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(57) 1. MpousBogHble MMUaasonvMpuanHa copmynbl

V)

R—CHj; (1)

R R2
rae R

R' osHauaeTt F;

R? - SO,NHCOR?;

R®-A;

R - rpynna copmyrbl CnHanR%;

R®- A, -CiH2(C3-Cs uMKnoankmng, CiHa-Ar;

R? - COOA, COOH, Ar-CO-NR°R’, -CO-R®, -CO-Ar,
R® u R cooTBeTCTBEHHO H, A, ArChHan- nnn RCuR’
BMECTE 03Ha4alT alnkueHoByl uenoyky ¢ C-5, R®
o3HavaeT C¢-Cs - ankun, A - C1-Ce - ankun, Ar - He-

3aMellleHHas rpynna ¢ennna, t - 0, 1, 2 unu 3, n=1,
2, 3,4 vinn 5, unn nx conw.

2. MNpounssoagHoe nmugasonupuamHa dpopmynsl (1) no
n. 1, npeacraensouwee cobon 2-6yTun-3-(2'-(3-ce-
HUMNPOMUOHWIT-aMUHOCY NbdOHNN)-3-pTop-Oude-
Hun-4-metun)-4,5-gurngpo-4-okco-5-N,N-gumetun-
kapbamounmetun-3E-umngasol4,5-cl-nupnauH.

3. MNpowusBogHble MMuaasonupuamHa dopmynel (1) no
n. 1, a Takke Ux conu, obnagarLimMe aHTaroHNcTUYe-
CKUM JENCTBMEM NO OTHOLUEHWIO K aHTMOTEH3MHY 11.
4. Cnocob nomny4eHnss NPOU3BOAHBIX UMMAA30NUPU-
AvHa cdopmynbl (1) no n. 1, a TaKke ux conew, oTNMU-
YarLMNCA TeM, YTO CoeaMHEHNe, COOTBETCTBYIOLLEE
dopmyne (I), HO HecyLlee Ha mecTe ocTaTka R? rpyn-
ny -SO2NH.., BcTynaeT BO B3aumogencTeue ¢ coegu-
HeHvem dopmynbl E-CORs, npuyem E o3Havaet
yoansemyto rpynny, npegnoytutensHo Cl, Br, | nnm
peakLMOHHOCMOCOOHO (PYHKLUMOHANLHO Moaudumum-
poBaHHyto OH-rpynny, Takyto, Kak ankun-cynbdOoHWM-
okcurpynny ¢ Ci-Cg-aToMamu vnu apuncynboHn-
nokeurpynny ¢ Ce-Cio-aToMamn 1 R® umeeT ykazaH-
Hble B N. 1 3Ha4eHus.

5. Cnocob nonyyeHus dapmaLleBTUHeCKOro cocTaBa,
obnaparoLLero aHTaroHNCTUYeCKUM SENCTBUEM NO OT-
HOLLEHUWIO K aHTMOTEH3UHY 11, oTnUYaroWwmmncs Tem,
4yTo coeamHeHve dopmynsbl (1) no n. 1 w/vnun ogHy n3
€ro (p13nonornyeckn NepeHoCnMbIX corent no MeHb-
e mMepe BMeCTe C TBEPAbIM, XXWUOKUM UMM nony-
XWOKAM BELLLECTBOM-HOCUTENEM Y BCNOMOraTernbHbIM
BELLIECTBOM MEPEBOAAT B COOTBETCTBYIOLLYIO (hOpPMY
[O03UPOBKM.

6. ®apmaueBTMYECKMIA cOCTaB, ObnajaroLLmMin aHTa-
FOHUCTUYECKUM OENCTBMEM MO OTHOLLUEHMIO K aHrvo-
TeH3MHy 11 Ha OCHOBe aKTMBHOrO BellecTBa U 00bl4-
HbIX 406aBOK, OTNMYAKWMNCA TEM, YTO B KayecTBe
aKTMBHOTO BELLECTBA OH COAEPXUT MO MEHbLUEN Me-
pe ogHo coeanHeHue dopmynel (1) no n. 1 nwnu oa-
Hy M3 ero (OuU3nonorMyeckn NepeHoCUMbIX Conen B
3PPEKTUBHOM KONUYECTBE.

N3o06peTeHne KacaeTcs HOBbIX NPOU3BOAHBLIX
MMuaas’onMpuanHoB opmynel I:

R R?

(13) C2
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rae R o3Havaer:

R' oanavaer F, Cl, Br, A unu CF3,

R, - SO,NH-COR?®,

R® - A, Cy-Cs-ankenun, Cy-Cs-ankumHun, Cs-Cs-
uuknoankun - CgHx- unn Co-Ce-ankun, rge rpynna
CH; 3amewueHa "O nnm "S",

R* - H, Rb He3aMeLLEHHbIA UNW OAHOKPaTHO Unu
MHOrokpaTHo 3ameu.|,eHHb|m COOH COOA, CN, NOg,
NR®R’, NHCOR®, NHSO.R®, Hal M/MJ‘IM Ar Cy-Ceg-
ankexun, Cz-Cs-aJ'IKMHI/IJ'I, -CoHon-R® unm -CHR'-
CkHz-R™,

R®- A - CiHa-(C3-Cs-umknoankun), -CiHy -Ar, -
OA, -O-CiHyr+ -(Cs-Cg-umknoankun), -O-CiHo-Ar, -
CpH2p-0-C3-Cg-umknoankumn unm -CyHzp-O-Arr,

REUR’ - cmoTps no obcroaTenscteam, H, A, Co-
Cs-gnKeHmn mnn Cy-Ce-ankuuun, Ar, ArCoHzn - nnn
Het,

R® - Takke — CH,COOA, - SO2-A nnn —SO2-Ar,

R® u R” o3HaualoT BMecTe Takke ankuneHoByto
uenoyky c 2-5 atomamm C, koTopasi MOXeT OblTb Of-
HOKPATHO WNM MHOTOKpaTHO 3amelleHa kapBoHWIb-
HbIM Kucriopoziom, Ar, Het?, -CO-Ar, -COOA, -CO- -
N(A)2, -CH20OH, -SO,-Ar |/|/v|r||/| -NH-CO-A- I/I/VIJ'II/I MoO-
XeT 6bITb npepBaHa pagukanamu O nnm —-NR'-

R® oavauaer Ci-Cs-ankun, roe Takke OJJ,I/IH unm
HeCKOfIbKO aToMoB H moryT 6bITb 3amMeLLeHbl F,

R - 03 Cs-umknoankun, CN, COOA COOH Ar
Het', Het®, 1H-5-TeTpasonun, - CO-NR°R’, -CO-R®,
CO- Ar _CO-Het2, -CO- R™, -C(= NR12)A -C(= NR12)
Het - S(O)m-A, -S(O)m-Ar -S(O)m- -Het?, -SO.-NH-
Het? uim -SO,-OR™

R'® - COOH, COOA CONR¢R7, CN, NO,,
NHCOR11 NHSO2R" unu IP-5-TeTpasonun,

R" - Ar unm umknoankun c 3-8 atomamu C,

R'-H, OH, CN, R"™ OR™ nunm OAr,

R™. A, ankeHun C,-Cg nnu ankuHmn C,-Ce-,

R™ - NH-CHR'™-COOH, -NH-CHR'™-COOA, -
CHzSgO)m-AI' -CHz-COOA - CnHzN-N02, -CnHzn-
NR® R VIJ'II/I -CrH2,-NHCOOA,

R' - H umm A,

R'®-H, A, Ar, COOA, Het® nnn SO,-Ar,

A - C1-Ce-ankun,

Ar - He3zaMelllgHHass UMM MOHO UMW AM3aMelLleH-
Has R®, OH, OR"", COOH, COOA, CONH,, CONHA,
CON(A)2, CHOH, CH)OA, CN NOz, NH2, NHA,
N(A)2, NHCOR'"', NHCOOA, NHSO2R?, Hal wnw IP-
5-TeTpasonunomMm deHunbHaa rpynna, Het' - nsatu-
WK LIECTUYNEHHDBIA HAaCbILEHHbIA FreTepoLuKknnye-
ckuin octatok ¢ 1-3 atomamun N, O n/mnn S, KoTopbIN
MOXET ObITb MPOCTO 3ameLLien KapBOHUMbHLIM KMCIO-
pogom nn =NR'2, u/unn N-aTom (aToMmbl) ero konbLia
MOXeT (MOryT) 6bITb 3aMeLleH (3aMelLleHbl) COOTBET-
cTBeHHO A unu Ar,

Het? - NsTW- UAU LUECTUYNEHHbIN retepoapoma-
Tnyeckuin octatok ¢ 1-3 atomamu N, O u/unu S, Ko-
TOpbIA MOXET OblTb KOHAEHCMPOBaH Takke GEeH30rb-
HBIM UMW NAPUANHOBBIM KOMbLIOM,

Ha1-F, Cl, Brunum |,

Knt- cooreerctBeHHo 0, 1, 2, 3 unun 4,

m-0,1vnu 2,

n-1,2,3,4,5unm6n

P-1wnm2,

a TaKkke 1x conew.

AHanorn4yHble coeauHeHus M3BeCTHbl M3 EBpo-
nemnckoro nateHta EP-A2-0400974.

B ocHoBy u3obpeTeHusi nonoxeHa 3agada oOT-
KpbITb HOBble COEANHEHUS C LieHHbIMW CBOWCTBaMW, B
YaCTHOCTW Takue, KOTOpble MOryT MPUMEHATLCS Ans
NONyYeHUsi NeKapCTBEHHbIX CPEACTB.

Bbino obHapyxeHo, 4To coegunHeHns cdopmMynebl |
N UX COMM NpW XOpOLLel COBMeCTUMOCTM obnagaroT
O4YeHb LEeHHbIMM hapMaKonormyeckuMmn CBOMCTBaMW.
B yacTHocTW, OHM OBHapyXMBalT aHTaroHUCTUYe-
CKMe CBOWCTBA MO OTHOLUEHUIO K aHrMoTeH3uHy Il u
MOryT MOSTOMY WCMONb30BaTbCH B KayecTBe aKTuB-
HbIX KOMMOHEHTOB NEeKapCTBEHHbIX CPEACTB Ans npo-
dunakTrkm u/vnnu Tepanun 3abonesaHui cepaua, op-
raHoB KpoBOOOpAaLLEHUsi M KPOBEHOCHbIX COCYAOB,
npexae BCero ANsi NeYeHns runepTeH3nm, CBsI3aHHON
C aHrnoTeH3uHom ll: anbgocTepoHusma, cepaeyqHou
HeOOCTaTOYHOCTV U MOBBILEHHOTO BHYTPUrNAa3HOro
AaBreHus, a TaKkKke HapyLleHWn LeHTpanbHOW HepB-
HOWM cuCTeMbl, Aanee, Ana neyvyeHust rmnepTpodun un
rMnepnnasMn KpPOBEHOCHbIX COCydoB M cepaua. An-
gina pectoris, cepae4yHoOro UHgapkTa, MHCynbTa, pec-
TEHO30B Mocne adryonnactum wnu By-pass-one-
pauui, apTepuocknepo3a, MaKynspHOW [JereHepa-
UMK, rynepypukemmnn, HapyleHun @yHKLUA MOYeK,
Hanpumep, npekpalieHne paboTbl noyek, Nepho-
pathia diabetica, Rethinopathia diabetica, ncopuas,
HapyLueHnsi paboTbl XKEHCKNX OpraHoB, NPUYMHON KO-
TOpbIX SABMSIETCSA aHrMoTeH3uH I, HapyleHusi Bocnpu-
ATWS, Hanpumep AeMeHUMs, amHesusl, HapyLlleHus
YHKUMM MaMsTW, COCTOSHUS CTpaxa, genpeccus
n/vnun anunencus.

O™ gencTBust MoryT BbITb OBHapyXeHbl C MOMO-
Wbt 0ObIYHLIX MeToAoB "in vitro" unu "in vivo", kak
37O, Hanpumep, onucaHo B naTeHTe CLUA 4880804,
nateHte CLUA 5036048 n WO 91/14367, nanee, A.T.
Chiu et al, J. Pharmacol. Exp. Therap. 250, 867-874
(1989), P.C. Wong et al, ibid. 252. 719-725 (1990, in
Vvivo, Ha Kpbicax).

O™ coegunHeHunsi obnagatoT, B YaCTHOCTH, BbICO-
KAM XMMWUYECKUM CPOACTBOM C peuentopom ATi u
AT2, 4TO MOXHO yCTaHOBWTb NO Medysse Hagnoyey-
HUKOB Kpbic - Mo S. Whitebread et al., Biochem.
Biophys. Res. Commun. 163, 284-291 (1989), a Tak-
e A.T. Chiu et al.,, Eur. J. Pharmacol., 117-118
(1989). Kpome Toro, atu coeamHeHns obnagatoT dyH-
KUMOHasbHbIM aHTaroHM3MOM MO OTHOLLEHWIO K pe-
uentopy ATy.

MNpeomeToM M306peTeHUs SBNAIOTCA COeAuHe-
Hua dopmynel | 1 nx conu, a Takke cnocob nonyye-
HUS 9TUX COeOMHEHWI, a TakkKe UX COrewn, oTnunyato-
LWMACS TEM, YTO:

a) coefMHeHWe, KOTOpoe COOTBETCTBYET POpMy-
ne |, Ho Ha mecTe ocTtaTtka R HeceT rpynny —SO2NHo-,
BBOAAT BO BSaVIMOJJ,eVICTBVIe C coeguHeHuem dopmy-
nbl E-COR® nnm

6) coeguHeHune dopmynel | ocBoboxgatoT U3 oa-
HOro M3 pyHKUMOHAaNbHbLIX MPOM3BOAHbIX MOCPeaCT-
BOM 06paboTkun COMbBOMMU3YIOLLUM UMW TMAPOreHonm-
3YHOLLUM CPEACTBOM,

n/vnu, 4To B coegnHeHnn dopmynbl | oanH nnm
HECKOMbKo ocTaTkoB R ununm R npespaLLatoT B OANH
UMM HECKOMbKO ApYrMX ocTaTkoB R, wunu R% wvnn
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OCHOBaHWe unu kucnoty cdopMynel | npeBpawaioT B
OIHY 13 UX conen.

Bbiwe 1 HWXe ykasaHbl 3Ha4YeHUs pagukanos unm
napameTpoB R, R'- R16, A, Ar, Het1, Het”, Hal, k, m,
n, p, t u E gna cdopmynel |, ecnu He ykasaHO HU4ero
apyroro.

Ecnu coeanHenne dopmynel | cooepxuTt He-
CKONbKO pafuKarnoB C OAMHAKOBbIM OO03Ha4YeHWEM
(Hanpumep, ankeHwn, ankuHun, Ar, R6, R’ unm Hetz),
TO OHM MOrYT COOTBETCTBEHHO ObiTb OAMHAKOBLIMU
UINN 3Xe oTnu4aTbes Apyr OT Agpyra.

B HasBaHHbIX Bblwe dopmynax A umeer 1-6,
npegnoyTutensHo 1, 2, 3 unn 4 atomos C. A o3Hava-
€T, NpeanoYTUTENbHO, METWM, 3aTem 3TuM, Nponwun,
n3onponun, 6yTun, n3obyTun, BTOPUYHbIA OyTun, unm
TpeT.6yTvn, panee, Takke newtun, 1-, 2-unn 3-
metunoytin, 1,1-. 1,2- wnn 2,2-gumetunnponun, 1-
atunnponun, rekewn, 1-, 2-, 3- unu 4-meTUNNeHTUn,
1,1-, 1,2-, 2,2-, 2,3-, unn 3,3-gumeTnindyTun, 1-unm 2-
aTunbyTtun, 1-atun-1-metunnponwun, 1-3Tnn-2-meTun-
nponun, 1,1,2- unun 1,2,2-tpumetnnnponun. AnkeHun
O3HayaeT npeanovTUTENnbHO BWMHUN, 1- wMnn 2-npo-
nexHun, 1-6yteHun, panee 1-neHTeHUn wnn 1-rex-
ceHun. AnKvHWN O3Ha4vaeT, NpeanovYTUTENbHO, 3TU-
HUN, 1- vnn 2-nponuHun, aanee, 1-6yTuHwn, 1-nex-
TAHUN Unu 1-rekcuHun. Ecnn B coeguHeHun copmy-
nbl | MeeTcst HECKOMNBKO paguKanoB A, ankeHun unm
arnkvHum, To OHU MoryT OblTb OOUHAKOBLIMW UMK OT-
nuyatbCcst Apyr OT apyra.

Hal o3Hadvaet, npegnoyTtuTensHeiM obpasom, F,
Cl vnu Br, Ho Takke u J.

R - ato pagwvkan, npousBoAHbln oT 3H-umu-
nasol4,5-clnvpuanH ("3H-1P"), TouHee, 2-R>-4-okco-
5-R4-4,5-,EI,I/IFI/IJ:l,pO-3H-VIMI/I,D,a3O [4,5-c] nupnanH-3-un.

Ar - 370, NnpeanoYTUTENLHEIM 06pPa3oM, He3ame-
LLEeHHbIN, Oanee - Kak yKka3aHO -MOHO3aMELLEHHbIN
deHun, B 4aCTHOCTW, NPEeANoYTUTENbHO, PEHUN, O-,
m WK p-TONWA, O-, M UNU P-3TUIEHN, O-, M- UNn
p-TpudTopMeTUndeHnn, o-, m- unn p-meTokcude-
HWM, O-M WNN P-3TOKCUAEHUN., O-, M- UK p-(and-
TOPMETOKCK) -(heHun, o-, m- unu p-(TpudTopme-
TOKCW)-beHun, o-, m- nunu p-kapbokcudeHnn, o-, m-
uUnu p-meTtokcrkapboHundenun, o-, m- unu p-(N,N-
anveTtunkapbamonn)-geHun, o-, m- UnNu p-rapoKcu-
MEeTUNEHNn, 0-, M- UN1 p-MeTOKCUMETUIAEHN, O-,
m- Unn p-umnaHdeHnn, o-, m- Unu p-HUTpPodeHun, o-,
m- uUnNn p-aMuHOEeHWUN, O-, M- UM p-MeTUramu-
HodeHUN, O-, M- UMK P-OUMETUNAMUHOMEHU, O-, M-
UnNn p-MeToKcu-kapboHunammHodeHun, o-, m- UnNn p-
3TOKCUKapOOHMNaMUHOEHN, O-, M- UNN P-METUI-
cynboHamuaodeHun, o-, m- Unu p-TpuPTopMeTUn-
cynboHamuagodeHun, o-, m- unu p-ptopdeHun, o-,
m unu p-xnopdpexun, o-, m- unu p-6pomdennn, o-,
m- nm p-(1H-5-TeTpasonun)-cdennn, pganee, npeg-
noytutenoHo, 2,3-, 2,4-, 2,5-, 2,6-, 3,4-unn 3,5-
anmvetnndenun, 2,3-, 2,4-, 2,5-, 2,6-, 3,4-unn 3,5-
OnMeToKcdeHNn.

Het' - aTo, npegnoyTUTENbHLIM 06pa3omM, TeTpa-
rmagpo-2- wunun -3-pypun, TeTparuapo-2-unn  -3-tu-
eHun, 1-, 2- nnu 3-nupponuanHun, 2-, 3-, 4- unu 5-ok-
casonuauHun, 2-, 3-, 4- unn 5-tnasonuanuun, 1-, 2-,
3-, 4- vnu 5-umupasonmauHun, 2-, 3- unn 4-tet-
parmgponupaHwn, 2-, 3- unum 4-tetparngpoTuonu-
panvn, 1-, 2-, 3- unu 4- nunepnanHun, 2-, 3- Unu 4-
MopdonuHun, 1-, 2- nnu 3-nunepasviHun, 1-meTun-2-
unu 3-nupponuauvHun, 1-metun-2-, -3- nnn -4-nune-
puanHun, 4-metun-2- unu -3-mopdonuHun, 1-metun-

2-, -3- unu 4-nunepasunHun, 1-deHun-2- nnu -3-nup-
ponuanHun, 1-peHnn-2-, -3- nnn 4-nunepnanHun, 4-
deHnn-2- unn 3-mopdonuHnn, 1-derun-2-, -3-unu 4-
nunepasvHun, 2-okco-3-, -4- Unun -5-okcasonuauHun,
2-0Kco-3-, -4- unu -5-tnasonuauHun, 2-okco-1-, -3-, -
4- ynun -5-umnpasonnguHnn, 2,4-gnokco-1-, -3- unu -
5-umungasonuamHun, 2-okco-3-cpeHunn-4- nnm -5-okca-
30MMAWHUA, 2- OKCO-3-0-, M-, UNN -p-ToNUn-4-unu -5-
OKCa3onUAuHWM, 2-rMapoKCUMMnNHO-3-, -4- nnn -5-
OKCasonuAnHWUI, 2-MEeTO-KCUMMUHO-3-, -4- unn -5-ok-
casonuauHun, 2-rnapoKCUMMMUHO-4-0KCO-3- Unun -5-ok-
CcasonuanHUM, 2-MeTOKCUMMWNHO-4-0KCO-3- Unn -5-ok-
casonuauHnn.

Het® - 310, NpegnoyTMTEnbHLIM 06pasom, 2- unu
3-cpypun, 2-unn 3-tneHun, 1-, 2- unu 3-nupponun, 1-,
2-, 4- unu 5-umuaasonun, 1-, 3-, 4- unu 5-nupasonun,
2-, 4- unn 5-okcasonun, 3-, 4-usokcasonun, 2-, 4- unu
5-tnasonun, 3-, 4- unu 5-nsotmnazonun, 2-, 3- unu 4-
nupuagun, 2-, 4-, 5- nnn G6-NnUpUMUaNHUN, aanee,
npegnoyTuTeneHo, 1, 2, 3-tpnason-1-, -4- nnu -5-un,
1,2,4-tpnason-1-, -3- unu 5-un, 1,2,3-okcagmason-4-
wnn -5-un, 1,2,4-okcaguason-3- wunm -5-un, 1,3,4-
Tnagmnason-2-unu -5-un, 1,2,4-tnagnason-3- mnun -4-
vn, 1,2,3-tnagnason-4- wnn -5-un, 3- wnm 4-nu-
pugasvHun, nupasuHun. 2-, 3-, 4-, 5-, 6-unun 7-
6eH3odpypun, 2-, 3-, 4-, 5-, 6- nu 7-6eH3oTmeHun, 1-,
2-, 3, 4-, 5-, 6- unu 7-uHgonun, 1-, 2-, 3-, 4-, 5-, 6-
vnn  7-uzomnpgonun, 1-, 2-, 4- wunu 5-6eH3numMu-
pasonun, 1-3-, 4-, 5-, 6- unn 7-6eHsonunpasonun, 2-,
4-, 5-, 6- unn 7-6eH3okcasonun, 3-, 4-, 5-, 6- unn 7-
6eH3usokcasonun, 2-, 4-, 5-, 6- unn 7-6eH3Tnasonun,
2-, 4-, 5-, 6- unun 7-6eH3nsotnasonun, 4-, 5-, 6- nn 7-
6eH3-2-1,3-okcagmasonun, 2-, 3-, 4-, 5-, 6-, 7- unu 8-
XUHONWUHUAN, 1-, 3-, 4-, 5-, 6-, 7- unn 8-n3oxMHONUHUN,
3-, 4-, 5-, 6-, 7- nnu 8-umHHonuumn, 2-, 4-, 5-, 6-, 7-
wnn  8-xmHazonuHun, 1H-1-, -2-, -5-, -6- unn 7-
umugaso [4,5-blnmpuaun, 3H-2-, -3-, -5-, -6- unu -7-
umugaso [4,5-bljnmpuaun, 1H-1-, -2-, -4-, -6- unn -7-
umugaso [4,5-clnupngun, 3H-2-, -3-, -4-, -6- nnn -7-
umunaaso [4,5-clnupunamn.

B noHsTne "Het™ BkntoyeHbl Takke romonoruye-
CkMe ocTaTku, B KOTOpbIX reTepoapomMaTuyeckoe
KOMbLIO 3aMeLLEeHO OfHOW WNM HECKONbKUMW, npea-
noytuTenbHo, 1 unu 2 rpynnamu A, npeanoyTuTenb-
HO, MeTarnbHbIMU WWUNU 3TUMbHLIMK TPynnamu, Ha-
npumep, 3-, 4- unm 5- metun-2-cpypun, 2-, 4- nnm 5-
metun-3-cpypun, 2,4-gumetnn-3-cpypun, 3-, 4- unn 5-
MEeTUN-2-TUeHun, 3-mMeTun-5-Tpet. OyTnn-2-TneHun,
2-, 4- vnnn 5-metun-3-tmenun, 2- unn 3-metmn-1-
nupponun, 1-, 3-, 4-unu S5-metun-2-nuponun, 3,5-
aumeTun-4-atun-2-nupponun, 2-, 4- unn 5-metun-1-
umMuaasonun, 4-metun-5-nupasonun, 4- nnm 5-metun-
3-n3okcazonun, 3- nnun 5-metun-4-unsokcasonun, 3-
wnn  4-metun-5-nsokcaszonun, 3,4-ANMETUN-5-N30K-
casonun, 4- unu 5-metun-2-tnasonun, 4- unn 5-atun-
2-Tnasonun, 2- unn 5-metun-4-tnasonun, 2- unm 4-
MeTun-5-tmasonun, 2,4-gumetun-5-tnasonun, 3-, 4-,
5-unu 6-metun-2-nupugun, 2-, 4-, 5- unn 6-meTnn-3-
nupunaun, 2- unu 3-metun-4-nupugun, 4-metTnn-2-nu-
pumMuauHnn, 4,5-AuMeTUn-2-NUpPUMUANHUII, 2-, 5- unu
6-mMeTun-4-NUpUMUaNHUN, 2,6-gnumeTun-4-nupmumm-
anHun, 3-, 4-, 5-, 6- unn 7-metnn-2-6eH3odypun, 2-
atun-3-6eH3odypun, 3-, 4-, 5-, 6- unu 7-metun-2-
6eH3oTueHun, 3-aTun-2-6eHsotuenun, 1-, 2-, 4-, 5-, 6-
unn 7-mMmetun-3-uHgonun, 1-metun-5- unu 6-6eH3nmm-
nasonun, 1-atun- -5- unu 6-6eH3Mmmnaasonun.
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Mpynnbl -CxHa-, -CaH2,-,. CoHop- 1 -CrHat - nme-
10T, MPEMMYyLLECTBEHHbIM 00pa3oM, Hepas3BETBIIEH-
HYI0 MPSIMYIO Lienb U, Takum obpas3om, NpeacTaBnsoT
npegnouTuTensHo -(CH2)q-, (CH2)k, -(CH2)p- 1 -(CHy);,
B 4JactHocTu, -CH,-, panee, -CH2CHj-, -(CHa)s-, -
(CHa2)4-, -(CH2)2- nin ~(CHa)e-, HO Takke, Hanpumep,
CH(CHa)-, -CH2-CH(CH3)- unn -C(CHs)z-. MNMapametp
"k" MOXeT ObITb NpegnoYTUTENBLHO Takke u 0, Tak YTo
rpynna "CxHak OTcyTCTByeT

Pagukan R' - aTo, npeanoYTUTENbHLIM 06pasomMm,
F.

Pagvkan R® nmeer, npegnoyTUTENbLHBIM 0bpa-
30M, HEPA3BETBIEHHYIO MPSAMYIO Lienb U NpeacTaBns-
eT A, B YaCTHOCTHW, 3Tun, nponun unu oytun, panee,
METUMN, NEHTUN UMW reKCun, a Takke LUKnoankun ¢ 3-
7 atomamn C, B 4acTHOCTW, UMKIOMponun, garnee,
LMKNOBYTUM, LIMKIMOMNEHTWM, LIMKIOrEKCUI, UMKIoren-
TWM, ganee, B YaCTHOCTW, ankeHun, NpeanoYTUTenb-
HbIM obpa3om c 3-6 atomamu C, npexge Bcero an-
nun vnu 1-nponexun, ganee, 1-6yteHun, 1-neHTeHWUn
UNN 1-rekceHunr; anknHunm, NnpeanoYTuTeneHbIM obpa-
30M, ¢ 3-6 aTomamu C, npexae BCEro nponaprun unm
1-nponvHun, ganee, 1-6yTnHun, 1-neHTUHWMN unn 1-
FEKCUHWM;  LMKMoankunankumn, npegnovTuTenbsHbiM
obpasom, ¢ 4-8 atomamu C, npexae BCero, LMKMIO-
nponunMmeTun, 1- unn 2-UMKNONponNwunaTWn, Aarnee,
LUUKNOBOYTUAMETUM,  LMKITONEHTUITMETUIT,  LIUKITOreK-
CWUIMETWIT; ankoKcu, NpeanoyTUTeENbHLIM 0bpasom, ¢
1-4 atomamn C, TakuMu Kak, Hanpumep, METOKCHU,
9TOKCW, MPOMOKCK, BYTOKCK, M300YTOKCK; ankokcuari-
Kun, npeanoyTuTensHelM obpasom, ¢ 2-5 atomamu C,
KaK, Hanpumep, METOKCUMETUII, 3TOKCUMETUI, Mpo-
NMOKCUMETUI, 2-MEeTOKCUITUn, 3-MeTokcunponun, 2-
3TOKCUITWM; ankunTno, NpeanoyYTUTENbHBIM 0bpa-
30Mm, ¢ 1-4 atomamn C, kak Hanpumep, METUMTO,
3TUNTNO, NpONWMATUO, OyTUNTWO, K306yTUNTMO; an-
KUNTUOAnKWm, npeanovtTutensHbiM obpasom, ¢ 2-5
aTtomamm C, kak, Hanpumep, METUNTUOMETUN, 3TUI-
TMOMETUN, NPONUATUOMETUN, 2-METUNTUNOITUI, 3-Me-
TUNTUONPONWA, 2 -9TUNTNO-3TUN.

Pagvkan R npencTaensaeT, NpeanoYTUTENbHbLIM
ob6pasom, H; R B yacTtHocTtu, CH3, CF3, CoHs, CoFs,
CHz CF3, C3H7, CHz CHz CF3, C4Hg, Ar- Cz-Ce-
ankeHun, Hanpumep, umHHamwun; Ar-C,-Ce-ankenun,
3amMelLeHHbIN B YacTy "ankeHuna” COOA, Hanpumep,
3-aTokcukapboHun-2-dpennn-nponex-1-un; -CpHzn-R
(B oTOEnbHOCTY, I'Ipe,lJ,CTaBJ'IFleT npeanoyTUTENbHBLIM
obpasom, -CH»-R?), B uacTHocTM, nmpeacrtaBnsieT -
CnH2n-C3-Cs - umkno-ankun (Kak, Hanpumep, LMKIo-
NPONWUIMETUI), LMKNODYTUNMETUI, UMKIONEHTUNMe-
Tun, uuknorekcunmeTun, -C,H2,-CN (kak, Hanpumep,
unmanmetun, 2-umanatun, 3-umadHnponwun), -CpHan-
COOA (kak, Hanpumep, MeTOKCMKapboHMNMeTun,
3TOKCUKAPOOHUNMETW, 2-MeTOoKCUKapOoHUNaTun, 2-
aTokcmkapboHunatun), -C,Hxn-COOH (kak, Hanpu-
mep, KapbokcumeTun, 2-kapbokcuaTtun, 3-kapbok-
cunponun), -CyHz, - Ar (kak, Hanpumep, 6eHann, 1-
unu 2-cpeHnnatun, 1-, 2- unu 3-cpeHunnponun. 1-, 2-,
3- unn 4-dpeHunbytun, o-, m- unu p-gpTopbeHann,
(NnpegnovTuTensbHO) 0-, M- unn p-xrnopbeHsun, o-, m-
unn p-6pombeH3nn, o-, m- N p-mMerunéeHsun, o-,
m- wunuM p-TpucptopmeTunbeH3nn, o-, m- unuM p-
METOKCUKapOOHNNGEH3UN, 0-, M- UNKU p-3TOKCUKap-
60oHUNGEH3UN, O-, M- UnNn p-umaHbeH3un, o-, m- unn
p-kapOokcnbeHaun, o-, m- UnNu p-HUTPobeH3ur, o-, m-
UnNn p-amuHobeH3un, o-, m- wunu p-TpudpTop-aue-
TamugobeH3un, o-, m- unu p-TpUPTOPMETUI-CYIb-

doHammpobeHann, o-, m- unm p- (1H- 5TeTpa30nmn)
6eHaun, 2-xnop-6- HVITp06eH3VIJ'I) -CnHan-Het' (npe-
UMyLLLecTBEHHO, -CHo-Het! kak -CHa-(2-okco-3-Ar-5-
OKCa3onuauHWI), Hanpumep, 2-okco-3-m-Tonus-5-ok-
casonvlp,vmmnmemn)

CnHan-Het® (npeumyiiectBeHHo -CHy-Het? kak 2-
unn 3-doypunmMeTun, 2- unu -3-TUeHUnMeTun, S-nso-
KcasonunmeTun, 5-metun-3-n3okcasonun- Metun, 2-,
3- nnn 4-nupngunmeTun, NupasuHunmeTun, 2-, 4-, 5-
unn 6- nupuMuanHUNMeTUn, 3- unu 4-nupuaasu-
HunveTun, 2-, 3-, 4-, 5-, 6- unn 7-6eH3odypunmeTun,
2-, 3-, 4-, 5-, 6- unn 7-6eH3oTneHunmeTmn, 2-, 3-, 4-,
5-, 6- NN 7-MHBONUMETUN);

CnHan-(1H-5-TeTpasonun) (kak 1H-5-teTpasonun-
metun, 2-(1H-5-tetpasonun)- aTun, 3-(1H-5-TeTpaso-
nun)-nponun); -CnHz,-CONR® R (rae n osHavaer,
npegnoyTuTensHo, 1 VIJ'IVI 2, R® o3Hauaer, npeanoy-
TUTenbHo, H unn A n R’ 03Ha~4aeT npeanoYTUTENb-
Ho, H, A, Ar, ArC,Hz, nnn Het’, kak kapGamounve-
Tmn, 2-kapbamounnatun, N- MeTmnKap6aM0v|nmeTmn,
2-N-metunkapbamounatun,  N-atun-kapbamownme-
Tmn, 2-N-atunkapbamoun-atun, N-nponunkapbamo-
unvetun, 2-N-nponunkap6amown-atun, N-usonpo-
nun-kapbamounveTtun, N-GyTun-kapbamounn-metun,
2-N-6ytun-kapbamounn-atun, N-u3obyTtun-kapbamo-
unvetun, N- ©6ytun BTOp.--kapbamounwvetun, N-
TpeT.-6yTun-kapbamonnmetun, N,N-gumetun-kapba-
moun-metun, 2-N,N-kap6amounatun, N-metun-N-
atun-kapbamounmertun, N,N-gnatun-kapbamonnme-
tvn,  N,N-gunponun-kap6amounmetun, N-gumson-
ponun-kap6amounmetun, N-gubytun-kapbamounme-
TUN; panee, Hanpumep, NMPPONMAnHoKapGoHunMe-
TUN, NUNepuanHoOKapboHWUNMETU, MOPEONMHO-Kap-
6oHunmeTun); -CnH2,-CO-NHAr, Hanpumep, N-de-
Hun-kapb6amonnmetun, 2-N-deHun-kapbamomnaTun,
N-o-, -m- wnu -p-tonun-kapbamounmeTtun, N-o-,
m- unu -p-TpudTopMeTun-peHunkapbamonnmeTun,
N-0-, -m- nm -p-kapbokcudeHun-kapbamonnmeTun,
N-o-, -m- wnu -p-atokcukapGoHundeHun-kapba-
mounmeTtun, N-o- -m- nnu p-gpropceHmn-kapbamo-
unmetun, N-o-, m- unu -p-xnopdeHun-kapbamownrn-
metun, N(2,3-, N-(2,4-, N-(2,5-, N-(2,6-, N-(3,4- nnu
N-(3,5-aumetundeHun)-kapbamonnmetun, 2-N-(2,3-,
2-N-(2,4-2-N-(2,5-, 2-N-(2,6-, 2-N-(3,4- nnmn 2-N-(3,5-
,u,mmeTmn(beHmn) kapbamounaTtum; -CnH2,-CO-NH-
Het?, Hanpumep, N-(2-, N-(3- unu N-(4-nupuann)-kap-
6aMOVIJ'IMeTVIJ'I, 2-N-(2-nupwaunn)-kapbamounnmeTun,
N-(2- wnnm N-(3-Tmenun)-kapbamounnmetun; -CnHan-
CO-NAAr, Hanpumep, N-meTtun-N-deHun-kapbamo-
unmetun, 2-N-metun-N-deHnnkapbamonn-atun, N-
atun-N-deHnnkapbamonnmeTvn; -CnHa2,-CO-
NA(CnHz2n-Ar), Hanpumep, N-metun-N-6eHsun-kapba-
mounmeTtun, N-metun-N-(2-dpeHnnatun)-kapbamowns-
mMeTun, N-metun-N-(1,1-aumeTnn-2-peHnn-atun)-
kapbamounmetun, 2-N-metun-N-(1,1-gumetun-2-ce-
HUNaTUn)-kapbamounnatun; CnHan-CO-N(Ar)z, Hanpu-
mep, N,N-gudeHnnkapbamomn- MeTmn; -CnH2n-CO-R?
(NpeanoyuTuTenbHO, -CH2-CO-R® kak 2-okcomponun,
2-okcobyTun, 3-okcobyTun, 3-meTun-2-okcobyTtun,
3,3-gumeTtun-2-okcobytun,  3,3,3-TpudTop-2-okcon-
porun, 3,3,4,4,4-neHTadpTop-2-okcobytnn); -CnHan-
CO-Ar kak cbeHaumn (=2-okco-2-deHnn-atun), o-, m-
unu p-metundeHauun, o-, m- unu p-atundeHaymn,
0-, M- unu p-TpudTopmeTundeHaumn, o-, m- unu p-
MeTokcudeHaumn, o-, m- Unn p-aTokcmdpeHaumn, o-,
m- unu p-(audTopmeTokcu)-cpeHaumun, o-, m- unu p-
(TpudbTopmeTokcmn)-dpeHaumun, o-, m- UM p-
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kapbokcudpeHaumn, o-, m- unu p-meTokcukapbo-
HundeHauun, ©0-, M- WAM  P-3TOKCUKaAPOOHWII-
deHauun, o-, m- U p-umaHdeHauun, o-, m- Unu p-
HUTpodeHauurn, o-, m- unu p-ammHodeHauun, o-, m-
unu p-TpudTopauetammgodeHauun, o-, m- unu p-
MeTuncynboHammgodeHauun, o-, m- unn p-tTpud-
TopMeTuncynboHammao-peHaumn, o-, m- unu P
(1H-5-TeTpasonun)-deHauun); -CnHan-CO-Het?
(npeanouTntensHo —CHp-CO-Het® kak  2-chypoun-
METUM, 2-TEHOUNIMETUI, MUKONIMHOUIMETWI, HUKOTYU-
HOMNMETWI,  MU3OHWKOTUHOWNMETWUM,  NUpasuH-Kap-
6oHunmetun, 2-, 4-, 5-unu  6-nupumugmHkap-6o-
HUnMeTun, 3- wmn - 4-nupuagasmH-kapooHUNMeTun,
6eH3odpypaH-2-, -3-, -4-, -5-, -6- unu -7-kapGoHun-
metun, 6eHsotTnodeH-2-, -3-, -4-, -5-, -6- unn -7-
kapboHunmertun, nigon-2-, -3-, 4-, -5-, -6- nnn -7-
kapboHunmetun); -C,H2n-CO-CH2-NO2, Hanpumep, 3-
HUTPO-2-0KCo-Nponun,  4-HUTpo-3-okconponun, -
(CH)-CO-CH2,-NH-COOA, Hanpumep, 4-BOC-amu-
HO 2-okcobytun, 5-BOC-amuHo-2-okcodeHun, 6-
BOC-amnHo-2-oKkcorekcur; -CnH2n-CO-CH2n-NHo,
Harnpumep, 3-aMUHO-2-0KCO-NPOonusi, 4-aMUHO-2-0KCO-
Oytun, 5-ammHO-2-OKCOMEHTWUN,  B-aMMHO-2-OKCO-
rekcun, 4-amuHo-3-okcobytun; -CnHz2,-CO-NH-SO2Ar,
Hanpumep, N -peHUnCcynbOHUI- Kap6aMOI/IJ'IMeTMJ'I
-CnaHan-C(=NR'?)-A (npegnoututenbHo, -CH-C(NR'%)-
A Kak CHz( NOH) CH3, -CHz C ( NOCHa) C(CH3)3,
-CnH2n-S-A, Hanpumep, metuntuomeTun; -CnHzn-SO-
A, Hanpumep, MeTuncynbuHunmeTun; -CnHn-SO2-
A, Hanpumep, metuncynbgoHunmeTun: -C,Han-S-Ar,
Hanpumep, denuntuo-meTun; -CnH2n-SO-Ar, Hanpu-
mep, deHnncynbduHnn-metun; -CnHan-SO2-Ar, Ha-
npUMep, EeHNNCYMbMOHNA-MEeTUTT;  -CoHan-S-Het?,
Hanpumep,  (2-TueHnn)-TnomeTur; -CnHz,-SO-Het?,
Hanpumep, (2-nnpugun)-cynbpuHmunmeTun; -CnHan-
SO,-Het?, Hanpumep, (2-, (3- Unn (4-NUPUAUN)-Cyrb-
donnnmetun; CH(COOA)-Ar, Hanpumep, -MeTOK-
cvKkapboHUNbeH3nn, 3TokcukapboHMnNbeH3un, -u3o-
nponokcukap6oHnnoeHsun; -CH(CON(A)2-Ar, Hanpu-
mep, (N, N-gumetunkapbamown)-6eHann.

Pagukan R” - 310, npegnoytuTensHbIM 06pasom,
A, B yacTHOCTW, MeTwun, aTun, nponun, ByTun, neH-
TIn, 3-MetTnndyTun, 2,2-0UMETUNNPONUIT, FEKCUI UIn
4-metunneHtun; OA, B YaCTHOCTW, 3TOKCU, MPOMOKCH,
METOKCK,  M30Mponokcy,  OyTokcn,  u3obyTokew,
TpeT.6yToKCH, 3-MeTUNOYTOKCH; LMKIoankus, B YacT-
HOCTW, UMKIONPONWI; UMKIOAankum-ankun, B YacTHO-
CTW, LMKIONPONUIMETUI, 2-LMKNO-NPONUI-9TUM, LMK-
NONEHTUNMETUN, 2-UMKITONEHTUM-3TUI, LIMKITOreKCuI-
METWM, 2-LMKNOreKCcun-aTum; Ar-ankun, B 4acTHOCTH,
6eH3un nnu 2-cheHnn-atun; Ar-okcuarnkus, B YacTHO-
cTn, peHokcumeTwn; Ar-ankokcu, B YacTHOCTU, BeH-
3UNOKCK, 2- dJeHVln 3TOKCI/I

Papukanbi R® n R npeacTaBnsoT, NpeuMyLLecT-
BenHo, H urm A, R® npegcrasnseT JJ,OI'IOJ'IHI/ITeJ'IbHO
npegnoyTuTensHo, Ar, Ar-CnHz, nnu Het?.

Opyrue npe,lJ,I'IO‘-ITI/ITeJ'IbeIe rpynnbl NR°R’ - at0
Te rpynnbl, B koTopbix R® 1 R’ BMecTe o3HavaloT an-
KuneHoByto Uenb ¢ 2-5 aTomamu C, koTOpasi MOXeT
6bITb 3amelleHa, kak ykasaHo, n/vnn npepeaHa no-
CpeacTBOM -NR . OcobeHHO npefnoYTUTENBHBIMM
rpynnamu -NR® R 3TOro BMAa ABMNAOTCA, Hanpumep,
asvpuanHO, MUPPONMAMHO, NUNEPUANHO, MOopPdOnu-
HO, NUNepasuHO, 2-OKCO-MUPPONMAOMNHO, 2-anKOKCK-
KapboHWUM-NpponNnAanHO (rge ankokcurpynna copep-
xut 1-4 atoma C) kak 2-meTokcukapboHwun-nup-
pPOnMMAMHO MNKN 2-3TOKCUKapboHWM-NMpponnanHo, 2-

unu 3- ankaHounamnHO-NUPPONUANHO Kak 2- unu 3-
aueTamuao-nupponuanHo, 2-, 3- Unu, B YacTHOCTH, 4-
oKco-nunepuauHo, 2-, 3- unu, B 4acTHocTw, 4-Ar-
nUNepuanHoO Kak 2-, 3- nnu 4-peHun-nunepuamHo, 4-
0-, 4-m- unn 4-p-metokcudeHun-nunepnanHo, 4-o-,
4-m-, unun 4-p-HutpodpeHun-nunepmuamHo, 4-o-, 4-m-
unn 4-p-xnopeHnn-nnunepuanHo, 3-rmapokKCuMeTun-
4-xnopdeHun-nunepuaguHo, 2-, 3- unn 4-(2-tneHun)-
nunepuavHo, 2-, 3- unn 4-N,N-gumeTtunn-kapbamoun-
nunepuanHo, 2-, 3- unu 4-N,N-gnatunkapbamoun-
nunepenuHo, 2-, 3-unu 4-6eH3onnnunepuauHo, 2-, 3-
unu 4-p-meTokcu-6eHsonn-nunepnanHo, 4-meTunnu-
nepasuHo, 4-o-, 4-m- unu 4-p-HUTpodeHnn-nune-
pasuHo, 4-0, 4-m-, unu 4-p-xnopgeHun-nunepasmHo,
4-(2-npuMuanHUN)-NunepasuHo,  4-meTokcukapbo-
HWUM-NUNepasnHo, 4-3TokcukapboHWn-NunepasuHo, 4-
BOC-nunepasvHo, 4-theHnncynbgoHUI-N1nepasnHo,
4-p-TonuncynboHUN-NunepasuHo, 4-o-, 4-m- unu 4-
p-bTopheHnncynLpoHN-NUNePasnHo.

Pagukan R cogepxuT npegnoytutensHo 1, 2
unn 3 atoma C n o3HayaeT, NPenMyLLECTBEHHO, Me-
AN, 3Tun, TpudTopmeTUn, neHtadTopatun, 2,2,2-
Tpudptopatun unu 3,3,3-TpudToprnponun.

R® - 3TO Pe,EI,I'IO‘-iTVITeJ'IbHO Ar, -COOA, COOH
nunm - CO NR°R’, hanee, npe,qnhoMTeano -CO-R?,
CO-Ar, -CO-R™ urn —C(=NR 2)-A.

R1 - ato npegnouTuTensHo COOH unn COOA.

R" - at0 npegnoyTuTensHO Ar, B YacTHOCTK dhe-
HW.

R - a10 npegnodtutensHo OH nnn OR16, B Ya-
ctHocTtn OA.

R™ - a0 npeanoyTuTensHO A.

R™ - 37O MPEAnoYTUTENbHO -CnH2nNO2 v -
CnH2n-NR®R’, B yacTHoCTM CoHan-NHs.

R - a10 npegnoyTutensHo H, pnanee, A ¢ 1-4
aTomamm C.

R - a10 npegnoyTuTensHo H unn A.

MapameTp "k" paBeH, npeumyLiecTBeHHo, 0 nnu
1. MNapameTp "m" paBeH, npeumyLlecTBeHHo, 0 unu 2.
MapameTp "n" paBeH, npegnouytutensHo, 1, Aanee,
npepnoyTUTensHo, 2, 3 unu 4. Mapametp "p" paBeH,
npeanoyTuTensHo, 1 nunm 2.

B cooTtBeTCcTBUM C 3TMM nNpegmeToM m3obpeTe-
HUS SBNSIOTCS, B YaCTHOCTW, Te coeguHeHust opmy-
nbl |, B KOTOPbIX MO MeHbLUEN Mepe OAUH U3 Ha3BaH-
HblX pagukanoB MMeeT OOHO W3 YyKasaHHbIX Bbille
npeanoYTUTENbHbIX 3Ha4YeHWn. Heckorbko npegnou-
TUTENbHBIX PYNN COeAUMHEHWA MOTYT BblpaxaTbCs
cnegyloWmMMn YacTudHbIMK dhopmyrnamu 1a - 1e, Ko-
Topble COOTBETCTBYIOT chopmyrne 1 1 rae He obo3Ha-
YeHHble Gonee nogpobHO pagvkanbl MMeKT 3Hadve-
HUS, ykasarHble B cdopmyne |, B KOTOPOW, OQHAKO:

B 1a R osHavaet F, C1 unu Br;

B 1b R' o3HauatoT F;

B 1c R osHavaioT F, Clunn Bru

R® -CiHa(Cs-Ce-Lmknoankun) unu -CiHar-Ar-;

B 1e R' o3HavatoT F

R® - CH,CH; - LMKITONEHTUN Unun

-CHzCH2C6H5.

Cpeam aTMx coeguMHeHu NpeanoyTUTeNbHbl Te, B
koTopblx R® 03HauaeT A UnM anKkeHUn cooTBETCTBEH-
Ho ¢ 3-6 atomamu C mnnu umuknonponun.

Opyrue npegnoyTuTenbHble rpynnbl COeQUHEHNN
COOTBETCTBYIOT chopmyne |, a Takwke gpyrum HasBaH-
HbIM Bbille pOpMynam, rae, oaHako, paavkan R’
nMeeT criegyroLme 3HaveHuns:
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a) ankeHun-Ar c 2-6 atomamu C B "ankeHurbHon"
yacTu,

b) - CoHzn-R®,

c) - CnHan-Ar,

d) - CrH21-CO- NR R

e) - CHo-CO-NR®R’, rae R® u R” o3HaualoT co-
OTBETCTBEHHO H, A mnm cbeHmn

f) - CH,-CO-NR°R’, roe R® u R’ BmecTe o3Haua-
10T ankuneHoBsyto uenb ¢ 2-5 atomamu C, koTopas
MOXXET OOHOKPAaTHO WM MHOTOKpaTHO 6bITb 3amelle-
Ha KapBOHUNbHBIM kucropogom. Ar, Het’, CO-Ar,
COOA, -CO-N(A),, CH2OH, SOz-Ar nvnn NH CO-A
n/vnn Mmoxet 6bITb ngeQBaHa -NR'®

g) =CH.-CO-NR°R’, rge - NR® R O3HavaeT nup-
pOnMAMHO, MMNEPUAMHO U MOPEONMHO,

h) H,

i) A,

j) -CH2AR,

k) -CH>COOH,

1) -CH2COOA,

m) -CH2-CO-Ar,

n) -CHz-TneHun,

0) LMHHaMuI,

p) -CH(COOA)-Ar,

q) -CH2-S(O)m-Atr,

r) -CHz-S-Ar,

S) -CHz-SOzAr

CoeauHeHuns dopmynbl | 1 ncxogHble BellecTBa
ANa WX MOMyYeHUs MosfyyarT, B OCHOBHOM, MO W3-
BECTHbIM MeTOAMKaM, KOTOpble ONUCaHbI B NnuTepary-
pe (Hanpumep, B CTabunbHbIX y4ebHMKaX, Taknx Kak,
Houben Weyl. MeToabl opraHM4yeckon XxvMmum, usga-
TenbcTBO Georg Thieme - Verlag, LUTyTTrapT; B YacT-
HocTK, Takke B EBponenckom nateHte EP-A2-0 430
709 n B nateHTe CLUA-US-PS 4 880 804), a umeHHO
B YCINOBWSIX peakLum, KOTopble N3BEeCTHbl U NOAX0aAT
ANS Ha3BaHHbIX peakuuii obmeHa. Npu 3TOM MOXHO
MCMnonb3oBaTb TakkKe BapuaHTbl, KOTOpble CaMu Mo
cebe n3BecTHbl, HO 6onee NOAPOBHO He yNOMUHAKT-
cs.

McxoaHble BellecTBa, Mpu XenaHuu, moryTt ob-
pa3o0BbIBaTbCS Ha HY>XHOM MecTe, TaK 4TO MX He Bbl-
AensitoT U3 peakuMOHHOW cMecu, a cpasy e npespa-
LatT B coeanHeHns oopmynbl |.

a) [MpegnoytutensHbiM 06pasoM coegnHeHUs
dopmynbl | MoryT ObiTb nonyyeHbl ¢ nomolpto N-
aunnMpoBaHNSA COedMHEHWI, KOTOpble COOTBETCTBY-
10T popmyne |, ogHako Ha MecTe pagukana R? co-
aepxuT rpynny —SO2NH.. B kavecTBe auunmpyroLmx
cpeacTs no%xop,m Hanpumep, coeguHeHus dopmy-
nel E-CO-R”, B KkoTopbix E 03HauyaeT ocTaTouHyto
rpynny (Ieavmg group), npegnoyTUTensHbIM obpa-
3om, Cl, Br, 1 unu peakumMoHHOCMOCOOHYO yHKLMO-
HanbHO M3MeHeHHyto rpynny OH, Takyio kak ankwn-
cynbdoHunoken ¢ 1-6 atomamm C (npeanoytutens-
HO, MeTUN-CyNbdOHWUITOKCHU) UNN apucynbGOHNITOK-
cu ¢ 6-10 atomamu C (npegnoyTuTensHo, heHnn nnm
p-TonuncynboHnnokeu). MNprmepamy Takmx coegu-
HEHUN SBNSAOTCA METUMOBbIM U 3TUMNOBLIN  3PUP
XMOPMYpaBbWHOW KUCAOThI, aueTUnxXnopug, LMKIo-
nponaxkapboHunxnopug, 6eHsounxnopug, deHun-
aueTun-xnopug, 3-heHUNNPONMOHUIXIOPNA, LUKIO-
neHTUnauetTunxnopug,  3-UMKIONeHTUNNPONUOHWIT-
xnopwa.

Peakuusi obmeHa npoucxoguT, Kak npasuno, B
NPUCYTCTBMN OAHOIMO WMAM HECKOSNbKMX OCHOBaHWM,
npeanoyTuTensHelM 06pasom B NPUCYTCTBUM TPETUY-

HOro aMuHa, Hanpumep TpuaTuNamuHa, nupuanHa, 4-
avMeTunaMmuHonMpuagnHa, LenecoobpasHbiM  obpa-
3oMm, npu Temnepatypax mexagy 0 n 100 rpag. Uenb-
cus. M3BbITOK amMmyMHa MOXET CIyXuTb Takke W pac-
TBOpUTENEM.

b) Oanee, coeguHeHne dopmMynbl | MOXHO Bbiae-
NWTb U3 OOHOro U3 PYHKLMOHAMbHBIX MPOM3BOAHbLIX
3TOr0 COeaMHEHUs MOCPeacTBOM conbBonMsa (Ha-
npumep, rmaponunsa) unu rmaporeHonuaa.

Takum obpasom, kapboHOBbIE KNCNOTbI hopMyrbl
I, koTOpble cogepXaT (N0 MeHbLUEN Mepe) OgHy rpyn-
ny COOH, MOXHO Nony4uTb NOCPEACTBOM OMbINIEHUS
COOTBETCTBYIOLLMX ankunoBbiX 3NPoB, Hanpumep, ¢
nomoweto NaOH unu KOH B BogHOM pacTBope C u1c-
nonb3oBaHnem unu 6e3 MCNonb30BaHUS MHEPTHOro
OpraHM4eckoro pacTBopuTensi, Takoro Kak MeTaHor,
aTaHon, THF vnu gnokcaH npu Temnepartype Mexay
0 n 100 rpag. Llenbcua, unu nocpeacTsoM ruapore-
HOnM3a COOTBETCTBYOLUMX BEH3MNoBbIX 3UPOB, Ha-
npumep, Ha Pd-yrne npu gasneHuax mexay 1 n 100
6ap 1 npu Temnepatypax mexagy 0 n 100 rpag. LUenb-
CMS B OOHOM W3 yKa3aHHbIX MHEPTHbIX pacTBOpuTe-
nen.

McxogHble BelyecTBa, B 4acTHOCTY Te, KOTopble
npegycmoTpeHsl B copmyne E-CO- R, LLMPOKO W3-
BECTHbl. ECM OHM Hen3BecCTHbI, TO OHN MOryT bbiTb
nonyYyeHbl NpU UCNOMb30BaHNM U3BECTHbIX METOAOB
Mo aHanorMm ¢ M3BeCTHbIMU BELLECTBaMW.

[anee, nmeetrcsa BO3MOXHOCTb MpeBpaTUTb CO-

eauHeHne cdopmynel | B gpyroe coegnHeHne opmy-
nel | B ,npouecce npeobpasoBaHusi PaAukanos R
winmm R® B apyrve pagukansl R w/ivnu R?, Hanpumep
B npouecce peakuun obmeHa mexay coeavHeHnem
dopmynbl | (R =H) n coeguHeHnem copmynsl E- R*
(rae R" otnunuaetca ot H) unu B npouecce BoccTa-
HOBMEHWS HWUTPOrpynn (Hanpumep, nNyTem rmapupo-
BaHWs Ha Hukene PeHesa unn Ha Pd-yrne B UHEPTHOM
pacTBopuTenie, TakOM Kak METaHON WNuW 3TaHomn) B
amuHorpynnel W/unu nyteMm yHKLMOHAMNbHBIX N3Me-
HEHWN CBOOOAHBIX aMWHO- WWNW rMaPOKCUrpynn
n/vnn nyTeMm M3onMpoBaHWsA PyHKUMOHaNbHO M3me-
HEHHbIX aMWUHO-W/MNN TMEPOKCUIPYNN, Wunu nocpea-
CTBOM COJbBOMNM3a UMM r’MaporeHonu3a, uunu nytem
rmgponusa HuTpunosblx rpynn B rpynnsl COOH,
n/vnn NyTeMm OKCUMAWMPOBaHWUSA TUOIMMPHBIX rpynn B
rpynnbl SO v SO, Hanpumep, ¢ nomolpto HO-
WNM HagKMCNOThl, Kak, Hanpumep, 3-xnoprnepbeH-
30MHas kucnoTa, u/vnn nytem npeobpasoBaHusi Co-
eavHeHun dopmynel |, koTopble coaepxat kapbo-
HUMbHYIO TPYNMY, B COBAMHEHNA dopmynebl |, KoTopble
cogepxat rpynny -C(=NR'?), Hanpumep nytem |23ea|<-
uun obmeHa ¢ coegnHeHvem copmyrnbl HoN- R’
KAM Kak ammuak, rmgpokcunamuH, O-amnkun, Oan-
keHun, O-ankumHun- wnmm O-apun- FMAPOKCIIaMIHbI,
umaHamug unu nepeuyHble amuHbl HoN- R", nytem
aTepudukaLmn unv aMmanpoBaHus rpynmnel kKapooHo-
BOW KWUCMOTbI, HAanpumep, nyTem peakumMm obmeHa co
CI'IVIpTOM dopmynbl A-OH unn ¢ ammHoM dhopMyrbl
NHR®R” unu doopmynbl HaNCR'>-COOA.

Mpyn anknunMpoBaHUM COeauHEHWU  OPMYIbI
(R =H) ¢ nomoLublo peakun ¢ coeguHeHusMu op-
Mynbl E-R* paGoTaloT, npeanoyTUTensHO, B UHEPT-
HOM pacTBopuTene, HanpuMep B amuae KUcnoThbl, Ta-
koM kak DMF, N-metunnupponuaoH, 1,3-aumeTtunn-2-
OKcorekcarmgponupuMuManH  Wnu  rekcameTun-tTpua-
Mua PoCOpHON KMCIOTbI, B CAMPTE, TAaKOM Kak: Me-
TaHon unu Tpet.6yTaHon, B NpocTom adupe, Takom
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kak: THF, nnn B ranoreHMpoBaHHOM yrnesogopoae,
Kak, Hanpumep, AUXIIOPMETaH, WM B WX CMecsiX
n/vnu B NpUCYTCTBUM arnkoronsTa LWeno4yHoro metan-
na, TaKkoro Kak: MeTunaT HaTpus wunu TpeTt.oyTunat
Kanus, rMapuaa LWenovyHoro Metanna, kak, Hanpu-
Mep, TMApWA HaTpus unu kanus, kapboHata Lwenouy-
HOro meTanna, kak, Hanpumep, kapboHaTt HaTpus Unu
Kanus, bukapboHaTa Leno4yHoro Mertanna, Kak, Ha-
npumep, GukapboHaT HaTpUA WK Kanus, unn Tpet-
amuHa, Kak, Harnpumep, TPUITUNAMUH UMK ITUNZWU-
30MponunamuH, Npu TemnepaTypax npubnuanTensHo
mexay -30 n 200 rpag., npegnoyTuTenbHeIM 06pa3om
mexay 20 n 60 rpag.

Hanee, cBO60AHbIE aMUHOIPYNMbl MOXHO auunun-
poBaTb OObIMHBIM CMOCOBOM C MOMOLLBIO XropvAaa
WNW aHrMapuaa KUCMoTbl MW ankunuposaTtb C MOMO-
b HE3aMeLLIEHHOro MW 3aMEeLLEHHOrO ankuIbHOro
ranoreHvuga uenecoobpasHbiM 06pasomM, B MHEPTHOM
pacTBopuTene, TakoM kak guxrnopmeTtaH unu THF
n/vnu B NpUCYTCTBMU OCHOBAHUS, TAKOro Kak TpUaTu-
namMuH Uy NMPUAKH, Npy TemnepaTypax mexay -60 n
+30 rpag.

Mpu xenaHun B coegmHeHun opmyrnbl | MOXHO
BblAENUTb  (PYHKLUMOHANbHO COMPSKEHHYI0 aMUHO-
n/vnu rTMAPOKCUIBbHYIO Fpynny NMOCPeACTBOM COMbBO-
n1M3a Wnu rmagporeHonnsa ¢ NpUMeHeHnemM OObIYHbIX
MeToauK. Tak, Hanpumep, coeanHeHne copmynbl |,
KOTOpOe COAEPXUT rpynny NHCOR"" unm rpynny
COOA, MoxHO npeobpasoBaTe B COOTBETCTBYIOLLEE
coefuHeHne dopmynbl |, KOTOpoe CoaepPXUT BMECTO
atoro rpynny NHz unu rpynny HOOC. Mpynnsl COOA
MOryT GblTb OMbIfEHbI, HanpyumMep, ¢ nomoLlpto NaOH
unu KOH B Boge, B cmecu Boabl U THF nnn B cmecn
BOAbl U AMOKCaHa npu TemnepaTypax mexay 0 u 100
rpag. Llenbcus.

Mpy ammngnpoBaHWu rpynn kapboHOBOW KUCMOThI
paboTatoT, uenecoobpasHbiM 06pa3om, Mo OObIMHBIM
MeToAMKaM NenTWA-CUHTEe3a, KOTopble OnucaHbl, Ha-
npumep, B Houben-Weyl 1.c., Tom 15/11, cTpaHuubl
1-806 (1974). Peakuns ygaeTcsi, NnpeanovTUTenbHbIM
obpa3om, B NpuCyTCTBMM AermgpaTaumoHHOro cpea-
cTBa, Hanpumep kapbogunmuaa, kak-to: N,N-guumk-
norekcunkapbogummng  ("DCC1"), 1,1'-kapboHun-
anmvmmnaason  unu - N-3-gumetunamuHonponun-N'-
atun-kapbogunmung, ("DAPEC1"), panee, aHrvgopug
nponaHo-ocopHo KucnoTbl (cpaBHW. MNprknagHas
xummsa. 92, 129 (1980)), andeHundochopunasng
unu  2-atoken-N-atokcukap6oHun-1,2-gurnapoxmHo-
fVH, B UHEPTHOM pacTBOpuTerne, Hanpumep B rasno-
reHMpoBaHHOM YrneBoAopode, kak, Hampumep, Au-
XrnopmeTaH, B NPoCcToM admpe, Kak, Hanpumep, THF
Unu avMokcaH, B amuge, kak, Hanpumep, DMF unu au-
MeTunaueTamug, B HUTpUre, Kak, Hanpumep, aueTo-
HUTPUN, Npy1 TemnepaTypax Mexay npubnmanTensHo
-10 1 40, npegnoyTtutensHo mexay 0 un 30 rpag.

BmecTo KapbOOHOBBIX KMCMOT B peakuuo MoryT
ObITe BBEAEHbI Takke COOTBETCTBYHOLLME PEaKLMOH-
HOCNOCOGOHbIE NPON3BOAHbIE 3TUX BELLeCTB, Hanpu-
Mep Takue, B KOTOPbIX peakTWBHble rpynnbl MOryT
ObITe B HelTpanbHOM MONoXeHnu GnokmpoBaHbl 3a-
WMTHbIMK rpynnamu. KucroTel MOryT MpUMEHATbCS,
Hanpumep, B hopMe CBOMX aKTMBMPOBAHHbLIX CIOX-
HbIX 3MpOB, KOTOpble LienecoobpasHsiM 0bpasom
onokupytoTcsa in situ, Hanpumep nytem poGasku 1-
rnapokcu-6eHsotpuaszona unu  N-rapOKCUCYKUMHM-
Muga.

OcHoBaHve dopmynbl | MOXET NnepeBoauTLCS C
MOMOLLbIO KMUCINOTbl B COOTBETCTBYHOLLYIO agAUTMB-
HYI0 COJlb KUCIOT, Hanpumep, NOCPEACTBOM peakumm
obMmeHa 3KBMBaMEHTHbIX KONMYECTB OCHOBAHMWSI U Kn-
CNoTbl B MIHEPTHOM pacTBOpUTENe, TAaKOM KaK TaHor,
M C MOMOLLBIO NocneaytoLlero ynapusanus. Ans npo-
BedeHNs 3TON peakuun pevb MOXEeT UATU, B YaCTHO-
CTW, O KUCIOTax, KOTopble AatoT U3NONOTNYECcKH ne-
peHocumble conu. Takum obpa3om, MOryT MCMOrb30-
BaTbCH HeopraHU4yeckue KUCMOTbl, HaNnpUMep cepHas
KMCroTa, asoTHas KWucroTa, ranoreHoBOO4OPOAHbIe
KMUCMOTbl, Takue Kak XIOpBOAOPOAHAas KucrnoTa unu
6pomBogopodHas kucrnoTa, ocopHble KUCMNOTHI,
Kak, Hanpumep, optodocdopHas KucroTa, cynbda-
MWHOBas KUcroTa, Jarnee opraHu4eckue KUCMoTbl, B
YacTHOCTWM anudatuyeckue, anuuuknuyeckue, apa-
nudaTnyeckme, apoMaTM4ecKkme Unu reTepoumknmye-
CKne OHOOCHOBHbIE WM MHOFOOCHOBHblE KapboOHO-
Bble, CyNb)OHOBbIE UMW CEPHbIE KNMCMOTbI, Hanpumep
MypaBbMHas KMUCNOTa, YKCycHas KMCrnoTa, MponmoHo-
Basd KuCroTta, NMBanMHOBasi KWUCNOTa, AWNITUIYKCYyC-
Has K1croTa, MarnoHOBas KWUCMOTa, siHTapHasi KUcro-
Ta, MMMENMHOBasi KNcrnoTa, dhymapoBasi kKucrnoTa, Ma-
nevHoBasi KMCNoTa, MOSIOYHAs KUCMOTa, BMHHAsA Ku-
crota, A6royHas KucnoTa, NMMMOHHAsA KUcnoTa, rnto-
KOHOBas KMCroTa, ackopbuHoBasi KUCNoTa, HUKOTUHO-
Bas KMCMNOTa, M3OHWKOTUHOBAs KWUCMOTa, METaHCyb-
doHoBasA MnKn 3TaHCynbdOHOBAsi KWCroTa, 3TaHau-
CcynbdoHoBas Kucnota, 2-rmgpoKcnaTaH-cynbgoHo-
Bad kucroTta, 6eH3oncynbgoHoBasi Kucnorta, p-To-
nyoncynbecoHoBas kucnoTa, HadpTanMHoBasi MOHO- U
ancynbdOHOBas KWCIOTbI, faypurcepHas KucnoTta.
Conu ¢ n3nonormMyeckn NepeHoCMbIMU KUCIOTamMu,
Hanpumep NUKpaTbl, MOTYT UCMONb30BaTLCA ANS Bbl-
AeneHns n/vnmn o4ncTkn coeguHeHnin popmynel .

C [pyron CTOpOHbI, COeAMHEHUST hopMyrbl |, Ko-
Topble cogepxaT rpynnel COOH wmu, Hanpumep,
TeTpas3oribHble rPynMbl, MOryT C MOMOLLbI0 OCHOBaHWUM
(Hanpumep, rmgpokcuga unu kapboHaTa HaTpus Unu
Kanus) npespalatbCa B COOTBETCTBYHOLLME CONU Me-
Tanmnos, B YaCTHOCTY LUEMNOYHbIX METaNMoB Unu Lue-
NOYHO3eMeNbHbIX MeTanfoB, UM B COOTBETCTBYHO-
wme conu ammoHusi. Ocoboe npegnoyTeHVe oTaaeT-
CS1 KanveBbIM COMSIM NPOM3BOAHbIX TETpasona.

CoeaunHeHns copmynbl | MOryT UMeTb OAUH unu
HECKOJSbKO XvparbHbIX LEHTPOB W, B COOTBETCTBUU C
3TUM, MPUCYTCTBOBATb B Pa3MMYHbLIX S9HAHTUOMEPHbIX
UnM auactepeomepHbix opmMax, KoTopble OBbIYHO
MoryT pasgenatbes. dopmyna | oxBaTbiBaeT BCe 3Tn
dopMblI.

HoBble coeanHeHusa dopmynbl | 1 ux cpusmnono-
rMYecKn NepeHoCHMble COMN MOTYT HaxoauTb Npume-
HeHve Ons nonyyeHusi hapmaueBTUYeCcKMX npenapa-
TOB, MpW 3TOM MX BMECTEe MO MEHbLUEN Mepe C BeLle-
CTBOM-HOCMTENIEM WU BCMoOMoraTerbHbIM BeLLecT-
BOM, a Mpu XenaHun, Takke BMECTe C OQHUM UMK He-
CKOMbKMMU OpYruMy GMONOrMyeckn akTMBHbIMK Be-
LLlecTBaMN NepeBOSSAT B COOTBETCTBYHIOLLYIO A03MPO-
BaHHyt0 dopmy. lNonyyeHHble TakuMm obpa3om cocTa-
Bbl MOMYT OblTb MCMOMb30BaHbI kak neyebHoe cpea-
CTBO B MeauuvHe n BeTepuHapun. B kauectse cy6-
CTaHUM-HoCUTEnNen pevb MOXeT ATN 06 opraHuye-
CKWUX U HEOpraHM4ecknx Bellecteax, cpepa gencrems
KOTOpbIX CyXaeTcs [0 3JHTepanbHoro (Hanpumep,
oparkbHOro UM pekTanbHOro), U NapaHTepansHOro
NPUMEHEHWs, UM OO NPUMEHeHns B dhopme crnpes
ONst MHransumMm n KoTopble He BCTyNaroT B peakumio ¢
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HOBbIMW COEAVHEHUSIMW, HANPUMeP BoAa, pacTUTENb-
Hble Macna, 6GeH3UnoBbIE CNUPTbI, NOMU3TUIIEHOBLIE
rMUKONW, TpUaueTaT rmuuepyHa u gpyrve rnuuepuabl
XMPHbIX KUCIOT, >XeNnaTuHbl, COEBbIE NEUUTUHbI, Yr-
NeBOAbl, TaKMe Kak akTo3a MNM Kpaxmar, creapaT
MarHusi, Tanbk, Lennonosa. [Ana opanbHoro npume-
HEHUS crnyaT, B YacTHOCTW, TabneTtku, gpaxe, Kan-
Cynnbl, CUPOMbI, COKWU UMW Kannu; MHTepec npeacras-
nsAwT Tabnetkn co cneumanbHoM 00ONOYKOW, nOe-
nawLen Nx YCTOMYMBBLIMK K XXENyaodHOMYy COKy, a
Takke kancynbl B obonodvkax. [Ins pekranbHoro npu-
MEHEHMs cryXaT Cynno3uTtopuu, Ars NapaHTepanb-
HOrO MPUMEHEHUSI - PacTBOPbI, NPEUMYLLECTBEHHO
MacrisiHble Unu BOAHbIE PaCTBOpbLI, fdanee, CyCreH-
3UK, AMYNbLCUN UMK UMNNaHTaTbl. [ns npumeHeHus B
Ka4yeCcTBE WMHransiyMOHHbIX CMPEEeB MOXHO UCMOb30-
BaTb CMpewn, KOTopble codepxaT B cmecu paboyero
rasa akTMBHOE BELLECTBO NMOO B pacTBOPEHHOM BU-
ae, nnbo B cycneHanpoBaHHon dopme. Npu aTom ak-
TUBHOE BELLECTBO NPUMEHSIOT, LiernecoobpasHbiM 06-
pa3oM, B MUKPOHU3NPOBAHHOW hopMe, NPUYEM MOX-
HO 006aBNATb OAMH UM HECKOSbKO AOMOMHUTENbHbIX
PU3MONOrMYEecKN NpUEMIIEMbIX pacTBOpPUTENEN, Ha-
npumMep aTaHomn. PacTBopbl Ans WHranaummM moryT
BBOAMUTLCS C MOMOLLBK 0ODObIYHBLIX MHransTopoB. Ho-
Bble COEAMHEHUS MOTYT ObITb NMOUIM3NPOBAHBI, a
nony4YeHHble nMounuaaTel MOryT GbITb UCMONb30Ba-
Hbl, Hanpumep, Ansl NOoNy4YeHUs MHBEKLMOHHbIX Mpe-
napaToB. YKasaHHble COCTaBbl MOryT ObITb CTEPUNU-
30BaHbl U/MNKM MOryT cofepXaTb BCMOMoOraTenbHble
BelllecTBa B BMOE KOHCEpPBAHTOB, CTabMnn3aTopoB
n/vnn cmadyuBaTenen, 3SMynbraTopoB, CcoOnen Ans
OoKasaHus BNUSIHUS Ha OCMOTUYEeckoe aaBreHue, Oy-
depHble cybcTaHuum, KpacuTenu n/unu apomartuye-
ckue BewecTBa. OHU MOTYT MpU XenaHuM coaepxatb
Takke OOHO MIN HECKONbKO OpYrMX akTUBHbLIX Be-
LLeCTB, HanpMMep OAWH WUITU HECKONbKO BUTaMWHOB,
ONYPETUKN, aHTUIOTUCTUKN.

BeluectBa cormacHo M300pETEHUIO MPUMEHSIIOT,
KaK npaBuso, Mo aHanorum ¢ ApYrmMn U3BECTHLIMU,
UMELMMNUCA B MpoJaxe npenapatamu, Hanpumep
KanTonpumiom Unu aHananpunom, Ho, B YaCTHOCTH, MO
aHanormm ¢ CoeamMHeHUsIMK, ONMUCaHHbIMKU B NaTeHTe
CLUA - US-PS 4880804, npegnoytuTensHbIM obpa-
30M B [o3upoBKax mexay 1 mr u 1 r, B YacTHOCTU
mexay 10 n 100 Mr Ha eguHuuy [o3uMpoBkU. Exe-
OHEBHas [03UpOBKa COCTaBNsET, NPeanoyvTUTENb-
HbIM obpa3zom, okoro 0,02-10 mr/kr, B yactHocth 0,1-
1 mr/kr Beca Tena. CneumanbHasi 4o3a Ans Kaxaoro
OTAENbHOrO NauMeHTa 3aBUCUT, OOHaKo, OT pasnuy-
HbIX bakTopoB, Hanpumep OT 3PEKTUBHOCTU UC-
Nonb30BaHHOMO creunansHoOro CoeaMHEHNsl, OT BO3-
pacTta, Beca Tena, obLiero CoCTosiHUA 340POBbS, NO-
na, oT BpeEMeHU 1 cnocoba NpMMEHEHNs1, OT CKOPOCTU
BblAENEHNs, KOMOMHaLUN NeKapCTBEHHbIX CPeacTB U
TSXKECTM COOTBETCTBYHOLLEro 3aboneBaHusi, KOTOpoe
noanexut nedvenHuto. [lMpegnoynTtaeTcs opanebHoe
NpYMeHeHNe.

Bbilwe n HWXe BCe TeMnepaTypbl yka3aHbl B rpa-
aycax Llenbcusi. B nocnepytowmx nprvmMepax Bblipa-
XeHue "TpaguUMOHHOE NpUroToBreHWe" O3HayaeT:
ecnu ectb HeobxoammocTb, [06aBNAT BoAy, €cnv
€CTb HeoOX04MMOCTb B 3aBUCMMOCTM OT KOHCTUTYLUN
KOHEYHOro NpOAyKTa, yCTaHaBnUBAOT 3HayeHus pH
Mexay 2 n 10, NnpoBOAAT 3KCTPaKUUIO C MOMOLLLIO
aTMnaueTata unm OUXNopMeTaHa, NpoBOASAT pasae-
neHve, BbICYLUMBAOT OpraHWYeckyo asy Hag Cyrb-

aToM HaTpus, yNapvBaloT M OYMLLAIOT C MOMOLLBIO
XpomaTorpadmmn Ha cunukarene w/mnu NocpeacTsom
Kpuctannusauum.

IP=umungaso [4,5-c] nupnauH,

1Pe=umungaso [4,5-c] nupuaunHbl

3HaueHns Rf Ha cunukarene:

Pacteoputens (B xpomaTorpadum): aTunaue-
Tat/metaHon 9:1;

M+=macc-cnektp (El)-Molpeak

Mpumep 1

K pactBopy u3 539 wmr 2-6ytun-3-(2'-amuHo-
cynbdoHnn-3-dprop-budpeHntun-4-metun)-4,5-gurna-
po-4-okco-5-N,N-gumeTtun-kapbamounn-metnn-3H-
1P["A"; macnsHucTbii, Rf 0,23; nonyyaetcs B pe-
3ynbTate peakumm 2-6yTtun-4-okco-4,5-guruapo-1
(unn 3) H-1P ¢ 4'-6pommeTtun-3-cTop-6mdeHnn-2-
cynbdoHoBas kucnota-(N-tTpet-6ytunamug) (F. 148-
149 rpag.), ¢ obpasoBaHuem 2-6yTun-3-(2'-N-TpeTt-
6yTnn-amuHocynbdoHun-3-dpTop-budeHnn-4-me-
Tun)-4,5-aurmppo-4-okco-3H-1P - ("B"; F, 259-260
rpag.), peakums obmeHa ¢ N,N-gumeTtun-xnopa-
uetamung/K-tpet-6ytaHonat 8 DMF npu 20 rpag. ¢
nonyyveHuem 2-6ytnn-3-(2'-N-tpet-6yTmn-ammHocynb-
doHun-3-dpTop-brdeHmnnun-4-metun)-4,5-gurngpo-4-
okco-5-N,N-gumeTtnn-kapbamoun-meTtun-3H-1P
(F.177-178 rpag.) u oTwenneHne TpeT-OyTUNoBoON
rpynnbl ¢ CF3COOH/anuzon] n 360 mr 4-gumeTwn-
amuHonupuamHa B 12 mn nupuamHa gobaenstoT pac-
TBOp U3 170 Mr 3-cheHunnponuoHunxnopmaa B 2mn
nMpuManHa, CMecb nepemMelunBaloT B TeveHue 48 4
npu 20 rpag., gobaensawT 8 Mn MeTaHona u npuro-
TOBNAT Kak 06blyHO. [lonyyatoT 2-6yTun-3-(2'-(3-
dheHnn-nponmMoHun-aMmHocynbgoHun)-3-gTop-
6udeHnnun-4-metnn)-4,5-aurnapo-4-okco-5-N,N'-
anmeTtun-kapbamounmeTtnn-3H-1P, F. 204-205 rpaga.

AHanorun4Ho nony4atot 13 "A" ¢ nomoLLpo

Banepwnxnopuaa

rekcaHounxmnopuga

4-meTun-neHTaHounxnopvaa

3,3-ammeTnn-6yTmpunxnopuga

rentTaHounxnopuaa

5-meTun-rekcaHHounxnopuaa

umknonponunkapboHunxnopvaa

3-LUMKNONEeHTMN-NPONUOHNAXIopUAa

deHunaveTunxnopuga

aTun-xnopdgopmmara

6yTun-xnopdopmumarta

n3obyTun-xnopdgopmmara

TpeT-6yTnn-xnopdopmmata

nsoneHTun-xnopdopmuara (=3-metundytunn-

xnopcopmuar)

6eHann-xnopdopmmnaTa

deHokcraueTunxnopuga

yKa3aHHble Hibke 2-6yTun-3-(2'-R*-chTop-Guche-

HUNWn-4-metnn)-4,5-gurnapo-4-okco-5-N,N-

anveTtnn kapbamonnmeTun-3H-1Pe:

-2'-Banepun-aMmMHoOCynboHUN

-2'-rekcaHoun-aMnHoCynbOHUN

-2'-(4-meTun-neHTaHonn-amMmmHocynbdoHun)-, F.
112-113 rpag.

-2'-(3,3-anmeTnn-6y Trpun-aMuHocynboHUN)

-2'-renTaHoUN-aMMHOCYNbOHUI

2'-(5-meTun-rekcaHomn-ammHoCy b dOHNI)

2'-upKnonponunkapOoHUT-aMUHOCY NbOHN

2'-(3-UMKIONeHTUM-NPONMOHNIT-aMUHOCY b~

donun)-, Rf 0,39 2

2'-heHunaueTun-aMmmHoOCybOUHNUN
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2'-(N-atokcukapboHUn-aMmHoCy b oHUM)

2'-(N-6yTOoKCHKapbOoHMT-aMUHOCYNbOHMM)

2'-(N-6yTOoKCUKap6OoHMMT-aMUHOCYNbOHMM)

2'-(N-TpeT-6yTOKCUKaPOOHUM-aMUHOCYNbHOHM)

2'-(N-n3oneHTUnokcMkapboHmn-aMmmHocynbo-

HWM)

2'-(N-6eH3nnokcnkapboHM-aMMHOCYNbOHMIT)

2'-peHokcnaueTun-aMmHoCy nboHUn.

AHanoru4Ho nony4atot 13 "B" ¢ nomoupo cooT-
BETCTBYIOLMX ranoreHngos (Hanpumep, aTundpomu-
Aa) npusegeHHble Hke 2-6yTnn-3-(2'-(N-TpeT-0yTnn-
amuHocynboHNN)-3-pTop-ondeHnnun-4-meTnn)-
4,5-/.114rm,qpo-4-0Kco-5-R4-3H-1 Pe:

-5-aTUn

-5-nponun

-5-6yTun

-5-meToKkcukapboHnnmeTun

-5-aTOKCMKaPOOHMNMETH

-5-kapbamounnmveTumn

-5 -N-atun-kapbamonnmeTun

-5 -N-6yTun-kapbamonnmMeTusn

-5-N, N-guaTtnn-kapbamonnmeTun

-5-N-cheHun-kapbamonnmeTun

-5-(2-N-atun-kapbamounn-aTun)

-5-(2-okco-nponwun)

-5-(3-okco-6yTun)
-5-(2-okco-3,3-gumeTnnbyTun)
-5-cheHaumn

-5-(2-meTokcu-dpeHaumn)
-5-nupponuanHokapboHUnmMeTUn
-5-nunepuanHokapboHnnmeTUn
-5-moponmHokapboHUNMeTHn
-5-6eH3nn
-5-(2-meTokcukapboHun-6eH3nn)
-5-(2-aTokcvkapboHWn-6eH3unn)
-5-(2-TneHunmeTun)
-5-(a-(N,N-gnmeTtun-kapbamonn)-6eH3unn)
-5-(2-okco-rexcun)

-5-6eH3omnaTun
-5-N-TpeT-6yTnn-kapbamonnmerumn
-5-(a-n3onponokcrkapboHWn-6eH3unn)
-5-heHnnTnomeTun
-5-heHnncynbuHUIMeTUnN
-5-N-6eH3nn-kapbamonnmeTun
-5-N-nponun-kapbamounnmeTnn
-5-N-(2-meTunnponun)-kapbamonnmeTnn
-5-N-neHTun-kapbamounnmveTun,

a oTcioga € nomouwbko  3-heHnnnponmMoHun-

-5-(2-N-6ytun-kapbamonn-atun) xnopvga ykasaHHble Huxe 2-6ytun-3-(2'-(3-deHun-
-5-(2-N,N-gnmeTtnn-kapbamounn-aTun) NpOMMOHUNaMUHOCYNbOHWM)-3-hTop-bndeHnnun-
-5-(2-N-deHnn-kapbamonn-atun) 4-meTun)-4,5-aurnapo-4-okco-5-R*-3H-1Pe:
-5-(2-okco-nponwun) -5-atnn

-5-(3-okco-6yTun) -5-nponun

-5-(2-okco-3,3-gumeTnunbyTun) -5-6ytun

-5-cheHaumn -5-meToKCHKapboHnnmeTUn, Rf(atunauerar)
-5-(2-meToKCU-beHaL M) 0,44; M+658

-5-nupponugnHokapboHunmeTun
-5-nunepuanHokapboHnnmMeTUn
-5-mopcdonunHokapboHnnmeTun
-5-6eH3unn
-5-(2-meTokcukapboHUN-6eH3nn)
-5-(2-aTokcvkapboHWn-6eH3unn)
-5-(2-TneHunmeTun)
-5-(a-(N,N-gumeTtun-kap6amourn)-6eH3ann)
-5-(2-okco-rexcun)
-5-6eH3omnaTmn
-5-N-Tpet-6yTun-kapbamounmeTun
-5-(a-n3onponokcukapboHWn-6eH3unn)
-5-tbeHnnTMomMeTUnN
-5-heHnncynbuHNNMeTUN
-5-N-6eH3nn-kapbamounmeTun-
-5-N-nponun-kapbamonnmeTun
-5-N-(2-meTunnponun)-kap6amonnmeTun
-5-N-neHTun-kapbamounmeTun, a otctoga - npu-
BedeHHble Hwxe 2-6yTun-3-(2'-6yTun-3-(2'(amuHo-
cynboHun)-3-ptop-oudeHnn-nn-4-metun)-4,5-gun-
rM,qp0-4-0Kco-5-R4-3H-1 Pe:
-5-aTUn
-5-nponun
-5-6yTun
-5-meToKCcukapboHnnmeTun
-5-aTOKCMKapOOHMNMETH
-5-kapbamounnmverTun
-5-N-atun-kapbamounmerumn
-5-N-6yTnn-kapbamonnmeTun
-5-N,N-guatun-kapbamonnmeTun
-5-N-cheHun-kapbamonnmeTun
-5-(2-N-atun-kapbamounn-atun)
-5-(2-N-6ytun-kapbamonn-atun)
-5-(2-N,N-gnmeTtnn-kapbamounn-aTun)
-5-(2-N-deHnn-kapbamonn-atun)

-5-aTokcukapboHunvetun, F. 125-126 rpag.
-5-kapbamounmeTun-
-5-N-atun-kapbamounnmeTumn-
-5-N-6yTun-kapbamonnmeTun, Rf 0,55; M+699
-5-N,N,-guatun-kap6amonnmertun F. 157-158
rpag.

-5-N-heHun-kapbamonnmeTun-
-5-(2-N-atun-kapbamounn-aTun)-
-5-(2-N-6ytnnkapbamoun-atun)-
-5-(2-N,N-gnmeTun-kapbamonn-atun)-
-5-(2-N-dbeHnn-kapbamonn-atun)-
-5-(2-okco-nponun)-, Rf 0,75; M+642
-5-(3-okco-6yTun)-
-5-(2-okco-3,3-gumetunbytun)-, F. 126-127 rpag.
-5-beHaumn-, F. 144-145 rpag.
-5-(2-meTokcu-cheHaumn)-
-5-nupponnanHokapboHnnIMeTUn-
-5-nunepuanHokapbonunmeTun-, F. 204-205
rpag.

-5-moponmHokapboHUNMeTUn-

-5-6eH3un-, F. 121-122 rpag.
-5-(2-meToKCcHKapboHW-6eH3nn)-
-5-(2-aTokcukapboHWn-6eH3unn)-
-5-(2-TmeHunmeTun)-
-5-(a-(N,N-gumeTtun-kap6omomnn)-6eHann)-
-5-(2-okco-rekcun)-, F. 89-90 rpag.
-5-6eH3ounatun-, F. 67-68 rpag.
-5-TpeT-6yTnn-kapbamonn-metun-, F. 116-117
-5-(a-nsonponokcrkapboHun-6eH3un)-
-5-heHnntuomeTun-
-5-heHnncynbuHNNMeTUn-
-5-N-6eH3nn-kapbamounmeTtun-, F. 128-129
rpag.

-5-N-nponun-kapbamounvetun-, F. 125-126
rpag.
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-5-N-(2-meTunnponun)-kap6amonnveTun-, F.

127-128 rpag.

-5-N-neHTun-kapbamonnmeTus-.

Mpumep 2

AnanornyHo npumepy 1 n3 2-atun-3-(2'-amuHo-
cynboHun-3-prop-oudeHunun-4-metun)-4,5-gu-
rmapo-4-okco-5-N,N-gumetunkapbamounn-meTtnn-3H-
1P (nonyvyaembix yepes3 2-31un-4,5-aurngpo-4-okco-
(v 3)H-1P, 2-atun-3-(2-N-TpeT-6yTMn-ammnHocynb-
oHun-3-pTop-omdeHnnun-4-metnn)-4,5-gurnapo-4-
okco-3H-1P n 2-31un-3-(2-N-TpeT-6yTnn-aMuHocyb-
oHun-3-pTop-oMdeHnnun-4-meTtnn)-4,5-gurnapo-4-
okco-5-N,N-gumeTtunkapbamonnmetun-3H-1P) nony-
YalT C¢ nomoplo  3-heHun-nponuoHunxnopuaa 2-
3TUN-3-(2'-(3-eHMNMPONNOHUITaMMHO-CYNbOHNT)-
3-dpTop-6ucdennnun-4-metun)-4,5-anrngpo-4-okco-5-
N,N-gumetun-kapbamovnmetrun-3H-1P, F. 226-227
rpag.

AHaMNorn4yHo ¢ NOMOLLBIO YKasaHHbIX B npumMepe 1
XMOPVAOB KUCIIOT MOMy4aloT NpuBedeHHble Huxe 2-
aTUN-3-(2-R%-3-chTopBurdpernnun-4-meTtun)-4,5-au-
rnapo-4-okco-5-N,N-gumetun-kapbamonnvetun-3H-
1pe:

-2'-Banepun-aMmuHoOCyNbOHU-

-2'-rekcaHoun-aMmHOCY NbGOHUI-

-2'-(4-meTUN-NeHTaHoUM-aMMHOCYNbOOHN)-

-2'-(3,3-aumeTun-6yTmpun-aMmHocynbGOHWI)-

-2'-renTaHoNN-aMUHOCYNb(OHUI-

-2'-(5-meTun-rekcaHoun-ammHocynboHUI)-

-2'-uMKronponunkapboHUN-aMmMHOCY NbGOHMI-

-2'-(3-LMKNONEHTUN-NPOMMOHUIT-aMUHOCY b o-

HWUnM)-

-2'-chbeHnnavueTnn-aMmMHoCcynbUHUIN-

-2'-(N-aTokcmkapboHUN-aMMHOCY NboHUI)-

-2'-(N-6yTokcmkapboHUN-aMmmHocy b oHUI)

-2'-(N-1306yToKcHMKapboHUN-aMmmHocy b OOHUI)

-2'-(N-TpeT-6yTOoKCMKapbOHUN-aMUHOCY NbGOHMIT)

-2'-(N-1n3oneHTnnoKcnkapOoHM-aMMHoCy Nbgo-

HUAM

-2'-(N-6eH3unokcukapboHun-aMmmHocyneoHu)

-2'-thbeHoKcHaueTUn-aMMHOCy NbGOHMI.

Mpumep 3

AHanornyHo npumepy 1 mn3 2-nponun-3-(2'-amu-
HocynboHWM-3-Top-bndpeHnnun-4-vwetun)-4,5-gu-
rnapo-4-okco-5-N,N-gumetunkapbamonnmetun-3H-
1P (nonyyaembix 4epe3 2-nponun-4,5-gurnapo-4-
okco-1-(umm  3)H-1P, 2-nponun-3-(2'-N-TpeT-6yTuna-
MUHOCYNboHUN-3-hTop-bndeHnnun-4-metnn)-4,5-
avrnagpo-4-okco-3H-1P n  2-nponun-3-(2'-N-TpeT-6y-
TUN-aMmMHoCynbdoHUN-3-dTop-6udeHnnmn-4-me-
T1n)-4,5-anrnapo-4-okco-5-N,N-gumeTtnnkap6ba-
mMounmeTtun-3H-1P) nonyyatoT ¢ nomolpto 3-deHns-
nponuoHunxnopuga 2-nponun-3-(2'-(3-pernnnponu-
OHMI-aMUHO-CyNboHuN)-3-pTop-6ndeHnnun-4-
meTtun)-4,5-aurngpo-4-okco-5-N,N-gumeTtnnkapba-
Moun-metun-3H-1P, F. 202-203 rpaa.

AHanorM4yHoO ¢ NOMOLLBI0 YKasaHHbIX B mpumMepe 1
XIOPWOOB KUCAOT MOMyYaloT NpuBedeHHble Huxe 2-
nponun-3-(2'-R2-3-dtopbudeHnnun-4-vetun)-4,5-
aunrnapo-4-okco-5-N,N-aumetun-kapbamonnveTun-
3H-1pe:

-2'-Banepun-aMmuHoOCynbOHWM-

-2'-rekcaHoun-aMnHoOCynbOHUM-

-2'-(4-MeTUN-NeHTaHOU-aMUHOCYNbOHNM)-

-2'-(3,3-aumeTnn-6y TMpnn-aMmMHoCy nbdOHUM)-

-2'-renTaHonn-aMmMHoOCyNbOHNUI-

-2'-(5-MeTun-rekcaHonn-aMmHoCy NbOHUM)-

-2'-umKronponunkap6amMoHuI-aMMHOCY b OHWMIT-
-2'-(3-UMKIONeHTUN-NPONMOHUT-aMUHOCY NbdO-
HWnM)-

-2'-cheHnnavueTnn-aMmMHoCynbUHUI-

-2'-(N-aTokcukapb6oHUn-aMMHOCy NbpoHU)-

-2'-(N-6yTokcukapboHUn-aMmmHocynboHUN)-

-2'-(N-1n306yTokcukapboHun-ammHocynboHunN)-

-2'-(N-TpeT-6yTOoKCMKapOOHU-aMmmnHocynbdo-

HWN)-

-2'-(N-n3oneHT1noKcnkapOoHMI-aM1MHOCYNbgo-

HWM)-

-2'-(N-6eH3unokcukapboHun-ammHocyneoHun)-

-2'-(heHoKcuaLeTUn-aMmmMHOCY NbGOHWUI-.

Mpumep 4

AHanornyHo npumepy 1 n3 2-6ytun-3-(2'-amvHo-
cynbdoHnn-3-dprop-budpeHnnun-4-vwetun)-4,5-gu-
rnapo-4-okco-3H-1P (nonyyaembix 13 "B" nytem ort-
LenneHnss TpeT-OyTMNoBOW rpynnbl C  MOMOLLbIO
CF3COOH/aHun3on) u 3-ceHnn-nponvoHunxnopunaa
nonyyatoT 2-6ytun-3-(2'-(3-peHunnponmoHmn-ammHo-
cynbdoHun)-3-pTop-bndeHnnnn-4-metun)-4,5-
aurngpo-4-okco-3H-1P.

AHanornyHo nonyvaroT 2-6ytun-3-(2'-(3-umkno-
NeHTUN-NPONUOHUI-aMnHocyNbdoHUn)  3-dpTop-6m-
deHunun-4-metnn) 4,5-gurmapo-4-okco-3H-1P.

Mpumep 5

PactBop 1 r 2-6ytun-3-(2'-cbeHmnnponunoHun-
amuHocynboHNN)-3-pTop-ondeHnnun-4-meTnn)-
4,5-anrnapo-4-okco-5-6eH3nnokcukapboHnnmeTmn-
3H-1P (nonyuyaembix B pe3ynbTaTe peakuumn coeau-
HeHun "B" ¢ 6eH31noBbIM 3hMPOM XITOPYKCYCHOW Ku-
CroThbl, MocneaytoLero oTLenneHust TpeT-6yTnnoson
rpynibl U auenuMpoBaHWs C MOMOLWblo  3-dbeHurn-
nponuoHun-xnopuga) B 25 mMn meTaHona npu Hop-
ManbHOM AaeneHun n 20 rpag. rmapupyeTtcsa o co-
ctosHus nokost Ha 0,2 1 5%-Horo Pd/c. Moagepraetcs
dunbTpaumm, ynapusaHuio, nocre Yero nosmy4vatoT 2-
6yT1n-3-(2'-(3-cpeHnnnponmoHun-aMmHocynboHmn)-
3-pTop-budpennnun-4-metun)-4,5-aurnapo-4-okco-5-
kapbokcumeTun-3H-1P.

F. 131-132 rpag.

Mpumep 6

Pacteop 5,80 r 2-6ytwn-3-(2'-(3-umkrnoneHTun-
NponuoHun-amuHocynbdoHun) -3-dTop-buderHnnun-
4-metun)-4,5-gurngpo-4-okco-3H-1P  (cmoTpu  npu-
mep 4) B 35 mn DMF cmelwmBaetcsa npy nepemeLun-
BaHuu npu 20 rpag. ¢ 2,5 r K-tpeT-6yTtunara. Mocne
45 MuH nepemelmBaHus no kannsMm gobasnsercs
pactsop 1,27 r xnopuga 6exsuna 8 15 mn DMF. lNMo-
crie 3Toro nepemeLuMBaloT elle B TeyeHne 16 4 npu
20 rpapg., npouecc BegyT TPagWLMOHHO U MonyvaloT
2-6y™1n-3-(2"-(3-umKNoneHTUN-NPONMOHUNaMUHO-
cynbdoHun)-3-pTop-budeHnnunn-4-metun)-4,5-
anrnapo-4-okco-5-6eHsun-3H-1P.

AHanorM4yHo nony4alT YyKa3aHHble Hwke 2-0y-
T™Mn-3-(2'-(3-UMKNONEeHTUN-NPONUOHNIT-aMUHOCY MbdO-
Hun)-3-pTopbundpeHnnun-4-metun)-4,5-gurngpo-4-
okco-5-R*-3H-1Pe:

C nomoLpbio aTUNoamaa:

-5-3Tnn-meTunoBoro admpa GPOMYKCYCHOM Kn-

CroTbl:

-5-meToKCHKapboHNNMETUNM-, 3TUNOBOrO achnpa

BGPOMYKCYCHOW KUCNOTbI:

-5-3TOKCMKaPOOHMNMETUN-TPET-BYTUNOBOrO

admpa 6POMYKCYCHOW KUCMNOTbI:

-5-TpeT-6yTOoKCHMKapOoOHMNMETUN-

6pomavueTamuga:
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-5-kapb6amounmeTun-N,N-gumeTun-
xropaueTtamumaa:
-5-N,N-gumeTtun-kapbamounmetun-, Rf 0,39
N,N-guatun-xnopauetammaa:
-5-N,N-guatun-kapb6amounmetun-N,N-gudennn-
xropaueTtammaa:
-5-N,N-andeHunn-kapbamounnmermn-N-deHunn-
xropaueTtamumaa:
-5-cpeHunn-kapbamounmetun-N-metmn-N-
deHunxnopaueramuga:
-5-N-meTun-N-deHunkapbamonnmeTun-
H6pomaveToHa:
-5-(2-okco-nponun)-
2-okco-3,3-gumeTnn-6ytunépommnaa:
-5-(2-okco-3,3-gumeTnn-6yTnn)-
deHunaueTunbpommnaa:
-5-heHaumn-2-meTokcn-cpeHaumnépommaa:
-5-(2-meToKCU-cheHaumn)-nnpponuamaa 6pomykx-
CYCHOW KWCIOTbI:
-5-nupponugnHokapboHnnMeTUn-nunepuamaa
BGPOMYKCYCHOW KUCNOTbI:
-5-nunepuanHokapboHnnmeTnn-mopdonmaa
BGPOMYKCYCHOW KUCNOTbI:
-5-MophonmMHoKapbOHNNMETUN-3TUINIOBOIO 3u-
pa 2-6pommeTn-6eH30eBOoW KUCMOTbI:
-5-(2-aTokcukapboHWn-6eH3unn)-2-xmnop-
6eH3unbpomuaa:
-5-(2-xnopb6eHann)-2-TueHunmeTunxnopuaa:
-5-(2-TneHunmeTnn)-meTnnoBoro adupa a-6pom-
PEeHNNYKCYCHON KUCMOTbI:
-5-(a-meTokcmkapboHun-6eH3un)-
M30MponmnnoBoro agmpa a-6pomM-eHnyKCycHoOM
KUCMOTbI:
-5-(a-n3onponokcukapboHnn-6eH3nn)-N,N-
AvmeTunamuga a-6pom-eHnnykcycHom Knucno
Thl:
-5-(a-N,N-gumeTtunkap6amown)-6eH3nn)-
heHunTromeTUnXnopuaa:
-5-tbeHnnTMomMeTUN-
heHnncynbgoHunmMeTunxnopuaa:
-5-heHunncynboHNNMeTUN-.
Mpumep 7
Cwmecb 13 1 1 2-6yTnn-3-(2'-(3-cbeHnnnponvoHun-
aMuHocynbgoHuN)-3-hTop-oncdeHmnnun-4-meTnn)-
4,5-anrnapo-4-okco-5-atokcukapboHnnmetnn-3H-1P,
12 mn BogHoro 2H pactBopa NaOH u 48 mn meTaHo-
na nepemelunBaeTcs B TedeHne 48 yacoB npu 20
rpag., 3atem ynapusaetcs. [lpuroToBrneHve BegyT
TPaAULMOHHO C MOMOLLBIO BOOHOTO pacTBopa Cons-
HOW KNUCNOTbI / AguXnopmMeTaHa n nony4atot 2-6ytunn-3-
(2'-(3-cbeHnn-nponnoHnn-ammHocy b oHu)-3-hTop-
ovdennnun-4-metun)-4,5-gurnapo-4-okco-3H-1P-5-
YKCYCHYIO KUCIIOTY.
Mpumep 8
AHanorn4Ho npmMmepy 3 ¢ NOMOLLBIO peakumn ob-
MeHa 2-nponun-4,5-gurngpo-4-okco-1 (unm 3) H-1P ¢
4'-6pommeTun-3-drop-6udeHnn-2-cynbpoHoBas Ku-
cnota-(N-Tper-6yTunammng) nomydatoT 2-nponun-3-
(2'-N-TpeT-6yTun-ammHo-cynedoHun-3-gptop-oude-
HUnun-4-metnn)-4,5-gurngpo-4-okco-3H-1P  ("C"). B
pe3ynbTaTte peakuun obmeHa coeguHeHun "C" c co-
OTBETCTBYIOLLMMU rarioreHMaamMy nomyyalroT ykasaH-
Hble HWKe coefauHeHust 2-nponun-3-(2'-(N-TpeT-0y-
TUIN-aMUHO-CyNbdoHUN-3-pTop-6ucpbeHnn-4-metnn)-
4,5-p,V|rM,u,po-4-0|<co-5-R4-3H-1 P, roe R* osHavaeT:
-N-Tpet-6yTun-kapbamonnmeTun-
-nnepuanHo-kapboHMNMeTmn-
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-N-6yTun-kapbamonnmeTumn-

-N-nponun-kap6amounnmeTumn-

-N-neHTun-kapbamomnmeTun-

-N-(2-meTnnnponwun)-kapbamonnmeTun-

-N-(3-meTunbyTun)-kapbamonnmeTnn-

-N-(4-meTnndeHun)-kapbamonnmeTun-,

OTCloAa yKa3aHHble HWKe coeguHeHns 2-nponun-

3-(2'-(amnHocynbdoHun)-3-cbTop-obnudeHnnun-4-

MeTvm)-4,5-awrmupo-4-on<co—5-R4-3H-1 P, roe R*

O3HavaerT:

-N-Tpet-6yTnn-kapbamonnmeTun-

-nMnepuanHo-kapboHMNMeTmn-

-N-6yTun-kapbamonnmeTumn-

-N-nponun-kap6amounnmeTmn-

-N-neHTun-kapbamomnmeTun-

-N-(2-meTnnnponwun)-kapbamonnmeTun-

-N-(3-meTunbyTun)-kapbamonnmeTvn-

-N-(4-meTnndeHun)-kapbamonnmeTun-,

a oTctoga € nomoLbto 3-OeHUINPONMOHNIIXITO-
pvaa ykasaHHble HuKe coeduHeHus 2-nponun-3-(2'-
(3-dbeHnnnponuoHnnammHocynboHWM)-3-Top-61-
(bEHMJ‘I-4-MeTVIJ'I)-4,5-,EI,VIFVI,EI,pO-4-0KCO-5-R4-3H-1 P:

-5-N-Tpet-6yTun-kapbamounnmverun-, F. 109-110

rpag.

-5-nunepuanHo-kapboHnnmeTun-, F. 206-207

rpag.

-5-N-6yTun-kapbamonnmetun-, F. 121-122 rpag.

-5-N-nponun-kapbamounvetun-, F. 167-168

rpag.

-5-N-neHTun-kapbamonnmetumn-, F. 131-132

rpag.

-5-N-(2-meTunnponwun)-kapbamounnmetun-, F.

124-125 rpap.

-5-N-(3-meTunbyTtun)-kapbamonnmeTtnn-, F. 107-

108 rpag.

-5-N-(4-metundpenun)-kapbamonnmetun-, F. 75-

76 rpag.

Mpumep 9

AHanornyHo npumepy 1 B pesynbTaTe peakuuu
obmeHa coeguHeHunn "B" ¢ N-bytun-xnopaueta-
Mugom nonyyatrT 2-6ytun-3-(2'-N-tTpet-6yTun-amu-
HocynbdoHWN-3-hbTop-ouderunun-4-metun)-4,5-gu-
rnapo-4-okco-5-N-6ytun-kapbamounnvermn-3H-1P
("D"). MyTem oTwenneHns TpeT-0yTUNOBON rpynmnbl U3
"D" n peakumm obmeHa C 4-MeTWUM-NeHTaHOWMXo-
pvaom nonyyatroT 2-6yTun-3-(2'-(4-metTunneHTa-Homn-
amuHocynbdoHNN)-3-pTop-ondeHnnun-4-meTnn)-
4,5-gnrngpo-4-okco-5-N-6yTun-kapbamounn-metun-
3H-1P, M+=680, Rf 0,54.

Mpumep 10

AHanorn4yHo npumepy 1 B pesynbTaTe peakuuu
obmeHa coeguHeHuin "B" ¢ nunepuanHo-N-kap6oHun-
MeTunxnopugomM nony4vatot 2-6yTun-3-(2'-N-TpeT-6y-
TUN-aMUHOCYNbOHUN-3-hTop-OMdeHnnmn-4-me-
T1n)-4,5-Anrnapo-4-okco-5-nMnepmanHo-kapooHmn-
metun-3H-1P. Otcioga nmony4aloT nyTem oTuienne-
HUS TpeT-OyTWMOBOM Pynnbl U peakunm obmeHa ¢
6eH31noBbIM  3OUPOM  XIIOPYrOfbHON  KUCHAOTbI  2-
6yT1n-3-(2'-(6eH3nnokcrkapboHUN-aMnHOCy b-
doHnn)-3-bTopbun-heHnnun-4-metun)-4,5-gurngpo-
4-okco-5-nunepuamHo-kapboHnnmetnn-3H-1P, F. 173
—174 rpag.

AHanorn4yHo nony4alT B pe3ynbTaTe peakuuu
obmeHa coeguHeHuin "B" ¢ COOTBETCTBYOLLUMI rarno-
reHngamu  (Hanpumep, N,N-guatun-xnopauetamu-
[OOM) yKa3aHHble Huke coeauHeHus 2-6ytun-3-(2'-(N-
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TpeT-6yTnn- aMMHocynb(bOHmn) -3- chop-6mcpeHmnmn-
MeTUN-4Mrnapo-oKco-5- R*-3H- 10, roe R* o3HauaeT:

-N,N-guatun-kapbamounnmeTun-

-N,N-gumeTtun-kapbamounmeTun-

-N-Tpet-6yTun-kapbamonnmeTun-

-N-6yTun-kapbamonnmeTun-

-N-nponun-kapbamounmeTun-

-N-(2-meTnnnponwun)-kap6amonnmeTun-

-N-(3-meTnnbyTun)-kapbamonnmeTnn-,

OTCloAa Nomny4atoT yKa3aHHbIe HKe COeANHEHUS

2-6y™nn-3-(2"-(ammHo-cynbdoHnn)-3-ptop-

6udpeHnnmn- 4 -MeTun)-4,5-aurnapo-4-okco-5-R*-
3H-1P, roe R* 03Hauaer:

-N,N-guatun-kapbamounnmeTun-

-N,N-gumeTtun-kapbamounmeTun-

-N-Tpet-6yTun-kapbamonnmeTun

-N-6yTun-kap6amonnmeTun-

-N-nponun-kapbamounmeTun-

-N-(2-meTnnnponwun)-kap6amonnmeTun-

-N-(3-meTnnbyTun)-kapbamonnmeTnn-,

1 oTcoga ¢ nomoLlblo 6eH3nnoBoro admpa xro-
PYrofieHOM KUCMOTbI MOMy4aloT yKasaHHble HuXKe Co-
eavHeHns 2-6ytun-3-(2'-(6eH3nnokcnpkaboHun-amm-
HocynbdoHUn)-3- chop-6V|¢)eHV|nv|n meTtun)-4,5-an-
rmgpo-4-okco-5- R*-3H- 1P, roe R* osHauaer:

N,N-guatnn-kapbamounveTun-

-N,N-gumeTtun-kapbamounmeTun-

-N-Tpet-6yTun-kapbamonnmeTun-

-N-6yTun-kapbamonnmeTun-

-N-nponun-kapbamounnmeTun-

-N-(2-meTnnnponwun)-kapbamonnmeTun-

-N-(3-meTnnbyTun)-kapbamonnmeTun-.

Mpumep 11

AHanorn4yHo npumepy 8 C MOMOLLBIO peakuun
obmeHa coeguHeHun "C" ¢ COOTBETCTBYOLLUMN rano-
reHngamm nony4vatoT ykazaHHbIE HKe COeaNHEHNs 2-
nponun-3-(2'-(N-TpeT-6yTnn-ammnHocynboHun)-3-
chop 6v|¢)eHV|nmn -4-metun)-4,5-gurnapo-4-okco-5-
R*-3H- 1P, roe R* ozHavaeT:

-N,N-guatun-kapbamounnveTun-

-N,N-gumeTtun-kapbamounmeTun-

-nunepeanHo-N-kapbamonnmeTun-

-N-Tpet-6yTun-kapbamonnmeTun-

-N-6yTun-kapbamonnmeTur-

-N-nponun-kapbamounnmeTumn-

-N-(2-meTnnnponwun)-kapbamonnmeTun-

-N-(3-meTnnbyTun)-kapbamonnmeTnn-

OTCloAa Mony4arT yKasaHHble HKe CoeguHeHUst
2-nponun-3-(2'-amuHo-cynbdoHnn)-3-pTop- 6|/|-
deHnnun-4-metnn)-4,5-aurngpo-4-okco-5- R*-3H-1P,
roe R* o3HavaeT:

-N,N-guatun-kapbamonnmeTun-

-N,N-gumeTtun-kapbamounnmetun-

-nunepuanHo-N-kapbamownrn-

-N-Tpet-6yTnn-kapbamonnmeTun-

-N-6yTun-kapbamonnmeTumn-

-N-nponun-kap6amounnmeTumn-

-N-(2-meTnnnponwun)-kapbamonnmeTun-

-N-(3-meTnnbyTun)-kapbamonnmeTun-,

a oTctoga ¢ nomolublo 6eH3unoBoro adwmpa xro-
PYronibHOM KUCMNOTbl MOMNy4YalT YKas3aHHble Hbke
coefuHeHns 2-nponwun-3-(2'-6eH3nnokcn-kapboHuna-
MUWHO-CYTbOHMIN)-3- qJTop-6V|q)eHmn un-4-metun)-
4,5-purnapo-4-okco-5- R*-3H- 1P, roe R* o3HauaeT:

-N,N-guatun-kapbamonnveTun-

-N,N-gumeTtun-kapbamounmeTun-

-nunepuanHo-N-kapbamonnmeTun-
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-N-Tpet-6yTnn-kapbamonnmeTun-

-N-6yTun-kapbamonnmeTumn-

-N-nponun-kap6amounnmeTmn-

-N-(2-meTnnnponun)-kapbamonnmeTun-

-N-(3-meTunbyTun)-kapbamonnmeTusn-.

MpuBeaeHHbIEe HUXe Npumepbl KacatoTea dapma-
LileBTUYECKNX POPM JleKapCTBEHHbIX NpenapaTos, KO-
Topble cofdepxaT akTuMBHble BellecTBa dopmynbl |
UM ux conw.

Mpumep A: TabneTtkn n gpaxe

MpeccytoT TabneTkn cnegytoLuero cocrasa obbI4-
HblM 00pa3om, Npu 3TOM MNpU HEOBXOAUMOCTU OHM
MOryT MMeTb 0ObIMHOE NOKPbITUE Ha OCHOBE CYKPO3bl:

AkTVBHOE BeLecTBo hopmyrnbl | 100 wr;
MukpokpucTannuyeckas Lenmnono- 278,8 wr;
3a

JlakTo3a 110 wr;
Kykypy3HbIi kpaxman 11 wmr;
CreapaT marHus 5 wr;
MenkoaucnepcHas AByokuch kpem- 0,2 mr.

HUS
Mpumep B: kancynbl U3 TBEpAOro xenaTvHa
O6bl4HbIe ABYXKOMMOHEHTHbIE Karncynbl U3 TBep-

[l0r0 XernaTuHa HanosHSITCS COOTBETCTBEHHO!

AKTVBHBIM BeLLecTBOM copmynsl | 100 wr;
JlakTo3a 150 wr;
Lienntonosa 50 wmr;
CreapaT marHus 6 mr.

Mpumep C: kancynbl U3 MArKOro xenaTtuHa

OGbI4HbIE KaMCyrbl U3 MSITKOTO XXenaTuHa Hanor-
HATCA cMecbio 13 50 Mr akTuBHOro BellecTea n 250
MF OFIMBKOBOrO Macna.

Mpumep D: amnynbl

PactBop 13 200 r aktmBHOro Bewlectsa B 2 Kr
1,2-nponaHavona 3anonHsaeTcs BoAOW A0 NonyvYeHust
obbema B 10 1 1 pa3nmBaeTca No amnynam, Tak 4To
Kaxkgas amnyna cogepXut 20 Mr akTMBHOMO BeLLecT-
Ba.

Mpumep E: BogHas cycneHsns Ons opanbHOro
NPUMeHeHus

BoaHyto cycrneHsuio akTVBHOIO BeLlecTBa Npuro-
TaBnNMBalT TPaaMUMOHHbBIM cnocobomM. CtaHaapTHas
posa (5 mn) cogepxumt 100 Mr akTMBHOrO BeLLecTBa,
100 mr kapbokcumeTun-uennionosel Hatpus, 5 mr
6eH3oaTta HaTpusi u 100 mr copbuTa.

$apmakonornyeckme onbIThbl.

AHrnoteHauH ll-cBA3biBaHne Obino onpeneneHo
metogom (A.T. Chio n gp., J. Pharmacol. Exp The-
rap. 250, 867-874(1989). 3HaueHnsi ICso (HM/ni™") G-
N1 nonyyeHbl AN HEKOTOPbLIX TUMNYHBIX COeAMHEHNI
dopmynbl I

N/R1

N o)
>_N /S‘[Tj

E H

CoeaunHeHns 6bInun oueHeHbl in vitro Ha poacTeo
K cBa3biBaHuo Ans AT cybTuna u peuentopa aHrmo-
TeH3uHa |l (ICsp), kOTOpOe onpeaensnu Ha agpeHa-
TNMH-KOPTUKarnbHbIX MeMbpaHax KpbiC, @ Ha pPOACTBO
CcBsA3bIBaHUS Ans aHrmoTteHauHa Il AT, peuenTtopa on-
pegeneHve NpoBOAWMM Ha agpeHanvH MOAYMSIPHbIX
npenapaTtax Kpbic (CM. Tabn.).
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Tabnuua
Mpumep m.p. (°C) R R' 1C 50 AT, IC 50 AT,
1 204-205 Bu CH,CONMe; 3,1 9,3
1 125-126 Bu CH,COOEt 9,0 2.1
1 157-158 Bu CH,CONEt, 5,0 7,0
1 126-127 Bu CH,CotBu 17,0 32,0
1 144-145 Bu CH,COPh 30,0 24,0
1 204-205 Bu nunepvaMHokapboHMNMeTUnN 4.0 3,8
1 121-122 Bu CH,Ph 35,0 16,5
1 89-90 Bu CH,ConBu 8,3 46,0
1 67-68 Bu CHCH,COPh 39,0 26,0
1 116-117 Bu CH>CONHtBu 3,9 3,0
1 128-129 Bu CH2CONHCH.Ph 11,5 7,0
1 125-126 Bu CH>CONHnNPr 3,6 3,0
1 Qil Bu CH,COMe 87,0 46,0
1 127-128 Bu CH>CONHCHL.iPr 5,8 3,3
3 202-203 Pr CH,CONMe;, 2,7 6,5
5 131-132 Bu CH,COOH 34,0 210,0
8 109-110 Pr CH>CONHtBu 3,7 2.1
8 206-207 Pr nunepvaMHoKapboHMIMETUN 3,6 2,6
8 121-122 Pr CH>CONHnBu 4,6 5,6
8 167-168 Pr CH2CONHnNPr 2,7 1,8
8 131-132 Pr CH2CONHPnN 8,7 8,4
8 107-108 Pr CH>CONH(CH_)siPr 14,5 18,0

Bu - 6yTun, nBu - Tpet. 6ytun, Pr - nponun, iPr - usonponwun, Pn - neHtun, Me - metun, Et - atun, Ph - dpeHnn.
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