIMSAl BI-
ABHWX KUCAOT, 1¥ coned abo Mnerkoposllenntoemux
cknagHux edipie, 3ckpema, ecdiple, AKI PO3WINMIO-
IOTECA B (PISICAOMYHMX YMOBaX Cnonykn o4WlLaTb-
CA 3BUYARHMMKM cnocoDamK, BIZOMMMW B KCIWLLHIW
TeXHOMNOrI, HaNpuknag, nepekpucranizayisid abo 3a
AOMNOMOroK XpoMaTorpadIdHUX METOR MK

Crnonykwn no BMHaxody edherTUBHI SIK cngepodo-
PH ANA PISHWX IPaM-HEraTHBHUX WTaMiB BakTepli

AocrigxeHHa egpekTMBHOCT! cufepodopiB BUKO-
HYB&ITWN 3 BUKOPWCTAHHAM RISHWX DakTepIiHng myTaH-
THUX IHOWKSTOPIB, AKI NpU HeAaoniKax cuaepodopls
NOKa3yTE TINEKA 3ATPUMKY 3POCTaHHA | fK 3816H1 go
3BINBLIEHHS 3POCTAHHA NICNSA BBEAEHHS focniaXysa-
HHUX PEYOBWH, 3aMIHIORYMX cuaepodopn ¥ MyTaHT-
HWX IHAVKATORAX CWHTE3 BIANOBIAHMX chgepodopis,
HanpwkNaj, NUOBEpPAWHA, NUOXENnWHa, eHTepobakTu-
Ha, aepobakTuHa abo wepcuHUabakTuHa, abo BIoCHH-
Tes apoMaTU4YHWX crnonyk ErnokoeaHWiA, abo B HUX He
BUCTEYaS peuenTopib Ao eHTepobakTuHy, NMOXSNUHY
abo nuosepanHyY | OO IHWHX BAaXITMBAX KOMIOHEHTIB
DaKrepIiHOro TpaHCNOpTYBaHHA 3am3a (Hanpuknag,
mMembpaHHux npotelHis Cir, Fiu, FepA 1 TonB) Tomy
B YMOBAX HeQoCTadl 3aniza Ll MyTaHTU He MOXyTb
spocTaTtu, abo I1x spocTaHHA fyxe obmexeHe 3okpe-
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M3, BMKOPWCTOBYBANMCA HACTYMHI MYTaHTHI IHAWKA-
TOopu Pseudomonas aerugnosa PAQ 6609, K 407,
690, E col AB 2847, Salmonella typhimurium enb-7,
TA 270, Klebsiella pneumoniae KN 4401, Yersinia
enterckolitica WAH, Proteus mirabiis 12 (nowatko-
Bui) Proteus vulgans 718 {nouarkoewi) 1| Morganella
morgann SBK3 {(nouaTkosni) lNouyaTkoBl WTamu, no-
aHaYeHl "ModaTReBWiA", MICTATE NWMWe HegocTaTHI
CUCTEMU NOIMMUHAHHA 3ani3a, TOMY BBEAEHHA cufe-
podopy NpUEBOAUTE [O 3pocTaHHs KoHTponeHl go-
cnigy eknodany deppuokcaMmiH E gna wramie Pseu-
domonas, dceppuokcamH G 1 eHTepobakTMH AnA
wramiB Salmonella, dpeppuxpom gna wrame E col,
Klebsiella 1 Y enterokol 1 3,4-guriapokcubensmnuaen-
2. 4,6-TpumerinadinMH - gna Morganella  morgann
{aMe npueepeHs BUWeEe NocunaHHA Ha Reissbrodt et
al)

Ha mytantH E coll IR 1121 H 1728 3 Hegomkom
MembBpaHHUX npoTelHie TonB abo Cir 1 Fiu, BaxIBMX
ANS aKTUBHOrO TPAHCNOPTYBaHHA 3ani3a, BCl AOCMI-
OXYBaHI peYoBWHU He Haganu an Le nokasye, wo
AaH! peuyoBHHW NPaycoTE TINBKK AK cnaepodopn

0O0nacT 3poCTaHHA MYTAHTHWX IHAWK2TORIB (dia-
METP B MM) M4 BAMWBOM AOCNILKYBaHWX PEJv0BWH
npuseneH 8 Tabnuuax 1-2 lNpumiTen 4- 1 (+) BIgHO-
CATLCA A0 HecneydIMHOrO NOCUMEHH: 3POCTaHHS

Tadnnns 1. Ofaacri specraurs (B wv} mramis ixguzcavepis cuaepodopin 3

BOBHME CHITeTHUHAMN BELIHEME KATeX0TY

! Pevosmma Pseudomonas aeruginoso E coly Salmonella
i N Pt
; PAQG60RT K 407 690 AB2847 ¢ enb-7 | TAZ700
s
ol 20 16 23 o 35 0
2 17 13 17 30 0
3 0 ] 0 22 28 i}
4 17 18 18 I8 34 0
5 0 0 ¢ ts i3 0
& 14 17 19 ¥ 34 0
7 0] [t] 4 0t 1 0
2 13 15 0 i3 0
b.
9 10 0 0 0
10 ¢ ¢ 0 22 20
{1 14 12 0 ] ]
iz 4 L 12 14 0 0
13 10 11 10 18 23
Kosp. 335 35 40 23 38 20
(o
TERCT)
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HOBHMM CHETETHURNME BOXIAHHMA KATCI0NY

14

Pewosnma | Klebsiella WAH Frotens Frotens | Morganelin
Ne premmonioe mirabihs | vilgaris morganii
KN 4401 X 407 12 718 S$BR3
j A
* 1 0 10 26 35 35
2 35 0 16 5 20
3 32 0 11 13 20
% 4 33 12 23 2 27
TS 0 0 9 21 21
6 23 23 25 25
7 23 0 20 2 2
8 20 12 20 20 20
.3
9 27 18 9
: 10 18 26 15 L1 16
1t 32 19 15 20 20
12 30 25 17 20 13
13 15 16 n 2 24
4 27 10 10 12 11
: 15 o 12 1t
Kosrrp. 25 26 18 25 18
{muB. TEXCT)

Tatauea 3, Ofiacri apocranms (8 mm) erramis inppraTopie cugepodopis 3

HMOBMMH CHHTETHIHHMH UOXITHEME KATEXOTY

Pegonema Psendomonas aeruginpsa E coli Saimonella M
Ko typlumursine AT,
PAO K 407 620 AB enh-7 TA SBX3
6509 2847 2700
<.
16 20 20 20 24 25 0
17 0 26 D 12
d.
18 20 17 I8 30 48 50
1% 10 ] 11 29 17
20 10 0 8 3t 12
21 14 15 15 33 36 40
22 48 40 50 0 50 50
23 4 22 27 20
‘: 24 20 20 20 40 30 40
. 25 18 30 28 8
26 0 14 32 10
Kormp. 35 35 40 73 38 20
{18, TeRcT)
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3aBaakn TOMY, WO BOHW BOMNCAIOTE BMNECTHBOC-
TAMKW BakTepIfHUX cufiepothoplB, CNONYKW 3aransHOl
HOPMYNK | MOXYTE CNYXUTU QK TPAHCNOPTHI 3acobu
abo NpYCKopKBa4YaMKl NPOHUKHEHHS ANA NPOTHBOMU-
KPOBHWX aHTUBIOTUKIB | IHLWNMX aKTUBHWUX IHTPEAIEHTIE,
TOGTO B cnonyy 3 aHTMBIoTHEEMK aG0 IHWWMK BKTVB-
HAMK  [HTPEAIEHTAMH BOHW MOXYTb CIyXMTW ANA
TPAHCNOPTYBAHHA OCTaHHIX B KMNITMHY MIkpoBa no
LINAXAX TPAHCNOPTYBAHHA 3an13a | TAKUM YUHOM Mig-
BHLLYIOTE X eeKTUBHICTE

Crnonykwn saranesHol doopMynu |, B Akux Y B R’=
3a/MLIOK AKTHBHOIO IHIPeaIeHTa, BONOAIOTL aHTuha-
KTEPIAHOK eeKTUBHICTIO, HaNPUKNaj, YacTKOBO Ha-
BITE MO BIAHOWEHHK A0 BakTepld, CTIFKUX A0 IHLIMX
B-nakramam Tomy AeKINBKA CNONyK, B SIKWX Y= 3a-
FAWILOK &KTUBHOTO IHIPERIEHTa, HANPHINas, peYOBHUHN
28 - 37, Dynu nepesipeH! No meToguyl andyan B arapl
no BIAHOWEHHID A0 ocobnneux BaKTepIAHKX WTaMIB,
YACTKOBO CTIAKUX [0 IHWWX B-naktamam (Tabn 4)
BuropucToByBanucs HacTynH wramMu Pseudomonas
aeruginosa SG 137 (kapbeHuynnH-cTIAKKA), KW 799
WT (novatkoBvid Tvn), KW 799/61 (myTaHTHWA 323
NPOHWKHEHHAM, MOWKOAKEHA CTIHKA KIITUHK, | TROHK-

KHEHHA nonerwyerbcda), ATCC 27853 (nodyaTtkoBuiA
TUN), ATCC 8027 (nouaTroeuid TUN), NCTC 10862
(ATCC 25668, KNIHYHO BWAINEHWH, KapBeHWUWNIH-
cTidkui), NCTC 10701 {kapBeHWUUNIH-CTIAKUA),
NPS1 | Oxab (nnasaua-rogobaHa P-nakramasza), E
coli DCQ (novaTkoBwmid TUN), DC2 (MyTaHTHWI 32 npo-
HVKHEHHAM, MOWKOAKEHA CTIHKA WNITWHK, | NPOHWE-
HEHHA nonerwyeTeca), Klebsiella pneumoniae ATCC
10031 {(nowatkoeui TUN), a Takok SG 117, Salmo-
nella gallinarum ATCC 9184, Stenotrophomonas mal-
tophiha GN 12873 (amniuuniH-, asnoywriH- | kapba-
neHeM-cTidkniA) | MET 10402

HecnoaieaHo Byno BWABMEHO, WO AOCNIAMYBAHI
pPEYCBUHU BUABNAKTE HaA3BUYaAHy epeKTUBHICTE He
TINBKM MO BIAHOLIEHHID A0 aMnIUWNIH-cTIAKKX fabo go
IHMBTop-B-NakTaMasn-CTIMKMM NOYETKOBUM LUTaMmaM,
ane Takox | Ao ABoXx wrame Pseudomonas, wo
BKMIOYAOTE NNAasMUa-KoAoBaHY P-nakTamasy (NPST,
OxaB) | MyneTU-cTIREl WTamk Stenotrophomonas, no
BIAHOWEHHKD FO SKWX, HANpWknaj, asnouyunH, a Ta-
KO YaCTKOBO MEpPONEHeM | nMuneHem 6ynn Heedek-
TWBHMMK

Tafannn 4. Awrvbaxrepiansnn edeKTHBHICTS KoM HOATIB cigepodop-anTubiorHk no merony Augyail B arapi (KoHEeHTPALIE

100 meerfma; giaserp maams iariGiporanns 8 mad.

- Klebsiella | Srenotropho- | Salmonelia
Pewonmia Ne Pseudomonas aerugimosa Focalr | preanmonio mongs gailiparum
maltophiia
8G KW Kw ATCC ATCC NCUTC NWCTC WNPE OXA | DXEZ DOD | ATCC 8G GH IMET | ATCC 9is4
137 TONWE__79SM6] 27853 9027 16662 o7l i § 10031 KT} O12873 _A%402
Anmsrgsns 0 Y 41 0 0 0 0 0 0 32 22 15 0 B 34
Aaporpemen | 17 27 40 1% 14 17 27 1] 0 33 16 15 13 ¢ 21 21
Avoncimmp
frnasynsnons | O o 37 a ¢} ¢ 0 0 0 29 I8 21 29 4 4
XHCAOTR
Isuimeen ¢ 0
27 22 30 37 19 16 4 19 12 30 25 17| 22 29 24
28 0 27 31 18 17 18 1% 27 23 17| 20 24
29 28 27 33 2k 23 12 13 25 22 15 9 3 22
3¢ 22 27 33 31 25 19 29
3t 28 27 37 33 27 3 29
MNa-31 31 31 38} 24 38 28 21 24 29 34
-y 16 5 32 28 22 19 23
Wa-35 31 30 [38] 22 33 24 20 237 28 33
36 23 25 29 19 19 13 17 6 24 23
Na-37 22 28 35 21 3327 2 _ 191 15 22
I} opis 56 memefmam

HecnofBaHO BUcOKAa eerkTUBHICTE Byna Takox
MATBEPAKEHA TECTOM N0 METOAWUL MIKpOpa3BaBneH-
HA MiHivaneH! IHNGIpylouM KoHyerTpayn (MIK) Bun-
3Ha4anu Ans HacTynHwux BakTepiHnx wramie Pseu-
domonas aeruginosa NCTC 10701, NCTC 10662, SG
137, ATCC 27853, KW 799 WT | KW 799/61, E coli
DCO, DC2 1 ATCC 25922 Serratia marcescens SG
621, Salmonella gallinarum ATCC €184, Klebsiela
pneumoniae ATCC 10031 1 SG 117

PesynbTaty sunpobyeaHe npweegeHl B Tabn 5
3raHo 3 UMMY pes3ynbTaTamK, BCl KOH'KOraTh CHAeRo-
hop-aHTUBICTUK MNOKA3aNK BWCOKY eMdeKTUBHICT: B
NOPIBHSHHI 3 A3NOUUMIHOM | aMMIUWIIHOM SIK CTaH-
AapT, 30Kpema, no BigHoweHHK f[o Pseudomonas
aeruginosa SG 137, skuA e mikpobowm, ocobnueo
cTikMM  go kapbenwywnivy BoHw Takox nokazanw
BUCORY eDekTUBHICTL MO BIAHOLUEHHIO A0 MNOYATKOBUX

wTamie Pseudomonas | Bynu Takox yacTkoso edek-
TWUBHI NO BIAHOWEHH A0 E coll 1 Serratia

3a ponoMorowo Mikpobie KW 799 WT | KW
799/61 wramy Pseudomonas | DCO 1 DC2 wramu E,
coll gocnigxyBaeca BNNWB NOMIMWEHHA MPOHWUKAOMOI
3AATHOCTI HA edeKkTUBHICTE pevoBuH KW 789/61
DC2 aenawTs coboo MyTaHTKH, WO BONOAIKTE BiNbL
NPOHUKHOK 30BHILUHECK MeMEpaHOoK B NMOPIBHSAHHI 3
novyaTroerMK Tunamu KW 799 WT | DCO, signoeia-
HO [NA NOPIBHAHHS, BEMWHMMHA MPOHUKAMO! 3aT-
HOCTI aznoywniHa | ammuwniHa, Ak 6ynw Ginew abo
MEHLI HW3bKI, BUIHAYATNUCH BUXOMAYM 13 3HAUHOI PI3-
HWL B IX AKTWBHOCTI NO BIGHOLWEHHK 4O NOYATKOBUX
WTAMIB | AO MYTAHTIE IX NOBEAIHKA CUIMEHO BILPI3HA-
nacs BlA KOH'IOraTIB, SKI NOKA3aNU XOpoLwWy NpoHuKa-
oYY 3AaTHICTL
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Tabnana 5 AwrnGarrepiansss edexrusricors kog'oraris cuaepodop-axrHtioTHE N0 MeToRy Mixpoposbanncuns (sraverns MIK s

Mz R}
- Pseudomonas oeruginosa E. coli Servama | Saimon. Kiebsiella Stenotro-
marcese | Galimar § pnesmomae | phomonas
maltaphih
Pevonupg Mo [SG KW KW ATCC NCIC NCIC |M2 DCO ATCC | SGex1 ATCC 9184 ATCC 5G| GNISTS
137 JOYWT _ 79U/El 27853 10662 10701 28922 0031 1t
Aumiigymiz =10 100 04  >H0 >1006 >I00 | 1,56 6.25 6,250 |28 0,2 50 12, |>100
Q 5
Asnounix 625 3,12 D2 625 625 02 (078 125 625 |50 3,12 625 632 |25-100
3
Amorosmume | 10 >100 =160 6,25 212 >160
fenesymaposa ) O
RHEIOTA
Mepormeren 0,1 0.2 <05 <$).05 > 100
27 3,12 0,78 02 6,25 o4 04 3,12 625 |50 136 0.4 50
28 1,5¢ L56 0,4 0,78 |44 1,56 5,25 1,56 5
Y 0,78 3,12 0,4 12,5 1.5 50 100 25 50 125
N 04 078 D2 8,23 64 625 625 |30 625 3,12
3 6,1 078 02 6,23 02 125 078 (25 04 0.4
Na-31 6,1 0,78 0,7% 02 6,25
3z 1,56 156 04 1.5 12,5 25
Na-33 6,1 1,36 1,56 0.2 6,25
36 04 3,12 625 35 1,56
Na-37 0.4 312 125 112 3,12 6,25

Pesynbtarh, OTPUMaHI ANA MYTAHTIB N0 NPCHWK-
HeHHI Pseudomonas KW/799/61 | E colh DCZ2 1 1x
MOYATKOBUX TUMIB MIATBERAXYIOTE, WO BINLUICTE HO-
BUX PEYOBWH BOMOAIKTE HAabaraTo Kpawow NpoHUKa-
FOUQH 3OETHICTIO, HRK &MMIUMNIH | @a3noyuniH 3a go-
NoMOroR NoAanbWwux EKCNEePUMEHTIB 3
BHUKOPWCTAHHAM CrieuyianbHux MyTanTis E coll 3 He-
AONIKOM NopuHaB ompC | ompF, Yepes akl B-nakramu
3BU4alHO BxopdaTe B BakTepldHy KNmuHy, abo 3 He-
aonikaMm MembparHore npotelHy tonB, eawxnweoro
ANA @KTWBHOMO TRAHCNORTYBaHHA 3amisa, Byno noka-
38HO, WO ONUCaHI Buwe KoH'loraTw cujepodop-
AHTUBIOTUK MOXYTb BUKOPUCTATH ABa LWNAXK MPOHMK-

HeHHA (Yepe3 nopuHW ompl | ompF 1 yepes tonB-
3YMOBMEH! TPAHCMOPTHI WNAXK 3ani3a), B ToR yac Ak
NPOTUMIKPOOHA AKTUBHICTL aMNILMNIHA | A3MouyuniHa
3anexana TINeKW Bl HAABHOCTI NOpUHOB Tomy ede-
KTWBHICTE MO BIAHOWEHHKW Ao <opMysadis  [B-
MaKTamaaun | NC BIZHOWEHHK A0 MYNbTH-CTIHKWX MIK-
poBIB BW3HAYAETLCA HOBWMM TUMOM MEXaHIZMY NOJOo-
NAHHA CTIAKOCT! A0 NPOHUKHEHHSA, 38 A0MNOMOror AKo-
ro CniBBIAHOWEHHS AKTHBHOTO IHTPEAIEHTA | 8H3UMA B
GaKTepIMHIA KNITUHI PerynioeTbCH TaKMM YWHOM, Lo
He BCl MONEKynW aHTMBIOTHKE IHAaKTMBYICTCA [0 TOrO,
SIK BOHW ACCATHYTb CBOEI METH

Tafnuua 6. Janestiers aHTHOAKTEPIfit0i AKTUBHOCT] HOBHX PeHORHHE B
nopunie i tonB aag myTanzis E. coli (niamerp nnavs HrnOHPOBAHHA B MM TiDA

syt & arspi)
Myrasri KB Y] PLB3268 BR'S AB2847
Peaorama ormpC- ompF- ompF++ tonB- tonB+
M
27 7.5 8.5 14 1 7
28 1 115 3 25
29 7 9,5 14 g I3
aMEBLHE %5 10 175 123 25
! aanoroein 4 6.5 175 3 )

PLB268: Gyn' ORIy BUpaKeHEt ompF-,

Kpim Toro, B Tabn 7 npueefell pesynsTaTu Tec-
Ty CAS, Tect CAS (TecT Ha xpomasypon) no Schwyn
and Neillands {Anal Biochem 160, 47 (1987)) 3acHo-
BEHWA HA KOMIPHIA peakull 33 paxyHoK BULWONoYeHHA
Fe 3 xomnnekcy Xpomasyporn-S | CKPINNEHHA Woro
CNONYKOA KaTexony, 32 [ONoMOror YOro BUABNAETh-
CA 3AaTHICTE GNOMYKM BUKOHYBATW COYHKUIO cuaepo-

dopy PesyneTaty TecTie CAS ANA HOBMX PEUOBUH
6yNK NO3MTUBHUMK, B TOW Yac K gns amnigyuniHa |
a3noyuiHa - NOBHICTHO HeraTwBHUMK Lle Takox nig-
TEEPAXYES HECMOAIBAHE BIAKPUTTA, WO HOBI aHTMEIo-
TWUKW BXOQSATE B DakTepidHy KNITWHY DINbW akTWBHO, a
camMe - uepes WNAxW TPAHCNOPTYBAHHA 3aM13a B AO-
NOBHEHHSA A0 WNSAXY Yepes NoprHA
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Tabnana 7. Kominexcoyreepennn Hosux 7eois anmabioruxis 1 Fe (recr CAS)

Peyonmra Nt Tect CAS
27 ++
28 e
20 et
aMBIOHImH -
ANCIGUTR -

3aBAAKKM TOMY, WO BOHW BOMNOAIKTE BNACTWBOGC-
TAMU cUfiepodbopie abo XenaTylounx areHTIB 4ns
3anisa, cnonykw saraneHol dopmynm | X comi, wo
BKMIOYAIOTE KUCNOTHI TPYINKW, & TAKOX X cknagH! edi-
pY, SKI MOMYTE POSUINTIOBATUCA B PIBIONOTNYHNX
YMOBax, MpwdarHl AnS 3acTOCYBAHHA SK NIKKM ANS
NIKYBAHHSA 3aXBOPIOBaHb, AKI

BHKTTMKaHI poznajoM dpizlonorivHoro metabonis-
My 3am3a 3aBgakM 1X aHTWOaKTePIHIA aKTUBHOCTI,
CNOMNYKW 3aranbHol doopmynn |, B Ax Y B R’= zanw-
LICK aKTWBHOMO IHrpefIeHTa, TobTo 3anuuok aHTubio-
THKa, AKWA MICTUTE BINEHY rpyny OH abo NH, a Takox
IX COMI, WO BEOYAKTE KUGNOTHI TPYNK, | IX CRNagH
edipy, Skl MOXYTL PO3LWENMIOEATMCA B hIZIONOMNYHMNX
YMOBaX, NpWAaTHI gns 3acTOCYyBaHHA AK MKW Ans
Copotbbun 3 GakTepiAHUMK IHpEKUIAMH Y MIOAUHA |
AOMALLHIX TRAPUH

Cnonykd dopmyni | MOXYTs BUKOPUCTORYBATHCA
NP BKA3AHUX 3aXBOPKOBAHHAX B YUCTOMY BWIMAZI
abo B dopm bapmaleBTUYHUX npenapaTis 3 ¢Isio-
MOFNYHO CYMICHMMK af'toBaHTamu aBo HOCIAMM, BIFO-
MWUMKM B ASHIA TexHomnorl, npW UbOMY MOXMAWBI, B
APUHLMUMI, BCI 3BUUaAHI dapMaKononyHi opMn 3a-
CTOCYBAaHHSA

Mpuknagwn

a ApOMaETUYHI a30METWH-KapGOHOBI KWCIOTH

SaranbHa metofimka and Mpuknanis 1, 217

2MMOnk BlIANOBIAHOMC BeHsansgerugy | 2MMone
BIANOBIAHO! AMIHOBEH30WHOI KWCMOTW HarpiBany B
100mn BessopHoro Tanmyona npotdArom 4 - 5 roguH
npy aednermayl, B yCTaHOBL, WO BKMOYAE BOLO-
BiaANMTENeM KpucTanw, ocafxeH NICnA OXOnofxy-
BaHHA [0 KIMHATHOI TemnepaTypy abo nicna smeH-
LLeHHA KIMBLKOCTI pO3HYUHHWKA, BIACINETPOBYBANK NPK
BIACMOKTYBAHHI | NepekprCTanIayBany

SaraneHa metogwka andA MNpwknagie 3, 4, 5,61 8

Z2MMonb BIANOBIAHOTC BeHsanbaeruay | 2MMons
BIANOBIZHOI amIHOBEH30WHOI KMCnoTW (1MMONnk AnA
AvamMIHoCNonyk) Harpisany 8 80mn BeseogHoro eta-
Hony npotaroM 3 - 4 roguH npu gednermayn Ans
CKpIMNEeHHA BOAMW, WO YTBOPKETLCA B XORI peakull,
BUKOPUCTAMW SKCTRaKUIWHE NPUCTOCYBAHHA 3 BIJCMO-
KTYBauewn, 3aNOBHEHE MONEKyndapHUM cuToM Kpuc-
Tanu, oCaJXeHl MNICNA OXONOANYBAHHS RO KIMHATHOI
TemnepaTypy abo nicns 3MEeHWeHHs KINBKOCTI poa-
HUHHWKE, BIADINETPOBYBANM MpU BIGGMOKTYEAHHI |
NepeKpUCTanIzyBanm

Mpvknag 1

3-[3,4-an(meTokcukapBoHVNOKCK)-
BeH3unnAeHaMIHO]- ﬁeHaonHa KMCnoTa (1)

Cbopmyna l, pe R'=0COOCH;, R’=R’ B 4-i1 no-
suy, 3 R*=H, COY B 3-W nosuyn 1 X=CH, YOH

Pe‘-IOBHHy (1) oTpumyBann peakyern 3,4-
An{meTokcukapboHunokcn)-beHsansaeruny 1 3-

aMIHoBeH30AHOI KUCNOTU, 3 BUXOFOM 53 % BIf Teo-
PETHHHOrD, ¥ BUIMSH XOBTOBATOlI TBEPRACI PEUYOBUHM
3 TQYKOH NNaBneHHs 198-199°C (tonyon)

MNpwenag 2

3-[3,4-pu{meToKcMKapBOHMNOKCH)-
beHaunupeHamiHo]-4- rquoxcuﬁeHaonHa cnota (2)

dJopmyna l, ne R'=DCOOCH:, R*=R’ B 4-i no-
3uyn, 3 R*=2-OH, COY B 5-i nosuuyn | X=CH, YOH

Peucenry (2) oTpumyBann peakyers 3,4-
An(meTorcukapboHNoKeK)-beHsanbheruay | 3-amiHo-
A-napokcuBeH3orHol kicnoTu, 3 euxogom 30% BIg
TEOPETUUHOrO, ¥ BUIMALZI XOBTYBATO! TBEPAO! PEYo-
BMHW 3 TOMKQIO NNasneHHa 221 - 223°C (tonyon)

Mpuknag 3

3-(2,3-punigpokcnIbeHsunuaeHamIH]-4-
rMApPOKCUBEH30WHA kucnora (3%

®opmyna |, ge R'™"OH, R°=R’ & 3-i nosuuil, npw
R*=2.0H, COY B S-i noauyn 1 X=CH, YOH

Peuosuﬁy (3) otpumyeanu peakyiero  2.3-
gungpokcubensansaeruay 1 3-amiHo-4-
rapokcBeH3cHHOl KWCNOTH, 3 BUXOoZoM 59 % mig
TeOpPETUUHOrD, ¥ BUrMAAl YEPBOHUX KPUCTANIB, TOUKA
nnaenenHs 273 - 274°C (eTaHon)

Mpurnag 4

3,5-61c-[3,4-gn(meTokcukapBoHUNOKCH)-
GeHzunugeramiHo]-BeH3oRHa KucnoTa (4)

Gopmyna |, ge R'=0COOCH;, R=R’ & 4-i no-
3y, | ge

QOCH:
L
OCOOCH; 2 3% mo3umiy,

3 COY B 5-0 nosny, X=CH, Y=0QH

Peuosuny (4) oTpuMmysanu peakyiew 34-
pu(meTokcukapboHunokcu)-BeHsaneaerngy | 3,5-
JuaMIHOBeH30WHOI KMCNaTH, 3 BUXogom 48% Big Teo-
PETHYHOrO, ¥ BUIMSA4I XOBTYBATOlI TBEPHAOI REUOBKHM,
Touka nnaeneHHs 145 - 148°C (tonyon)

Mowknag 5

4-(2,3-pAngpokcu-beHaunugeHamiHo)-3-
rApoKCMBeH30HHA kucnora (2)

dopmyna I, ge R™=CH, R*=R’ & 3-ii noauuyi, 3
R*=2- QOH, COY B 4-§ nozuyn | X=CH, Y=CH

PeHOBIf'IHy (5) oTpumyBanu peakuyer 2 3-
aurigpokcubeHsaneerugy [ 4-amiHO-3-
napokcHbeH3oRHO! KMCNoTH, 3 Buxogom B85% eig Teo-
peTU4HOro, ¥ BHIMAAI YEPBOHMX KPMCTanIB, TOYKA
nnaeneHHAa 278 - 280°C (eTaHon)

Mpuknag &

4-(3,4-guayeTokcubeHsurnueHamIHo)-6eH30AHA
kvcnaoTa (B)

Qopmyna |, ge R1=OCOCH3, R’=R’ & 4-i noau-
yi, 3 R™=H, COY B 5-ih nosuyn 1 X=CH, Y=0H
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PevyoBnHy (8) oTpuMmyBans peakyelo 3,4-
AvaleTtorcubeHzansgerngy | 4-amHoDeH30WHOI KWe-
noTu, 3 sUxoAoM 77% BIfj TEOPETUUHOro, ¥ BUrMNAAI
XOBTOI TBEPAOl PEYOBMHW, Touka nnasneHHa 180 -
182°C (Tonyon)

MNpwenag 7

3-[(3,4-gwayetokcupeHMNMMUHO)-meThn]-4, 5-
aawngpokcnberaonta mcnota (7)

dopmyna |, pe R1=DCOCH3, R’=R® B 3-# noau-
ui, 3 R"=2,3, COY e 5-id noauyn 1 Y=0H

PevoewHy (7) oTpumyBanw peakyeto 3-popmuil-
4. 5-pungpokcnbeHsoiHol KMCMOTK I 3,4-
Av{ayeTokcu}-aHiniHy, 3 Buxogom 79% Big TeopeTny-
HOrO, ¥ BUMMAZI Y8PBOHWX KPUCTAMIB, TOMKA MIaBneH-
HA 240 - 243°C

'H NMR(anokcaH-ds, 5 B MnH") 879 (s, 1H,
CH=N), 776 (s, 1H, ArH), 7 56 (s, 1H, ArH), 7 28 (T,
3H, ArH), 2 26 (s, 3H, CH:CO), 2 24 (s, 3H, CH:CO)

Mpwknag 8

3-(3,4-aungporendernnnaso)-beHszonHa  kMcnoTa
(8)

Oogmyna I, ne R1=DH, R=R’ & 4-i nosuyil, 3
X=N, R*=H, COY B 3-t noauyn 1 Y=0H

3-amiHoBeHz0lHY kucnoty (612Mr,  4,5mmonek)
avasctvposany 312Mr HuTpuTa HaTtpio npu 0°C B
15mn eTaHony | 2,9MI KOHUEHTROBAHWX CONAHWMX
kuenotn o posyuHy conl anasoHuo npu 0°C popa-
nu npu nepemilysaHHl posudH 0,871 (4, 5Mmonk) mMo-
HoBeHsoaTa katexony B 20mMn etaHony [Ana kopek-
TysaHHA pH go 9 gpoganw Smn 25% po3unHn Nax;CO0;
PeakuiiHy CyMIll nepeMiwyBand NPOTArOM noganb-
wux 2 rogud npwn 0°C, sigperynioanun HCl go pH 21
excTparysanu aAuxnopmetarom  QpraHuHy  casy
NPOMWIK BOAOHK | BUCYLLWNW HAR CyNbaTom HaTpiko
CHpHWA NpoAYKT, OTPUMAHWIEA MICNA BWAAMNEHHA pO3-
YHHHWKA Mg BAKYYMOM, NEPESKPUCTANNW30oBaNKU 3
eradony/soan Buxig 327mr (28% B3 TEeopeTUdHO-
roj, YepBOHO-KOPWUHERI KPUCTANW, TOUKA NMaBNEHHS
213 - 215°C (eTaHon)

'H NMR {aumeTuncynspokcng-ds, 3 B MNH LN
My 828 (m, W, ArH), 804 {dd, J=1,8, 7,8, 2H, ArH),
769 (t J= 7,8, ArH), 7 42 (dd, J= 2,3, 8,3, 1H, ArH),
736(d, =23, 1H, J= ArH), 6 94 (d, J= 83, 1H, ArH)

a BensrigpasoHn

Mpwvknag 9

[(3,4-aur apokcBeH3ounN)-rnapasoH]-
theHunouToBa KMcnoTa (9)

dopmyna |, ge R1=OH, R*=R" & 4-ii nosuyi, 3
R*=COOH, R°=H, R"*=H

1,2r derunmuokcuneHol kuenotn (0,.01mons) B
5umn etaHony 1 1,71 3.4-gungporkcubensngpasznay
{0,01Monb) B 5MN 2 N CONAHOI KWUCMOTH 3MILLANK |
nepemMiwysanu npotaroM 1 roguHW NpW KIMHATHIA
TeMneparypl OTpumanwn 6e3bapeHl kpuctany (eTa-
Hon) Bwxg 1,18r (40% TeopeTudHora), Touka nnae-
nexns 194 - 195°C (pozknag)

'HNMR {aumeTnncynehokena-ts, 3 B MIH 1)
12 8 (1H, s, NHCO), 6 86-7 69 (m, 8H, ArH)

Mpwvknag 10

A-[(2,3-Aur g pokcubeHsonn)-rgpasoHMeT]-
BeHsoiHa kucnota (10)

CbopMétna l, ae R1=OH, R’=R" & 3-i nosuyl, 3 R4,
R'"® =H, R’= 4-COOH

0,6r (Smmone) TepedTanansgernaHol KMCIoTy |
0,85r (SMmMone) 2,3-auriapokcubensrigpasnay Kun'a-
TUNW npoTaroM 1 roAuwHK npw gdednermall 8 10Mn
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etaHony OTtpumanu  BesBapeHl  KpucTtanu  (eTa-
Hon/sopa), ewxig 909mr (61% TeopeTWdHOrO), ToYka
nnasnenHa 301 - 302°C

Mpuenan 11

4-[(3,4-gunaporcnbeH3oun)-rgpascHMeTn]-
6eHzoiHa kucnoTa (11)

Topuyna |, ge R'=0H, R*=R" & 4-i nosnyil, 3 R,
R"*=H, R°=4-CQCH

0,6r (5mMons) 4-cbopmunbeHsoRHoI KUCHOTH |
0,85r (Smmone) 3,4-gurgpokcubersnigpasugy kun's-
TUnW npotarom 1 roguHn npw gednerdagn 8 110 mn
eTaHony CTpumMany 6e36apeHI KpUcTany, obuuweH
LWNAXOM PO3YUHEHHA B gumeTundopmammgl, ginsT-
payil | ocanx¥eHl eofow, suxcay &89mr (61% Teope-
TUYHOMO), TOYKA NnaenexrHa 314 - 315°C

Mpurnag 12

{[(3,4-pn(meTorcnkapboHnnokcK)-BeHsonn)]-
napascH}-beHnnouToea kuenota (12)

dopmyna |, ae R'=0COOCH;, R*=R° B 4-i no-
sy, 3 R*=COOH, R%=H, R"™=H

300mr  (Immone)  (3,4-gunigporcubensonn)[-
rigpasoH]-deHnnoyTosal KUcnoTh (TMMonb NPoayKTy
3 Mpuknagy 9) nepemiwyBanu npotarom 10MiH Npw
0°C 3 2mn metunxnopdpopmaty B 2ZMn 2N BogHMX
PO34YUHM MIZPOKCHAY HaTpio | 3mn sofu [oTIM yko
NopyIK OWENo-UAH 3HOB 2 N BOAHUM POSUUHOM rig-
pokcugy HaTpio, goganu 1mn metunxnopdopmary |
nopuyito nepeMiwysani 3HoB npoTtarom 30xe MNomim 2
N conaHow KMCNoToK BIgperynoBani pH cymiwl Ao
2 Qrpumann BezbapeHl kpucTanu (3 eTaHon/sofa),
Buxlg 221Mr (53% TeopeTU4HOro), TOWKA NMNABNEHHS
171 - 172°C (posknaa)

H NMR {avmeTuncynedorkcug-ds, & B MIH 1)
7479 (m, 8H, ArH}), 3 87-3 83 {2 x 3H, OCOCH:)

Mpuknag 13

3-bopmun-4 5-gunapokncbeH3oiHoI
(2. 3-anngpokcu-0eH3ngpascH) g‘l 3)

Popmyna |, ae R'=0OH, R =R° & 3-i nosuyi, 3
R°=5.COOH, R'=H, R'°=3,4.0H

Cymiw 364mr 3-dopmun-4,5-
AUrApokMcbeH30/HOI KNGNOTH, PO3YUHEHOI B rapaYiid
Bogl, | 340mMr 2Z,3-gungpokcvberangpasvaa, posyu-
HeHoro B 5mn 2 N conaHol KUCNOTH, KUN'ATUAW Npo-
TAarom 10x8 npu nepemiwyeaHHl OTpumany Besbap-
BHI KPUCTaNW (3 KPUWXAHOI OUTOBOI KUCMOTW), BUXIA
431mr (65% TeopeTndHoro), Todka nnaeneHHs 280 -
281°C (pozknagaHusa)

'H NMR {(auMeTuncynedokcua-ds, & B MNH 1)
872 (1H, s, CH=N), 6 8-76 (GH, ArH), 7 74-7 75 (2 x
1H, d, J=1,6, 2-aCo 6 CH Den3oiiHol kuenoTy), 7 35-
7391698-702(2x1H. d, J=8,4 16 CH Gensngpaszo-
HY), 6 74-6 82 (1H, t, J=8 5, CH BeHarigpasoHy)

Mpurnag 14

4-{[3,4-gn-(MeTokcurapboHunorkcw)][-beHaonn]-
rigpasoH-metun}-6eHzoiHa kucnoTa (14)

®opmyna |, ge R'=0COQCH;, R*=R® 8 4-ii no-
sy, 3 R°=4-COOH, R*=H, R"=H

300mr  (1mmons)  4-[(3,4-gungpokcubeHaownn)-
rigpascH-metun]-beHsoiHol knenotn {(NpogykT 3 Mpu-
knagy 11) posuuHurnv 8 1mn 2 N sBogHoro posdunHa
NAROKCHAY HATRIKC | 3MN BOAW, OXOMNOAWNA PO3YUH A0
0°C | obpobunu 2 mn meTunxnopdopmaTa npu ne-
peMillysaHHl Cymil nepeMiluysann we 30x8 npu
OOAATKOBOMY OXOMOAXYBAHH! | MOTIM BIRPEryMBANK
go pH 3 conanor kucnotole Otpumany 6esbapeHi
kpucTanu (3 etadon/soaa), euxig 205wr (49% Tecpe-

KWCNQTH-
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TWYHOro), Tovka nnaeneHHA 184 - 187°C (posknapg)

'H NMR (AumeTnneynedokeua-ds, 5 B MI‘IH1)
850 (s, 1TH, CH=N), 7 62-8 04 (m, 7H, ArH), 3 88 (s,
6H, 2 x OCOOCH3)

Mpwvknag 15

6-[(3,4-gungpokcubeHsolll}-napasoH-mMeTun]-2,3-
avriapokcnbensoliHa kucnora (1 SQ)

dopmyna |, ge R1=OH, R’=R" & 4.0 nosuuil, 3 R
2-COOH, R*=H, R"°=3,4-OH

CymMiw 182mr {(Tmmonb) 6-chopmmn-2,3-
AUTAPOKGMBEH3OAHOI KNCNOTH, POSUXHEHOI B rapAYiid
BOJI, I 168mr {TMmone) 3,4-
avrigporcnbeHsngpasnga, posdureHoro 8 Smn 2 N
COMAHO!I KMCNOTH, KMA'ATAKM npoTarom 10xe npw ne-
pemiwysadHl OTpumann CrIgo-XoBTI KpucTanw (3
goam Buxig 215mr (65% TeopeTndHOre), Touka nna-
BNeHHa 252°C

'H NMR (ammeTncynedokcng-ds, & B I'\.I'II'IH1)
853 (s, 1H, CH=N), 8 8-7 3 (m, 5H, ArH)

b MNoxiAHI aMIHOBEH3I0RHOI KMCNOTH

MNpwknag 16

2-(2,3-anayeTokcu-bensonnamino)-6eHaolHa K-
cnaora (16)

Popmyna |, ge R1=OCOCH3, R’=R" B 3-i noan-
uu, 3 COY vy 2-@ nosuy, Y=0H, R'%.R%0=H

Cnoci6 1

l3 1,50r {0,011mMonL) aHTPaHWUNMWHOBOI KUCMOTH
npuroTyeanu kawky s 100mn 0,5M pozdnHn NaHCO,
1 oDpobunn npv Temnepapyp! Bl 0°C go 10°C B ynb-
TPA3BYKOBIA  BaHHI NpW  nepemiwysadHl 2 56r
(0,01Monb) 2,3-AualetokcubeHsounxnopuja B &mn
TeTparigpodypaHy KanamyTHUR posyuH, WO yTBOPW-
BCcA Yepes 45 xeunuvH, npodnbTpyeann | obepexHo
MIAKMCIIANY  KOHUEHTPOBAHOK COMAHCK  KUCIOTOK
OTtpumaH Ge30apBHI KPUCTANKM NPOMUITM HEBEMWNKOHD
KINbKICTIO eTURaleTaTy | BMCYLIUIKM NI BAKYYMOM
Touka nnaeneHHs 203 - 204°C, suxig 2,71 (75% Teo-
PETUYHOrO)

'H NMR {(AvmeTuncynodokeng-ds, & B MI'IH1)
118 (s, 1H, NHCO), 72-85 (m, 7H, ArH), 21512 25
(s, 2 x 3H, OCOCH;)

Cnocib 2

2 57r 2,3-pwayeTtokcuberzowmaiopuga B 50mn
TeTparnfpodypady pofany npu 0°C  go 14r
{0 O1Monb) aHTpaHwnuHoeol kucnoTd B 100Mn pos-
yuHK BikapboHaTy HaTpio Peakyito nposogunu npo-
Tarom 1 roguHu npn Temnepapypl Big 0°C go 10°C 1
noTiM 30x8 B YNBETPA3BYKOBIA BaHHI NPW KIMHATHIA
TemnepaTypl [1OTIM CyMIW YACTKOBO KOHUEHTPYBarM
I obepexHo nigKvcunM 2 N confAHOK KUCMOTOK
Otpumanu Brgo-KoBTI KpUcTanu (eTWnayeTaT), Bu-
x4 2,3mr (64% TeopeTudHoOrQ), Todka nnaeneHHA 198
- 200°C

MNpuknag 16a

A-[(2,3-AumeTokCHKapBOHUNOKCHBeH3oWMN)-
MeTanaMiHo]beHaoiHa kucnoTa

dopmyna |, ae R'=0C0O0OCH;, R*=R™ & 3-# no-
3y, R19=CH3, R'*=R” =H, COY B 4-d nosuyn, Y-
OH

Buropuctoeytoun cnocl® 1, aHanonuyHum obpa-
30M  OTpUMany HazBaHl  cnonykn 3 4-
METUNaMIHOBeH30WHOI KMcnoT | 2, 3-AN-(METOKCH-
kapborunokcu)-EeHsonmaopuay, 3 Buxogom 65% eig
TEORETWYHOIC

Mpuknag 16b

3,5-61c-(2,3-guayeTokcnbeHaouNaMIHo)-
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6eH30lHa KUCNoTa

CDopM1yna I, ne R1=OCOCH3, R=R" B 3-i noau-
i, R9=R"™ =H, R20=[2,S-AuaquOKCH)-ﬁeHSOHI'IaMIHO
B 5-0 nosuy, 3 COY B 3-6 nosuyl, Y=CH

Burcpuctoeytoun cnocl6 1, aHanonuHum obpa-
30M  OTPUMaNM  HaseaHl  cnonykn 3 3,5-
AnamiHoDeH30NHOl  KMCmoTM 1 2,3-AWaLeTOKCH-
OeHzounxnopuaa, 3 BUXogom S5 % Big TeOpETWYHO-
ro

Mpurnag 17

4-(2,3-anayeTokcn-bersonnamiHo)-6eH3oiHa  Ku-
cnota (17)

Popmyna |, ge R'=0COCH;, R*=R" B 3-i noau-
yi1, 3 CAOY e 4-& nosuyi, YOH, Ris-Rm:H

257mr 2,3-auayetokcuberaonmaiopuga B SMn
TeTpangpocdypaHa goganu o 137wmr {1Mmone) 4-
aMiHoGeH3oWHo! kMcnoTk 1| 0,14Mn TpMeTUNaMIHY B
10mMn TeTpangpodypada Cymiw nepemiwyeanu npe-
TAaroM 30 xgunuWH npv 20°C 1 noTiv 30 XBUMNKUH npwu
KIMHATHIA TeMnepatyp! [OTIM CyMIW YACTKOBO KOH-
UeHTpyBanu | obepexHo ngkucnun 2 N consiHow
kucnoTorw CTpumany 6nigo-xoeTl Kpuctanw (eTuna-
yerar), suxig 215mvr (60% BIg TEOPETHUYHOID), TOMKA
nnaenexnHa 134 - 135°C

'H NMR {avMeTuncynecokeng-ds, & B MMH 1)
7379 (m, 7H,ArH), 21123 (s, 2x 3H, OCQCH3)

¢ TOXIAHI aMIHOKMCNOT

3arankHa meTofjuka AnAa [puknanie 18, 20, 22,
23125 1-i eTan (ayunoBaHHA)

2,5MMonke BIANOBIAHMX aMIHOKMCNoTH abo gune-
mraa (¥ sinNeHIA dopMl abo y BUIMAL NAROXIOPKHLA
abo auyetarty) pozvnHunu B 10MN BOALHOIO PO34YMHA
MaCOH (2,9MMone NaQOH ana anaHuHa, 7 6MMonb
ans amiHokuerot, 11,5mmone gna gunenmmvga) MNoel-
MBHO, MO KpamnuHax | Npy nepemiwysaHHl, npu 0°C
Aopganun PO3YmMH 2,3-au(EeH3nnokcn)-
GeHzounxnopuaa (2. SmmMons gns anaduia, 5, 1mMone
ANs aMIHOKMCNOT, 9MmMone ANA aunentuga) e 10mn
TeTpangpodypaHa, nicna JYoro Harpinu go 20 - 25°C
PeakydiHy cymiw nepemiwysany npotsrom 4 roguH
npy YIA TEMNEPaTypPI | NOTIM BIperyniosany go pH 2
npn gonomosl 2 M HC| PeakyiiHy cymiw ekcTpary-
Bany eTUNauUeTaToM, OpraHiuHy ¢asy NpoOMUNK HacK-
YEeHUM BOAHWUM PO3UMHOM XMOPUAA HATPIK | BACYLLK-
AW HaA CyNeATOM HATPIO, @ POSYUHHWK BUAANWIH
nig sakyymom CHpuA npoaykr moxe 6ytn obunuie-
HVA Wwnaxom nepekpucTanizayn (B cymiwl  era-
Hon/sofda y Bunagky NOXIgHNX anaHuHa) abo Wnaxom
KONOHOUHOI XpomaTorpadil (cunukarens 60, Merck,
enweHT xnopodiopM  ETUNALETaT KpuXaHa oyTo-
Ba kucriota = 30 10 1 abo eTunayetat ToOnyon
KpwxaHa oytoea knenota = 10 10 2)

2-h eTan (geben3annoBaHHA)

500Mr npoayKTy, CTBOpPEHOro Ha 1-M eTan!, pos-
YUHUAW B CYMILLI 9MN eTaHeny | 1MN KPUHAaHOo! olTo-
Bol KucnoTh, obpobunn S0Mr nanagio Ha aKTWBOBA-
HoMy Byrinmi (10% Pd) 1 nepemiwysanu npu 20°C |
HOpPManBHOMY THCKY B @Tmocdiepl BOAHK AC NOMW-
HaHHA HEOBXIAHOI CTEXMOMETRUYHOI KINBKOCT! BOAHIO
(3euuaiHC 4 - 6 roanH) [oTiM peakliAHy cymiW Npe-
GINETPYBANW Yepes Lenm, POSYUHHWK NeperHani, a
3AMWLWOK BUCYLWIWAK NI BAKYYMOM

SaraneHa metoguka ana MNpuknagis 21, 24 1 26

1-i eTan (cnwNroBaHHA)

Z2MMOnk riapoxnopuaa abo Tosunata 6eH3uNoso-
ro edlpy aMIHOKUCAOTY po3dudHUNK B 10MN guxnop-



25

meTaHa | oBpofunu 4Mmones TpueTunamifa (SMMons
Y BANaAKY NoXigHwx guaminokwenot) [losinbHo, no
KpannuHax | Npyu nepemiyeaHHI, npy -30°C aoaanu
posunH  Zmmone 2 3-analeTtokcubensounxnopuia
{4mMone gna NoxigHUX AvaMiHokMcnoT) B 10Mn gux-
nopmetaHa PeakyliiHy cyMmil nepemilyBand npoTs-
rom 1 roguHu npw -30°C 1 npoTarom 1 roguHn npu 20
- 25°C PeakyliHUA po3ynH npomuny no depsi 1M
CONAHOK KUCMOTOMK, HACUUYEHUM BOAHWM POIUWHOM
rapokapboHaTy HATPIKO | HACKYEHHM BOAHWM PO3UU-
HOM Xnopuay HaTpilo OpraHiuHy dasy BUCYILMAW Hag
CynbhaToM HATPI, POIYMHHUK BUAANWNW NI BaKyy-
MOM, & 3aNnvLWOK OYNCTUIH WNSXOM NepekpucTansa-
un 3 etaHona abo Tonyona (y BUNaAKY NOXIAHUX ce-
pyHa) abo wnaxom KonoHol xpomarorpadell (noxigHi
Ni3MHy cunukarene 80, xeaea dasza eTwnayeTar
Tonyan =2 1)

2-i eTan (poswennerHa GeHaunosoro edipy)

1T NPOAYKTY, OTPUMAHOIS Ha 1-M eTan|, PO3UMHU-
nv B cyMitl 20MN eTaHony | 1MN KPU¥AHOI OUTOBOI
Knenotn, obpobunu 100Mr nanagio Ha aKTWBOBAHO-
vy eyrinn (10% Pd) | nepemiwysann npotaroM 2
roanH npv 20°C | HOpManeHOMY TUCKY B atMocdepl
BoAHw [peaykr peakyil npodnsTpyBanys Jepes yi-
AWTb, & PO3YUHHUK BUAANKMAW M Bakyymom 3anu-
LIOK NepeHecny B eTUNaleTaT | NPOMUIN HAaCUUEHUM
BOAHWUM PO3YUMHOM XNOPMAZ HaTpIK, & OpraHivHy da-
3y BMCYLWMNKW Haj cynbdarom Hatpio [icna suwpa-
NEHHA POSYWHHWKE NIJ BEKYYMOM NPOAYKT BUKPMCTa-
nisysann  abo  nigaand  OUWLLEeHHK  LIMNAxXOM
nepekpucTan sayll

Mpwknag 18

L-2 5-Bic-(2,3-aurigporcmbeH3onnamLuo)-
nexTadosa kuenora (18)

Dopmyna |, 5;[9 R1=OH, R%=R" & 3-h nosuyil, 3
R°=R" n= 3, R"= 2,3-0OH, YOH, L-bopma

PeuvoenHy {18) oTpvManu 3 L-opHUTWHA MOHOTIG-
poxnopuaa, 3 suxogoM 66% Bl TeopeTudHoro, y
BUINAA1 BINOI TBEPJO!I PEYOBUHN

'H NMR (AumeTnneynedokeua-ds, 5 B MI‘IH1)
741 (dd, 1H, ArH), 7 27 (dd, 1H, ArH), 692 (m, 2H,
ArH), 6 69 (m, 2H, ArH), 4 48 (m, 1H, CH-N), 3 36 (m,
2H, CH2), 184 (m, 2H, CHy), 1 65 (m, 2H, CHy)

Mpwknaa 19

L-2-{2,3-aurapokcubeH3onnaMwo)-nponoHoBa
kncnoTa (19)

Popmyna |, ge R'=0H, R*=R"" & 3-i nosuyil, 3
R°=CHs, YCH, L-popma

PeuosuHy (19) oTpumysann 3 L-anaHwHa, 3 BU-
xoAom 88% BIf TeopeTUUHOro, ¥ BAMALI Binol Teep-
A0l PE4YOBHHN

'H NMR {(AvmeTuncynodokeng-ds, & B MI'IH1)
7 40 (dd, 1H, ArH), 6 84 (dd, 1H, ArH), 8 72 {(dd, 1H,
ArH), 4 44 (7, 1H, CH), 1 42 (d, 3H, CHs)

MNpwrnag 20

L-2-(2,3-aunagpokcnbersonnamMiHo)-NponvoHOBa
kuecnota (19)

dopmyna |, ae R1=OH, R*=R" B 3-ii nosnyil, 3
R°=CHa, YOH, L-dbopma

PevoewHy {20} otpumyeany 3 L-anaHuHa BeHau-
noeoro edpy rapoxnopuas, 3 suxogoMm 75% Big
TeopeTuuHore, y Burnaal GeabapBHUX KpucTanis 3
Toukol nnasneHHa 109 - 111°C

'H NMR (ammeTncynedokcng-ds, & B I'\.I'II'IH1)
750 (dd, 1H, ArH), 7 39 (m, 2H, ArH), 433 (T, 1H,
CH), 2 28 (s, 3H, CHsCQ), 2 23 (s, 3H, CH:CO), 1 34
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(d, 3H, CH3)

Mpuknag 21

L-2,4-6i1c-(2,3-aangpokchbeHacunamMiHO)-
MacnaHa Kuenota (21)

Qopmyna |, ae R'=0OH, R*=R"" B 3-ii nosuyil, 3
R°=R'2, n=2, R"°=2,3-OH, YOH, L-cbopma

PeyoBuHy 21 OTRPWMYBaNW 3 L-2,4-
AWaMIHOMACTTAHOI KNCNOTH AWMNAPCXICPNAE, 3 BWXO-
Ao 81% BI4 TeopeTWYHOro, ¥ BUrMAAl cipo-Binol
TBEPACI PEUOBUHK

H NMR {avmeTuncynedorkcug-ds, & B MIH 1)
742 (dd, 1H, ArH), 7 27 (dd, 1H, ArH), 6§ 84 (m, 2H,
ArH), 6 72 {(m, 2H, ArH), 4 48 (m, 1H, CH), 3 42 (m,
2H, CH2), 2 21 (m, 1H, CH3), 2 05 (m, 1H, CH2)

Mpuknag 22

L-3-[2,6-01c-(2, 3-gungpokcnbersonnamwo)-
rekcaHoun-aMmiHo]-2-(2, 3-Aurn g pokcubeH30MNaMiHo)-
NPOnNUoHOBA KUcnoTa (22)

Popmyna |, ge R =0H, R*=R" B 3-ii nosuyi, 3
R°=R" ny=1, n;=4, R""=2,3-0OH, Y=CH, L-bopma

PevoBunHy (22) oTpmmyBanwn 3 L-Z-aMmiHO-3-(2,6-
OWAMIHO-TEKGAHUMAMIHO)-NPONUOHOBOI  KWCHOTH, 3
Buxogom 70% BIf TeoperwuHoro, y Bumsgl &inol
TBEPACI PEUOBUHK

H NMR {avmeTuncynedorkcug-ds, & B MIH 1)
742 (dd, 1H, ArH), 7 26 (m, 2H, ArH), 6 91 (m, 3H,
ArH), 8 69 {m, 2H, ArH), 6 67 (m, 3H, ArH), 4 55-4 28
(m, 3H, CH-N, CH:-N), 410-309 {m, 3H, CH:N),
172 (m, 2H, CH2), 1 51-1 28 (m, 4H, CH2)

MNpuenan 232

L-2-[2,3-analeTokcnbeHaonnamMiHo)-3-
MApPOKCMNPOoNWOHOBa KUCHoTa (23)

dopmyna |, ge R1=OCOCH3, R’=R"' B 3-i noau-
yi1, 3 R'=CHs, OH, Y=0H, L-dbopma

PevoBuHy (23) orpumysanm 3 L-cepuHa OeHau-
noeoro edipy napoxnopuaa, 3 suxoiom H3% BiIf
TEOPETWYHOro, ¥ BUNALI Be3bapBHNUX rONYaTHX KpUG-
Tanie 3 TOYKQW nnaeneHHa 165 - 168°C (aue-
TOH/rekcaH)

'H NMR {(auMeTuncynedokcua-ds, & B MNH 1)
759 (dd, 1H, ArH), 7 42 (m, 2H, ArH), 4 42 (m, 1H,
CH), 378 (m, 1H, CHxQ), 229 (s, 3H, CHLCQ), 2 28
(s, 3H, CH:CO)

MNpuenan 232a

L-3-BeHaunokcu-2-(2,3-
AuavleTokcubeHionnaMIHo)-NpanMoHoBa KUCNoTa

dopmyna |, ge R1=OCOCH3, R’=R"' B 3-i noau-
yiI, 3 R'=CH>0CH2(CsHs), YOH, L-hopma

PeuoBWHY OTpUManwu y BUrns a1 BINWX KpueTans 3
O-6eHzun-L-cepuHa GeHaunoeoro edpipy, aHANCMNYHO
peqoBUHI (23), ane 3 BMKOPUCTAHHAM Nanagio Ha
arTmeoeaHoMy syrinn (10% Pd) 1 uuknorekcagmueHa
Ha eTan 2

MNpuenan 24

D-2,5-Bic-(2,3-aUr1 4 pokcUBeH30UNAMIHO)-
neHTaHoBa kucnoTa (24)

tDopmyna 1, Ae R1=OH, R*=R" B 3-ii nosuyi, 3
R°= R"™, n=3, R"= 2,3-OH, Y=0H, D-doopma

PeyoBuHy (24) oTpumMysann 3 D-opHUTHHA MOHO-
napoxnopuaa, 3 suxojom €6% BIg TeopeTUUHOro, ¥
eurnagl 6inol Teepfol pe4YCBUHU

H NMR {anMeTvncyneporkeng-ds, & 58 MAH 1)
741 (dd, 1H, ArH), 7 27 (dd, 1H, ArH), 6 83 (m, 2H,
ArH), 8 70 {m, 2H, ArH), 4 46 {m, 1H, CH-N}, 3 33 (m,
2H, CH2-N), 1 84 {m, 2H, CH), 1 64 (m, 2H, CHy)

Mpuknag 25
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L-2,6-Bic-(2,3-anayeTokcubeHsonnamiHo)-
rekcaHoBa kucrnota (25)

®opmyna |, fe R1=DCOCH3, R’=R"' & 3-i noan-
yr, 3 R°= R'?, n=4, R®= 2,3-0COCH;, Y=OH, L-
hopMa

PevoewHy (25) otpumSnaanu 3 L-nisvHa BeHsu-
noBoro edipy guTosvnary, 3 BUxodoMm 71% Big Teo-
peTwdHoro, ¥ BUImAg) Binol TBEPAOI PEUOBHHN

'H NMR (CDClz, 88 MaH ', J B TL) 765 (dd, J=
19 74, 1H, ArH), 747 (dd, J= 23, 72, 1H, ArH),
732-722(m, J=18, 73, 5H, ArH, CONH}, 6 58 {1, J=
57, 1H, CONH), 475 (m, J= 52 72, 1H, CH-N),
338 (m, 2H, CH:-N), 234 (s, 3H, CH:CO), 2 30 (s,
3H, CH:CO), 2 29 (s, 3H, CH3CQ), 1 99 (m, 1H, CHy),
185 (m, 1H, CHz), 180 {m, 2H, CHy), 1 28 (m, 2H,
CH:)

e 3anuLlKy oKcasonUAUH-KapBoHOBUX KUCNOT

Mpwknag 26

(5)-3-(2,3-guyeToRcnbeH30UN)-ORCa30NNE MH-4-
kapborosa kucnoTa (26)

Popmynall, ge R'= OCOCH,, R*=R™ B 3-/ noan-
i, 3 Z=0, R"= R"= H, Y=OH, S-tbopma

L-cepuH (105mr, 1MMoOns) posuuHUny B 0,5Mn 2M
BOAHOIO po3dYMHa MFPoKGHAY HaTpI | obpobunk npu
0°C 0,7mn BopgHorc po3duHa opManbgernga
(36,5%) PeakuHy cymiw 3aniwvnu Ha 24 roguHun
npu 0°C, noTiM pgofanu 84mr (1Mmonsk) riapokapbo-
HaTy HaTpio | 1MA AUETOHY | OXONOAMAW CyMIW AO -
5°C TMicns ysoro nopuyisiMK, NPM NepeMILUyBaHHI,
aoaanu 257mr (1Mmonk) 2,3-
Awn(ayetokcu)BeHsonnxnopuay Micna nepemiwyBaH-
HA npoTarom 1 rogwHn npu -5°C - 0°C peakyliHy cy-
ML posBasunn 10MN BOAKN | eKCTPAaryeanu AleTuno-
BuUM edoiponM BogHy dasy migkvenunn go pH2 -3 1M
CONAHOK KMCMOTOK | 3HOB SKCTPAryBanu JIETUNOBUM
ecipor (3 x 20Mn) OpraHivHy doasy BACYWWNW Hag
CyNuaTomM HATPIK, @ PO3YMHHNE BUAANWNK NI BaKy-
ymMoMm OTpUMaHWA NPOAYKT BACYLIMMY MNIJ BAKYYMOM
Buxag 263mr (78% Big TeopeTudHoro) Eina niHa

'H NMR (CDCls, 8 8 mnH") 7357 27 (m, 3H,
ArH), 4 90 (s, 2H, O-CH-N), 482 {m, 1H, CH), 4 39
{m, 1H, CH3), 4 28 (m, 1H, CH3), 2 33 (s, 3H, CH3),
231 (s, 3H, CH3)

T Kon'toratu 3 aHTwbIoTMKEMK

Mpwvknag 27

N-[L-2-(2,3-AnaLeTokcuBeH30UNAMIHO)-
NPONUCHWM]-aMAILMMIH

{no HOMEHKNATYPI IUPAC 6-{2-[2-(2,3-
AnayeTokcubeH30MNamIHO)-NpPONMaHUNaMIHO)-2-
theHun-aueTvnamMiHo } -3,3 -gumeTun-7-ckco-4-Tna-1-
azabnyninol[3 2 Olrentax-2-kapboHoBa kuenora) (27)

Ooﬁlomyna |, ne R1=DCOCH3, R’=R"' & 3-i noan-
ui, 3 R"=CHjs (L-popma), Y= N-ammiymniHo

500mr (1,62mMmon) L-2-(2,3-
AvayeTokcubeH30MNamMIHO)-NPoNHaHOBOI KMCMQTH
{pevosuHa 20} posumHuny B 15Mn TeTpangpogypana
I gopany npu -20°C, no kpannuvHax, Npu nepemiy-
BaHHI, 0,18umn {1,62Mmons) N-meTunmopdionuHa, a
notiM 0,21mn (1,62Mmone) nacbytuna xnopdgopmara
Mecns nepemiwysadHa npoTarom 1 rognHW no kpan-
NWHaX gogany posdnH S565mr (1,62mmone) amniywni-
Ha Tpurniapata B 5Mn 80% TeTparnfpodypaHa, oxo-
noaxeHoro fo 0°C Cymil nepemillyBanid NpoTArom
1 roguHu npy -20°C | npotarom 1 rognHW NpU KIMHAT-
HIA TeMNepaTypl, @ NOTIM KOHUEHTRYBANW Mg Bakyy-
mom [MoTiv foaanu Bogy | eTwnayetar | obepexHo
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nigercnunu cymia o pH 2 1M consHo kmcnoTor
Cymil peTenbHo | WBWAKC NEReMICHIN  WNSXoM
CTPYLWYBAHHA AO MOBHOTO PO3YUHEHHA | NOTIM BIAAI-
nunK eTunaueTatHy dasy, NPOMUNK Il 40 HERATPank-
HOl peakyll BOAHWM PO3YUHOM KYXOBApPCBKO! GOl |
BMCYLWWNK Hag cynacharom HaTpilw [icnA KoHUeHT-
payil nig Bakyymom 3pobunn ocagieHHs netponen-
HUM eipom Buxig cMpOro NpoaykTy -1r, 4MCTOTa No
HPLC {paka xpomaTorpadis BUCOKCro TUCKY, Eure-
pher 100-7) - 75% OudnweHHs NpoBOAWNK 33 FONC-
Moroto npenapatmsHol HPLC (RP.s, aueToHWT-
punfeoga = 40 60 + 050% TpudTopoueTHOI
KMCNOTW, WeNAKICTE Tedl 10mn/xe ) Ppakdil, BMICH
NPOAYKT, HerafHO eKCTParysanu eTWNaleTaTtoMm, a
OpraHIvHy ¢asy NPOMWNN BOAOK, BHCYLLMMAH, KOHUE-
HTPYBanW, NOTIM OCaAWNK MpoAYyKT NeTponeAHUm
ecdipom Yuctorta no HPLC - 95%

'H NMR (300 My, CDCl;, & 8 MnH ', J B L)
763 (dd, J=18, 74, ArH), 7 33-719 (m, 7H, ArHj},
561 (m, J= 41, 2H, CH-N), 542 {m, d, J=41, 1H,
CH-3), 500 (m, J=7 3, 1H, CH-Me), 4 29 (s, 1H, CH-
COQ), 230 (s, 3H, CH;CQ), 227 (s, 3H, CHyCO),
143 (s, 3H, CHz), 140 (d, J= 71, 3H, CH3), 1 37(s,
3H, CHz)

Mpuknag 28

N-[2-{2, 3-anayeTokcnbenzonnamiHo)-CeHzoun]-
amraluniH

{no HOMEHKMAaTYpI IUPAC 6-{2-[2-(2,3-
AuaueTokcubeH3onnaMIHo)-5eHsonnamiHo]-2-beHnn-
ayeTunamiHo}-3,3-guveTnn-7-okco-4-Tna-"1 -
azabuymno[3 2 Olrenran-2-kapboHosa kuenora) (28)

Cbogmyna I, ne R1=OCOCH3, R=R" B 3-i noau-
i, R'%.R%= H, 2 COY y 2-A noaudn, Y= N-
amMniyMniHo

0,110 (1Mmone) N-meTunmvopdoonuHa | KaTani-
TUYHA KINBKICTE 4-AMMETUNEMIHONMPUAWHA CNQYETKY
aoganw npw -20°C fo posyuHy 357mr (1mmons) 2-
(2.2-anayeTtokcubenzowlaMIHO)-BEH30WHOI  KWCNOTH
{peyceuHa 17) B 5 mn ducToro TeTparigpodypaHa,
nicns Yyoro gogany 126mien usobyruna xnopdopmara
npy nepeMiwyeaHHl CyMiw nepeMiWwyBan NpoTArom
1 roguHn npw -20°C, a nomivM nopyiAmy gogand pos-
unH 371mr (TMMONk) HaATPIEBOI cCONI amMMyUiHA B
3mn 80% TeTparngpodypaHa CyMill nepemilyBanu
npotsarom 1 roguHu npu -20°C 1 npotarom 2 roguH
NPKM KIMHETHIA TeMnepaTypl Po34MHHUK neperHanm
nig BakyyMom, a 4o 3anumwky goganu 20mn Bogu |
20mn eTvnagetaty Cymiw obepexHo Nigencrnunm 4o
pH 2 1M congHo KUCNCTOK | peTenkHO NepemMICUnn
WASAXOM CTPYWYBaHHA OprariuHy dasy BIAEINWAW,
TPHYI NPOMWNKA BOAHWM PO3YVHOM KYXOBERCLKOI GO
I BUCYLLMMWN Hag cynbaToM HaTpio icna KoHueHT-
pPyBaHHA 3pclbunv ocapXeHHa neTpornenHuM edipom
Buxia cuporo npoaykTy - 420mr

CupWA NpOAYKT BIAAINUNMK 33 AONOMCOro0 Npena-
patueHol HPLC (Nuclecsil 7 C 18, Macherey &
MNagel, xeasa daza 50/50 ayeToHuTpun/eoga + 0 05
% TpyTOPOLTOBOI KMCNOTK)

2-9 ppakyia

N-(2-(2,3-nnapetokcubensonnamiHo)-6eHaonn-
amniLMniH

Buxig 3 420mr cuporoc npogykty - €6ina 90wr,
HPLC (Eurcpher 100 C 18-7, mobineHa dasza 60/40
ajetoHuTpun/Bopa + 0 05% TpwMTOPOUTOBOI KWCHO-
W)

'H NMR {(ammeTnncynbdpokcna-ds, & B MNH 1)
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73-84 (m, 12H, ArH), $9 (d, 1H, J= 77 Tu, CH),
553 (g, 1H, CH), 542 (d, 1H, J=40Tu, CH), 4 2 (s,
1H, CH), 232,224 (s, 2x3H, CH3), 1 40, 1 50 (s, 2 x
3H, CHz)

Mpwvknag 29

N-(4-(2,3-auageTorcnbeHzounamiHa)-6eH3oun-
aMniynmIHZ9)

tDopM[}(na |, ae R'= OCOCH,, R*=R"" & 3-/ nosn-
i, RY.R¥= H, 3 COY B 4-6 noauyil, Y=N-amMTyuUMHO

PeuvoenHY (29) oTPUMYBANW AHANOMYHO PEYHOBUHI
28 3  4-(23-pgrayetorcubensonnamino)-6eHaolHol
KnenoTth (pedoBrHa 17) | HATPIEBOI CONI aMnNIYMHA
Cupwi Npodykr BIAAINWNAW 33 AOMNOMCION npenapa-
TUeHOI HPLC (Nucleosil 7 C 18, Macherey & Nagel,
*Bapa daza S0/50 aueToHuTpun/eopa + 0 05% Tpu-
d:)'ro[]:aomosm KUCTIOTH)

H NMR {(gumetuncynedookcug-ds, & B MIH 1)
73-79 (m, 12H, ArH), 58 (d, 1H, «-CH), 553 (g, 1H,
B8-CH), 241 (d, 1H, 7-CH), 42 (s, 1H, 3-CH), 2 20,
228 (s, 2 x 3H, CHs), 1 40, 1 52 (s, 2 x 3H, CHa)

MNpwknag 30

(B)-N- [3 -(2,3 -au(meTokcurapboHunokcu)-
BeH3ownn]-okcazonuauH-4-cun]-aMniyuniH

fno HomerknaTypl IUPAC  (S)-6-(2-{3-(2,3-
An{MeTokcHKapBoHuNoken)-BeHsoun)-okcazonuauH-
4-kapBoHWN]-aMIHO)-2-beHvNnayeTunaMIHo}-3,3 -
AWMeTUN-7-okco-4-Twa-1-azabuywkno[3 2 O]renTaH-2-
kapborosa kucnoTa) (30)

®opmyna |, ge R'=0CQOCH;, R*=R™ B 3-i MO-
3, s z=0, R'Y RV=H, (S-popma), Y=N-
amniyunIHo

PeuvoenHy (30) oTPUMYBANW aHANOMNYHO PEHOBUHI
28 3 (5-3-(2,3-gu-(MeTokcHKapboHHUNOKCK)-
DeHzonMm)-oKkCcazoNuagnNH-4-kapboHOBOI KWCMIOTH | aM-
MIYAIIHY TRWNApaTy

Mpuknag 31

N-[L-2,6-6ic-(2, 3-aualeTokcubeH3oMNaMIHO)-
rekcaHoMM]-amniynnix

(no HomeHknatyp IUPAC 6-{L-2-2,6-6ic-(2,3-
AvaleToKcu-CeH30MNamMIHO)-reKCaHCoHNamMIHO]-2-
teHunaueTUNaMHo  }-3,3-AUMeTun-7-cKkco-4-Tua-1-
aszabuyunrno[3 2 Ojrentax-2-kapboHoea Kncnota) (31)

dopmyna |, ge R'= QCQCHs, R*=R"" & 3-ii noau-
un, 3 R°=R" n=4, R"=23, (L-dpopma), Y= N-
amniyurniHa

PeuoBuHy 21 OTPUMYBAMW AHANOMYHO PEYCBUHI
28 3 L-2 8-Bic-(2, 2-anayeTokcHBeH30MNaMIHO)-
rekCcaHoBO! KMCMOTH (peqoBUHa 25) | aMMILWITIHY TPU-
rapary

Mpwvknag 32

MN-[L-3-aueTokcun-2-(2,3-
AVaLETOKCUBEHI0OUNAMIHO)-MNPOMMOHWUN]-aMNILWUAIH

{no HomeHknatypl IUPAC 6-{L-2-[3-aueToKcu-2-
{2 ,3-pnayeTokcMBeH3ONMAaMIHO)-NRONHMOHUMNEMIHO]-2-
eHnnaueTnaMmiHe} -3,3 -aumeTun-7-okco-4-tua-1-
azabnynino(3 2 Olrentan-2-kaptoHoBa kuenora) (32)

Ooﬁlomyna |, ne R1=DCOCH3, R’=R"' & 3-i noan-
ui, 3 R"=CH;COOCH; (L-dopma), Y= N-amniguniHa

PeyoenHy 32 OTpUMYBANMW aHANOMNYHO PEHOBWHI
27 3 L-3-ayeTtokcu-2-(2,3-gnayetorcnbeH3ounamiHa)-
NPONWCHOBDI KUCMNOTK | aMniyniiza Tpangpata  Huc-
TOTa CUPOro NPCAYKTY, BU3HauyeaHa HPLC (Nucleosil
7 C 18, Macherey & Nagel, xBapa ¢asa 40/60 aye-
ToHuTpun/Boga + 0,05% TtpudgTopoyTHOI KWCHOTH,
LWBMAKICTE Tedl 1Mn/xe ), ctaHoeuna 85%

Mpwvknag 33
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N-[L-2-(2,3-awrayeTorcubeH3ounamiHo)-
nponuoHvn]-uedagpokcun

(no  HomeHrknaTypr  IUPAC T-{L-2-[2-(2,3-
AuvayeTokcubeHsounNamMIHe)-NponUoHUNAaMIHO]-2-(4-
riapokcudpeHn}-ayetinaMiHe} -3 -MITuB-8-okco-5-
THa-1 -aza-Buymrkno[d 2 Jokr-2-eH-2-kapboroBa Kuc-
nota) (33)

Popmyna |, ge R1=OCOCH3, R=R"' B 3-i noau-
yi1, 3 R"-CHs (L-cpopma), Y= N-yedanporcun (33)

PeuoBuHy 33 oTpumMyBany aHanon4yHO PeuoBMHI
28 3 L-2-(2 3-awrayeTokcubeH3onnamiHo)-
NPONWOHOBO! KMCNoTH (pedoenra 20) | uedagpokeh-
na QuuweHHs NPOBOAMIMK LNSXOM NPenaparueHol
HPLC (RP18, 30 70 ayetouwtpun/ecna + 0,1%
TPWUTOPOLUETHOI KUCIOTH)

OrpumaH! cnonyku (33) manu yuctoty 91%

Mpuknag 34

N-[L-3-Cenamnokcn-2-(2, 3-grageTorcu-
BelonnNamMIHO)-NPONUOHUA]-aMNILMIH

Qopmyna |, Ae R1=OCOCH3, R*=R'"' & 3-A noau-
i, R%- CH;CCH;(CsHs), L-dpopma, Y= N-aMmuuniHa

PevoBuHY oTpUMyBaNW 2HANOINYHO PEYCBHHI 28 3
L-3-Cenannokcu-2-(2, 3-anayeTorcu-DeH3onnamiHo)-
NPOMWOHOBO! KNCINOTW [REYOBUHAE 23a) | aMNIUWUIHY
TPUrgpaTy

Mpurnag 35

N-[L-2,56-6ic-(2,3-anayeTokcn-beH3onnamiHo)-
reKCaHQMIM]-aMORGHULIMIIH

CDongna I, ne R1=OCOCH3, R=R"' B 3-i noau-
un, R°=R"™, n=4, R"°=2,3-0COCH;, L-cbopma, Y= N-
aMOKGHLMMIHO

PeuoBrHY oTpUMyBanW aHanor4YHo pevycBuHI 28 3
L-2,6-61c-(2,3-guaueTokcnbeH301NamMIHO)-reKCaHaBol
KMCNOTW (pedoBUHa 25) | aMOKCHUWITIHY TPUrgpara, 3
euxoaom 84 % BIg TEOPETUYHOIO

MNpuenan 36

N-[3,5-6nc-(23-guaueTokcu-beH3onnaMIHo)-
G6eHzoun]-amniyuniH

CDopwlgna I, ne R1=OCOCH3, R=R"' B 3-i noau-
yi, R°-R"™= H, R20=(2,3-AH3L|,6‘TOI€CM]-68H30HJ‘I€MIHO
B 5-A nosumdn, 3 COY B 3-A@ nosuyn, Y= N-
aMOKGHLMMIHO

PevoBuHY oTpUMyBaNW 2HANOINYHO PEYCBHHI 28 3
3,5-Bic-(2,3-anayeTokcu-EeHsonnamiHo)-6eH30AHoI
kmcnoTy (peyoskHa 16b) 1 HaTpieBol con amniyuniHa

MNpuenan 37

N-{4-[(2,3-an-meTokcukapboHNoKcH-BeHs3onn)-
METWIM-aMIHO]-BeH30MT-amnIgunIH

dopmyna |, ge R'=0COOCH;, R*=R" B 3-if no-
auy, R"= CHsa, R'’= r%= H, COY B 4-i nosvy,
Y=N-amniyuniHo

PoauuH 280mr 4-[(2,3-an-meTokcukapBoHUNOKCH-
BeHaoun)-MeTvn-aMiHo]-BeHsonnxnopyuga  (oTpuUma-
Horo 3 4-[(2 3-gwn-MeTokcuKkapGoHwlokcu-EeHzonn)-
METUN-aMIHO]-DEHI0NHOI KMCMOTH = pevoBuHAa 16a |
neHTaxnopwg docdopy) 4oaanv No KpannvHax npu -
5°C | npu nepemillyBaHHI 40 pO3UUHY 245mMr HaTpIEe-
BCI COMI aMNBUWNIHa B SMn BofHOro TeTparigpody-
paHy (80% TeTparapodypana) Cymiw nepeMiwyea-
nu npotarom 1 roguHwn npu 0°C | NpoTArom 1 roguHK
npn 20°C, a NOTIM KOHUEHTPYBaNW nig BaKyyMOM
3anuwor aoeenu Ao pH 3 IN CONAHOK KMCROTO |
eKkcTparysanu eTwnaudetatoM EKcTpaktw npomunwu
BOAHWUM PO3YMHOM XMOPWAA HATPIO | BUCYLUWNKA Hag
cynedaTom Hatpio  [licna  cunbHOI KoHUSHTPaul
WNAXOM BUNapoBaHHA obpobunu ulo nopwro neTpo-
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nerdHum ediipom lMNicnA usoro ocagunu 425mr, (88% 6uru posdnHoM 0,51 HaTpile 2-eTwn-rekcaHoaTa B
Bl TEOPETHYHCIO BUXOAY) Ha3BaHO! CrONyKW ¥y BU- 3wmn etnnaueraTy | posbaswnn cymiw 30Mn neTpo-
rnaal 6iNoro NopoLKy nenHoro edipy (Toyka kuniHHa 40 - 65°C) HaTtpiesl
HaTpiesl con peuosuH 27, 28, 30, 31, 351 37 cOonl, ocaAXeH TAakMM YWUHOM, BIAAINUNK, BACYLLMIW
Hartpieel conl BULWEHA3BAHWX PEYOBUH MOXYTb nig BaKyyMOM | OMMCTHUINK 33 AONOMOTOK Npenapark-
ByTH oTpUMaH! No HACTYMHIA 3aranbHIA MeToguL| BHol HPLC B konoH RP18 Bwxig 50 - 80 %

PosumH 1,11 knenotn B Smn eTunauetaty obpo-
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