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HacToswee nsobpeteHne OTHOCUTCA K COEAUHEHNAM NN bapmaLeBTUYECKUM KOMMO3ULUSAM
Ha MX OCHOBE 411 CUCTEMHOrO M HECUCTEMHOrO NPUMEHEHNS B aHTUMUKPOBHON Tepanuu.

M3BEeCTHO, YTO LUINPOKOE NPUMEHEHNE aHTUMUKPOOBHbLIX areHToB AN fedYeHns nHekumi
NPUBENO K PasBUTUIO LUTAMMOB, YCTOMYMBBIX K JENCTBUIO TakUX NEeKapCTBEHHbIX BELLECTB, cpean
KOTOPbIX MOXHO YNOMSHYTb, HAanpuMep, aHTUBUPYCHbIE, NPOTMBOrpUBGKOBLIE U
aHTnbaKTepuasnbHble areHTbl.

Mogo6Hast yCTOMUYMBOCTb, Kak MPaBuUIio, BO3HWKAET B CNy4vae, eCriv Y MUKPOOPraHn3MOoB
BblpabaTbIBalOTCA MEXaHW3Mbl POCTa M BOCMPOM3BOACTBA, Ha KOTOPbIE HE AECTBYET
aHTUMUKpOBHasa Tepanus, UM ecnv MMKPOOpraHn3Mbl NPOAYLNPYIOT (DEPMEHTHI,
HerTpanusyioLLme nekapcTBeHHOE BeLeCTBO. 3aTeM YyCTONYMBbLIN MUKPOOHbLIN LUTaMM MOXET
pasMHOXaTbCs, NPMBOASA K NPOAOIXEHUIO 6ONE3HN U yXYALEHNIO COCTOSHUSA C BO3MOXHOCTbIO
pacnpocTpaHeHusa NHEKLMN cpean apyrnx nogen. Kak M3BecTHo, 3TOT haKT MOXET Bbl3BaTb
3HauuTenbHbIE COLManbHO-3KOHOMUYECKNE N CaHUTapHO-TMrMeHn4eckne nocneacTBus.

OpHum 13 cnocoboB peLleHnst 3TOK NPOONeMbl ABASETCS yBENMYeHne 003bl aHTUMUKPOBHBLIX
nekapcTBeHHbIX BeLLlecTB. HegocTtaTkom 3TOro nyTu ABnsieTcs yBenMyeHne Konnyectsa crnyyaes
BO3HUKHOBEHUSA KaK MECTHbIX, TaK U CUCTEMHBIX NOBOYHbIX achdekToB. Kpome Toro, 4acto nmerot
MECTO Cryyan BO3HUKHOBEHNS MUKPOBHONM cynepuHdekumMm nog 4encTeMeM camoro
aHTUMUKPOBHOro areHTa BCneacTBME HapyLLeHNss 6anaHca Mexay NaToreHHOW 1 HenaToreHHoM
MUKpPONIOpoN. MI3BECTHO, YTO aHTMMMKPOOHbIE areHThbl A0MKHbl BO3OENCTBOBATb HA MAaTOreHHbIE
areHTbl, KOTopble Bbl3biBalOT H0ME3HETBOPHbLIM MPOLECC, U He OKa3blBaTb BAUSHUSA Ha
HenaToreHHble MUKPOOBbI, NPUHOCALLME MOMb3Y OPraHn3my.

LLinpoko pacnpocTpaHeHHbIM NOAXOA0M K PeLUEHU0 NpobriemMbl MUKPOOHOI YCTOMYMBOCTU
n/unu pacnpocTpaHeHnsa hapmMakoyCTONYMBbLIX LUTAMMOB CTaro UCMNoMnb30BaHWe B Tepanum
HOBbIX MOJIEKYIT B KQ4€CTBE aHTUMUKPOOHbIX areHToB. OAHaKO MosyYeHHbIE pe3ynbTaThl NoKa
Henb3s cuMTaTh YAOBMETBOPUTENBHLIMU.

Takmum 06pa3om, CyLLeCTBYET HEOOXOAMMOCTb CO34aHNs OOCTYMHbIX JIEKAPCTBEHHbIX
BELLECTB, KOTOPblE CMOCOOHbI HE TONbKO BO34ENCTBOBATbL HA MUKPOOPraHM3Mbl, HO U
npegoTBpaLLaTh U/MUMAKU CHUXaTb MUKPOBHY0 YCTOMYMBOCTL U, CriegoBaTensbHoO, obecneynBaTtb
npoBefdeHne BCECTOPOHHEN U a(PEKTMBHON Tepanun, NpuyeM ykasaHHble fekapCTBEHHbIe
BeLLeCcTBa AOMKHbI ObiTb 3MEKTMBHBI B 00bIYHLIX MUHUMAaIbHbLIX 403aX, YTobbl n3bexartb
NoBOOYHBLIX TOKCUYECKNX adpheKkToB. B kauecTBe nocrnegHnx MOXHO YNOMSIHYTb, Hanpumep,
BbICbINAHUA Ha KoXe, HebrnaronpuaTHoe BO3eNCTBMSA Ha XKenyaoK, NeYeHb U NMOYKK.

K cobcTBEHHOMY yaAMBREHUO 3asiBUTENb HEOXMAAHHO OOHApPYXWM, YTO cyLlecTByeT
BO3MOXHOCTb peLUeHNs BbllleyKa3aHHON TeXHUYECKOW 3aa4um NyTeM MCMNOMb30BaHUS
COeQMHEHMI, B OTHOLLEHNN KOTOPbIX ObINIO NoKa3aHo, YTO OHM CMOCOGHBI 3hHEKTUBHO
BO3eNCTBOBaTb HAa MUKPOBLI U NpedoTBpaLLaTh NN CHMXKATb MUKPOBHYIO YCTONYMBOCTb.

O6bekToMm HacTosLEero n3obpeTeHns aBnseTcs NPUMEHeHNe HUTPaTHbIX cornen
AHTUMUKPOOHBIX areHToB NN oapmaLeBTUYECKNX KOMMO3NLMIA HA UX OCHOBE, ANsi NONy4YeHUs
nekapCcTBEHHbIX CPeACTB, UCNOMNb3yeMbIX AN NeYeHUA UHAEKLMOHHBIX 3aboneBaHui.
MpegnoyTnTensHO M30bpeTeHne OTHOCUTCH K MPUMEHEHWNIO HATPATHBLIX CONENn aHTUBUPYCHbIX,
NPOTUBOrPUBKOBBIX U aHTUBaKTepManbHbIX areHToB UM hapMaLeBTUYECKMX KOMMO3ULMIA Ha NX
OCHOBE; aHTUMUKPOOHbIE areHTbl, UCMONb3yeMble A58 NOMNy4YEeHUss HATPATHbIX COnen no
HacTosLLEeMYy U300peTeHMIO, OIMKHBI COOTBETCTBOBATh YCIOBMSAM CreayoLero Tecrta:
aHTUMUKPOBHbLIN areHT MOXXHO BBOAUTbL B KYNbTYPY KOHKPETHbIX NaTOreHHbIX MUKPOBOB,
Bbl3bIBalOLLMX OTAENbHbIE NaToNorMm, B Tako KOHLUEHTpauun, B KOTOpon obecnevmBaeTcs ero
3pdhekTMBHOE aHTUMUKPOBHOE BO3AENCTBNE N OH He obrnagaeT UUTOTOKCUYECKUM BO3AENCTBUEM
Ha KIMeTKU MIeKonuTaloLwmX.

B kauecTBe npvMmepa MOXHO MPUBECTU TECT aHTUMMUKPOBHbLIX areHTOB, OCHOBAHHbLIN Ha
pasBefeHusax cpeapl in vitro, onvcaHHbIn B Mprumepax.

Bonee KOHKpeTHO HacTosiee n3obpeTeHne OTHOCUTCH K NPUMEHEHWNIO HATPATHbIX COMeMn
coeiHeHW Unn papMmaLeBTUYECKUX KOMMO3MLMIA Ha NX OCHOBE AN1S NOMyYeHUsa NnekapCTBEeHHbIX
CpencTB, UCNOMb3yeMblX A58 NeYeHNs MHAEKUNOHHBIX 3aboneBaHuii B Ka4ecTBe aHTUMUKPOBHbLIX
areHToB, MPUYeM yKasaHHble COeAMHEHNsI NPEANOYTUTENBHO BbIOUPAIOT U3 CrieayoLmMX KNaccos:
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knacc |:

roe:

R4=H, Cl nnn gumeTtunammHo,

R, npeacraensiet cobori H, OH nnn ceob6ogHy0 BaneHTHOCTb,

R3=H, CHs, korga R, aBnsieTcsi cBOOOAHONM BanNeHTHOCTbIO, OH B codeTaHum ¢ C-R3; obpasyer
OBOVIHYI0 CBA3b U Rz NnpeacTaBnsaeT coboin MeTUNEH,

R4=H, OH,
Rs npeacraensieT cobori H, CH,OH, unu ogmH 13 cnegyowmnx 3aMecTuTenen:
NH NH
H / \
—(|3 —HN I —CHZCHZOH / ",
’ —H,C—N ) I NH
COOH Z Z
/ H .
(IA)
(IB)
/—\ (?OOH
—H,C—N N—CH,CH,OH A~
A ; —H,C—NH NH,
r
(IC)
(ID)
knacc Il
RlD RE
| |
Rg X N
T
Yo
-
R, COOH
]
R'?
(IT)
roe:

Xn'Y, otnnyarowmecs gpyr ot gpyra, npeacraesnstoTt codor C unm N,

Rg=uuknonponun, CoHs, 4-cbTopdenun, 2,4-gudtopdeHun, 2-pTopaTtun,

R;=H, amuHo, CHs,

Rg=H nnu F, korga Y=N, Rg npeactaensaet cobon cBoO6OAHYO BarieHTHOCTb U Ha aToOMe a3oTa
npucyTCcTBYeT cBOOGOAHAA Napa 3MEeKTPOHOB,

Ro npeactaenset cobori H, CH; unu oanH u3 crnegyowmx 3aMectuTenei:
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(IIA)
roe M=H, CH;, C5Hs5, OH,

(IIC)
roe T4 npeactaensiet cobor H, OH

NH, H
—N
A <
r ’
H,N

NH ; 2
(IIF) z

H (IIH)
(IIG)
Rg 1 Rg, B3ATbIe BMecCTe, 06pa3ytoT buBaneHTHbI pagukan opmyrbl:
-0-CH,-0- (IIP)

R40=H, Cl, F, korga X=N, R4g npeactasnseTt coboin cBOOOAHYIO BarNeHTHOCTb U Ha aTome
asoTa nNpucyTcTBYeT cBobOaHAsA nNapa anekTpoHoB, Rg 1 Ryg, B3ATbIE BMecTe, 06pasytoT oauH
13 criegyroLmx OMBaneHTHbIX paankanos:

(|3H3 (|3H3 CH,
-CH,-CH,-CH- , -0-CH,-CH- , -0-CH-CH-
(TIM) (TIN) (ITO)
-S-CH,-CH, -

(IIQ)

korga X B coopmyne (I)=N, R4g npeacraensaet coboi cBoGOAHYO BaneHTHOCTb 1 OHa
obpasyeT [ABOVHYIO0 CBA3b C aTOMOM yriiepofa, COCeAHNM MO OTHOLUEHWIO K aTOMy a30Ta;
knacc llla:
@]

roe:

Z=S, C,

R11=H, nuBanounokcumetuneH popmynel (lllaF), rae T, npeacraenset codon TpeT-
OyTunbHytO rpynny,

R4,=Cl, CHs, auetnnokcumetunen cdopmynel (lllaF), rae T, npeacraesnset cobori CHj, 2-
NPOMNEHWI UM OOUH U3 CNeayLLUX 3amMecTUTENen:
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(IITIaB)

R43=amunHo, OH unu 3amectutens (lllaD):
-HNOC

O O
CH,

(IIIaD)

(IIIaE)

R44=amnHo, OH nnn samectutens (lllakE):
knacc Ilb:

roe:

S~y 0

X=CH, N,
Y=C, N,

R15=COOH, COO", (CH3)3;CCOOCH,0CO- nnu (CH3),CHOCOOCH(CH3)OCO-,
R4e Npeactasnset cobon H, CH;, CoHs, -CH=CH,, NH,COOCH,-, CH;COOCH,- nnn ognH

(ITI

M3 cneayruinx 3amecTuTenen:

7
N ZCH O 8
TN
H NI
N
H,C
(IIIbA)
CHS g
N
\\g;_” ,
N
(IIIbE)

~-CH,

~CH,8

k)

o,
bt

Noro ey
R ’ \

N—N

(IIIbC)

S CHZCOOH
AUA

(IIIbF)

CTtpanuua: 6
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CH, 0
-CH, 8 &\NH - —CH5>;
\\W/ + 2 H,C
! Qbo —CH{/N
0
(ITIbH) (IIIkL) (IIIkM)

(ITIbN)

koraa Rq5 npeactaBnsieT cobon kapOOKCMIMPOBaHHLIA aHUOH, Ryg NpeacraensieT coboi

pagukan, BelbpaHHbiv n3 cnegytowmx: (I1bL), (111bM) nnn (111bN)
R17=0OH, OCHj3, C;H5, -OCH,COOH, -CH3;COOH;
knacc lllc:

© H H H
\ N S

Rig
N._ =~

O Rw
COQH
(IIIc)

roe:
R4g NpeacTaenseT coboi oguH 13 creayoLmx 3aMecTuTeneil:

I\EIHZ il —’”{/—3\
_ Z
CH; N NH,

~CH,SCH,CHCOOH , -CH,CH,CH,CHCOOH ,

(IIICA) (IIICB)
(IIIcD)
[S\/% }\I:N\ L
. N N -CH
¢ Sy wn o -cH N , 2
Il H
N
cH,0”
(ITICF)
(ITIcCE) (11TcG)
R49 NpeactaBnsaet cobonn H, CH;COOCH,- unu ogHy 13 cnegyto rpynn:
?HZCHEN(CHS)Z $H3
-CH, S\(N N —CHES\(N y
R ' S
N—N N—N 4
(IIIcH) (IIIcL)
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_CHQS\(N \N
‘R

N—N
ITIcM)

(
S CH3
Y

~CH, 5

(IIIcN)

knacc IVa:

R
20 g

CH
Nxhgk<CH

.
v

3

‘COOR,,

(IVa)
roe:

RU 2288231 C2

Ry NpeacTaBnsieT coboit 0auH U3 cneayrowmnx 3amecTUTene:

HO s
<" NH- v <" TNH- < TNH- v
NH NH NH

2z

(IVas)

2

(IVaB) (1Vac)

(IVaH)

CTtpanuua: 8
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N COOH
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I\
3 ~
< o
N

OH

=m

NH-
o]

(IVaM)

R,¢=H, pagukan (lllaF), rae T, npeactaensiet cobon Tpet-6yTnn, CH(CH3;)OCOOC,H5 unu

OAVH 13 crneylowmnx 3aMecTUTeneu:
~CH,CH,N (CH,CH, ), . HI

(IVas)

knacc IVb:

(IVh)
roe:
R22=H, CH3,
R23 Bbl6paH 13 cnepyrowmnx rpynn:
- CH,CH,NHCH=NH (IVbD),

(IVaR)

Crtpanuua: 9
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(IV

bA)

knacc 1Vc:

S

H2N4<\ \

roe:

R33, R34, R3g, OANHAKOBbBIE MW OTNMYaloWMecs opyr oT Apyra, npeactasnstoT cobon H, CHy;

(IVc)

R35=H, -CHzoCONHz,

RU 2288231 C2

H
N r
>:NH
H,C
(IVRkC)
R

knacc V:
OCH,
R24 N
= N
CH,0
NH,
(V)
roe Ro4=H, Br, OCH3, CH3OCHZCH20-,
knacc VI:
0 3%

roe:

(VI)

Ro5 NpeacTaBnsieT coboit 0auH U3 creayrowmnx 3amecTUTene:

-HC=C
H

CH,OH

N—=

(VIA

N/
)

N=N
~HC =C NH
H N/ ¢

(VIB)

Crtpanuua: 10
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0 /0 j\
F—o \J ~ ’{,Nx A
\)\/N He N ; f \ ;
M , ;
}\1/ % K/o
f
0
_HC
(VID) (VIE)
knacc VII:
o\\ L0
g
~—N—R,,
H
H,N
(VII)

rae Rog NpeacTaenseT coboit H unu oguH u3 crieaytowmx saamectuteneii: 6eH3onn, aueTun, 3-

MeTun-2-6yteHoun, kapbamoun, ammHoTmokco NH,C(S)-, 2-nupugnHnn, nmpasuHun, 2-
NMPUMUONHUI, 2-Tasonun, canuuun-4-un, 6-xnop-nupunaasund-3-un, 1-atun-1,2-gurnapo-2-
OKCO-NMUPUMNANH-4-un, 5,6-ANMETOKCU-NUPUMNONH-4-Un, 2,6-0MMEeTOKCU-NNPUMNANH-4-un, 4-

METUN-NNPUMUANH-2-WUN, 5-METOKCU-NUPUMNONH-2-U1, 4,6-0UMETUN-NUPUMNONH-2-UI, B-METOKCH
2-MeTUN-NNPUMUANH-4-Un, 5-MeTUN-NNPUMNONH-2-UN, 2,6-0UMEeTUNNUPUMNONH-4-Un, 3-MeTOKCK-

nupasuH-2-un, 6-meTokcn-nupuaasunH-3-un, 4,6-gnatun-1,3,5-tpnasunn-2-un, 5-atmun-1,3,4-
Tnaguason-2-un, 5-metunn-1,3,4-tnagnason-2-un, 4-meTtokcu-1,2,5-tnagnason-3-un, 4-metun-
Tnason-2-umn, 3-meTun-n3otmnason-5-un, 4,5-gumeTnn-okcason-2-un, 3,4-oUMeTUN-n3oKcasorn-
5-un, 4,5-agumeTnn-2-okcasonuni-aMMHOMMUHOMETUS, 5-MeTun-n3okcason-3-un, 1-goexHun-1H-
nupason-5-un, 4-meTnnamMmmHo-cynboHUNgeHun, 4-ammHocynbdoHundgerun, 3,4-
anmeTunoeHsonn, 4-m3onponokcmbeHsonn;
knacc VIII:
R
N-?:-N/ 28
H
sz /N:,’:S D
o O
roe:
R>7=H, 4,6-aumeTnn-nupnmMmanH-2-un;
R,g=2,4-anamnHo-6-kapbokcndennn, 2,4-guammHodeHun, 3-kapbokcu-4-rugpokcndeHmns;
knacc IX:

R3l:l
REQ

NH2

(IX)

rge:
R29=H, OH,

R3p=COOH, cheHokcukapboHun, 4-(aMmHo)deHnncynbOUHN, rmapasuHkapboHuDT;
knacc X:

Crtpanuua: 11
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roe:
R34=amnHo, NH»>-CH,-, 6eHannammHo,
Rys=amuHo, 4-(rngpokcmnatunammHo)dpenun, -N=C(NH,),, 4-(amuHo)deHun, 4-

(amuHomeTnn)dpeHun, 4-(kapbokcumeTunammHo)pennn, 4-(kapboKCUNponMoHUNamMmnHo) ceHusn,
2-aMWHOTNAa30s1-5-Ur;

knacc Xl:

(XI)

roe:

M=0, S,

R52=H, C2H5, C3H7,

Rs3 npeacraenset cobon ammHo, -NHNH, nnu oguH 3 cneayiowmx samectutenen:

S0,H

(XTIA) (XIB
HOOC OMe
—N—N=C
. H H
—N—N=C CMe g
H H
r
(XIC) (XID)
CH, H
H HO L

0
(XIE) 0 =CH ;

OH

(XIF)
knacc XllI:

Crtpanuua: 12
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™ ¢
H3C N
HO
(XITI)

roe:

R37=Cl, OH;

knacc Xllla:
HBC

roe

RU 2288231 C2

SCH,

0. o) OR
e~ TLCH, ]
0 3
0O
38 CH
(XIIIa)

R3g=H, ayeTtun, COC,H5 (nponuonun),

R39=H, nponnonun, COCsH- (6ytnpun), COCH,CH(CH;), (u3oBanepwun),

R40=H, nponuoHwnn,

Ra1

=H nnu:

o

N—CH,

0

(XIIIaB)
knacc Xlllb:

H,C

roe:
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R47=H, CHa,

W=CO (kap6oHun), -N(CH3)CHo-,

R4g=H unu R,g BMecte ¢ W obpasyeT GuBaneHTHbIN pagukan:
CH,O (CH,) ,OCH,

C
"H\wH ,
CH—
(KIIIbA)
knacc XlVa:
OH
NH,
HO O
OH. N
E 2
44 OHO
R
45 R
N— R‘43
H
H,N
(XIVa)
roe:

R4>=0OH, amuHo,

R43=H, (R)-4-aMWHO-2-rnapoKkcnbytmpun, (S)-4-amnHO-2-rmapoKcnoyTmpmn,
R44=H, OH

R45=H, OH

knacc XlIVb:

NH
i J\
/JL\ HN™  TNH,
H,N NH

OH
0
@]
R46
H,C
COH ©
COH 0
NHEH,
OH (XIVh)
roe:
R46=-CH20H; -CHO
Knacc XlIVc:
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(XIVe)
roe:
R49=CHjs, C4Hg;
Knacc XIVd:
HZN

NHR,,

HO
R.,0

HO 3
NH
| OH
CH
3

—

(XIvd)

rge:
R50=H7 C2H 5,

2288 231 C2

Rs4=3-amMuHo-6-(ammnHomeTnn)-3,4-gurngpo-2H-nnpaH-2-mn:

NH

(XIVdA)

Knacc XlIVe:

RGD

o]

HO

OR_,OH

(XIVe)

roe:
Rgo=0OH, amuHo,

Rg4 npeactaBnsieT cobori H nnun oamH 13 crnegyowmx 3amectTuTenei:
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O 0O
HO HO
HO
H,N , O H,N ’
H,N H,N
(XIVeA) (XIVeB)
Knacc XV:
HO‘-/\/k///
CH_COO A l

CH

CH

OH
i
e

H,C I CH,
y )\;/JH:\I%N\
& Y
© N N .

8] gy

3 CH 3

! 0
OH
OH

roe Rs,=CHs;, umknoneHTtun;
Knacc XVla:

(XVIa)
roe:
Xb=N, C,
Rss=H, amuHo,
Rge=H, OH, amuHo,
Rs7=B-D-pnbodypaHosnn nnm 4-auetokcun-3-(ayetokcumetnn)-1-6ytun;
Knacc XVIb:
0

I
HN ’ \>
A
Reg N L

RSQ

(XVIbk)

roe:

Rss=H, amuHo,

R5g=CH,OCH,CH,0OH, CH,OCH(CH,OH)CH,0H,

CH,0CH,CH,;0COCH(NH,)CH(CHg),, (B-D-(2,3-annesokcun)pnbodypaHosun;

Knacc XVII: cnegytowime coegnHeHus:

0O-2-amunHo-2-ge3okcn-q-D-rnrokonmnpaHosun-(1—4)-0-[3-ae3okcn-3-meTnnammHo)-q-D-
kcunonupaHo3nn-(1—6)]-2-gesokcu-D-ctpentamuH (FeHTamuumH A), 1-(2-rmgpokcnaTtun)-2-
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MeTun-5-nutponmmaason (MetpoHugason), (S)-2-amnHo-5-[(aMMHOMMMHOMETMWM)aMUHO]
neHtaHoBas kucnota (ApruHun), (+)-2,2'-(3TunengunmMmHo)-am-1-6ytanon (3tambyTon), 1-
ammHoagaMaHTaH (AMaHTaguH), 2,3'-aMae3okcMumMTuanH (3anbuntabun), MNupasnHammng,
MopdrasuHamua, AuetuncynsdameTokcunupasuH, KnogasmmnH, LnknocepuH, CTpentoHMumsma,
[esokcnaurmpoctpentomuumH, MukammumH, PosapamnyuH, KapbomnuuH, Anekcmand, AM6asoH,
KnokcnksuH, HeramumumH, HutpokconuH, MopdpupomuuyuH, TayponuanH, TnbesoHnym nogug,
AnpamuumH, TenkonnaHvH, BaHkomuumH, Tnabengason, Mebengason, AnbbeHgason, AkpaHun,
AHuzomnunH, OumeTtpugason, AuMmunaseH, Auetypat, OnopHUTUH, ManodyruHoH, Fromuanym,
M'mapokecnctunsbamuamH, Mmmgokap6, inponngason, Jlayporyagud, Humopason,
OkcodeHapcuH, MNeHTamnanH, PeHamuamH, MNMponamuamH, MNMypomuumH, MupumetTammH,
XuHakpuH, XvHanmpamuH, XuHTtnH, CekHngason, CtunsbammgunH, TuHmaason.

B knacce [:

ecnn R4=H, R,=0OH, R3;=CHs;, R4=H, Rs=(lA), TO aHHOe coeanHEeHNE N3BECTHO KakK
ANNUUKITWH,

ecnn R4=Cl, R,=0OH, R3=CH3;, R4=H, Rs=H, T0 gaHHOe coeanHeHne n3BecTHO Kak
XnopTeTpaLmKIuH,

ecnn R4=Cl, R,=0H, R3=CH3;, R4=H, Rg=CH,OH, T0 gaHHOe coeanHeHNe N3BECTHO Kak
KrnomoumknuvH,

ecnn R4=Cl, R,=0H, R3=H, R4=H, Rs=H, T0 gaHHOe coeanHeHne n3BecTHO Kak
[lemMeknoumKnuH,

ecnn R4=H, R,=H, R3=CH3, R,=0H, Rs=H, To gaHHoe coeanHeHne n3BeCTHO Kak
[ oKcnUMKNuH,

ecnn R4=H, R,=OH, R;=CH3, R4=H, Rs=(IB), To aHHOe coeanHeHe N3BEeCTHO Kak
'BaMEeLMKnH,

ecnn R4=H, R,=0OH, R3=CHj;, R4=H, R5=(ID), To gaHHOe coeanHeHne n3BeCTHO KaK
JInmeumnknuH,

ecnn R4=Cl, R, aBnsieTcsi cBOOOAHON BaneHTHOCTbIO U B coveTaHun ¢ Ry 06pasyeT ABOWMHYHO
cBA3b, a R npeacraensaet cobori metuneH, R4=0OH, Rs=H, T0 gaHHOe coeanHeHne N3BecTHO
Kak MeKnoumKmuH,

ecnn R4=H, R, siBnsieTca cBoboaHOM BaneHTHOCTLIO U B codeTaHun ¢ C-Rj3 obpasyeT
OBOWHYI0 CBA3b, a R3 npeacraenset cobon metuneH, R,=0H, Rs=H, T0 AaHHOe coeanHeHne
N3BECTHO Kak MeTauuKnuH,

ecnn Ry=pumetunammHo, R,=H, R3=H, R4;=H, Rs=H, T0 gaHHOe coeanHeHne n3BecTHO Kak
MWHOLMKMNH,

ecnn R4=H, R,=OH, R;=H, R4=OH, Rs=H, T0 gaHHoe coeanHeHne n3BecTHO KaK
OxkcuTeTpaumKknmH,

ecnn R4=H, R,=0OH, R3=CHs;, R4=H, R5s=(IC), To AaHHOe coeanHeHne n3BeCTHO KakK
Mnaguknmx,

ecnu Ry=H, R,=0H, R3=CHs3, R4=H, Rs=H, To gaHHoe coegnHeHne N3BECTHO Kak
TeTpaumKknuH;

ecnn R4=H, R,=H, R3=H, R4=H, Rs=H, T0 gaHHoe coeanHeHne n3BectHo Kak CaHLUUKMNNH.

B knacce Il:

ecnn Rg=uuknonponun, R;=H, Rg=F, Rg=(lIA) npy M=H, R=H, X=Y=C, T0 gaHHoe
coefMHeHne U3BeCTHO Kak LinnpodnokcauuH,

ecnn Rg=uuknonponun, R;=H, Rg=F, Rg=(lIP), R4o=Cl, X=Y=C, To faHHOe coeguHeHne
n3BeCTHO kak KnuHanokcauuH,

ecnn Rg=4-cbTopdennn, R;=H, Rg=F, Rg=(1ID), R4g=H, X=Y=C, T0 faHHOe coeauHeHne
M3BECTHO Kak [JudnokcaumH,

ecnn Rg=C,Hs5, R7=H, Rg=F, Rg=(l1A) npn M=H, R4o npeacTtaBsnset cobon cBoOOaHYIO
BaneHTHocTb, X=N, Y=C, To gaHHOe coeanHeHne N3BECTHO Kak QHOKCALWH,

ecnn Rg=uuknonponun, R;=H, Rg=F, Rg=(lIA) npn M=C,Hs, R4g=H, X=Y=C, 10 gaHHoe
coefMHeHMe U3BECTHO Kak OHpodroKkcaLmH,

ecnn Rg=ptopatnn, R;=H, Rg=F, Rg=(llA) npn M=CH3;, R¢=F, X=Y=C, 10 gaHHoe
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coefMHeHVe U3BECTHO Kak dnepokcauuH,

ecnn Rg BMecTe ¢ Ryg 0bpasyeT 6usaneHTHbIli pagukan (IIM), R;=H, Rg=F, Rg=H, X=Y=C, 10
AaHHoe coednHeHNe N3BECTHO Kak PryMeKBUH,

ecnn Rg=uuknonponun, R;=CH3;, Rg=F, Rg=(lIB), R1g=H, X=Y=C, T0 gaHHOe coeauHeHne
M3BECTHO Kak ['penacdnokcauyH,

ecnn Rg=atun, R;=H, Rg=F, Rg=(lIB), R4o=F, X=Y=C, T0 gaHHOe coeanHeHne n3BeCTHO KaK
JlomedhnokcaumH,

ecnn Rg BMecTe ¢ Ryg 06pasyeT 6mBaneHTHeIn pagukan (IIM), R;=H, Rg=F, Ro=(lIE)
npn T1=0OH, X=Y=C, To faHHOe coeanHeHne N3BeCTHO kak HaandnokcauumH,

ecnn Rg=C,Hs5, R;=H, Rg=H, Rg=CHs;, R1g npeacraBnseT cobor cBo6OAHYIO BaNEHTHOCTb, X=
N, Y=C, To gaHHOe coeauHeHne M3BECTHO Kak HanmaunkcoBas kucnota,

ecnn Rg=C,Hs, R;=H, Rg=F, Rg=(llA) npn M=H, Rg=H, X=Y=C, T0 faHHoe coeguHeHne
M3BECTHO Kak HopdonokcauuH,

ecnn Rg BMecTe ¢ Rqg 06pasyeT 6mBaneHTHbin pagukan (IIN), R;=H, Rg=F, Rg=(l1A) npn M=
CHs;, X=Y=C, 10 gaHHoe coeguHeHmne n3BecTHo kak OdnokcaumH,

ecnn Rg=C,Hs, R7=H, Rg 1 Rg 06pa3sytoT 6uaneHTHbIi pagukan (1IP), Ryo=H, X=Y=C, T0
AaHHoe coeanHeHne n3secTHo kak OKConMHOBas KUCNoTa,

ecnn Rg BMecTe ¢ Rqg 06pasyeT 6mBaneHTHbin pagukan (110), R;=H, Rg=F, Rg=(IIH), X=Y=
C, To faHHoe coeauHeHWe n3BecTHO Kak NasydnokcalmH,

ecnn Rg=atun, R;=H, Rg=F, Rg=(lIA) npu M=CH;, R4o=H, X=Y=C, To gaHHoe coeanHeHune
M3BECTHO Kak lNedynokcauuH,

ecnn Rg=C,Hs5, R7=H, Rg npeactaenset cobori cBoGoaHY0 BaneHTHOCTb, Rg=(11A) npn M=
H, Ry NpeactaensieT cobon cBoOOAHY BaneHTHOCTb, X=Y=N, TO AaHHOe COeAMHEHNE U3BECTHO
kak NMunemugoBas kucnota,

ecnn Rg=C,Hs5, R7=H, Rg npeacraenset coboii cBobGoaHyt BaneHTHOCTb, Rg=(IIE) npn T4=H,
R4o npeacTaBnseTt cobori cBOGOAHYI0 BaneHTHOCTb, X=Y=N, TO JaHHOe cOoeQUHEHME U3BECTHO
kak NupomuaoBasa kucnoTa,

ecnn Rg BMecTe ¢ Ryg 06pasyet 6muBaneHTHbI pagukan (11Q), R;= H, Rg=F, Rg=(lIA) npn M=
CHs, X=Y=C, T0 faHHOe coegnHeHne n3BeCcTHO kak PydnokcalmH,

ecnn Rg=uuknonponun, R;= amnHo, Rg=F, Rg=(11C), R4g=F, X=Y=C, To aaHHoe coeanHeHne
n3BeCTHO kak CnapdnokcaLmH,

ecnn Rg=2,4-gnctopdhenunn, R;=H, Rg=F, Ry=(lIF), R4g npeactaenset cobon cBoboaHY0
BaneHTHocTb, X=N, Y=C, To gaHHoOe coeanHeHne n3BecTHO Kak To3ydnoKkcaumH,

ecnn Rg=2,4-gudptopdperun, R,=H, Rg=F, Rg=(lIG), R4¢ npeacTaBnsieT cobon cBoboaHYO
BaneHTHocTb, X=N, Y=C, To gaHHOe coeanHeHne n3BeCcTHO Kak TpoBadrioKCaLuH,

ecnn Rg=uuknonponun, R;=H, Rg=F, Rg=(lID), R4 H, X=Y=C, T0 faHHOe coegunHeHne
M3BECTHO Kak [JaHodnoKkcaumH,

ecnn Rg= 4-cpTopdeHnn, R;= H, Rg= F, Rg=(l1A) npn M=H, R4o=H X=Y=C, 10 gaHHoe
coefunHeHne n3BecTHo kak CapadpnokcaumH.

B knacce llla:

ecnn Ry4=H, R1,=Cl, Ry3=amuHo, Ry4=hbeHnn, Z=S, 10 JaHHOe coeauHEHNE N3BECTHO Kak
Lledbaknop,

ecnn Ry4=H, R1,=CHj3, Ry3=amuHo, R4=4-rugpokcudenun, Z=S, To gaHHoe coeauHeHue
M3BECTHO Kak Lledadpokcun,

ecnn Ry4=H, Ry,=(lllaB), Ry3=amnHo, Ri4=4-rngpokcncenun, Z=S, To AgaHHOe COeanHEHNE
M3BECTHO Kak LledhaTpunsanH,

ecnn Ry4=H, R4, =(lllaC), Ry3=(lllaD), R44=4-rngpokcuncpermn, Z=S, To AaHHOe CoeanHeHne
M3BECTHO Kak Llednnpamng,

ecnn Ry1=H, Ry,=2-nponenun, Ry3=amnHo, Ri4=4-rngpokcncpenun, Z=S, To gaHHoe
coenHeHWe U3BecTHO Kak Llednposun,

ecnn Ry4=H, R1,=CHj3, Ri3=amuHo, R4=(lllaE), Z=S., T0 faHHOe coeanHeHe N3BECTHO
Kak LletbpokcaguH,

ecnn Ry1=H, R1,=CHj3;, R{3=amuHo, Ry4=theHunn, Z=S, To gaHHOe coeanHeHne U3BECTHO KaK
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LledbanekcuH,

ecnn Ry4=H, R1,=CHj3, R43=(lllaF) npu T,=CHs;, Ry4,=cbeHun, Z=S, To gaHHoe coeanHeHne
M3BECTHO Kak LledanornnyuH,

ecnn Ry4=H, R1,=CHj3, R43= amuHo, Ry4=(lllaE), Z=S, T0 gaHHOe coeanHeHNe N3BECTHO
Kak Llehagpuh,

ecnn Ry1=H, R1,=Cl, Ry3=amuHo, Ri4=beHnn, Z=C, To gaHHOEe coeHeHne N3BECTHO KakK
Jlopakapbed,

ecnn Ry4=(lllaF) npu To,=TpeT-6yTnn, R1,=CH3, Ry3=amuHo, Ry4=eHun, Z=S, To gaHHoe
coefMHeHVe U3BeCTHO Kak lNMuBuedanekcuH,

ecnn Ry4=H, Ry,=(lllaC), R43=0H, R4=theHunn, Z=S, To gaHHOe coeanHeHNE N3BECTHO KakK
LledbamaHgon.

B knacce llIb:

ecnn R45=(CH3)3CCOOCH,0CO0-, R4g=NH,COOCH,-, R17=C2H5, X=CW/, Y=C, To gaHHoe
coegmHeHne n3BecTHo kak LledbkaneH MNMusokeun,

ecnn Ry5=C0OO0", R4g=(llIbL), Ry7=meTokcun, X=Y=N, To JaHHOe coeMHEeHNEe N3BECTHO Kak
LedknuauH,

ecnu Ry5=COOH, R4g=-CH=CH,, R47=0H, X=N, Y=C, To aHHOe coeanHeHNE N3BECTHO KakK
LiecoamnHup,

ecnn R15=COOH, R4=(llIbA), R17=OCHj3, X=N, Y=C, To gaHHoe coeuHEeHNe U3BECTHO KakK
LledanTtopeH,

ecnn R15=C0OO0", R4g=(llIbM), R47=0CHs;, X=N, Y=C, T0 AaHHOe coeaNHEHNE N3BECTHO KakK
Ledennm,

ecnn R15=COOH, R4=CH3, R47=0OCHgj, X=N, Y=C, T0 faHHOe coeAnHEHNE N3BECTHO KakK
LledbeTtamer,

ecnn R45=COOH, R4g=-CH=CH,, R17=-OCH,COOH, X=N, Y=C, T0 gaHHOe coeuHeHNne
M3BECTHO Kak Lledukcum,

ecnn R15=COOH, R46=(llIbC), R17=OCHj3;, X=N, Y=C, To 4aHHOe coenHEeHNe N3BECTHO KakK
LledomeHoKkcuM,

ecnn R15=C0O0", R4g=(llIbN), R47=0CH3;, X=Y=N, T0 AaHHOe coeaNHEHNE N3BECTHO KakK
Lledo3onpaH,

ecnn R45=(CH3),CHOCOOCH(CH3)OCO-, R4g=C5Hs5, R17=OCHj3, X=N, Y=C, T0 faHHoe
coenHeHne U3BeCTHO Kak Lledbnogokcnm Mpokcetun,

ecnn R15=COOH, R4=(l1IbD), R17=OCHj3;, X=N, Y=C, To 4aHHOe coenHEeHNe N3BECTHO KakK
LledpTtepam,

ecnn R15=COOH, R4g=H, R47=-CH,COOH, X=CH, Y=C, T0 gaHHOe coeuHeHNe N3BECTHO KakK
LledpTnbyTeH,

ecnn R15=COOH, R4=(llIbH), R17=OCHj3;, X=N, Y=C, To JaHHOe coeaMHEHNE N3BECTHO KakK
LledTprnakcoH,

ecnn R15=COOH, R=(llIbE), R17=OCH3, X=N, Y=C, To faHHoe coefMHEHNE U3BECTHO KakK
LledpysoHam,

ecnn R15=COOH, R46=(llIbF), R47=0CHs;, X=N, Y=C, T0 gaHHOe coeanHeHne N3BECTHO KakK
Ledoansnm,

ecnn R15=COOH, R4=CH3COOCH,, R17=OCHj3;, X=N, Y=C, To faHHOe coeauHeHne
n3BeCTHO kak LlecpoTakcum,

ecnn R15=COOH, R46=(llIbG), R47=0CH3;, X=N, Y=C, T0 gaHHOe coeanHeHNE N3BECTHO KakK
LlecbTnodyp.

B knacce lllc:

ecnn R4g=(llicD), R4g=(lllcH), To AaHHOe coeanHeHne n3BeCcTHO Kak LledhoTtnam,

ecnn Rqg=(llIcE), R1g=H, TO AaHHOe coeanHeHne n3BeCcTHO Kak LledhTnsokcmm,

ecnn Rqg=(llIcF), R4g=(IllcN), To AaHHOe coeanHeHne U3BeCTHO Kak Lledha3onuH,

ecnn Rqg=(lllcG), R4g=(llicM), To gaHHOe coeauHeHne n3sBecTHo Kak LlecopaHng,

ecnn Rqg=(llicA), Ryg=(lllcL), To naHHOe coeanHeHue n3BecTHoO kak LiepMmnHoKC,
ecnn Rqg=(lllcB), R1g=CH3COOCH,-, To AaHHOe coeanHeHne n3BeCTHO Kak LiedhanocnopuH C.
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B knacce IVa:

ecnn Ryp=(IVaF) n Ry4=H, T0 gaHHOe coeauHEHNE N3BECTHO Kak AMAMHOLMUINH,

ecnn Ryg=(IVaF) n Ry4=(lllaF) npu T,=TpeT-6yTuUn, T0o 4aHHOe coegMHEHNE U3BECTHO Kak
AmauHouunnuH MNueokeun,

ecnn Ryp=(IVaA) n Ry1=H, T0 gaHHoe coeanHeHne M3BeCTHO Kak AMOKCULINIIINH,

ecnn Ryp=(IVaB) n R,1=H, To gaHHoe coeanHeHne n3BeCcTHO kak AMMULMMNINH,

ecnn Ryp=(1VaM) 1 R?'=H, To gaHHOe coeiMHeHMe U3BECTHO KaK AnanuunnmH,

ecnu Ryp=(IVaG) n Ry1=H, To AaHHOe coeanHeHne N3BECTHO Kak ACMOKCULINITINH,

ecnn Ryp=(IVaB) n Ry1=-CH(CH3)OCOOC,H5, TO AaHHOE coeanHeHnEe U3BECTHO Kak
BakamnuumnnnuH,

ecnn Ryp=(IVaE) n Ry1=H, To gaHHoe coeamHeHune n3BecTHO kak LinknaumnnuH,

ecnn Ryp=(IVaC) n Ry4=H, To faHHOe coegmMHeHne N3BECTHO KaK AnULMUMNNH,

ecnn Ryp=(IVaC) n Ry4=H, To faHHoe coeguHeHne n3BeCTHO Kak [reTaunnnmH,

ecnn Ryp=(IVaC) un Ry4=(IVaS), To gaHHOe coeanHeHne N3BECTHO Kak JleHaMnuumMnnuH,

ecnu Ryp=(IVa) n Ry4=H, T0 saHHoe coegmHeHne N3BeCcTHO Kak MeanounnnuH,

ecnn Ryp=(IVaD) u Ry4=(IVaR), To gaHHoe coeanHeHne U3BeCcTHO Kak [NeHeTamat
rmgpovoauna,

ecnn Ryp=(IVaP) n Ry1=H, To gaHHoe coeanHeHne n3BecTHO Kak MNeHnumnnmH N,

ecnn Ryg=(IVaB) n Ry¢=(lllaF) npu T,=TpeT-0yTunn, To 4aHHOE COeaNHEHNE N3BECTHO Kak
MNMuBaMnUUMIuH,

ecnn Ryp=(IVaN) n Ry4=H, To faHHOe coeguHeHne N3BECTHO Kak XMHALMINH,

ecnn Ryp=(IVaB) n Ry1=(IVaU), To aaHHOe coeanHeHne n3BecTHO kak CynTaMUunnmnH,

ecnu Ryp=(IVaB) n R,4=(IVaT), To gaHHOe coegmMHeHne N3BECTHO Kak TanaMnuuumnimH.

B knacce IVb:

ecnn Ry,=CHjs, Ry3=(IVbA), TO AaHHOe coeanHeHne n3BecTHO kak MeponeHem,

ecnu Ryo=H, Ro3=(IVbC), To gaHHoe coegmHeHne U3BECTHO Kak [NaHuneHem,

ecnu Ry,=H, Ry3=(IVbD), To gaHHoe coegmHeHne N3BECTHO kak MimmnneHem.

B knacce IVc:

ecnn R33=CHj, R34=CHj3, R35=H, R3,=CH3, TO faHHOe coeguHeHne n3BecTHO kak A3TpeoHam,

ecnn Ra3=H, R3s=H, R35=-CH,OCONH,, R35=H, T0 AaHHOe coeanHeHne N3BeCTHO Kak
KapymoHam.

B knacce V:

ecnu Ry4=Br, To 4aHHOe coeauHeHne N3BEeCTHO Kak bpoammonpum,

ecnu Ry4,=0CH;, To gaHHOe coeanHeHne M3BEeCTHO Kak TpuMeTonpum,

ecnu Ryy,=CH3;0CH,CH,0-, To gaHHOe coeanHeHne M3BECTHO Kak TeTpOoKCONpuMm.

B knacce VI:

ecnn Ro5=(VID), To faHHOe coeguHeHne n3BecTHO kak PypanTtagoH,

ecnn Rys=(VIC), To 4aHHOe coeamHeHne N3BecTHO kak dypasonuym xnopua,

ecnn R,5=(VIE), To aaHHOe coeanHeHne n3BecTHoO kak HudypdonuH,

ecnn Ry5=(VIA), To gaHHOE coeanHeHne U3BECTHO Kak HudpypnupuHon,

ecnn Ry5=(VIB), To AaHHOe coeanHeHne n3BecTHO kKak HudypnpasuH.

B knacce VII:

ecnu Ryg=H, To AaHHOe coeanHeHne n3BecTHo Kak CynbdaHunammng,

ecnun Ryg=6eH3oun, To gaHHoe coegnHeHue n3secTHo kak CynbdabeHzamua,

ecnu Rog=aueTun, To JaHHOe coeguHeHne u3BecTHo kak Cynbdauetamug,

ecnn Rog=3-meTun-2-6yTeHonn, To JaHHOe coeauHeHne u3BecTHo kak Cynbdaavkpammng,

ecnun Rog=kapbamoun, To gaHHoe coegnHeHue n3BecTHo kak CynbdaHUIMOYeBUHa,

ecnn Ryg=NH,C(S)-, To gaHHOe coeanHeHne U3BeCcTHO Kak CynbdaTMomMoveBuHa,

ecnu Rog=2-nupnanHun, To gaHHoe coegnHeHne n3BecTHo kak CynbdannpuauH,

ecnn Ryg=nupasunHun, To gaHHOe coeuHeHne n3BecTHo kak CynbdanupasuH,

ecnu Ryog=2-nnpnmMmanHun, To gaHHoe coegmHeHne n3BecTHo kak CynbdagnasuH,

ecnun Ryg=2-Tnasonun, To faHHOe coeguHeHne u3BecTHo kak CynbdaTtunason,

ecnu Ryg=canuumn-4-un, To gaHHoe coeMHeHne N3BECTHO Kak 4-
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cynbaHMnammgocanmumnoBas KMcnoTa,

ecnn Ryg=6-xnopnupunaasnHnn-3-un, To faHHoe coefMHEHNEe U3BECTHO Kak
CynbtaxnopnupuaasuH,

ecnn Ryg=1-a1Un-1,2-auruapo-2-okconupumMmuanH-4-un, To JaHHOe coeguHEHNe N3BEeCTHO Kak
CynbaunTumH,

ecnu Ryg=5,6-gMMeToKCMNMpMMnanH-4-un, To gaHHoe CoegnHEHNE N3BECTHO Kak
CynbdaaoKcuH,

ecnu Ryg=2,6-gMMeTOKCUNUpUMMNanH-4-un, To JaHHoOe CoegnHEHME N3BECTHO Kak
CynbjaanmMeToKCUH,

ecnn Rog=4-mMeTunnMpuMnanH-2-un, To AaHHOe CoeanHeHne U3BeCTHO Kak CynbdamepasnH,

ecnn Rog=5-MeTokCMnMpMMnanH-2-un, To faHHoe coegmMHeHne n3BecTHo kak CynbgameTep,

ecnn Rog=4,6-gnmeTunnnpumMnamnH-2-mn, To AaHHOe COeANHEHNE M3BECTHO Kak
CynbdameTasuH,

ecnun Ryg=6-MeTOoKCUN-2-MeTUNNUPUMNANH-4-1s, TO 4aHHOe COeaUHEHME N3BECTHO Kak
CynbthameToMnguH,

ecnn Ryg=5-meTnnnnpnMmnamnH-2-un, To AgaHHoe coenHeHne U3BecTHO Kak CynbdanepuH,

ecnn Ryg=2,6-anmeTunnnpumMmnamnH-4-mn, To AaHHOe COeANHEHNE M3BECTHO Kak
CynbdunsomMnanH,

ecnu Ryg=3-meTokcnnmnpasmnH-2-mun, To gaHHOEe COeanHEHne n3BecTHO Kak CynbganeH,

ecnn Rog=6-meTokcnnmpmaasmH-3-mn, To AaHHOE COeANHEHME U3BECTHO Kak
CynbtameTokcnnmpuaasuH,

ecnn Ry=4,6-anatun-1,3,5-TpuasnH-2-nn, To JaHHOe coeUHEHNe N3BECTHO Kak
CynbdacumasuH,

ecnu Ryg=5-a11n-1,3,4-Tnagnason-2-un, To JaHHOe COeANHEHNE U3BECTHO Kak
Cynbgasatugon,

ecnu Ryg=5-meTtnn-1,3,4-tnagnason-2-un, To JaHHOe COeauHEHNE N3BECTHO Kak
CynbcameTunson,

ecnn Ryg=4-meToken-1,2,5-tnagnason-3-mn, To JaHHOE COeaUHEHNE N3BECTHO Kak
CynbdhameTpon,

ecnn Ryg=4-meTuntnason-2-un, To AaHHoe coeuHeHne u3BecTtHo kak CynbameTuntnason,

ecnu Ryg=3-mMeTnnunsoTtunason-5-un, To gaHHoe coeanHeHne n3BecTtHo kak Cynbdasommson,

ecnn Rog=4,5-gnmeTnnokcason-2-un, To AaHHOe COeAnHeHne M3BECTHO Kak Cynbdamokcon,

ecnu Ryg=3,4-0MMeTUNM3oKkcason-5-nn, To AaHHoe CoeanHEHNe N3BECTHO Kak
Cynbdumsokcason,

ecnu Ryg=4,5-gumeTunn-2-okcasonmnaMmmHOMMUHOMETUST, TO JaHHOE CoeaUHEHNE U3BECTHO
kak CynbdaryaHorn,

ecnn Rog=5-meTnnuaokcason-3-un, To faHHoe coeguHEHNe N3BECTHO Kak
CynbdameTokcason,

ecnu Ryog=1-dpenun-1H-nmpason-5-mn, To AaHHOE COeANHEHNE M3BECTHO Kak
CynbdadpeHason,

ecnn Ryg=4-meTrnammHocynboHundeHnn, To gaHHoe coeuMHeHne U3BEeCTHO Kak 4'-
(meTuncynsamounn)cynbpaHmnaHmnua,

ecnn Ryg=4-ammnHocynboHnngeHnn, To JaHHoe coeguHeHne U3BEeCTHO
kak N*-cynbaHununcynshanunamug,

ecnn Ryg=3,4-gnmeTnnbeH3onn, To JaHHoe coegmHeHne n3BecTtHo kak N-cynbgaHmn-3,4-
Kcunammg,

ecnn Ryg=4-n3onponokcnbeHsonn, To JaHHOe coeanHeHne N3BecTHO kak CynbdanpoKCUnuH.

B knacce VIII:

ecnn Ry7=H, Ryg=2,4-anamnHo-6-kapbokcudeHnn, To JaHHOEe coegMHEHNE N3BECTHO Kak
CynbdaxpnsonavH,

ecnn Ry7=H, Ryg=2,4-anammnHoceHun, To AaHHOe CoeAnHEHUEe U3BECTHO Kak
CynbthamnooxpusonamnH,

ecnn Ry7=4,6-gnmeTunnupnmMmnamnH-2-mn, Rog=3-kapbokcn-4-rugpokcndeHmnn, To gaHHoe
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coegunHeHue u3BecTHo kak CanasocynbdaguMuamnH.

B knacce IX:

ecnn Ryg=0OH, R3;=COOH, To gaHHoe coeanHeHne N3BECTHO Kak n-AMuUHOcanuuunosas
KMcnoTa,

ecnn Ryg=0OH, R3p=rngpasunHkapboHurn, To gaHHoe coeqnHeHne N3BeCcTHO Kak n-
AMuHOCcanuuunrugpasua,

ecnn Ryg=0OH, Rzy=theHokcukapboHumn, To AaHHOe CoeANHEHNE N3BECTHO Kak
deHnnammHocanuuunar,

ecnn Ryg=0OH, R3y=4-(aMnHo)hbeHnncynbpmHumn, To AaHHoe CoOeaAnHEHNE U3BECTHO Kak 4,4'-
Cynb®OUHNNANAHUIUH.

B knacce X:

ecnu Rzy=amuHo, R3,=4-(rnapokcnatnnammHo)eHun, To JaHHOe COeAMHEHNE U3BECTHO Kak
2-n-CynbgaHnnnnaHnnmMHosTaHon,

ecnn Rzy=amuHo, R3,=-N=C(NH,),, To gaHHOe coeauHeHue u3BecTHO kak CynbdaryaHnauH,

ecnn R31=NH,-CH»-, R3,=amuHo, To faHHoe coeguHeHne n3secTtHo kak Madenua,

ecnn Rs=6eH3nnamuHo, Ry,=amnHo, TO JaHHOE CoeanHEHNE N3BECTHO Kak
BeHsuncynsamug,

ecnn R3;=amunHo, R3,=4-(kapOoKCMMeTMNaMUHO)(DEHNN, TO JaHHOEe COeAMHEHNE U3BECTHO Kak
AueaunacynbgoH,

ecnu Rz1=aMnHo, Rz>=4-aMnMHOMEHUn, To JaHHOe CoeIHEHNEe M3BECTHO Kak [lancoH,

ecnu Rzy=amuHo, R3,=4-(kapboKkcunponmoHunamMuHo)deHus, To JaHHoe CoeAuHeHne
n3BeCcTHO Kak CyKuncynbdoH,

ecnn Rz;=amuHo, R3,=4-ammHomMeTundeHun, To JaHHoe coeHEHNEe U3BECTHO Kak Nn-
CynbaHmnunbeH3nnammH,

ecnu Rz1=aMmnHo, R3,=2-amnHOTMa3on-5-un, To gaHHoe coegnHeHNe N3BECTHO Kak
TunasoncynbgoH.

B knacce XI:

ecnn R3,=CyHs, Rzz=amnHo, M=S, T0 aHHOe coeauHEHNE N3BECTHO Kak QTMOHaMMA,

ecnn Ri3y=H, R33=-NH-NH,, M=O, T0o gaHHOe coeanHeHne n3BecTHO Kak N3oHnasng,

ecnn R3,=C3H7, Rzz=amnHo, M=S, To jaHHOe coeauHeHne N3BecTHO Kak lNMpoTuoHamug,

ecnn R3p=H, R33=(XIA), M=0O, To gaHHOe coeauHeHne n3sectHo kak CynboHnasung,

ecnn R3p=H, R33=(XIB), M=O, T0 aHHOe coeanHeHne N3BeCTHO Kak Bepasug,

ecnn R3y=H, R33=(XIC), M=0O, To gaHHOe coeanHeHne U3BecTHO kak OnuHnasug,

ecnn R3y=H, R33=(XID), M=0O, To gaHHoe coeanHeHne n3BecTHo kak CanuHasng,

ecnu R52=H R53 ( E), M

ecnun R3>=H, R33= ( F), M

B knacce XII:

ecnu R37=Cl, To gaHHoe coegmHeHne N3BECTHO Kak KnnHgamnuuH,

ecnu R3;=0H, To gaHHoOe coeauHeHne N3BECTHO Kak JTMHKOMULMH.

B knacce Xllla:

ecnn Rig=aueTtun, Rsg=n3oBanepun, R4o=H, R44=H, TO oaHHOe coeanHeHne n3BeCTHO Kak
I[>xo3amunumH,

ecnn Rig=nponuonun, Rzg=nponuonun, R4=H, R41=H, T0o aaHHOe coeanHeHne n3BeCcTHO Kak
MugekamnuuH A4,

ecnn Rig=H, R3g=0yTnpun, Ryg=nponuonHun, Ry44=H, To gaHHOe coegnMHeHne N3BECTHO Kak
PokutamnyuH,

ecnn Rag=H, R3g=H, R4=H, R44=(XlllaB), To gaHHOe coeanHeHne n3BecTHo kak CnnpamuumH

O, To AaHHOEe CcoeaMHeHVe U3BEeCTHO Kak dypoHasma,
O, To faHHoe coeanHeHne U3BECTHO Kak [NnKoHnasua.

XI
Xl
Xl

ecnn Rag=aueTtun, Rsg=H, R40=H, R4¢1=(XlllaB), To gaHHOe coeanHeHne n3BecTHO Kak
CnvpamuuuH 1,

ecnn Psg=nponnoHun, P3g=H, R40=H, R41=(XlllaB), To 4aHHOe coeauHEeHNe N3BECTHO Kak
CnupamuuuH I,

ecnn Rig=H, R3g=u3oBanepun, R4=H, R41=H, TO 4aHHOe coeauHeHne n3BecTHO Kak
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JlekoMULUNH.

B knacce Xlllb:

ecnn R47=H, R4g=H, W=-N(CH3)CH,-, TO gaHHOe coeanHeHne n3BeCTHO Kak A3UTPOMULMH,

ecnn R47=CHa;, R4g=H, W=kapboHun, To JaHHOe coeanHEHNE N3BECTHO Kak KnaputpoMuumH,

ecnu Ry7=H, Ryg=H, W=kapboHun, To gaHHOe coeanHEHNE N3BECTHO KaKk QpUTPOMULIMH,

ecnn R47=H, R4g 1 W BMmecTe obpasytoT (XIlIbA), To aaHHOe coeanHeHne U3BECTHO Kak
OuputpomMuumH.

B knacce XlVa:

ecnn R4o=0H, R43=(S)-4-amuHo-2-rugpokcndytmpun, Ry=0OH, R4s=0H, T0 faHHoe
coefVHeHne U3BECTHO Kak AMMUKaLWH,

ecnn Ryo=amuHo, Ry3=(R)-4-amunHo-2-rugpokcnbytmpun, Ryu=H, Rys=H, To gaHHoe
coeguHeHne U3BecTHO kak ApbekaLH,

ecnn Ryy=amuHo, Ry3=H, R44=H, R45=H, TO gaHHoe coeanHeHne n3BecTHO kak [ubekauuH,

ecnn Ryy=amuHo, Ry3=H, R44=0H, R45=H, To naHHOe coeguHeHne n3BecTtHO kak ToOpaMuLMH.

B knacce XlIVb:

ecnn R4=-CH,OH, To gaHHOe coenHeHne M3BECTHO Kak AurnapocTpenToOMULIMH,

ecnun R4=-CHO, To gaHHoe coeanHeHne n3BecTHO kak CTpenToOMULIMH.

B knacce XI Vc:

ecnu R4=CHs;, To gaHHOe coeanHeHne n3BecTHO kak CNeKTUHOMULIMH,

ecnun R49=C4Hg, TO AaHHOE coeMHeHMe N3BECTHO Kak TpOCNEKTOMULIMH.

B knacce XIVd:

ecnn Rsp=H, R51=(XIVdA), To faHHOe coeanHeHne n3BecTHO kak MUKPOHOMULINH,

ecnn R5p=C,oHs, Rg1=3-aMnHo-6-ammHoMeTuUn-3,4-aurnapo-2H-nupax-2-un, To gaHHoe
coeinHeHne U3BECTHO Kak HeTunmuumH,

ecnn Rsp=H, R51=3-amnHo-6-amnHomeTnn-3,4-gurngpo-2H-nupaH-2-un, 1o gaHHoe
coegnHeHne n3BecTHo Kak CU3oMULINH.

B knacce XlVe:

ecnn Rsg=amunHo, R51=(XIVeA), To faHHOe coegMHEeHne n3BeCcTHO kak HeoMnumH,

ecnn Rge=0H, Rg1=(XIVeB), To naHHOe coeauHeHne N3BEeCTHO Kak MapoMuLmH,

ecnn Rgg=amunHo, Rg1=H, TOo gaHHOe coeamMHeHne n3BeCTHO kak PuboctammnumH.

B knacce XV:

ecnu Rs4=CHs;, To gaHHOe coeauHeHne n3BecTHo kak PndamnuH,

ecnun Rs4=LMKNONEHTUN, TO AaHHOE COeANHEHNE M3BECTHO Kak PudhaneHTuH.

B knacce XVla:

ecnn Xb=N, Rg5=H, R5s=OH, R57=P-D-pnbodypaHo3un, To gaHHoe coeanHeHNe N3BECTHO KakK
MHO3WH,

ecnn Xb=N, Rss=amumHo, RO=H, Rs;=4-aueTokcu-3-auetokcmumeTmn-1-6ytun, To gaHHoe
coefINHeHne U3BECTHO Kak PamMunKnoBup,

ecnn Xb=C, Rs5=H, Rsg=amunHo, Rs7=P-D-pnbodypaHo3un, To gaHHoe CoeaNHEHNE N3BECTHO
kak TybGepumanH.

B knacce XVIb:

ecnn Rsg=H, Rsg=p-D-2,3-ae30KkcnpnbodypaHosns, To JaHHOe COoeMHEeHNe U3BECTHO Kak
OnoaHo3uH,

ecnn Rsg=amuHo, R5g=CH,OCH,CH,OH, T0 faHHOe coeaMHeHne U3BeCTHO Kak ALUKNOBUP,

ecnn Rsg=ammHo, Rgg=CH,OCH,CH,OCOCH(NH5,)CH(CHjs),, To AaHHOe coeanHeHne
M3BeCTHO kak Banauuknosup,

ecnn Rsg=amuHo, R5g=CH,OCH(CH,OH)CH,OH, T0 gaHHOe coeauHeHne N3BeCTHO Kak
["aHumKnoBup.

MpegnoyTnTEnbHbIMU ABASIOTCA crieayowmne coeanHeHNS:

B knacce I:

ecnn R4=H, R,=OH, R3=CH;, R4,=OH, Rs=H, T0 gaHHOe coeanHeHne n3BecTHO Kak
JoKkcnumnknuH,

ecnu Ry=H, R,=0H, R3=H, R4=0OH, Rs=H, T0 gaHHoe coegnHeHne N3BECTHO Kak
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OxkcuTeTpaumKknmH,

ecnn R4=H, R,=OH, R3=CH;, R4=H, Rs=H, To gaHHoe coeanHeHne n3BeCTHO Kak
TeTpaymknuH.

B knacce Il:

ecnn Rg=uuknonponun, R;=H, Rg=F, Rg=(lIA) npn M=H, R4=H, X=Y=C, T0 naHHoe
coeiHeHWe U3BeCTHO Kak LiunpodnokcauuH,

ecnn Rg=C,Hs, R;=H, Rg=H, Rg=CHs;, R1o npeacraensieT cobor cBo6OAHYIO BAaNEHTHOCTb, X=
N, Y=C, To gaHHOe coeamnHeHne U3BeCTHO kak HanuaukcoBas Kucnorta,

ecnn Rg=C,Hs, R;=H, Rg=F, Rg=(llA) npn M=H, Rg=H, X=Y=C, T0 faHHoe coeguHeHne
M3BECTHO Kak HopdonokcauuH,

ecnn Rg BMecTe ¢ Ryg 06pasytoT 6uaneHTHbI pagukan (lIN), R;=H, Rg=F, Rg=(lIA) npn M=
CHs, X=Y=C, T0 faHHOe coeaunHeHne n3BecTtHo kak OdnokcauuH.

B knacce llla:

ecnn Ry1=H, R1,=Cl, Ry3=amuHo, Ri4=heHnn, Z=S, 10 JaHHOe coeauHEHNEe N3BECTHO Kak
Lledbaknop,

ecnn Ry4=H, R1,=CHj3, Ry3=amuHo, Ry4,=theHunn, Z=S, To gaHHOe coeanHeHne U3BECTHO KaK
LledhanekcuH,

ecnn Ry4=H, Ry,=(lllaC), R43=0H, R4=theHunn, Z=S, To gaHHOe coeanHeHne U3BECTHO KaK
LlecbamaHgon.

B knacce llIb:

ecnn R15=COOH, R4g=3T1eHnn, R47=-OCH,0COOH, X=N, Y=C, T0 JaHHOe coeauHeHNe
n3BeCTHO Kak Liecpukecumm,

ecnn P45=(CH3),CHOCOOCH(CH3)OCO-, R46=C5H5, R17=-OCHg;, X=N, Y=C, To gaHHoe
coeinHeHWe U3BeCcTHO Kak Lledbnogokcnm Mpokcetun,

ecnn R15=COOH, R46=(llIbF), R47=-OCHjs, X=N, Y=C, To 4aHHOe coeauHEeHNe N3BECTHO Kak
Llecboamamm.

B knacce lllc:

ecnn Rqg=(llIcF), R4g=(lllcN), To AaHHOe coeanHeHne U3BECTHO Kak LledhasonuH.

B knacce [Va:

ecnu Ryp=(IVaA) n Ry1=H, T0 gaHHOe coeanHeHne n3BecTHO Kak AMOKCULIMIIIINH,

ecnu Ryp=(IVaB) n Ry1=H, T0 gaHHOe coeanHeHne n3BecTHO Kak AMNULMISINH,

ecnn Ryp=(IVaM) n Ry4=H, To gaHHoe coefMHeHne N3BECTHO Kak AnanuunnuH.

B knacce IVb:

ecnu Ry,=H, Ry3=(IVbD), To gaHHoe coegmHeHne N3BECTHO kak MimmnneHem.

B knacce IVc:

ecnn R33=CHj, R34=CHj3, R35=H, R3,=CH3, TO faHHOe coeguHeHne n3BecTHO kak A3TpeoHam.

B knacce V:

ecnu R,4,=0CH;, To gaHHOe coeanHeHne M3BECTHO Kak TpuMeTonpuMm.

B knacce VI:

ecnn Ros=(VIE), To aaHHOe coeanHeHne U3BeCTHO Kak HudypdonuH.

B knacce VII:

ecnu Ryg=5-meTnnunaokcason-3-un, To gaHHoe coegnHeHne N3BECTHO Kak
CynbdameTokcasorn.

B knacce X:

ecnu Rz1=aMnHo, Rz>=4-aMUHOMEHU, To JaHHOe CoeHEHNEe N3BECTHO Kak [lancoH.

B knacce XI:

ecnn Rs,=CyHs, Rgz=amnHo, M=S, T0 aHHOe coeauHEHNE N3BECTHO Kak OTMOHaMMA,

ecnn Rsy,=H, Rs3=-NH-NH,, M=O, To AaHHOe coeanHeHne n3BecTHO Kak N3oHnasng.

B knacce XllIb:

ecnu Ry7=H, Ryg=H, W=-N(CH3)CH,-, To gaHHOe coeanHeHne N3BECTHO Kak A3UTPOMULINH,

ecnn Ry7=H, Ryg=H, W=kap6oHun, To JaHHOe coeauHEHME U3BECTHO KaK DPUTPOMMILMH,

ecnn R47=CHs, R4g=H, W=kapboHun, To JaHHOe CoeanHEHME U3BECTHO Kak KnapntpoMuumH.

B knacce XlVa:
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ecnn R4o=0H, R43=(S)-4-amuHo-2-rugpokcndytmpun, Ry=0OH, R4s=0H, T0 faHHoe
coeANHEHME M3BECTHO Kak AMUKaLMH,

ecnn Ryy=amuHo, Ry3=H, R44=0OH, R45=H, TO gaHHOe coeanHeHne n3BecTHO kak TobpaMuLmH.

B knacce XlIVb:

ecnn R4=-CHO, TO aaHHoOe coeanHeHne N3BeCTHO Kak CTPenTOMULMH.

B knacce XIVc:

ecnu R4=CHs;, To gaHHOe coeauHeHne n3BecTHO kak CNeKTUHOMULIMH.

B knacce XlIVd:

ecnn Rsp=CyHs5, Rg1=3-aMnHo-6-ammHomMeTun-3,4-anrnapo-2H-nupax-2-un, To gaHHOe
COeANHEHME N3BECTHO Kak HeTunmuuymH.

B knacce XlVe:

ecnn Rgp= amuHo, Rgq (XIVeA), To 4aHHOe coeuHeHe N3BeCTHO kak HeoMuumH.

B knacce XV:

ecnu Rgp=CHs, To gaHHOe coeanHeHne n3BecTHo kak PndamnuH.

B knacce XVla:

ecnn Xb=N, Rs5=H, Rss=OH, R57=B-D-pnbodypaHosunn, To faHHOEe cCoeanHEHNE U3BECTHO KaK
MNHO3UH,

ecnn Xb=N, Rss=amunHo, Rsg=H, Rs7=4-aueTokcn-3-auetokcnmetnn-1-6ytun, To agaHHoe
coeINHeHMe U3BECTHO Kak PaMLunKNoBup.

B knacce XVIb:

ecnu Rsg=H, Rsg=f-D-2,3-ae30kcmprnbodypaHosnn, To JaHHOe CoeAnHeHNe N3BECTHO KaK
OnoaHo3uH,

ecnn Rsg=amunHo, R3g=CH,OCH,CH,OH, To faHHOe coeaMHeHne N3BECTHO Kak ALMKIOBUP,

ecnn Rsg=amumHo, R5g=CH,OCH,CH,OCOCH(NH,)CH(CHs),, TO AaHHOe coeanHeHne
N3BeCTHO kak Banauuknosup,

ecnn Rsg=amumHo, R5g=CH,OCH(CH,OH)CH,OH, T0 AaHHOe coeauHEeHNE N3BECTHO Kak
["aHumKnoBuMp.

B knacce XVII:

O-2-amnHo-2-ge3okcn-q-D-rnrokonnpaHosun-(1—4)-0O-[3-ge3okcu-3-(MeTunammnHo) -o-D-
kcunonupaHo3nn-(1—6)]-2-gesokcu-D-cTpentamuH (FeHTamumumH A), (S)-2-amuHo-5-
[(@amMuHOMMUHOMeETUN)aMUHO]NeHTaHoBas kucnota (ApruHuH), (+)-2,2'-(sTuneHammMmmnHo)am-1-
oytaHon (3tambyTton), 1-ammHoagamaHTaH (AMaHTaauH), 2',3'-anae3oKkCuunTnamH
(3anbuuTabuH), MNMupasnHamua, MopdasnHamma, TenkonnaHuH, BaHkomunumH, MeTpoHugason.

Cnenyowmm o6 beKTOM N300peTEHNS ABMAKTCA HUTPATHbIE COMNN COeAMHEHUI, ABNAOLLMXCS
AHTUMUKPOOHBLIMUY, NPEANOYTUTENBHO aHTUBUPYCHBIMU, MPOTUBOIPUOKOBBLIMA U
aHTubaKTepmanbHbIMU areHTamu, Unu dapmaueBTUYeCcKMe KOMNO3nLMM Ha X OCHOBE, ANA
NPUrOTOBIIEHUA NEKAPCTBEHHbIX CPEACTB 3a UCKITIOYEHUEM HUTPATHLIX CONen QpUTPOMULINHA,
MN3oHnasnga, NupasnHamuga, MetpoHugasona, Aymknosupa.

B HacTosLwwem n3obpeteHun MoryT 6biTb Takke UCNOMb30BaHbl HUTPATHLIE COMK
COOTBETCTBYIOLLMX HATPOKCUMPON3BOAHBIX BbILLENEPEYNCIEHHBIX aHTUMUKPOOHBIX areHToB. JTu
HUTPOKCUMPOU3BOAHBIE XapakTEPU3YHTCS TEM, YTO MX MOMEKYNbI cogepKaT oauH unu donee,
NpeanoYTUTENBLHO OAMH 3aMeCTUTENb, nMmerowuin obiyyo dopmyny (I-N)

-B- (W) ,-ONO,
(I-N)

roe:

p pasHo 1 unu 0;

B=-Tg-Y-Tg-, rae Tg 1 Tg, 0AMHaKOBbI UNK pasnuyHbl; Tg ABNAETCA XUMUYECKON
PYHKLUMOHANbLHOM rpynnon, KOBarneHTHO CBA3AaHHOW C XMMUYECKOW Ui peakLMOHHOCNOCOOHOM
YHKLUMOHANbLHOM rpynnon MOreKynbl NEKapCTBEHHOrO BeLecTBa, U npeacrtasnset cobon (CO)
unu X, rae X=0, S, NH, npu ycnosuu, 4to X=(CO), ecnuv BcTynaroLlen B peakumto
dYHKLUMOHaNbLHOM rpynnon nekapcteeHHoro Belectsa saensetca OH, nnn NH,, unm SH; Tg
npeacrtaensaeT cobon X, ecnv BCTynatoLLeln B peakumnio yHKLMOHaNbHON rpynmnow
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nekapCcTBEHHOro BellecTBa ABNAeTcs kapbokcunbHas rpynna;
Tgi=(CO) i nn (X)ixy, FAE tX 1 txx paBHbl 0 nnn 1, npu ycnosum, 4to tx=1, ecnu txx=0,
n tx=0, ecnu txx=1; X Takon, kak ykasaHo BbiLUe;
Y sBnseTcsi GMBaneHTHONM CBA3YOLLEN MOCTUKOBOW FPYMMow, BbIGpaHHOW U3 creayoLmx

CTPYKTYp:

} Rorx Rrrrx

| |
-[C] nIX_Y3_ [C)prx ™
| |
Rorx! Rerrx:
(II-Y)
roe:

niX ssnsetca yenbiMm Yncnom ot 0 o 3, npeanoyTuTensHo 1;

nlIX asngaetcsa yensim yncnom ot 0 go 3, npegnoyTuTensHo 1;

R1ix» R1ixs R1ixy RTiix OAMHAKOBBI UM pasnuyHbl, U NpeacTaBnaioT cobor H, nMHenHbIn nnm
pasBeTBneHHbli C4-C,4 ankun; npegnoyvtutensHo Rrx, Rrix, Ryix, Rrux npeactaenaioT cobor H.

Y2 npencraenseT co6oit KonbLO, COAEPXKaLLee No MeHbLLell Mepe OauNH aToM a3oTa,
CMoCcoBHbIN K corneobpasoBaHuio; NpeanoyTuTenbHo Y npedcrasnset cobor retepoumknuieckoe
KoMbLUO, codepxallee OAMH UNu ABa aTomMa asoTa, KOTOPOoe MOXET ObITb HACbILLEHHbIM,
HEHaCbILLEHHbIM UM apoMaTUYeCKUM U COCTOUT 13 5 nnu 6 aTomMoB.

- AnkuneHoas rpynna R', rae R' npeactaBnsieT cobor NUHeENHbIA unu paseeTBreHHbIn Cq-Cog
ankun, npegnoytutensHo Co-Cg ankun, Heobs3aTenbHO 3aMeLLeHHbIV ogHon unu 6onee
cnepytowmx rpynn: -NHCOR3y, rae Rsy npeactaBnsieT coboi NUHERHbIR nnu
passeTBneHHbl C4-Cs ankun, -NH,, -OH;

- LmknoankuneHoBoe konbuo Cs-C;, HeobasaTtenbHo 3amelleHHoe R' roe R' Takon, kak
yKa3aHo BblLLe, npuyem oanH nnu 6onee atomoB C LIMKNOAMNKUIIEHOBOrO KonbLa MOryT ObITb
3aMmelLeHbl Ha reTepoaToMmb;

Ok
I (CHy) 5o —
/l\/

(CH,)

ni
(ITI-Y)
roe n3 asnsetca uenbim Yncnom ot 0 go 3, n n3' aBndeTtcsa uenbim Ynucrnom ot 1 go 3;

(CH,) 50 —
;;f S (CH,)

HOOC ) 3

(IV-Y)
roe n3 u n3' NPMHNUMALOT BbllleyKa3aHHble 3Ha4YeHus;

B : jp‘zy o
Ray
(V-Y)
roe:
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R4y npeactaenset cobori OH, H, ankokcn RgyO-, rae Rgy npeactaBnsaet cobon NMHENHbIN,
WK Pas3BETBIEHHbIN, UNK uuknudecknii C4-C4o ankun, npeanoytntensHo Rsy npeacraBnset
cobon meTun;

R,y npeactaensiet cobor NMHENHbIN unu passeTBneHHbIn C,-Cqqg ankeHuneH, cogepxaiyuin
OfHY unu 6onee ABOWHbLIX CBA3EN, NpeanoyYTUTeNnsHO Rzy npeactaBnsaeT cobon aTEHUNEHOBYIO
rpynny (-CH=CH-);

) Rig Rig

-CH-CH-CH,- (O-CH-CH-CH)

| |
ONO, ONO,

nf'

(VI-Y)
- -CH,-CH-CH,- (0-CH,-CH-CH,) -

! |

ONO, ONO,

(VII-Y)
- R
|

~CH-CH,- (O-CH-CH,) ;-

le

1f

(VIII-Y)

- Rys

-CH,-CH- (0-CH,-CH) -

|
le
(IX-Y)

roe Rq=H, CHs, a nf saBnsetca yeneim yicnom ot 0 go 6, npegnoytutensHo ot 0 Ao 4;

W, nmetowmii popmyny (I-N), sBnaetca buBaneHTHbIM pagukanom -Te-Yr-, rae:

Tc=(CO), ecnn tx=0, Tc=X, ecnu txx=0;

npu ycnosuu, 4to B oopmyne (I-N), ecnm p=1, Yt otnuyaetca ot Y, 1 B GMBaNeHTHOM
pagvkane B:

-'Y npegctaenset cobon R', Takon, kak ykaszaHo Bbllwe, umetowmnin samectutens NHCORy,
npeanoyTuTensHo R' npeactaenset cobor C, HackIWeHHbIM ankun n Rsy npeactasnset cobon
CHj; Tg=S; T, npeactaenset cobon -CO-; npeanodtutensHo Y npeacrasnseT
cobon -CH3;-CH(NHCOCHS3)m B B dhopmyne (I-N) npegnodtutensHO UMEET CneayoLLyto

CTPYKTYpY:
0

~
b

NHCOCH,

(X-Y)
nnm
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-'Y aBnsetca buBaneHTbIM pagukanom, nmetowmm dpopmyny (V-Y), rae Ryy npeacrasnset
cobori ORsy 1 Rgy NpeacTtaBngaet cobon npegnoyvtutensHo CHj, Roy npeactasnset cobon
rpynny -CH=CH-; npegnoytutensHo Y umeeT cneaytowyo doopmyny:

T

OMe
(KI-Y)

MpeanoututensHo Y2 B dpopmyne (11-N) BoiGpaH 13 crneayoLmx GBaneHTHbIX paanKanos:

Y ALY ) X LT

(Y1) (v2) (Y3) (Y4) (Y3) (Y6)
SRS RS B,
; ; | — : T

e

N N KN/) kI\J{/N N
(Y7) (Y8) (Y9) (Y10) (Y11)
(Y12) (Y13) (Y14) (Y15)

MpeanoututensHo Y* npeactaenseT coboit 6-4neHHOe apoMaTieckoe KombLo, coaepxallee
OOMWH aTOM a30Ta U UMetoLLee ABe CBOBOAHbIX BaNleHTHOCTU B CreyoLmxX NonoxeHnsx: 2,6; 2,3;
2,5.

MpegnouTtntensHo Y3 npeacraenset codon Y12 (nmpyuavn), 3ameLLeHHbIN B MONOXEHUAX 2 U
6.

Y1 (nnpason) MOXeT ObITb 3,5-gM3ameLLeHHbIM.

CnegyoLimMM 00 bEKTOM HACTOSILLErO M30OpETEHNS ABNATCA HUTPATHbBIE COMK
HUTPOKCUMPOU3BOOHbIX BblLLENEePEUYNCNEHHbIX aHTUMUKPOBHBLIX COeANHEHNIA, NPeanoYTUTENbHO
UMEIOLLMX aHTUBUPYCHYIO, NPOTMBOrPUBKOBYIO U aHTMBaKTepuanbHyo akTUBHOCTb, UMK
hapmaLeBTUYECKME KOMMO3NLUN Ha X OCHOBE ANdA MOSyYeHUs NekapcTBEHHbIX CpeacTB 3a
UCKIIOYEHNEM HUTPATHBIX CONEN HUTPOKCUMPOU3BOAHbIX QpUTpPOMULIMHA, M3oHMasmaa,
MupasnHamuaa, MeTtpoHungasona, Auuknosupa, ecnu B popmyre (I-N) p=0.

MpousBogHble aHTUBaKTepuanbHbIX areHToB, UMEIoLLME B CBOMX MOFeKynax oauH unu bonee
3amectutenen copmynsl (I-N), MoryT ObITb NOMy4YeHbl B COOTBETCTBMM C U3BECTHLIMU METOAAMMU,
N3BECTHbIMU N3 YPOBHSI TEXHUKM.

B obLiem cny4yae, ecnv B Morekyne nekapCTBeHHOro BellecTsa unu B 6MBaneHTHOM
pagukane B unn W cdopmynbl (I-N) cogepxutca 6onee 4yem ogHa peakuynoHHocnocobHas rpynna
COOH wu/unun HX, rae X Takon, Kak yka3aHo BbllLe, YKa3aHHbIe peakLUMOHHOCMNOCOOHbIE rpynnbl
OOMKHbI ObITh 3aLLMLLEHbl Nepes NPOBEAEHMEM peakLumn Npy NoOMOLLM METOA0B, U3BECTHbIX U3
YPOBHS TEXHUKW; Hanpumep, kak onucaHo B nybnukaumm Th. W. Greene: "Protective groups
in organic synthesis", Harward University Press, 1980.

AuunranoreHnpbl Nofny4varT B COOTBETCTBUN C METOAAMM, XOPOLLO N3BECTHLIMU U3 YPOBHS
TEXHWKW, HanNpumep Nnpy NoMoLLy TUoHUnMnn okcanunxnopuaa, P" unn PV ranorennaos,
NPOBOAS PEeaKLMI0 B MHEPTHBLIX PACTBOPUTENSIX, HAaNnpMMep, TakUxX Kak Tonyorn, XriopodopmM,
OM®PA n 1.4.

1) Ecnn peakyMoHHOCNOCOBHOM XMMmnyeckor oyHKLUMeN nekapcTBEHHOro BeLLecTBa ABNseTcs
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kapbokcunbHas rpynna n p=0 B popmyne (I-N), TO COOTBETCTBYOLLME HUTPOKCUNPON3BOLHbIE
MOryT ObITb NOMNYyYEeHbl NPU NOMOLLM CREAYHOWNX METOLOB:

1a) Kucnota RCOOH (rae R - pagnkan nekapCTBEHHOro BELLECTBA) U raroreHoCcnmMpToBoe
npoussogHoe, umetowlee popmyny HO-Y-Hal, roe Y Takoi, kak ykasaHo Bbiwe, a Hal agnaetcsa
aToMOM ranoreHa, Hanpumep, Cl, Br, |, MoryT 6bITb COeaANHEHLI C 06pa3OBaHNEM CIIOXHOIMO
achmpa, nmetowero copmyny (1/C), nytem o6paboTkmn gernapaTUpyOLUM areHToM, TakuM Kak
N,N'-kap6oHunguumugason (CDI), N-rugpokcrnbeH3oTpuason n guyuknorekcunkapbognmmmng
(DCC) B npucyTCcTBMM KaTanuaaTopa KoHAEHCaUUKW, Takoro kak 4-guMmeTunaMmmHonmpuaomH
(DMAP), B pacTBOpUTENE, TakoM Kak, Hanpumep, OM®A, TI®, xnopodopm 1 T. 4. Npu
TemnepaType B guanasoHe ot -5°C go 50°C.

CDI,HO-Y-Hal
RCOOH  ----n-mnnnv- ——= R-C0-0-Y-Hal (1/C)

1.b) AnbTepHaTnBHbIM 06pa3om kncriota RCOOH mMoxeT ObiTb CHadana npeepatleHa B COflb
LLIEeNIOYHOro MeTanna, Hanpumep, HaTPUEBYHD UM KanmeByo COrb, U 3aTEM BBEAEHA B peakumio C
OuranoreHnpon3BogHbIM, umetowmnm obuyto popmyny Y(Hal),, rae Y n Hal Takue, kak
yKa3aHo BblLLE.

R-COONa+Hal-Y-Hal------------ R-CO-0-Y-Hal (1/B)

1.c) AnbTepHaTnBHLIM 0Opa3oM KMcnoTa MOXET OblTb CHavyana npespalleHa B XopaHrnapua,
nmetowmnin chopmyny R-CO-CI (rae R - pagmkan nekapcTBEHHOro BellecTsa), U 3aTeM BBeAeHa BO
B3aMMofencTamne c rarnoreHocnupTom, umetowum cgopmyny HO-Y-Hal, unu anonom, umetoLmm
dopmyny HO-Y-OH, raoe Y Takol, kak ykasaHo Bbllwe, a Hal sasnsetca atomom ranorena (Cl,

Br, I):
R-COC1+4+HO-Y-Hal  ------------ —= R-CO-0-Y-Hal (1/A)
R-COC1+HO-Y-OH ------------ — = R-CO-0-Y-OH (1/A")

1.d) Kucnota RCOOH n guranoreHcogepkaliee coegmHeHme, nmetowlee popmyny Hal-Y-Hal,
roe Y un Hal Takue, Kak ykasaHo Bbille, MOXXHO CKOHOEHCMPOBaTbL B MPUCYTCTBUN OCHOBAHWS C
obpasoBaHMEM CIOXHOIo admpa, B OpraHUYeCcKnUX pacTBOPUTENSAX, MHEPTHLIX B YCNOBUSIX
OaHHON peakuun, B COOTBETCTBMM CO CrieaytoLLen CXeMOMN:

RCOOH+Hal-Y-Hal ------------ — R-COO-Y-Hal (1/D)

1.e) Ecnu coeguHeHue, nonyyeHHoe B BbILLEOMMUCAHHbIX peakuusx, umeeT dopmyny R-COO-
Y-Hal, To cooTBeTCTBYOLWME HUTPOKCUNPOM3BOAHbBIE NONYYaOT NYTEM B3aMMOOENCTBUSA
coeanHeHms R-COO-Y-Hal ¢ AQNO3 B opraHnyeckom pactBoputene, TakOM Kak aLeTOHUTPUN
unu TeTparngpodypaH, B COOTBETCTBUN CO CNeayoLen CXemo:

R—COO—Y—Hal+AgNg ------------ — R-CO-0-Y-NQ

1.f) Ecnn coeamHeHus, nonyyeHHble B BblLLEONUCAHHbLIX peakumsax, umetot popmyny R-COO-
Y-OH, ruapokcunbHyto rpynny cHavana ranoreHupytoT, Hanpumep, nytem peakuyuu ¢ PBrs, PClg,
SOCl,, PPh3+l,, a 3atem BBogAT B peakuuio ¢ AQNO3; B opraHM4eckom pactBoputene, TakoM
KaK aLueTOHUTPpUN unu TeTparngpodypaH.

2) Ecnn B cbopmyne (I-N) p=0, n ceobogHas BaneHTHOCTb rpynnbl R 3aHATa ruapoKCUbHON
rpynmnomn, To MeTobl CMHTe3a COOTBETCTBYIOLLMX HUTPOKCUMPOU3BOAHbLIX ABMASKOTCS
cnegyoLwmMu:

2.a) lNlekapctBeHHoe BelecTBo chopmyrbl R-OH u ranoreHkucnota dhopmynel Hal-Y-COOH
unu rugpokcukucnota opmynsl HO-Y-COOH, rge Y u Hal Takue, kak ykasaHo Bblille, MOryT
coyeTaTbCsl B COOTBETCTBUU C PEAKLMAMU, N3BECTHBIMU U3 YPOBHSA TEXHMKW, YTO MPUBOAMUT K
acpupam cdoopmyn (2/A) nnu (2/B), B COOTBETCTBUN CO CrEAYOLWLMMN CXEMAMMU:
R-OH+Hal-Y-COCl ------------ — R-0CO-Y-Hal {2/R)

R-OH+HO-Y-COCL  --------o--- ——= R-0CO-Y-OH (2/R)

2.b) Ecnn coegmHeHuns, nonyyeHHbIe B BblLLEONMUCAHHBLIX peakuunsax, umetot oopmyny R-OCO-
Y-Hal nnn R-OCO-Y-OH, TO UX HUTPOKCUMPOU3BOAHBbIE NONYyYatoT TaK, Kak 3TO ONUCaHO B
pasgenax 1.f n 1.e cooTBETCTBEHHO.

3. Ecnu B bopmyne (I-N) p=1, n peakumoHHOCNOCOOHOW rpynmnoin B Mosnekyne
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NeKapCTBEHHOroO BeLlecTBa ABMsETCs kapboKkcunbHas rpynna, MeToAbl CUHTE3a AN NonyyYeHns
COOTBETCTBYHOLUNX HATPOKCUNPON3BOAHLIX SBMISAIOTCA Cneayowumm:;

3.a) Kucnota cdopmynsl RCOOH moxeT 6bITh CHavana npespalleHa B XxfiopaHrnapug
dopmynel R-CO-CI (roe R sBnsieTca pagukanom nekapcTBEHHOro BelllecTBa), a 3aTeM BBeAeHa B
peakuuto ¢ coegnHeHmem copmynbl HX-Y-COOH B cOOTBETCTBUM C METOA4AMU, U3BECTHBIMU U3
YPOBHS TEXHUKW, YTO MPUBOAUT K NonyyeHuto coeguHeHnst popmynesl R-CO-X-Y-COOH, koTtopoe
npeBpaLlalT B COOTBETCTBYHOLLYIO HATPUEBYIO COMb M 3aTeM BBOAAT BO B3aUMOLEWCTBME C
coeanHeHveMm gopmynbl Hal-Y-Rgy, rae Hal u Y+ Takue, kak ykasaHo Bbille, a Rgy
npencrtaenseT cobown Cl, Br, nog, OH:

R-COHal+HX-Y-COOH------------

R-CO-X-Y-COOH (3.A)

R-CO-X-Y-COONatHal-¥-R, ----------

R-CO-X-Y-CO-Y,-R, (3.2")

Ecnn RgY=0H, 1o coeguHeHne copmynbl (3.A') ranoreHnpyroT Tak, Kak OnmcaHo Bbille B
pasgene 1.f); ecnu Rgy=Hal, T0 coeamHeHune dopmynsl (3.A") BBoaaTt B peakuuio ¢ AgQNO; B
OpraHn4yeckoM pacTBopuTene, TakoM Kak aleTOHUTPUN unu TetTparngpodypaH.

3.b) Ecnn Y1 aBnsetcs nuHelriHbiM C4 ankumneHoMm, To KUcnoTty dopmyrbl (3.A) BBOOAT B
peakuuto ¢ TprdeHnNochHOM B NPUCYTCTBMU ranoreHnpyioLLero areHTa, Takoro kak CBry
unu N-6pomcyKuuHUMKA, B TeTparnapodypaHe, HenocpeacTBEHHO Moryyast coeamHeHne
dopmynel (3.A"), rae RgY=Br, n ykasaHHOe coeuHEHNE 3aTeM MNpeBpaLlatoT B
COOTBETCTBYIOLLIEE HUTPOKCUNPOU3BOAHOE, KaK 3TO OonucaHo B pasgene |.e.

4) Ecnn B cbopmyne (I-N) p=1, n peakumoHHOCNOCOOHOM rpynnoin aHTnbakTepuanbHOro
nekapcTBEHHOro BellecTBa ABMSETCH MAPOKCUNbHas rpynna, MeToabl cMHTe3a Ang nonyvyeHus
COOTBETCTBYHLLMX HATPOKCUMPON3BOAHbIX SBNATCA CReayoLLuMm:

4.a) NlekapctBeHHoe BelecTBo chopmynbl R-OH n ranoreHanrnapug coopmynel HX-Y-COHal,
roe Y n Hal Takve, Kak ykaszaHo BbliLLEe, MOFYT coveTaTbCs B COOTBETCTBUM C METO4aMM,
W3BECTHLIMU U3 YPOBHS TEXHUKM, YTO MPMUBOAUT K NonyyeHunto acoupa gpopmyrnsl R-O-CO-Y-XH
(4/A), koTOpbIl 3aTeM BBOAAT B peakuuio ¢ coeanHeHnem popmynbl Rgy-Y-COHal, rae Rgy u Y1

Takne, Kak yka3aHo Bbille.
R-OH+HX-Y-COC1l ~------------ — R-0-CO-Y-XH (4/A)

R-0-CO-Y-XH+R-Y  CO-Hal-----oooooo- — R-0-CO-Y-X-CO-Y-Ry, (4/A7)

4.b) AnbTepHaTMBHbIM 06pa3om, nekapcTBeHHoe BelecTBo R-OH BBOAAT BO
B3anmogencTtaune ¢ coeanHeHmem copmynsl HX-Y-COOH, rge X 1 Y Takue, Kak yka3aHo Bbille, B
NPUCYTCTBMM ANLMKIOrekcunkapbogmmmmnaa, Kak 3To onucaHo B pasgene 1.a, nony4as
coeanHeHue opmynel R-O-CO-Y-XH, koTopoe 3aTeM BBOAAT B peakuuio ¢ coeguHeHnem
dopmynbl Rgy-Y1-COCI, rae Rgy 1 Y1 Takue, Kak ykasaHo Bbille, YTO NPUBOAUT B UTOre K
creflylolemMy COeAHEHMNIO: R-0-CO-Y-X-CO-Y,-Ry, (4/B)

Ecnn Rgy=0H, T0 coeanHeHune, cootBeTCTBYIOLLEE hopmyrie (4/B) unum (4a'), ranoreHmpytor,
Kak onucaHo Bbiwe B pasgene 1.f; ecnu Rg=Hal, To coeanHeHne cdopmynbl (4/B) BBOOAT B
peakuuto ¢ AGQNO3 B opraHM4eckom pacTBopuTere, TakoM Kak aueTOHUTPUN Unm
TeTparmgpodypaH. HUTpokcnnponssogHble aHTUDaKTEpUansHOro areHTa MoryT ObiTh Takke
noslyYeHbl B COOTBETCTBUM C METOAAMMN CUHTE3a, onncaHHbiMn B WO 95/30641, BKMOYEHHOrO
Clofla B Ka4eCTBe CCbIfKM.

B kauecTBe conew nnym KOMMNO3MLMIN Ha UX OCHOBE MO HACTOSILLEMY U300PETEHMIO TaKKe MOTYT
ObITb MCMONBb30BaHbI OAMH MM Gonee N30MePOB BbILLEONUCAHHBIX aHTUMUKPOOHBLIX COeANHEHNI,
BKITIO4as, €Criv BO3MOXHO, ONTUYECKNE N30Mepbl.

HuTpaTHble conu no HacTosLeMy nsobpeTeHuto cogepxaTt kak MUHUMYM OAWH MOfb HATpaT-
WOHa Ha Monb coeauHeHus. [peanoYTUTENbHO COOTHOLLEHNE YMCTa MOSen HUTpaT-MoHa U Yncna
Moren npeglecTBEHHUKA COCTaBnseT OAuH K ogHoMy. Conu, umetoLme 6onee BbICOKOE
MOMSPHOE OTHOLLEHWE, MONyYaloT, eCriv B MOfeKyne npucyTCcTByeT Bonbliee YNCNo ammHOrpynm,
[0CTaTOYHO OCHOBHbIX 4118 TOro, YTo6bl 06pas3oBbIBaTh COMMU.

Conu no HacTosLeMy n3o0peTeHno MOryT ObITb BKITHOYEHbI B COTBETCTBYHOLLME
hapmaLieBTUYECKME KOMMO3NLMM B COOTBECTBUM C METOANKAMMU, XOPOLLO N3BECTHBIMU U3 YPOBHS
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TEXHUKMW, Hapaay ¢ OOblYHBIMM HAMOMHMUTENAMMU; CMOTPK, Hanpumep, "Remington's
Pharmaceutical Sciences 15aEd."

MpealwecTBEHHNKM CoNen, NpUHaanexalume K BbllleyKka3aHHbIM Knaccam, nosy4varoT B
COOTBETCTBMUN C MeTogamMu, onucaHHbiMu B Merck Index 14a Ed., BkntoYeHHbIM ctoga B KayecTBe
CCbISIKN.

HuTpaTHble conu aHTubakTepuarnbHbIX COeQMHEHUI NOMNy4aloT B COOTBETCTBUM CO
cnegyrowumMmn MetTogamu.

Ecnn coeguHeHmne, KOTOpoe NoanexuT NpeBpaLLeHnto B CoMb, JOCTYMNHO B BUuae cBOGOOHOro
OCHOBaHWA, pacTBOPMMOIO B OpraHM4YeCcKOM pacTBOpUTENE, KOTOPLIN NPeanoYyTUTENbHO He
COOEPXKNUT MMOPOKCUNBHBIX FPYNM, HaNnpuMep, aueToHnTpune, aTunawletaTe, TeTparngpodypaHe u
T.M., TO COMb MOMYy4aloT NYTEM pPacTBOPEHUSA 3TOM0 COEAMHEHUSA B pacTBOpuUTEne Ao
KOHLIEHTpauuK, npeanovtTuTensHO paBHon unu npesbiwatowern 10% (mac./06.), gobaeneHus
KOHLIEHTPUPOBAHHOW a30THOW KUCIOTbI B KONMYECTBE, COOTBETCTBYIOLLEM YMCIY MONEN
CNOCOBHbIX K CONneobpa3oBaHNIO aMUHOMPYNM, NMPUCYTCTBYOWMX B COEANHEHNN. A30THYIO KUCIOTY
npegnoyYTUTENbLHO PacTBOPSOT B TOM Xe pacTtBopuTtene. NpeanoytutensHO BO BpeEMS Unn nocre
pobaBneHnst TeMnepaTypa pacTBopa nogaepxusaetca B gnanasoHe 0°C - 20°C. OObI4HO
NPoAYKT BblAENAT NyTeM puUnbTpaumm 1 NPOMbIBAOT PacTBOPUTENIEM.

B cny4yae, ecnu B ykasaHHbIX pacTBOPUTENAX COeQUHEHNE aBMnseTCa cnabopacTBOPUMbIM Un
OOCTYNHO B hopMe cnabopacTBOpPUMON Conm, MoryT 6biTb MCNOMb30BaHbl COOTBETCTBYOLLME
CMECW C pacTBOPUTENSMN, codepXKaLllMMn rMapoKCUIbHyo rpynny. MNpumepbl Takux
pacTBopuTenen - MeTaHor, atTaHon 1 sBoga. OcaxgeHne HUTPaTHOW CONMU MOXET BbiTb YCKOPEHO
nytem pasbaBneHnsa cMecu, Nnofly4eHHoW B pesynbTaTte obaBrneHnst a30THOW KACIOTbI,
anonsipHbIM pacTBOpPUTENEM.

Ecnu ncxogHoe coeguHeHue siBAsieTCA rmapoxopnaomM, BO3MOXHO MOfyYeHNne HATPaTHOM
conuv nyTemM HenocpeacTBEHHOro AobaBneHns HUTpaTa cepebpa K pacTBopy coeauHeHus. Nocne
OTUNBLTPOBLIBAHUA Xropuaa cepebpa pacTBOP KOHLEHTPUPYIOT M OXNaxdatoT ANs BblaeneHnst
HUTPATHOW CONu.

Ecnn ncxogHoe coeguHeHue ABMSIETCS COMbl, TO COOTBETCTBYHLLLEE OCHOBaHNE MOXET ObITh
nonyyeHo nytem obpaboTKM HaCbILEHHBIM pacTBOpOM BukapboHaTta unm kapboHaTa HaTpust nnm
Kanua nnu pasbasneHHbLIM pacTBOPOM MMAPOKCMAA Kanusa unu Hatpus. OCHoBaHWe 3aTtem
SKCTParvpyoT NoaxoasaLmMmM OpraHM4eckMm pactTBoputenem (Hanpumep, ranoreHMpoBaHHbIMU
pacTBoOpUTENs MU, CAOXHBLIMU 3hnpamm, NPOCTbIMAU dhupamu), a 3aTeM BbICYLUNBAIOT.
OpraHu4yeckunii pacTBopuTENb yNapmBaloT 1 ganee obpabaTtbiBaloT B COOTBETCTBUN C
BbILLIEONMCaHHbIMK NpenapaTMBHbIMWU METO4AMN, HAYMHASA C PpaCTBOPEHNSA OCHOBaHWS B
aueToHUTpUIEe NN B ApYroM BbllleykasaHHOM pacTBOpUTENeE.

CoeanHeHnst 1 KOMMO3NLUKN NO HaCTOoSILLIEMY M300pEeTEHNIO MOTYT OblTb MCMONb30BaHbI ANs
CUCTEMHOIO NPUMEHEHWS, HAaNnpPUMepP, OHWU MOTyT BBOAMUTLCS Yepe3 poT B COCTaBe
NeKapcTBEHHbIX POPM, N3BECTHLIX U3 YPOBHSA TEXHUKN, TaKWX, HAaNnpuMep, kak Tabnetkn unm
Kancynbl, N1 NapeHTepanbHbIM MyTEM, HAaNpUMep, BHYTPMBEHHO MW BHYTPUMbILLEYHO B BUAE
CTEPUIbHbIX anupPoreHHbIX oM3MoNorMyecknx pacTBoOpoOB, K KOTOPbIM HeobA3aTenbHO fo6aBNAlT
Opyrve HanonHUTENN, N3BECTHbIE U3 YPOBHA TEXHUKMN.

B03MOXHO MCMONb30BaHME HUTPATHBLIX CONel MO HacTosLWEMY N300peTEHUIO AN MECTHOrO
HaHeceHus, B oopMe rernen unv Kpemos, Unu asposorien (NyTem uHransayuu).

Kak ObIno ykazaHo, coeanHEeHNs Mo HaCTosLLEMY U300peTEHMIO MOTYT ObITb UCMOMNBb30BAHbI
ONa Tepanuu Tex e caMblX NaToNornin, Ansi NeYeHnsa KOTOPbIX NCMNOMNb3YHTCA UX
aHTUMMKPOOHbIE areHTbI-NpeaLwecTBeHHMKN. OAHAKo NOCKONbKY NPOAYKTbl HACTOSALLEro
n3obpeTeHnst 06nagaoT NOBLILLEHHOW aKTUBHOCTBIO, OHM MOTYT ObITb UCMOMNb30BaHbl AaXe B
NMOHMXEHHbIX A03ax. B 9TOM COCTOUT MX NpenmyLLecTBO, KOTOpOe No3BonsieT naberatb NOGOYHBLIX
3hbheKkToB, YNOMUHABLUNXCS BbILE A8 UX NPeALleCTBEHHMNKOB.

Cnepnytouwme npumMepbl NPMBOOATCS TOJLKO C LENbio UITCTPaLUmMm HacTosLWwero n3aobpeteHms
W He OorpaHnYMBaloT NocregHee.

NMPUMEPBbI

Mpumepbl nony4yeHus
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NMPUMEP 1

MonyyeHne HuTpaTHOM conu LlecbanekcuHa

K pacteopy LedanekcuHa rugpoxnopuga (3 r, 13,02 mmornb) B cmecu aletoHntpuna (150
Mn) n TeTparngpodypara (150 mn) godaensaoT HUTpAT cepebpa (2,22 r, 13,06 mmonb) 6e3
poctyna ceeTa. [NepemewunBatoT pactBop B TedeHne 30 MUHYT Npu KOMHATHOW TemnepaType,
3aTeM oTUNBTPOBLIBAKOT Xropug cepebpa 1 KOHLEHTPUPYIOT pacTBOP NPY MOHWXKEHHOM
OaBneHnn 4o nonoBuHbI UCXoAHOro oobemMa. [obaenstoT aTnnoBbin acdurp (100 mn), oxnaxgaroT
cmecb o 5°C, a 3aTeM OoTUNLTPOBLIBAIOT BbiNaBLUUK 0cafoK. [locne BbiCyLLIMBaHUS NOMny4atoT
4,3 r HuTpaTHoi conu LledhanekcuHa B Buae amopdHoro Teepaoro sewectsa. Boixog 80%.

OnemeHTHbIN aHanua ans CqgH1gN4O,S:
PaccuutaHo, %: C 46,83; H4,42; N 13,65; S 7,81
HangeHo, %: C46,81; H4,44; N 13,63; S7,80

NMPUMEP 2
MonyyeHne HUTpaTHON conu KnuHgamuuymHa
CoeagunHeHue nonyyatoT n3 KnuHgamuyuHa rugpoxnopuaa (3 r, 6,5 Mmonb) nytem
pacTBopeHus nocrneaHero B ataHone (100 mn) 1 nocneaytowero gobaeneHnsa HATpaTa cepebpa
(1,12 r, 6,59 mmonb). JansHeliwas npouenypa onvcaHa B [Npumepe 1. MNonyyaoT HUTPATHYIO
conb KnuHgamunumHa B BUuae amopdHoro Teepaoro Bewectea. Boixog 70%. OnemMeHTHbIM aHanus
ansa C13H34C|N303S:
PaccuutaHo, %: C 44,30; H7,02; Cl 7,26; N 8,61; S 6,57
HawpeHo, %: C44,32; H7,03; Cl7,23; N 8,62; S 6,55

NMPUMEP 3

MonyyeHne HUTpaTHON conn AMOKCULMNIIMHA

CoeaunHeHne nony4aroT 13 AMoKcMUMNNuHa rugpoxnopuaa (2 r, 4,98 Mmornb) nytem
pacTBOpeHMs nocrnegHero B cMecu aueTtoHntpuna (80 mn) n tetTparmgpodypana (80 mn) ¢
nocregywoLwmm gobasneHnem HuTparta cepebpa (0,850 r, 5,0 mmonb). JanbHerwas npoueaypa
onucaHa B lNMpumepe 1. MNMony4atoT HUTpaT AMOKCUMUMMNNWHA B BUAe aMopdHOro TBepAoro
BellecTtBa. Boixog 78%.

OnemeHTHbIN aHanus ans CigHogN4OgS:
PaccuutaHo, %: C 44,86; H4,71; N 13,08; S 7,48
HangeHo, %: C44,89; H4,74; N13,11; S7,45

NMPUMEP 4

Mony4yeHue HUTpaTHOW conu TeTpaunknuHa

CoeaunHeHuve nonyyatoT U3 TeTpauumknuHa rugpoxnopuga (2 r, 4,16 Mmons) nytem
pacTBopeHus nocnegHero B metaHone (100 mn) ¢ nocnegywowmmMm gobaBneHmem HUTpaTa
cepebpa (0,71 r, 4,17 mmons). JanbHenwasa npoueaypa onucana B Npumepe 1. MonyyatoTt
HUTpaTHYI0 conb TeTpauuknuHa B Buae amopdHoro Teepaoro Bewectsa. Beixog 60%.

OnemeHTHbIM aHanms ansa CooHosN3O44:
PaccuutaHo, %: C 52,07; H 4,97; N 8,28
HawpeHo, %: C 52,05; H 4,99; N 8,30

NMPUMEP 5

lMonyyeHne HUTpaTHOW conu KnaputpomuumHa

K pacteopy KnaputpomuumHa (2 r, 2,67 mmorb) B cmecu aletoHuTpuna (50 mn) n
xnopodpopma (80 mn), oxnaxgeHHomy o 0°C, gobasnsatoT pacteop 65% HNO3 (0,2 mn) B
auetoHuTpune (5 mn). Nocne go6aBneHusa oxnaxageHue yompatoT U nepemMeLlnBaoT CMeChb npu
KOMHaTHOM TemMnepaType B TedeHne 2 YacoB. PacTBopuTenb ynapuearoT Npu NOHUKEHHOM
naeneHun. OctaTok pacTBopAlT B xnopodopme (50 mn) n 3atem [o6aBNAOT 3TUMOBbLIA adhmp
(50 mn). OxnaxgarT cMmecb 40 5°C n oThunbTPOBbLIBAOT BbiNaBLMin ocagok. MNocne
BbicyLumMBaHuA nony4yatot 1,83 r (2,26 MMonb) HUTpaTHOW conn KnaputpomuumHa B BUae
amopdHoro TBepgoro Bewjectsa. Boixog 80%.

OnemeHTHbIN aHanu3 ans CigH7gN>O46:
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PaccuutaHo, %: C 56,28; H 8,70; N 3,45
HangeHo, %: C 56,25; H8,72; N 3,46

NMPUMEP 6

Mony4yeHue HUTpaTHOW conu LinnpodnokcayuHa

K cycneHnaun LnnpodonokcaymHa rugpoxnopuaa (2 r, 5,4 mvmons) B guxnopmetade (200 mn)
pobasnaoT TpuatunamuH (0,9 mn, 6,5 mmons). NepemelumBatoT pacTBop B TedeHne 30 MUHYT.
MpombiBatoT pacteop Bogou (100 M), BbICYLUMBAIOT OpraHNYeckuii Cnoin cynsgaTtomM HaTpus u
3aTeM ynapuvBaloT B Bakyyme, nony4vas COOTBETCTBYOLLEE OCHOBaHWe LiunpodnokcaumHa (1,03
r). PacTBopsiloT BeLecTBO B cMecu aueToHuTpun (60 mn) / TeTparngpodypaH (50 mn),
oxnaxgarT pacTBop Ha negsHon 6aHe n 3atem obpabateiBatoT pactBopoM 65% HNO; (0,220
Mn) B aueToHuTpune (5 mn). NepemelwnBaloT pacTBop Ha xonoge B TedeHue 30 MUHYT, nocne
yero o6aBnsT aTUNOBLIN 3dup. OTHUNLTPOBLIBAKOT BbiNABLLUMI TBEPAbIA OCAA0K, MPOMbIBAKOT
ero 3bMpom 1 BbICyLLMBatOT B Bakyyme. [Mony4vatoT 1,2 r HUTpaTHOW conu LiunpodnokcaunHa B
Buae amopdHoro Teepaoro Bellectsa. Boixoa 45%.

AnemeHTHbIN aHanus ans Cq7H 19gN4OgP:
PaccuutaHo, %: C 51,78; H 4,86; N 14,21; F 4,82
HatigeHo, %:  C51,75; H4,84; N 14,25; F 4,80

NMPUMEP 7

MonyyeHne HuTpaTHON conun CynbdameTokcasona

CoeaunHeHuve nonyyatoT n3 CynbtameTokcasona (2 r, 7,9 MMorb) NyTeM pacTBOpPEHUS
nocnegHero B metaHone (100 mn) ¢ nocnegytoLwmm gobasneHmem pactsopa 65% HNO;3 (0,500
Mn) B aueToHUTpune (5 mn) B COOTBETCTBUM C NpoLeaypor, onucaHHon B MNMpumepe 5.
MonyyatoT HUTpaT CynbdameTokcasona B Buge amopgHoro teepgoro sewectsa. Boixog 60%.

AnemeHTHbIN aHanma ans CqigH1oN4OgS:
PaccuutaHo, %: C 37,97; H 3,82; N17,71; S 10,15
HangeHo, %: C 37,99; H3,83; N17,73; S 10,13

NMPAMEP 8

MNonyyeHne HUTpaTHOW conu TpumeTonpumMa

CoeanHenune nonyyatoT u3 Tpumetonpuma (1,5 r, 5,17 Mmonb) nyTeMm pacTBOpEHUs
nocnegHero B xnopodgopme (80 mn) ¢ nocneayrowmm gobaeneHvem pactsopa 65% HNO;
(0,360 mn) B aueToHuTpune (5 mn) n ganee cnegys npowueaype, onucaHHou B MNpumepe 5.
MonyyatloT HUTpaTHYIO conb TpumeTonpumMa B Buae aMmopdHOro TBEpA0ro Bellectsa. Boixog
60%.

OnemeHTHbIM aHanus ansa C4HgN5O¢:
PaccuutaHo, %: C 47,59; H 5,42; N 19,82
HaiigeHo, %: C 47,57; H5,44; N 19,83

NMPUMEP 9

Mony4yeHue HUTpaTHOW conu MNupasunHamuaa

CoeguHeHne nonyyatot ns MNupasmHamnga (2 r, 16,24 Mmonb) NyTeM pacTBOPEHUS
nocrnegHero B cmecu auetountpun (30 mn) / TeTparngpodypar (30 mn) ¢ nocnegyowmm
pobasneHneM pacteopa 65% HNO; (1,2 mn) B aueToHuTpune (5 mn) n ganee cnegys
npoueaype, onucaHHon B lNpumepe 5. MNony4vaT HUTpaTHYO conb NMupasnHamuaa B Buge
amMmopdHoro TBepaoro BellecTtsa. Boixog 74%.

OnemeHTHbIN aHann3 ana CsHgN4Oy:
PaccuutaHo, %: C 32,27; H 3,25; N 30,10
HanpgeHo, %: C 32,29; H 3,24; N 30,13

MPUMEP 10

MonyyeHne HMUTpaTHOM conu HudypdonmHa

CoeanHenune nonyyatoT M3 HudpypdonuHa (1 r, 2,96 mmons) nyTem pacTBOPEHUS NOCHEeAHEro
B cmecu auetoHuTpun (20 mn) / TeTparugpodpypaH (20 mn) ¢ nocnegyrowmm godaBneHmem
pactBopa 65% HNO;3; (0,210 mn) B aueToHuTpune (3 mn) n ganee cnegys npoueaype,
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onucaHHon B MNpumepe 5. MNony4vatoT HUTpPaT HUdypdonuHa B BUAEe amopHOro TBepaoro
BellecTBa. Boixog 55%.

OnemeHTHbIM aHanu3 ansa C43HgNgOg:
PaccuutaHo, %: C 39,01; H 4,03; N 20,99
HawipeHo, %: C 39,03; H4,05; N 21,01

MPUMEP 11

Mony4yeHue HUTpaTHOW conu Aunknosupa

CoepaunHeruve nony4atoT u3 Aumknosupa (1 r, 4,44 mmonb) NyTeM pacTBOPEHUSA NOCNeaHero B
cmecu auetoHuTpun (20 mn) / Tetparnapodypat (20 mn) ¢ nocnegytowmum gobasneHmem
pactBopa 65% HNO3 (0,310 mn) B aueTtoHuTpune (3 mn) 1 ganee cnegys npouegype,
onucaHHoi B MNMpumepe 5. MNMony4yaloT HUTpaTHYIO conb AULMKNOBUpa B BUAE amopHOro Tsepaoro
BellecTtBa. Boixog 60%.

OnemeHTHbIN aHanu3 ansa CgH1oNgOg:
PaccuutaHo, %: C 33,34; H 4,20; N 29,17
HanpgeHo, %: C 33,31; H4,22; N 29,19

NMPUMEP 12

MonyyeHne HUTpaTHON conn MeTpoHngasona

CoeguHeHne nonyyatot ns Metponugasona (1 r, 5,84 Mmonb) nyTem pacTBOpeHUs
nocnegHero B cmecu auetoHnTpun (15 mn) / Tetparngpodypad (10 mn) ¢ nocnegyowmm
pobaeneHnem pacteopa 65% HNO; (0,410 mn) B aueTtoHuTpune (3 Mn) 1 ganee cnenysi
npoueaype, onucaHHon B lNpumepe 5. MNony4vaoT HUTpaTHYO conb MeTpoHngasona B Buae
amopdHoro TBepaoro BewlecTtsa. Boixog 70%.

OnemeHTHbIM aHanu3 ansa CgH4gN4Og:
PaccuutaHo, %: C 30,77; H 4,30; N 24,03
HatigeHo, %: C 30,74; H 4,28; N 24,01

NMPUMEP 13

MonyyeHue HUTpaTHOW conu IpUTpoMULIMHA

CoeanHeHne nony4yaroT M3 IpUTpoMuumnHa (2 r, 2,72 MMorb) NyTEM pacTBOPEHMSA NOCneaHero
B cMecu aueToHnTpun (20 mn) / xnopodopm (30 mn) ¢ nocnegyowmm gobasneHnem pactesopa
65% HNO; (0,200 mn) B auetoHuTpune (5 Mn) u ganee cnegys npouenype, onucaHHom B
Mpumepe 5. MNMony4yaloT HUTpaT DpUTPOMULIMHA B BUAEe aMopdHOro TBepaoro Bellectsa. Boixoa

83%. OnemeHTHbIN aHanua:
PaccuutaHo, %: C 55,76; H 8,59; N 3,51
HanpgeHo, %: C55,79; H8,60; N 3,53

NMPUMEP 14

Mony4yeHue HUTpaTHOW conu LledhasonuHa

CoeaguHeHue nonydatoT 13 LedasonuHa (1,5 r, 3,3 Mmons) nyTem pacTBOpeHUs nocreaHero B
meTaHorne (50 mn) ¢ nocnegyowum gobasneHnem pacteopa 65% HNO; (0,250 mn) B
aueTtoHuTpune (5 mn) n ganee cnegys npouenype, onncaHHon B MNpumepe 5. MNonyyatoT HUTpaT
LlecbasonuHa B BUuage amopdHoro teepaoro sewectsa. Beixoa 60%.

OnemeHTHbIM aHanu3 ansa Cq4H 15NgO-Ss:
PaccuutaHo, %: C 32,49; H 2,92; N 24,36; S 18,59
HawigeHo, %: C 32,48; H2,94; N 24,37; S 18,57

NMPUMEP 15

MonyyeHne HUTpaTHOM conu AMNUUMNNnHa

CoegunHeHve nonyyatoT M3 AMnvumnnuiHa (2 r, 5,72 mmorb) nyTem pacTBOpeHUs nocreaHero
B cMmecu auetoHuTpun (30 mn) / TeTparngpodypaH (20 mn) ¢ nocnegyowmm gobasneHnem
pacTtBopa 65% HNOs (0,450 mn) B aueToHuTpune (5 mn) n ganee cnegys npoweaype,
onucaHHon B MNpumepe 5. MNony4varoT HUTpaT AMNUUMNNUHA B BUAEe aMmopdHOro TBEpPAOro
BellecTBa. Boixog 55%.

AnemeHTHbIN aHanus ans Cq4gHogN4O;S:
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PaccuutaHo, %: C 46,60; H 4,89; N 13,58; S 7,77
HangeHo, %: C 46,56; H5,91; N 13,59; S 7,76

SAPMAKOJOIMMYECKNE MPUMEPHI

In vitro TecT cepuiiHbIx pa3BegeHun cpebl AN aHTMbaKTepuanbHbIX areHToB

OueHnBanu cnocobHOCTb HATPATHBLIX COMNen aHTUMUKPOBHbLIX COeAMHEHUI BbICTYNaTb B ponu
aHTaroHNCTOB BO3HWUKHOBEHUS MUKPOBHOW YCTOMYMBOCTM NO CPaABHEHUM C COOTBETCTBYIOLMMN
npewecTBeHHNKaMU.

[aHHyl0 aKTMBHOCTbL onpeaensany npu noMoLy in vitro metoga cepuiiHbIX pasBegeHuu
KynbTypanbHOW cpeapl, Kak 3To onucaHo B nybnukauumn Sahm et al. (S.D. Sahm, J.A.
Washington "Antibacterial susceptibility tests: dilution methods" in: Manual of
Clinical Microbiology, ed. A. Balows, W.J.Hausler, Jr, K.L. Hermann, H.D. Isenberg,

H.J. Shadomy, 1991, American Society for Microbiology). B cooTBeTCcTBUMN C 9TMUM METOAOM
onpefensanu KoHUeHTpauuio B BOOQHOM pacTBOpe BellecTsa, obnagawoLwero aHTMMUMKpOGHOM
aKTMBHOCTbLIO 1 CNOCOBHOro NOAaBNATb POCT HEKOTOPbIX BakTepuanbHbIX LWTaMmoB. s
npefLwecTBeHHMKa BbIbMpanyM MakcMMarnbHY KOHLIEHTpaLMIO BeLecTBa, Npu KOTOPOW eLle
HabngaeTcs pocT MUKPOBOB B onpedeneHHbIX SKCnepyMeHTanbHbIX YCNOBUSAX; 3Ty Xe
KOHLEHTpaLuio Ncnonb3oBanu Ans cCOOTBETCTBYIOLWEN HATpPATHON conu. Pacteoputenu u
COOTBETCTBYIOLLME PaCTBOPbI AN NPUrOTOBMEHUSA TECTUPYEMbIX aHTUBMOTUKOB, OENCTBYIOLLNX
Ha WTaMMbl, NofnyYanu npy NOMOLLM CTaHOapTHbIX NpoLueayp, XOPOLLO U3BECTHLIX CpeaHeMY
crneynanncty B aaHHon obnactu (National Committee for Clinical Laboratory Standards,

1990 "Methods for dilution antimicrobial susceptibility tests for bacteria that grow

aerobically. Approved standard M7-A2. National Committee for Clinical Laboratory

Standards, Villanova, Pa). Npn npurotoBneHnn KynsTypansHOW cpeabl Takke UCnonb308anm
CcTaHgapTHble npoueaypsbl, a Takke CAMH-cpeany (kaTuoH-perynupyemyto cpegy Mionnepa-
XuHTtoHa) (National Committee for Clinical Laboratory Standards, 1990 "Methods for

dilution antimicrobial susceptibility tests for bacteria that grow aerobically.

Approved standard M7-A2. National Committee for Clinical Laboratory Standards, Villanova, Pa).

Mpouenypy MHOKYNSALMK NPOBOAMUMNN MO CTaH4APTHOMY MPOTOKOMY NPU KOHEYHOM
KOHLIEHTpaLmmn uHokynsaTa 5x10° CFU/mMn (CFU - konoHueobpasytoLas eamHnua). Micnons3oeanm
cnegyoLlime MUKpoopraHn3mbil:

Escherichia Coli (ATCC25922) n Staphylococcus Aureus (ATCC29213).

Mpobupkun nHkybmnposanu npu 35°C B TedeHne 20 YyacoB nepea Hayanom cumTbiBaHus. PocT
MUKPOOOB MK €ro OTCyTCTBME, CBUAETENLCTBYOLLME COOTBETCTBEHHO 00 YCTONYMBOCTH
MUKPOBOB 1nn 06 MX YyBCTBUTENBHOCTU K aHTUMUKPOBHOMY areHTy, Oonpeaensanu Ka4yeCcTBeHHO
HEBOOPYXEHHbIM rMasoM. PesynbTaThl TEeCTUpOBaHWUS npeacTasrneHbl B Tabnuuax 1 n 2. OHu
CBMOETENbCTBYIOT O TOM, YTO HUTPATHbIE COMNW UMEIOT NOBbILLEHHYIO aKTUBHOCTbL MO CPaBHEHUIO
C UX NpeaLecTBeHHUKaMM.

NMPUMEP 16

CwvHTE3 HUTpaTHOM comnu 4-HUTPOKCMOYTMnoBoro agpupa 1-a1mn-6,8-audtop-1,4-gurngpo-7-(3-
MeTuI-1-nunepasnHnn)-4-oKco-3-XMHONMNMHKapPOOHOBOW KUCMNOTbI

HNO, H CH
LYY r
= On ™™
F ONO,
0 0
A) CunTes 4-6pombyTtunosoro acmpa 1-atmn-6,8-gudtop-1,4-gurngpo-7-(3-metun-N-tpet-
OyTokcnkapBboHUN-1-nunepasnHm)-4-oKCco-3-XMHONNMHKAPOOHOBOW KUCNOTbI
K pacteopy rugpoxnopuga 1-atun-6,8-gudptop-1,4-gurngpo-7-(3-metun-1-nunepasnHmn)-4-

OKCO-3-XMHOMMHKap6oHoBoW kncnoTel (504,14 mr, 1,3 mmonb) B 1,4-anokcaHe (2,6 mn) n 2M
NaOH (1,3 mn) npu nepemelumBaHnm gobaeBnsoT an-TpeT-oytTunamkapooHat (306 mr, 1,4 Mmonb)

=
%
_/
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npu 0°C. MNepeMeLlnBatoT CyCrneH3nio B Te4eHne 2 4acoB, 3aTteM (PUnbTPYHOT, NONYYEHHbIN
0CafoK npombiBatoT 1,4-OMOKCaAHOM U BbICYLLMBALOT. B pesynbTaTte nonyyatot 1-311n-6,8-
andtop-1,4-anrngpo-7-(3-metun-N-Tpet-0yTokCnkapOoHun-1-nunepasnHun)-4-okco-3-
XWHONMHKapOOHOBYIO KACIIOTY, KOTOPYHO MCMONb3YHT 6e3 AanbHEeNLWen OYNCTKN.

K cycneHnsun 1-a11n-6,8-gudbtop-1,4-anrngpo-7-(3-metun-N-tpet-0yTokcnkapboHun-1-
nunepasnHu)-4-okco-3-xmHonumHkapooHoson kncnotbl 1 NaHCO5 (11 mr, 1,3 mmonb) B MDA
(10 mn) pobasnsatoT 1,4-gubépomOyTaH (1,4 r, 6,5 MMonb). CMecb KUNATAT C 06paTHLIM
XOMNOAWMBHNKOM B TedeHme 1 yaca, OXnaxaalT, a 3aTem nocnegosatensHO 400aBNSAT BOAY U
aTunauertar. Nocne pasgeneHna a3 NpoMbIBalOT OpraHUYeckuii Crio BOAOW, BbICYLUMBAKOT Hag
CynbaToM HaTp1sa 1 ynapuealT Npu NOHMXKEHHOM AaBneHun. OCTaToK O4YULLAOT MPU NOMOLLM
XpomaTtorpadumn Ha cunukarene, aniupys CMecbto aTunaueTat/H-rekcaH (2/1 06./06.).
MonyyvaroT 4-6pomOyTMnoBbIN acdup 1-aTmn-6,8-gudptop-1,4-aurnagpo-7-(3-metun-N-tpeT-
OyTokcnkapboHUn-1-nunepasnHmn)-4-okco-3-xnHonnHkapboHoso knucnotel (380 mr, 0,65
MMOfb) B BUAe amopdHoro Teepaoro sewectsa. Beixoa 50%.

B) CuHTes 4-Hutpokcmbytunosoro acmpa 1-atun-6,8-ancdrtop-1,4-gurngpo-7-(3-metmnn-1-
nunepasnHui)-4-0Kco-3-XMHONMMHKapOOHOBOW KNCIOTHI.

K pactBopy 4-6pombyTunosoro acdumpa 1-atun-6,8-andtop-1,4-gurnapo-7-(3-metun-N-TpeT-
OyTokcnkapboHUn-1-nunepasmHmn)-4-okco-3-xmHonmHkapboHoson kncnotel (300 mr, 0,51
MMOIb) B 6e3BogHOM aueToHuTpune (5 mn) gobaenawoT HUTpaT cepedpa (170 mr, 1 Mmonb).
KunaTtar cmeck ¢ obpaTHbIM XONoANMBHUKOM B TedeHme 4 yacoB B TemHoTe. ObpasyoLlyocs
CYCMeH3nio punbTpytoT, unbTpaT NPOMbIBAOT BoAoW (3x8 Mn), cywaTt Haa cynbdaTom HaTpus,
a 3aTteM ynapuBatloT B Bakyyme. CHATME 3alMTbl NPOBOAST NyTeM 006paboTkm TpUTOPYKCYCHOM
kncnoton (1 M) npyu KOMHaTHOW TemnepaTtype B nHepTHon atMmocdepe (N,) B TedeHune 1 yaca.
TpudTOPYKCYCHYIO KUCIOTY yAanNsT ynapMBaHUEM NPy NOHMXXEHHOM AaBfIEHUUN, OCTATOK
O4YMLLAIT MPU NOMOLLM XpomaTtorpadmm Ha cnaboocHOBHOM MOHOBMeHHOR cmore (Amberlyst®
A-21), antonpys atunaugetatom. Mony4varoT 4-HUTPOKCNBYTMNOoBLIN achnp 1-aTnn-6,8-gudpTop-1,4-
anrngpo-7-(3-metun-1-nunepasnHmn)-4-okco-3-XnHonnHkapboHoso kucnotel (150 mr, 0,32
MMOfb) B BUAe aMOpPgHOro TBEpAO0ro BeLlecTsa.

"H AMP (m.4.): 8,25 (1H, c); 7,85 (1H, a); 4,52 (2H, T); 4,5-4,2 (4H, m); 3,4-2,8
(7H, m); 1,94-1,83 (4H, m); 1,48 (3H, m); 1,06 (3H, n).

C) CuHTE3 HUTpATHOM Cconn 4-HUTPOKCUBYTMMNOBOro adupa 1-atun-6,8-gudpTop-1,4-aurngpo-7-
(3-meTun-1-nunepasnHmnn)-4-okco-3-XMHONMNHKapPOOHOBOW KUCIOTbI

K pacteopy 4-HuTpokcmbyTtunosoro acdmpa 1-atun-6,8-gudprop-1,4-gurngpo-7-(3-metunn-1-
nunepasnHu)-4-okco-3-xmHonuHkapoboHoBon kncnotbl (150 mr, 0,32 mmonk) B CHLCl, (2 mn)
pobasnaT 1M HCI-AcOEt (0,5 mn). Nocne nepemelunBaHms B TedeHme 1 yaca npu KOMHaTHOM
TemnepaTtype pacTBOPUTENb ynapvBaroT NPy NOHWXEHHOM AaBMNEHUU, PAacTBOPSOT OCTATOK B
Tr® (4 mn) n gobaensoT K pacTBOpy HUTpaT cepebpa (55 mr, 3,03 mmonk). MNMepemelwunsatoT
CMeCb Npy KOMHaTHOW TemnepaTtype B TedyeHne 1 4Yaca, CycneHsno punbTpyoT, NONyYEeHHbIN
ocafok npombiatoT TIP u BeicywmnBatoT. [NonyyaroT HUTPATHYO COMb 4-HUTPOKCUBYTUNOBOIO
achupa 1-atnn-6,8-gudptop-1,4-anrngpo-7-(3-meTun-1-nunepasmHmn)-4-okco-3-
XWUHONNHKapOboHoBoW knucnoTol (150 Mr) B BUAe amopdHoro Teepaoro Bewectsa. Boixog 88%.

ONeMEeHTHbIN aHanus:
%C  %H %N %F

paccuutaHo: 47,46 5,12 13,18 7,15
HavpoeHo: 47,50 5,10 13,10 7,20

NMPUMEP 17
CWHTE3 HUTpaTHOM comnun 4-HUTPOKCUBYTMNOBOro agupa 1-atnn-6-gprop-1,4-anrnapo-4-okco-7-
(1-nnnepasnHunn)-3-XxMHONMMHKapOOHOBOW KUCMOThI
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A) CuHTes 4-6pombyTtunosoro acmpa 1-atmn-6-gprop-1,4-aurngpo-4-okco-7-(N-tpet-
OyTokcnkapboHUn-1-nunepasmHmn)-3-XMHONMHKAPOOHOBOW KUCNOTbI

K pacteopy rugpoxnopuga 1-atun-6-cgrtop-1,4-gurnapo-4-okco-7-(1-nunepasmHun)-3-
XWHOMMHKapboHoBOW KucnoTsl (2,5 1, 7,8 mmonb) u 2M KOH (11,7 mn) B 1,4-anokcaHe (15
mn) gobaenstoTt npu -4°C an-tpeT-6yTnngukapbonat (1,75 r, 8 mmone). MNepemelunBatot
peakuuoHHy cMech B TedeHure 1 yaca npu 0°C, 3aTeM oxnaxgaroLlyo 6aHio youparoT u
nepemMeLLnBalT CMEeCb 40 AOCTMXKEHUSA €0 KOMHATHOW Temnepatypbl (MpumepHo 1 vac).
HobaensoT Bogy (15 M), cMech oxnaxgatT, PUNbTPYIOT, BbINaBLLMIA OCAJ0K BbICYLUMBAKOT.
Mony4atot 1-3TUN-6-cbTop-1,4-anrnapo-4-okco-7-(N-tpet-6yTokcmkapboHmnn-1-nunepasnnHmnn)-3-
XWHOINMHKapOOHOBYHO KMCMOTY, KOTOPYHO MCMONb3YOT 6€3 AanbHENLIEN OYNCTKN.

K cycnenaun 1-atun-6-gptop-1,4-aurngpo-4-okco-7-(N-Tpet-6yTokcnkapboHmn-1-
nunepasnHum)-3-xmHonmHkapboHoBon kncnotel 1 18-kpayH-6 (1,4,7,10,13-
neHTaoKcalmkroneHTagekaHa) B 6essogHom TId (20 mn) gobasnsatoT 1,4-gubpomOyTtaH (1,4,
6,5 Mmonb) B MHepTHOM atmocdpepe (No). Kunarat cmecb ¢ 06paTHbIM XONOANUSIBHUKOM B
TedeHue 1 yaca, oxnaxgaroT, a 3aTeM nocrnegoBaTensHo JobaBnaAT Bogy M aTunauyerar. [Nocne
pasgeneHunsa a3 npoMbIBalOT OpraHUYecKknii Cror BOOON, BbICYLLUMBAIOT Haf CynbdaToM HaTpus
W yrnapvBatoT Mpu NMOHWKEHHOM AaBneHuun. OCTaToK O4MLLAT NpU NOMOLLM XpomaTtorpadmm Ha
cunukarere, arOUpysi CMecbto aTunawletaT/H-rekcaH (2/1 06./06.). MNonyyatoT 4-
OpombyTuUnoBbIn adup 1-aTun-6-cprop-1,4-gurugpo-7-(N-tpet-6yTokcmkapooHun-1-
nunepasnHu)-4-okco-3-xmHonuHkapoboHoBon kncnotbl (380 mr, 0,65 Mmonb) B BUAE amopdHOro
TBepAoro BellecTea. Boixon 66%.

B) CuHTes 4-Hutpokcmbytunosoro acpupa 1-atun-6-cdrtop-1,4-gurngpo-4-okco-7-(1-
nMnepasnHuI)-3-XMHONMMHKapOOHOBOW KUCAOThI

K pacteopy 4-6pombyTunosoro acpupa 1-atun-6-cdprtop-1,4-gurngpo-7-(N-tpet-
OyTokcnkapboHU-1-nunepasnHmn)-4-okco-3-xnHonmHkapboHoson kucnotsl (443,5 wr, 0,8
MMOIb) B 6e3B0oAHOM aueToHuTpune (7 mn) gobaensawT HUTpaT cepedpa (406 mr, 0,8 Mmonb).
Kunarart cmeck B TedeHne 5 4acoB B MHepTHo atomcdepe (N,) B TemHoTe. ObpasyioLyrocs
CycneH3unio punbTpytoT, hunbTpaT ynapusatoT B Bakyyme. OcTtaTok pacteopsitoT B CH,Cl, (10
MIT), MPOMbIBaKOT cMecb Boaon (5x10 mn), a 3aTeM BbICyLUMBAOT CyribaToOM HaTpUS.
PacTtBopuTene ynapmeatoT Npy NOHWXEHHOM OaBMEHUMN.

CHsaTue 3awmThl NPOBOASAT NyTem 06paboTkM TPUTOPYKCYCHOM KucnoTon (1,6 M) npu
KOMHaTHOM TemnepaType, B MHepTHoW atmocdepe (N,), B TedyeHne 1 vyaca. TpudTOpyKCYCHYHO
KMCNOTY ynapuBaroT Npu NOHMXEHHOM AaBfEeHWM, OCTAaTOK OYULLAKOT NMPU NOMOLLM
Xpomatorpadun Ha cnabooCHOBHO MOHOOMeHHOI cmone (Amberlyst® A-21), antonpys
MeTaHorom. Mony4yalT 4-HUTpoKCubyTUNOoBLIN achmp 1-aTnN-6-pTop-1,4-gurugpo-4-okco-7-(1-
nunepasmHun)-3-xnHonumHkapboHoBor kucnoTsbl (306 mr, 0,7 MMOMb) B BUAE XXenToro amopgHoro
TBEpPAOro BeLlecTBa.

'H AMP (OMCO, m.4.): 7,39 (5H, a); 7,03 (8H, n); 5,96 (2H, c); 4,58 (2H, m); 4,38
(2H, m); 4,18 (2H, m); 3,33 (4H, m); 3,16 (4H, m); 1,94-1,83 (4H, m); 1,8-1,86(4H, m); 1,35 (3H, T1).

C) CuHTE3 HUTpaTHOM conn 4-HUTPOKCUByTMnoBoro adupa 1-atun-6-gpTop-1,4-aurngpo-4-
0oKCO-7-(1-NnunepasmHmn)-3-XMHONMHKAapPOOHOBON KUCNOTbI

K pacteopy 4-HuTpokcmnbyTtunosoro acgpupa 1-atmn-6-prop-1,4-gurnapo-4-okco-7-(1-
nunepasmHun)-3-xnHonuHkapooHosor kucnoTsl (300 mr, 0,68 mmornb) B CHLCl, (5 mn)
pobaensTt 1M HCI-AcOEt (0,8 mn). Nocne nepemelunBaHug B TedeHne 1 yaca npu KOMHaTHOW
TemnepaType pacTBOpUTENDb yNnapmBaroT NpU NOHMKXEHHOM OaBNEHNN, PacTBOPSIOT OCTaTOK B
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Tro (10 mn) n gobasnatoT K pacTBopy HUTpaT cepebpa (120 mr, 0,70 mmons). MNepemelwumnsatoT
CMeCb Npy KOMHATHOW TemnepaTtype B Te4eHne 1 4yaca, CycneHsno ounbTpyoT, NONYYEHHbIN
ocagok npombiBatoT TI® u BeicywmBatoT. [NonyyatoT HUTpAT 4-HUTPOKCUBYTUNOBOro acdmpa 1-
aTUn-6-ptop-1,4-gnrnapo-4-okco-7-(1-nunepasmHun)-3-xmHonuHkapboHoBor kucnotsbl (300 mr)
B BMAe amopdHOro Teepaoro sewectea. Boixog 85%.

OnemMeHTHbIN aHanus:
%C %H %N %F

paccuutaHo: 48,10 5,25 14,02 3,80
HavpoeHo: 48,05 5,30 14,11 3,75

NMPAMEP 18

CWHTE3 HMUTpaTHOM conu 4-HUTPOKCUBYTMNOBOro adupa 3-[[4-[1-umnknonponunn-6-gptop-1,4-
anrnapo-4-okco-7-(1-nunepasmHun)-3-XMHONMHKapOOHUTOKCHU]-3-MeToKeH]beHun]-2-nponeHoBon
KMCNOTbI

o, 1o O V

AN OMe

0 O e ] T
I ONO,
O

A) CuHTes 1-umknonponun-6-dtop-1,4-anrnapo-4-okco-7-(N-tpet-6yTokcukapboHmn-1-
nMnepasnHuI)-3-XMHONMMHKapOOHOBOM KUCMNOTHI.

K cycneHnsuun 1-uuknonponun-6-gptop-1,4-aurngpo-4-okco-7-(1-nnnepasnHun)-3-
XWHOMMHKap6oHoBow kucnoTsl (3,31 1, 10 mmornb) B CH,Cl, (120 mn) gobaenstoT npy KOMHATHOM
Temnepatype TpuatunamuH (4,21 mn, 30 mmone) n an-Tpet-oytungmkapoonar (4,4 r, 30
MMonb). [epemelLmBaloT CMecb NpM KOMHATHOW TemnepaTtype B TedeHne 12 yacos. [ocne
oxnaxaeHusa ao -5°C cycneHauio punbTpytoT, cobpaHHbIn ocagok pacteopsitoT B CH,LCl, (200
M) n obpasyrolmiica pactsop npombiatoT BogHbiM 0,3M pactsopom AcOH (100 mn).
BbicylwimBatoT opraHudeckyto casy Hag cynbaToM HaTpus U ynapuBalT pacTBOpUTENb B
Bakyyme. Octatok kpuctannmaytoTt ns cmecu CH,oCl, (10 mn) / H-rekcaH (100 mn), nonydvas 1-
ymknonponun-6-cprop-1,4-gmurnapo-4-okco-7-(N-TpeT-6yTokcukapboHun-1-nunepasnHmnn)-3-
XWHOMMHKap6oHoByto kncnoty (3,93 r). Beixoa 91%. T.nn. 248-249°C (c pa3noxeHuem).

B) CuHTes 4-HutpokcmbyTtunosoro acpmpa 3-[[4-[1-umknonponun-6-cdpTop-1,4-gurnapo-4-okco-
7-(N-TpeT-6yTOKCHMKapOOHUN-1-NMnepasmHu)-3-XMHONUHKapOOoHMMOKCKU]-3-MeToKcu]dheHur]-2-
NPOMNEHOBOW KNCIOTbI

K pacteopy 1-yuknonponun-6-cptop-1,4-amurnapo-4-okco-7-(N-TpeT-6yTokcnkapboHun-1-
nunepasmHun)-3-xnHonuHkapboHoBor knucnoTsl (5,36 r, 12,43 MMonb) 1 4-HUTPOKCUBYTUNOBOIO
acmpa 3-[(3-meToKCu-4-rngpokcu)deHun]-2-nponeHoBon kucnotol (3,78 r, 12,43 mmonb) B
CH,Cl, (100 mn) nocneposateneHo fobaensoTt PhsP (4,89 r, 18,64 mmonb) u DEAP (2,94
mn, 18,64 mmonb). MNepemelnBaoT CMecb B Te4EeHUE 2 YacoB NPy KOMHaTHOW Temneparype,
3aTeM ynapuvBaloT pacTBOpUTESb NPU NOHMKEHHOM AaBneHnn. OcTaTok o4MLaoT NPy NOMOLLM
XpomaTtorpadum Ha cunukarene, antoupys cmecbto CH,Cly/auetoH (30/1 06./06.). MonyyatoT
4-HnTpOoKCcNbyTUNOBbLIV achmnp 3-[[4-[1-umnknonponunn-6-dTop-1,4-anrnapo-4-okco-7-(N-Tpet-
OyTokcukapOoHUn-1-nunepasnHnn)-3-XMHONMHKaPOOHMMNOKCH]-3-MeToKeu]dpeHnn]-2-NponeHoBoM
kncnotsl (3,5 ). Beixog 40%.

C) CwuHTes rmgpoxnopuaa 4-HutpokcmbyTtunosoro agupa 3-[[4-[1-umknonponun-6-cptop-1,4-
anrnapo-4-okco-7-(1-nunepasnHun)-3-XMHONMHKapO OHUNOKCH]-3-meTokcu]peHnn]-2-nponeHoBoM
KMCNOTbI

K pacTtBopy 4-HuTpokcmbyTunosoro adgupa 3-[[4-[1-umknonponun-6-gpTop-1,4-gurngpo-4-
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oKkco-7-(N-TpeT-0yToKCuKapOoHU-1-nunepasnHn)-3-XMHONNMHKapOOHUIOKCK]-3-MeToKcK]beHun]-
2-nponeHoBoi kucnothl (3,5 r) B CH,Cl, (50 mn) go6asnsioT HCI-AcOEt 20% (5 mn). Mocne
nepemeLLMBaHns NpM KOMHaTHOW TemnepaType B TEYEHNE 2 YacoB ynapmBatoT pacTBOpUTENDb
npy NOHWXKEHHOM JaBMeHUW, oCTaToK pacTBopsitoT B aueToHe (40 mn). Mocne oxnaxaeHus

00 0°C B TeyeHne 30 MUHYT CyCneH3nto punbTPyT U cOBpaHHbIA 0CadoK NPOMbIBaOT
ONaTMnoBbIM 3cbmpoM. MNonyyaroT rmapoxnopua 4-HUTpoKeubyTmunoeoro acupa 3-[[4-[1-
ymknonponun-6-cgprop-1,4-aurnapo-4-okco-7-(1-nunepasnHmnn)-3-xMHoNMHKapooHMnoken]-3-
MeToKcu]dheHnn]-2-NponeHoBO KMCNOThI (2 I) B BUAE XXeNToro Teepaoro Bewectea. T.nn. 207-
209°C.

H AMP (OMCO, m.g.): 9,26 (1H, c); 8,68 (1H, c); 7,85 (1H, n); 7,68 (1H, g); 7,53
(2H, ap); 7,35 (1H, on); 7,20 (1H, n); 6,74 (1H, p); 4,6 (2H, 1); 4,2 (2H, 1); 3,83
(3H, c); 3,76 (1H, m); 5,52 (4H, m); 3,33 (4H, c); 1,78 (4H, m); 1,32-1,16 (4H, m).

D) CvHTEe3 HUTpaTHOWM conu 4-HUTpoKcmbyTunosoro admpa 3-[[4-[1-yuknonponun-6-gTop-1,4-
anrnapo-4-okco-7-(1-nunepasnHun)-3-XMHoNnHKapO oHUNoKcn]-3-meTokcu]peHnn]-2-nponeHoBon
KNCNOTbI

K pacTteopy rugpoxnopuga 4-HMTpokcubyTunosoro acpumpa 3-[[4-[1-unknonponun-6-cgpTop-1,4-
anrnapo-4-okco-7-(1-nunepasmHun)-3-XMHONMHKapOOHUTOKCHU]-3-MeTokcH]dbeHun]-2-nponeHoBown
kncnotbl (2 1, 3,03 mmons) B TMD (20 mn) gobaensatoT HUTpaT cepebpa (514 mr, 3,03
Mmorb). [ocne nepemelLmBaHus B TedeHne 1 yaca npu KOMHATHOW TeMnepaType CMecCb
UnbLTPYIOT U 0cafok NpombiBatoT TID n BeicywmBatoT. [onyyaloT HATPaTHYHO Conb 4-
HUTPOKCNBYTUNOBOro acupa 3-[[4-[1-umknonponun-6-chTop-1,4-anrngpo-4-okco-7-(1-
nunepasmHuI)-3-XxnHONMMHKapboHMMoKCcK]-3-meTokcu]dheHuI]-2-NponeHoBOM KUCMOThI (2 1) B
Buae amopdHoro Teepaoro Bellectsa. Boixoa 96%.

OrnemMeHTHbIN aHanus:
%C  %H %N %F

paccuutaHo: 54,78 5,17 9,98 2,71
HaiigeHo: 54,69 5,15 9,99 2,69

MPUMEP 19
CuHTE3 HUTpaTHOW conn 2-MeTun-5-HUTpoumMmaason-1-aTunoBoro agupa 4-
HUTPOKCUBYTAHOBOW KUCMOTbI

O_NO CH

O

0

A) CuHTe3 2-MmeTnn-5-HnTpommmngason-1 -atunosoro agupa 4-6pombyTaHOBOW KUCMNOTHI.

K pacteBopy meTpoHugasona (7,5 r, 43,82 mmonb) B CHCI3 (75 mn) n AM®A (93 mn)
pobasnaT 4-6pombyTaHoByto kucnoty (6,1 r, 36,51 mmons). Nocne nepemellnBaHnsa cMecu B
TeyeHune 24 4acoB Npu KOMHATHOW TeMnepaType NPOMbIBaOT OpraHNYecKyo a3y BOAOW,
BbICYLLMBAIOT HaA CynbaTom HaTpUs 1 ynapyearoT Npy MNOHWXKEHHOM AaBneHun. OcTaTok
oYMLLAKOT NpKU NOMOLLM XpomMaTorpadmm Ha KONTOHKE C CUnukarenem, anompys CMechHo
anxrnopmeTtaH/aueToH (9/1 06./00.). MonyyatoT 2-MeTun-5-HuTpoumMmaason-1-atnnosbii acump 4-
OpombyTaHoBow kucnoTsl (6,5 1, 20,3 mmonb). Beixoa 55%.

B) CuHTes 2-meTtun-5-Hutponmmnaason-1-atnnoBoro acgumpa 4-HUTPOKCMOYTaHOBOW KMCOThI

K pactBopy 2-MeTun-5-Hutponmmaasonun-1-atunoBoro agupa 4-6pomOyTaHOBON KUCMOThI
(6,4 r, 20,05 mmonb) B 6e3BogHOM aueToHuTpune (170 mn) gobaensaT HUTPAT cepebpa (5,11
r, 30,07 mmonb). HarpesatoT cmecbk npu 40°C B TeyeHne 48 yacoB B TEMHOTE. PuUnbTpytoT
CMeCb, unbTpaT NPOMbIBAKOT BOAOW, BbICYLUMBAKOT CyNbdaTtoM HaTpUs U ynapuBailoT B Bakyyme.
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OcTaToK o4MLLaoT NP NOMOLLM XpomMaTorpadumm Ha KONMOHKE C CUMUKareneM, anonpysi CMechio
aunxnopmetaH/aueToH (9/1 06./06.). MNonyyatoT 2-MeTun-5-HnTpommmnaason-1-aTunosbii acoup 4-
HUTPOKCNBYTaHOBOM knucnoThl (3,68 1, 12,17 mmonb) B BUuAe macna. Beixog 60%.

"H AMP (OMCO, m.4.): 8,08 (1H, c); 4,55 (2H, T); 4,53 (2H, T); 4,43 (2H, T); 2,51
(2H, c); 2,40 (2H, T1); 1,91 (2H, TT1). C) CUHTE3 HUTPaTHOWN conn 2-MeTUN-5-
HUTpPOMMKNAA30s-1-3TMNOBOro acmpa 4-HNTPOKCUOYTAHOBOM KUCAOThI

K pactBopy 2-meTun-5-Hutpommmaasonunn-1-aTmnoBoro acgmpa 4-HUTPOKCMOYTaHOBOW
kncnothl (3,68 r, 12,17 mmons) B CH,Cl, (80 mn) gobasnsaot 1M HCI-AcOEt (12,2 mn). MNocne
nepemeLLMBaHns B TedeHne 1 yaca npyM KOMHaTHOW TemnepaTtype ynapusarT pacTBOpUTENb Npu
NOHWMXEHHOM aBfieHUM 1 OCTaToK pacteopsAoT B TIO (75 mn). JobaBnaoT HUTpaT cepebpa (2
r, 12,17 mmons). MNepemelunBaroT cMecb B TedeHne 1 yaca npu KOMHaTHOW Temnepatype,
CYCMeH3nio punbTPyoT, 0Cagok npoMbiBatoT TIP 1 BbicylumBaroT. NonyyaroT HUTpaT 2-MeTun-5-
HUTpoMMKUAa3on-1-aTmnoBoro acupa 4-HUTPOKCMOYTAHOBOW KNCIOThI (4,2 T) B BUAE TBEPOOro
BellecTBa. Boixog 90%.

ONEeMEeHTHbIA aHanna:
%C %H %N
paccuutaHo: 31,50 3,96 18,37
HavgeHo: 31,45 3,90 18,29

NMPUMEP 20
CWHTE3 HUTPATHOW COMM 5-HUTPO-8-XMHOMMHOBOrO achpmpa 4-HUTPOKCUBYTAHOBOW KUCMOThI
O
ONO,
9]
N
3
HNO
-
ONO

A) CrHTE3 5-HUTPO-8-XMHONMMHOBOTO 3chunpa 4-0poMOyTaHOBOW KUCOThI

K pactBopy HuUTpokconuHa (4,32 r, 22,72 MMonb) U TpuatunamuHa (2,75 r, 27,26 MMorb)
B CHCI; (100 mn) n M®A (69 mn) npu 0°C pobasngaoT 4-6pombyTmpunxnopug (5,05 r, 27,26
MMorb). [locne nepemelLMBaHus Npu KOMHATHOW TeMnepaTtype B TeyeHne 24 yacos [o6aBnsoT
OOMONHUTENbHbIE KONMYecTBa TpuatunamuHa (0,46 r, 4,5 mmonb) 1 4-6poMOyTUMpunxnopuaga
(0,83 1, 4,5 mmonb). MNMepemewnBaoT cmecb B TedeHue 48 4yacoB Npuv KOMHaTHOW TemnepaType.
[obaenaT Boay 1 guXnopmeTaH 1 nocne pasgeneHns gas npoMbIBaOT OpraHN4eckuii Crion
BOAOW, BbICYLUMBAIOT Hag CynbaTtoM HaTpusa U ynapueatoT Npu MOHWMXKEHHOM AaBreHun. OcTtaTok
o4YMLLaKOT NpKU NOMOLLM XpomMaTorpadmm Ha KONTOHKE C CUnukarenem, anompysa CMechHo
aTunauetat/H-rekcaH (2/8 06./06.). Mony4atoT 5-HUTPO-8-XMHONMHOBLIN 3chup 4-
©pombyTaHoBon knucnothl (6,86 r, 20,22 mmonb) B BUaAe macna. Beixog 90%.

'H AMP (CDCl3, m.4.): 9,06 (2H, m); 8,44 (1H, n); 7,65 (1H, m); 7,5 (1H, n); 3,66
(2H, m); 3,03 (2H, m); 2,42 (2H, ™).

B) CuHTE3 5-HUTPO-8-XMHONMUHOBOrO 3¢hmpa 4-HUTPOKCUOYTAHOBOW KUCMOTbI

K pactBopy 5-HUTpO-8-XxMHONMHOBOro acmpa 4-6pombyTaHoBol kucnotol (6,86 r, 20,2
MMoOfb) B 6e3BoaHOM aueTtoHuTpune (100 mn) gobaensoT HUTpAT cepebpa (13,65 1, 80,3
MMonb). HarpesatoT cmeck npu 40°C B TeveHue 64 4yacoB B TeMHOTEe. PUNbLTPYIOT CMECh,
unbTpaT NPOMbIBAOT BOOOW, BbICYLUMBAIOT CyNbhaToM HATPUS 1 ynapmBeaoT Npy NOHWXKXEHHOM
naenerHnn. OCTaToK ouYunLLaoT NPYM NOMOLLU XpoMaTorpadoumn Ha KOSIOHKE C cunmKarenem,
aNINpysa cMecbto aTunauetaTt/H-rekcaH (3/7 06./06.). MNMony4yatoT 5-HUTPO-8-XNMHOMMHOBBLIN 3P
4-HnTpokcnbyTaHoBou kucnotel (2,05 1, 6,38 MMOrb) B BUAE XXenToro aMopdHOro TBepLoro
BellecTBa. Boixoa 31%. T.nn. 68°C.

H AMP (OMCO, m.g.): 9,02 (1H, gn); 8,97 (1H, n); 8,45 (1H, an); 7,65 (1H, m); 7,54
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(1H, pp); 4,74 (2H, 1); 2,97 (2H, 1); 2,03 (2H, ™).

C) CuHTE3 HUTpATHOM CONU 5-HUTPO-8-XMHOMMHOBOTO 3adhnpa 4-HUTPOKCUOYTaHOBOW KUCNOTbI

K pactBopy 5-HUTPO-8-XMHONNHOBOrO 3cmpa 4-HUTPOKCMOyTaHoBoOM Kncnotsl (2,05 r, 6,38
MMorb) B aTunauetate (40 mn) gobaensot 1M HCI-AcOEt (6,4 mn). lMNocne nepemelunBaHns B
TeyeHne 1 yaca nNpy KOMHaATHOW TemnepaType ynapusaroT pacTBOPUTENb NPWY NOHMXKEHHOM
OaBneHun n octatok pacteopstoT B TI® (50 mn). JobasnaoT HUTpaT cepebpa (1,08 r, 6,38
Mmornb). NepemelnBaloT cMecb B TeveHre 1 4yaca npyu KOMHaTHOW TemMnepaTtype, CyCneH3uto
GUnbTPYIOT, 0cagok NpombiBatoT TId n BeicyluMBatoT. [onyyaoT HATPaATHYO CoNb S-HUTPO-8-
XWHONMHOBOrO 3cmpa 4-HUTPOKCMOYTAHOBOW KNCIOThI (2,2 T) B BUAE TBEPLOro BELLECTBa.
Bbixoa 89%.

OnNeMEeHTHbIN aHanus:
%C  %H %N

paccuutaHo: 39,01 3,22 13,99
HanpeHo: 38,94 3,14 13,91

MPUMEP 21
CwvHTEe3 HUTpaTHOM Comnun 4-HUTPOKCMOYTMNoBoro agupa 6-(D-(-)-g-aMmHoeHunayeTamMmmnao)
NeHNLUNIIaHOBOW KUCMOThI

HNO "—o\/\/\
’ 04 ONO,

A) CuHTe3s HaTpueBoin conu 6-(D-(-)-o-aMnHodeHunayeTaMmmao)-neHnyUUnnaHoBon KUCNOThI

K pactBopy amnmumnnuHa (5,09 r, 14,6 mmornb) B abcontoTHoMm aTtaHore (120 mn) gobaenstoT
atunat Hatpus (0,99 r, 14,6 mmorb). MNepemMelnBaloT cMecb B TedeHne 1 yaca npyv KOMHaTHOWM
TemnepaTtype, a 3aTem B TedeHne 30 mmHyT npu 60°C. YnapmatoT CMeCb Npu NOHWKEHHOM
JaBneHuu, nony4vas HaTpueByto cornb 6-(D-(-)-g-aMmMHoeHNnaueTamMmao) neHnUuninaHoBom
kucnotsl (5,4 1, 14,5 mmons) B Buae 6enoro TBepaoro Bellectsa. Boixog 99%.

B) CuHtes 6-(D-(-)-o-0yTokcnkapboHun-ammHodeHmnayeTaMmao) NeHULUIIIAHOBOW KACMNOThI

K pacTtBopy HaTpueBoli conu 6-(D-(-)-a-ammHodeHnaleTaMmmao) neHmumMnnaHoBon KUCNOoThI
(5,4, 14,57 mmons) B 1,4-anokcaHe (166 mn) n Boge (121 mn) npu Temnepatype 0°C
[obaBnAwT pacTBop Au-TpeT-oyTungukapborata (5,08 r, 23,31 mmonb) B 1,4-anokcaHe (45
mn). Mocne okoH4yaHusa gobaBneHns cmecu JatoT HAarpeTbCcs 40 KOMHATHOM TemnepaTyphbl 1
nepemMeLLMBatoT ee B TeyeHne 48 yacoB. 3aTeM CMeCb ynapmBaloT Npu NOHMXEHHOM JaBneHun.
Ocrtatok pacteopstoT B BogHOM 5% NaHCO3 1 npombiBaloT AnaTunossiM admpom. Bennuuny pH
BOAHOM hasbl goBoaAT Ao 2 nytem gobasneHus 50% Hi;PO,4 (11 mn) npu TemnepaTtype 0°C.
lMocne akcTparmpoBaHMs BOAHOW dhasbl aTunauetTatom obbegMHEHHbIE OPraHNYecKne 3KCTPaKTbI
BbICYLUMBAIOT M yNapuBatoT Npu NOHMXKEHHOM AasrneHuu. MNonyyatT 6-(D-(-)-a-TpeT-
OyTokcukapboHMnaMmmHoeHunaleTaMmmao)neHNLMANAHOBYO KUCMOTY, KOTOPYH MCMONb3yoT 6e3
JanbHerLen O4YUCTKN.

'"H AMP (CDCl3, m.4.): 7,34 (5H, ¢); 6,85 (1H, yw.c.); 5,8 (1H, yw.c.); 5,6 (1H,
an); 5,45 (1H, p); 5,22 (1H, yw.c.); 4,38 (1H, c); 1,4 (15H, m).

B) CuHTtes 4-6pombyTunosoro agupa 6-(D-(-)-g-aMmHoeHnnaLeTammao) neHnyunIaHoBowm
KNCNOTbI

K pactBopy 6-(D-(-)-o-TpeT-6yTokcukapOoHMn-aMMHOGEeHNN-aLeTaMnao) neHNLUITIaHOBON
kncnothl (6,36 r, 14,15 mmone) B AM®A (60 mn) goGaBnstoT TpuaTunamMuH (2,76 mn, 19,81
Mmonb). MNocne nepemewmBanuns B TedeHne 30 MuHyT gobasnawT 1,4-anbpombyTtaH (6,11 T,
28,30 MMornb) 1 nepemeLLMBaloT CMecCb B TedeHne 12 yacos. 3aTem k cycneHsun gobasnsatoT
OnatmnoBbIn adup u otdhunbTpoBbiBatoT EtsN-HBr. OpraHnyeckyto a3y npomMbiBatoT BOAOW,
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BbICYLUMBAIOT CynbaToOM HaTpMsa 1M ynapuBatoT Npu NOHWXKXEHHOM AaBrieHun. OcTaTok ounLatoT
npy NoOMoLLM xpomaTorpadum Ha cunukarene, anoMpyst CMecbio aTunauertat/H-rekcaH (15/85
006./06.). Mony4atoT 4-6pomOyTUNoOBLIN 3cdup 6-(D-(-)-o-amnHopeHmnaletTammnao)
neHnuMnIaHoBon kucnotol (3,2 r) B Buae 6enoro Tsepaoro BeLlecTsa.

"H AMP (CDCl3, m.4.): 7,35 (5H, m); 6,6 (1H, yw.c.); 5,6 (1H, m); 5,4 (1H, n); 5,2
(1H, yw.c.); 4,39 (1H, c); 4,18 (2H, m); 3,42 (2H, 1); 1,9 (4H, m); 1,4 (15H, m).

C) CuHTE3 4-HUTpOKCUBYTMNOBOro agupa 6-(D-(-)-a-ammHOeHUNayeTaMmmao)
NEHNLMNNIIAHOBOW KUCNOTbI

K pactBopy 4-6pombyTunosoro agmpa 6-(D-(-)-o-ammHodeHnnaueTaMnao) neHnyuinaHoBom
kncnotol (3,12 1, 5,34 mmonb) B auetoHuTpune (50 mn) gobasnsaoT HATpaT cepebpa (1,27 T,
7,48 mmonb). HarpesatoT cmech npu 40°C B TedeHne 10 yacoB B TeMHOTE. PUNbTPYHOT CMECH,
GunbTpaT ynapmBaroT Npu NOHMXKEHHOM AaBrneHnn. OCTaTok o4mLaoT NPy MOMOLLM
Xpomartorpadum Ha KOfIOHKe C CUnuKarenem, antoupysa cMecbio aTunawetart/H-rekcaH (3/7
006./06.). MNMony4aroT 4-HUTPOKCNBYTUNOBLIV 3dhup 6-D-(-
)-o-aMnHobeHunaleTammao)neHmumnnadoBo kmcnotel (0,9 r) B Buae xxentoro amopcHoro
TBEPOOro BellecTBa.

"H AMP (CDCls3, m.4.): 7,35 (5H, m); 6,6 (1H, yw.c.); 5,6 (1H, m); 5,4 (1H, m); 5,2
(1H, yw.c.); 4,5 (2H, m); 4,4 (1H, c); 4,2 (2H, m); 1,8 (4H, yw.c.); 1,4 (15H, M).

D) CvHTEe3 HUTpaTHOM conu 4-HUTpoKcubyTunosoro agumpa 6-(D-(-
)-oi-amuHodeHmnayeTaMmnao)neHNLUINaHOBON KUCTOThI

K pacTteopy 4-HutpokcmbyTtunosoro acgmpa 6-(D-(-
)-o-aMnHobeHunaleTammao)neHmumnnaroson kucnotel (0,9 r, 1,58 mmone) B atunavetate (10
mn) npun 0°C gobasnstot 1M pacteop HCI B AcOEt (1,5 mn). MNepemelwumnsatotT cmeck npu 0°C B
TeyeHne 20 MUHYT M 3aTeM B TedeHne 1 yaca npu KOMHaATHOW TemnepaType. YnapusaroT
pacTBOPUTENb NPU NMOHWKEHHOM AaBreHnn 1 ocTaTok pacteopsitoT B TP (5 mn). [lo6aBnsioT K
pacTBopy HUTpat cepebpa (268 mr, 1,58 mmonb). lNepemelunBatoT cMecb B TedeHne 1 yaca npu
KOMHaTHOM TeMnepaType, unbTpyT, 0Cafok NnpombiBatoT TId u BeicywumBatoT. [NonyyatoT
HUTPAT 4-HUTpoKCMBYyTUNOBOro 3chmpa 6-(D-(-)-a-ammHodeHmnaleTaMmmnao)NeHMLUNIaHoBowM
Kncnotbl (736 Mr) B Buge TBepaoro Bewectsa. Boixoa 88%.

OneMeHTHbIN aHanms:
%C  %H %N %F
paccuutaHo: 45,36 5,14 13,22 6,05
HavpoeHo: 45,28 5,08 13,16 5,97

Tabnuua 1
Lramm E.Coli (ATCC25922): aHTumMukpobHa akTnBHOCTb LledbasonuHa n HutpaTHoi conu LiecdbasonuHa, AMNMUMnNMHa U HATpaTHOW conu
AmMnuumnnuHa.
CoeavHexve KoHueHTpauu (Mkr/mr) Peakuu
LledasonuH 0,5 Poct
Lledasonmu-HNO3 0,5 HeTt pocta
AMIUUMNAYH 1,0 Poct
Amnuumnnui-HNO3 1,0 HeTt pocta

Tabnuua 2

Ltamm S.Aureus (ATCC29213): aHTUMMKPOOHa akTMBHOCTb KnuHgamuumHa n HuTpaTtHom conu Knuigamuumka, LiunpodnokcaumnH n HUTpaTHow conuv
LinnpodnokcauuHa, CynbdameTokcasona u HuTpaTHou conu CynbdameTokcasona, TpumeTonpuma, v HUTpaTHow conu TpumeTonpuma,
OpUTPOMULIMHA Y HUTPATHON CONY DPUTPOMMLIMHA.

CoeavHeHve KoHueHTpauy (MKr/mr) Peakuu

KnuHaoaMuuuyH 0,03 Poct
Knnipammumi-HNO3 0,03 HeTt pocta

LinnpocpnokcaumH 0,05 Poct
LinnpodrokcaumH-HNO3 1,0 Het pocta

CynbameTokcason 20 Poct
CynbdameTtokcason-HNO3 20 Het pocTta

TpumeTonpum 0,5 Poct
TpumeTtonpum-HNO3 0,5 Het pocta
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OpuTpoMmunH

OputpomunH-HNO3

0,06
0,06

Poct
Het pocTta

dopmyna n3obpeTeHns

1. HuTpaTHblEe CONMM aHTUMUKPOOHbIX COeaUHEHWIA, BbIOPaHHbIE U3 CreayrLmMX KIacCoB:

knacc Il

RID RS
Rg X N

Y’ |

YN
n COOH
8

R, ©
(IT)

(ITA)
knacc lllc

COOH

(IIIc)

roe Ryg npeacraenset cobon rpynny
N_— N
I I

/N\\ﬁ’N

~ CH,
(IIIcCF)
R49 NpeactaBnsaet cobown rpynny

——CHE—S\{S\T/CH3
AN/
N—N
(ITIcN)
knacc IVa
R

20 g

\)<CH3
I / C'H3

“COOR,,
(IVa)

roe Ryg npeacraensaet coboin rpynny
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(IVaB)

R,1 npeactaenseTt coboli BOOOPOL;
knacc V

roe Ro4 npeacraenset cobori OCHj3;
knacc VII

H,N

(VII)
roe Rog NpeacrtaBndaeT cobon 5-meTun-mn3okcason-3-us;
knacc XlI

| 3

H3C N

Ch,

HO

| SCH,
(XII) OH

roe Rzz npeacraenset cobon OH;

2. HutpatHasi conb unv ee M3oMepbl aHTUMUKPOBHbIX areHToB, KOTOPble OTHOCHATCS K 2-MeTUI-

5-HUTpoMMMaason-1-aTMnoBoro agupa 4-HUTPOKCUBYTaHOBOW KUCNOTe ¢ hopMynown

//éf—ﬁ&x‘ HNO,

O

0

3. HutpaTtHble conu no n.1 unu 2, npegHasHavyeHHble ANS UCMOoMNb30BaHNSA B KadecTse
nekapCcTBEHHOro CpeacTBa.
4. HutpaTHble conu no n.1 unun 2 ang nonyyeHust aHTUMUKPOOHbIX JIEKapCTBEHHbIX CPEACTB.
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5. HutpatHble conu no n.1 vnn 2 gns nonyvyeHna aHTUBUPYCHBbIX, I'IpOTVIBOI'pVI6KOBbIX n

aHTVIMVIKp06H bIX NNEKapCTBEHHbIX CPEenCTB.

Crtpanuua: 45
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