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(57) 1. NpousBogHoe TeTparvapokapbasona cgopmy-
nbi (1)

R! NR’R’

NH , 0
B KOTOpOW R' npencraenseT cobon HVITpOFpXI‘II‘Iy,
-CO2R*, CN, «(CH2),CONR’R®, -(CH2),SO.NR’R® nnm
C1sankuncynboHunammHo(CHz)n,

R* npencraensieT cobon apunCieankun, R® n R°
KaxkObl He3aBMCMMO MpeAcTaBnseT cobon Bogopon
nnm Cisankun, uim R® u R® BMecTe ¢ aTomom asota,
K KOTOPOMY OHMW NpucoeduHeHbl, 06pa3syloT KombLo, N
npenctasnsiet cobor 0, 1 nnm 2, n NR2R® - a10 NH>,

Unn B KOTOPOW R' I'Ipe%CTaBJ'IﬂeT cobon kapbokca-
Mnao-(-CONH2), n NR?R® npepacrasnsieT coboit me-
TUNAMUHO-, 3TUNAMMHO-, H-MPONUAaMMHO-, W30MpPo-
nunamvHo-, AUMeTUNnamMmmnHo-, 6eH3nnNaMmmHo-, NUpPpo-
mguH-1-un unu  N-(MeTun)aTunamuHorpynny, unm
€ro conb, CoNnbBaT U/UNN rMapaT B Ka4ecTBe aroHncTa
UNKN YacTuyHoro aroHucta 5-HTi-nogoGHoro peuen-
Topa.

2. MpownssogHoe TeTparvapokapbasona no n. 1, oT-
nuyaroweecss Tem, 4Yto R’ npeacrtaenser cobou
'(CHZ)nCONRSRG, n siensietcs 0, a R® u R° Kaxkabln
He3aBMCMMO SIBMSIETCA aTOMOM BOoAopoAa, MeTWUIoM,
3TUIIOM UMW NPOMUIIOM, UMK €ro Cofb, COMbBaT WM/UMK
rmagpar.

3. lMpousBogHoe TeTparM,quKagp6a30na no n. 2, or-
nuuaroweecs TeM, uto R® n R® kaxzbiit He3aBUCUMO
npegcraBnseT cobov aTtom BOAOpOAA UMM MeTUn,
W1 ero corb, conbBaT Wunm rugpar.

4. MNpoussogHoe TeTparmgpokapbasona no n. 3, oT-
nuyaloleecsl Tem, Y4To BbIOPaHO U3 cregyoLwmx co-
€ANHEHWUI:
3-amuHo-6-unaHo-1,2,3,4-tetparngpokapbason,
(+)-3-amnHo-6-kapbokcamnago-1,2,3,4-TeTparngpo-
kapbason,
(-)-3-amuHo-6-kapbokcammgo-1,2,3,4-TeTparngpo-
kapbason,
3-amnHo-6-(N-meTunkapbokcamugo)-1,2,3,4-teTpa-
rmgpokap6ason,
3-amnHo-6-(N-meTuncynsgoHamugometmn)-1,2,3,4-
TeTparngpokapbason,
3-aMuHo-6-cynedoHamnao-1,2,3,4-teTparnapokap-
6ason,
3-aMunHo-6-HKTpOo-1,2,3,4-TeTparngpokapbason,
3-amuHo-6-(N,N-anmeTtunkapbokcamnao)-1,2,3,4-
TeTparngpokapbason,
3-amuHo-6-(nunepmanH-1-unkapbonun)-1,2,3,4-teT-
parngpokapbason,
3-amunHo-6-(NupponuauH-1-unkapboxun)-1,2,3,4-te-
Tparngpokapbason,
3-amuHo-6-(N,N-anatunkapbokcammao)-1,2,3,4-TeT-
parngpokapbason,
3-amuHo-6-meTaHcynboHamuao-1,2,3,4-tetparva-
pokap6a3son,
3-amuHo-6-kapbokcammgomeTun-1,2,3,4-TetTparna-
pokap6a3son,
3-amnHo-6-(2-kapbokcamngoatun)-1,2,3,4-TeTparma-
pokapba3on, nnm ero conb, CofbBaT U/UnNu rmMapar.
5. MNpownsBogHoe TeTparvgpokapbasona no n. 1, oT-
nuyalowieecs Tem, Y4To BbIBpPaHO U3 criegyoLwwmx co-
€ANHEHWI:
3-aTunamuHo-6-kapbokcamuao-1,2,3,4-tetparngpo-
kapbason,
3-H-nponunamuHo-6-kapbokcamngo-1,2,3,4-tetpa-
rmgpokap6asorn,
3-nsonponunamuHo-6-kapbokcamugo-1,2,3,4-tetpa-
rmgpokap6ason,
3-anmeTnnamuHo-6-kapbokcammao-1,2,3,4-teTparu-
npokap6ason,
3-6eH3nnamuHo-6-kapbokcammao-1,2,3,4-teTparna-
pokap6a3son,
3-nupponunanHun-6-kapbokcammao-1,2,3,4-TeTparu-
npokap6ason,
3-(N-(meTun)atunamuHo)-6-kapbokcamungo-1,2,3,4-
TeTparngpokapbason, unu ero comnb, CofbBaT W/unm
rmapar.
6. 3-meTnnamuHo-6-kapbokcamnao-1,2,3,4-TeTparma-
pokap6a3on nnu ero corb, conbsaTt Wunun rmapar.

(13) C2
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7. Conb no no6omy 13 nn. 1-6, oTnMyarowwascs Tem,
YTO OHa SBMSIETCS COMbIO COMNSAHOW, CepHOon, doc-
opHON, SHTApHOW, MareMHOBOW, YKCYCHOW unn gy-
MapoBOW KUCNOTbI.

8. Cnocob nonyyeHWs MPOM3BOAHOIO TeTparnapo-
kapbasona dopmynbl (I) unu ero conu, conbBaTa
n/vnu rmgpata

R! NR’R’

N 0

B KOTOpOVI R’ npeacTasrAer cobon HUTPOrpynny,
-CO2R*, CN, «(CH2),CONR°R®, (CHz)nSOZNR R® nmm
C1.saJ'IKMJ'Ich'Ib(bOHVIJ'IaMVIHO(CHz)n, R* npeacrasnsiet
cobow apunCisankun, R’ n R” - kaxgpin He3aBmneumo
npefcTasnset coboit Boaopoa unu Crsankun, unn R®
n R® BMecTe ¢ aToMOM a30Ta, K KOTOPOMY OHW MpW-
coeauHeHbI, o6pa3yr0T JomnbLo, N npeacTasnset co-
6o 0, 1unn 2, n NR R®- a0 NH>,

nnm B kotopoi R’ rpeacTasnset coboii kapbokca-
muao-(CONH,), a NRR® npeacraensieT coboit meTu-
NaMWHO-, 3TUMaMMHO-, H-MPOMUIaMWUHO-, M30MNPOMK-
namuHo-, AUMETUNaMUHo-, 6eH3UNaMmnHo-, NUPPONU-
AvH-1-un unn  N-(MeTun)aTunamuHorpynny, OTnu-
YalLWMnUCca TeM, YTO NPOBOASAT PEAKLMI0 CoeaUHEHUS

dopmynei (1)

NHNHZ, (”)

roe R' onucaH BbiLLe, UMK €ro KGO Conm ¢ coeau-
HeHueM copmynbi (I11)

NR’R

0 , (i
rae R? 1 R® onucaHbi BbiLlle, unu ero N-3aLUnLLeHHoro
NPOM3BOAHOIO, WINU peakuuio CoeauHeHust copmy-
nbi (1V)

R! 7

NH i (V)

roe R' onucaH Bbille, a Z npeacTaBnsieT coboii yx0-
Osuwyo rpynny ¢ coeanHeHnem opMyrbl HNR’R?,
KaK OnMcaHo Bbllle, WU peakumio CoeguHEHUst qaop-
mynbl (V)

HoN(CHp) NR’R

NH (V)

rae n=0, 1unn 2 n HNR?R® onucana BbllUe, C aunnu-
pylowmyM UM  CynbMOHUNNPYIOWUM  areHTOM, Wnu
npeBpaLleHne ogHoro coeauHeHus dopmynel () B
Apyroe coeguHeHne gopmynsl (1), Hanpumep AnA no-
ny4yeHus coegmHeHusi copmynbl (1), roe R npeg-
cTaBnset co6ov| -(CH2),CONH; (Hanpumep -CONHy)
nm COR*, OCYLECTBNAIOT MAPONN3 COSANHEHNS
copmynsl (1), rae R' npeactaensiet coboii (CH2).CN,
unu ero N-3aLmLLeHHyo npomsaop,Hyro wnm ans no-
nyyYeHnss coeguHeHust MyJ'IbI (1), rae R' npen-
ctaBnset cobor -CONR Hanpmmep -CONHy, ocy-
LLeCTBNSAIOT aMVIHI/IpOBaHVIe coefuHeHnsa  opmy-
nei (1), roe R' - at0 -CO;H, unu ero N- -3aLMLLEHHOIO
MPOMSBOAHOTO; WM ANA NONYYEHUA  COBAMHEHNA
dopmynel (1), roe oavH us R?nR® npegcraBnsieT co-
bov aTom BOgoOpoda, a Apyrov npeacrasnset cobon
Cisankvn, OCYLUECTBSIOT anknnmposaxne coeanHe-
Husi cpopmynbl (1), roe R? u R® siBnsitoTcs atomamu
BOOOpOAa, Mocne 4ero npu HeobxogumocTu noasep-
raloT AenpoTtekumn nbon M3 3almLleHHbIX aToMOB
asoTa 1 npu xenaHum obpasytoT corb.

9. ®dapmaueBTMyeckass KOMMO3ULMSA, BKIoYaroLWwas
Buonornveckn akTMBHOE BeLLecTBO W dumanonornye-
CKN NpUEeMMeMblii HOCWUTEMb, OTNUYaoWANACA TeMm,
4YTO B KayecTBe OGMOMOrMyeckn akTMBHOIMO BellecTBa
OHa coaepxuT hapmaueBTnieckn apdeKTMBHOE KO-
M4eCcTBO NPOU3BOAHOrO TeTparmapokapbasona dop-
Mynbl (1), kak onucaHo Bbilwe, No nodomy 13 nn. 1-7,
unu U3NOnorMyeckn MNpuemremyto conb, conbBaTt
n/vnu rmgpat 3TOro CoeanHEHUsI.

10. dapmaueBTMYECKAs KOMMO3ULUSA, BKIOYatoLlast
Buonornveckn akTMBHOE BeLLecTBO W dumanonornye-
CKN NpUEMMeMblIi HOCWUTEMb, OTNUYaKWANACA TeMm,
4YTO B KayecTBe GMOMOrMyeckn akTMBHOIMO BellecTBa
OHa coaepXxuT hapmaueBTnyeckmn apdPeKTUBHOE KO-
nnyectBo coeauHeHuns (1) no n. 6 unn ero cusmono-
rMyeckn MpuvemneMylo corb, conbBaT w/unu rugpat
3TOro coeauHeHus.

HacTosiliee n3obpeTeHre OTHOCUTCSt K HEKOTO-
pbIM MPOV3BOAHLIM TETparugpokapGasona Ans npu-
MEHEHUsI B NIeYEHUM PacCTPOCTB, XapakTepusyeMbix
M3ObITOYHLIM pacLUMpeHUeM MpPOCBETA COCYAOB, B
YaCTHOCTU, NEYEHUSI MUTPEHMU.

MwurpeHb - HecMepTenbHoe 3aGoneBaHve, KOTo-
pbIM CTpajaeT OOWH U3 OECSATU YernoBeK; OCHOBHOM
CUMMTOM - FOfoBHasi 6orb; Apyrne CUMMTOMbI BKITHO-
YaloT pBOTY, CBeTOGOsA3Hb. B HacTosiLee Bpems Hau-
Gornee LUMPOKO MCMOMb3yeMbIiM NEYEHUEM SIBMSIETCSH

Has3HayeHve aproTamvHa, AUrMapoaproTammHa wunu
MeTuceprnga, KoTopble TaKke WCMOoMb3ylTCA Kak
npodunaktnyeckne cpegcrtea. IATW nekapcTBa Mo-
paensaT 5-HT1-nogobHble peuienTopsl, HO ob6nagatoT
1 ApYruMm OeficTBUEM; NleYeHne UMK CBSI3aHO C PSIAOM
HebnaronpuaTHbIX NO6oYHbIX achdekToB. Kpome Toro,
HeKoTopble NauMeHTbl UCMbITbIBAOT "rofioBHbIe 60mnn
Npu CHATWUM nekapcTB”, KOTOPbIe MOSIBASIOTCA Mocne
npekpaLleHns nevyeHns NPoayKTOM CMOPbIHbU, TaKUM,
KaK aprotamuiH, 3acTaBnsis Ux NOBTOPSTb fleveHune, u
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npuBOAWT K nNpuBblkaHuio. CoBcemM HedaBHO Ans no-
TEeHUManbHOro MCrosib30BaHWs B NEYEHUN MUTPEHU
ObINn NpeanoXeHbl pas3nuMyHble NPOU3BOAHbIE TPUI-
TamuHa.

BeBuay Bbllwecka3aHHOro, CyllecTByeT Heobxo-
AMMOCTb NonyynTb 3ddpekTuBHble M 6GesonacHble
MeAUKaMeHTbl ANS FleYeHNs MUTPeHH.

B nateHtax CLUA NeNe 4257952, 4172834,
4062864 1 3059309 packpbIT 60MbLLON KNacc TeTpa-
rmapokap6a3ornos ¢ hopmynomn:

Q/ |
R

B koTtopon N=B gaBnsetcs, nomumo npouyero, -NHR'
urim -NR'R", rae R' n R" - Hu3wun ankwn, apuvn-
HU3LWWIA ankun unm BMecte obpasyloT reTepoLmKun-
Yyeckoe konbLo; R, nommmo npouvero, - Bogopog; Qi,
NOMMMO MPOYEro, - BOAOPOA, raroreH, HU3Wum an-
Kokcu, umnaHo, -CO2R1 unn —CONR2R3 (roe Ry moxeT
ObITb BOAOPOAOM, HM3WMM ankurnom, unu —CHAr n
R2 1 R3 - BOOQOpPOA, HU3LWMIA ankun unmn Bmecte obpa-
3yl0T reTepouumknuyeckoe konbLo); Qz, NOMMUMO Npo-
yero, - BOOOPOA, apwr-(HU3LWNIA ankokcu), rmapoKcu,
TPUranomMeTus, HATPO WK ankaHounamuHo, u Qs u
Q4 MOryT Kaxgpeln OblTb, MOMUMO MPOYEro, BOAOPO-
JoM. OTU coeauHEeHUs U3BECTHbl Kak obnaparolume
o6e3bonunBatoLLnM, NCUXOTPOMNHBIM U @aHTUTUCTAMUH-
HbIM JEACTBUEM.

HeoxnpgaHHO 6biNO BbISIBNIEHO, YTO HEKOTOPLIE
TeTparnapokapbasonbl NPOTUBOAENCTBYIOT N YacTUy-
HO MPOTUBOAENCTBYIOT 5-OKCU-TPUNTaMMUH-NOAOOHBIM
peLenTopaM U MOryT HanuTu NPUMEHEHUE B NEYEHUN
COCTOSIHUI, B KOTOPbIX Noka3aH 5-HT+-nogobHbIn aH-
TaroHNUCT WUNKW YacTUYHbIA aHTaAroHUCT, B OCOOEHHOo-
CTW, COCTOSIHUIA, CBSAI3aHHbLIX C FONOBHOW Gonblo, Ta-
KMX, KaKk MUrpeHb, obuias ronosHas Gomb u Gorb,
CBsi3aHHas C M3MeHeHMsIMKN B cocyaax. B atom onu-
caHunm TepmuH "5-HT4-nogobHbI aHTaroHMcT" wuc-
nonb3yeTcsa Anst 0603HaYeHNs YaCTUYHBIX aHTaroHu-
CTOB Ha 3TOM peLenTope.

Moatomy HacTosilee n3obpeTeHne npegycmat-
pUBaEeT UCMNONb30BaHWE coeduHeHun obuen dop-
mynbi (1):

2
R! NR R®

Iz

: U]

B KOTOpOM

R' npeactaBnsieT BOAOPOA, ranoreH, TpUdhTopoMe-
TUA, HUTPO, rMAPOKCH, Cieankun, Ci.eankokeu, a un
C1-sankokecu, -COzR <(CH2)aCN, -(CH2).CONR’R®,
-(CH2):SO:NR°R®,  CysankaHounamuHo(CHz/n  1nn
C1sanknncynboHUnammHo(CHaz)n;

R* npeacrasnsier Bogopoa, Cieankunm wunv apun
C16anKum;

R° RS, KaXabli He3aBMCUMO, MpeacTaBnsiioT BO-
nopop unu Crsankun, nim R® n R®, BmecTe ¢ aTomom

a3oTa, K KOTOPOMY OHW MPUCOEAUHEHbl, 0bpasytoT
KOnbLO;

n I'Ipe,D,CTaBJ'IﬂeT 0,1unmn22n

R? 1 R®, kaxablii HE3aBUCUMO, MPEACTABMSIOT BO-
aopoa, C1.6an|<mn unu 6eH3un, unu, BMecTe C aTo-
MOM a30Ta, K KOTOPOMY OHW MPUCOEANHEHbBI, obpasy-
10T KOMbLO MUPPOMMAMHO, NWUNEPUAVHO WK rekca-
rMapoasennHo; M ux uanonormiyeckn npuemnemMbix
conen B NMPOV3BOACTBE NlekapcTBa Ans Nle4YeHus co-
CTOSIHUSA, rae nokasaH 5-HT1-nogobHbI aHTaroHUCT,
B YaCTHOCTMW, MUTPEHU, a Takke ee MPoUNaKTUKN.

N3o06peTeHne Takke npegycmaTtpuBaeT crnocob
neYyeHnss CoCTOSHMSA, B KOTOPOM nokasaH 5-HTi-no-
[OGHbIV @aHTaroHUCT, B YaCTHOCTU, MUTPEHU, KOTOPbI
BKINIOYAET Ha3HayeHue cyObekTy, Hyxaatolemycs B
3TOM, 3(PEKTUBHOrO KONMMYECTBa COeanHEHUs dop-
Mynbl (1) vnm ero u3nMonorMiyeckn npuemneMon
conw.

R' npescTaBnsieT BOAOPOA, rarnoreH, LnaHo, FVIQ
pokcn,  Ci. saIKoKCH, apunCi. saIkokeu, -COz
-(CH2).CONR®R® unn —(CH2).SO:NR°R®, n R* n R®,
KaxKObl He3aBMCMMO, MpPeAcTaBmnsioT BOAOPOA MK
Ci.eankun.

Cnenyet ckasatb, YTO coeamHeHusa dopmynbi (1)
MOryT cogepXaTb OAUH WUITN HECKONbKO acMMMeTpuy-
HbIX LIEHTPOB, W Takne COeAMHEHNs CYLLUECTBYIOT Kak
onTuyeckne n3omepbl (3HaHTMoMepbl). UTak, nsobpe-
TEeHWe BKIOYaeT BCE Takme 3HaHTMOMEPbl U CMECH,
BKIOYAsA UX paLemMmnyecKkme CMecu.

B coeguHeHusix dopmynbl (I) aTomom ranoreHa
MOXeT ObITe ¢pTOp, XNop, 6pomM unu noa. AnkunsHas
rpynna unuM nonoBuMHA MOXET UMETb NPAMYK WMnn
pa3BeTBMeHHyYI0 Uenb. [Nogxoasime apnnosble rpyn-
Mbl BKMIOYAIOT, HAaNpumep, HeHacblWeHHblE MOHOLIMK-
nMyeckne unu GUUMKIMYeckne KofbLa U YacTUYHO
HacblWweHHble Buuuknuyeckne konbua ¢ go 12 aTo-
Mamu yrnepoaa, Takue kak g)eHmn HadTUN 1 TeTpa-
rmgpoHacTun. Ecnu R® 1 R®, BMecTe ¢ aToMoM a30-
Ta, oOpasyloT KomnbLO, 3TO, MNPeanoyTUTenbHO, 5-
7-4rneHHOe HacbILWEeHHOe reTepoLMKINYecKoe KosbLoO,
KOTOpOe MOXEeT codepXaTb APYrov retepoaroM, Bbl-
6paHHbI U3 Kncrnopoda, cepbl unu asota. NMogxoas-
LMe KonbLa BKIIOYAOT NUPPONMAUHO, NWUNEPUANHO,
nMnepasnHo 1 MoponmHO.

B BblleyKkasaHHbIX coeaMHeHnsix R' npegnouty-
TeNbHO NPeACTaBnsieT ranoreH (Hanpumep, Gpom),
CF3, C1.eaJ'IKOKCI/I (Hanpumep, MeTOKCI/I) (CH2)nCN,
-(CH2).CONR®R®, -(CH2),SO:NR°R® uru C1.ean|<a-
HOMNaMM1HO. Ham6onee MPeAnoYTUTenNsHO R' npea-
ctaensieT rpynny -(CH2).CONR’R®, B koTopoit n
npeacrasensiet 0, u R® u R6 KaXkdbll He3aBUCUMO,
npeacTaBnsoT BO/:lopoq5 Memn 3TUA WK Nponun.
XenatenbHo, 4To6bI R He3aBMCUMO, Mpea-
CTaBnAM BOAOPOA Wk MeTusl.

Ecrm R' npencraensietr -COzR*, R*, npegnoutu-
TenbHO, NpeacTasnaer C1-sankun.

R? 1 R®, kaxablii, MPeAnoYTUTENbHO MpescTaB-
NAOT BOAOPOA, METUN Min aTu. Hanbonee npeg-
noututenbHo NR’R%- -NHj.

[ns ucnonb3oBaHUs B COOTBETCTBUW C HACTOS-
LWMM n3obpeTeHnem coegmnHeHme dopmynei (1) sBns-
eTcs, NpegnoYTUTENbHO, YaCTUYHBIM aHTaroHUCTOM.

Moaxogsiwme rn3nonormyeckn npuemnemble co-
M oYeBMAHBbI ANs cneunannMcToB AaHHON obnactu u
BKIIOYaIOT, Hanpumep, COMM KUCMOTHOrO Mnpucoeau-
HeHusl, Takne Kak Te, KoTopble 06pa3oBaHbl C Heopra-
HUYEeCKUMWN KUCIIOTaMW, Hanpumep, XJ10pucToBOZO-
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poaHown, cepHor unmn ocopHOM KncnoTamm n opra-
HUYECKMMWM KUCMOTaMK, Hanpumep, SIHTapHOW, Ma-
NEeVHOBOW, YKCYCHOM WM (PymMapoBON KUCIOTaMW.
Opyrne Henpuemnemble U3NONOrMYECKN COMW, Ha-
npumep, okcanatbl, MOryT MCMONb30BaTbCs, Hanpu-
Mep, B M3oNAUMM coeguHeHnin dpopmynbl (1), 1 Bkto-
YeHbl B 06beM aToro nsobpeteHns. B obbem nsobpe-
TEHWs TakKe BKIHOYEHbl CONMbBaThl U rmapaTthl coegu-
HeHun oopmynsi (1).

1

R! : : NH,
N

H (1A)

B KOTOPOWN R1, KaK onpefeneHo Bbille, C OrOBOPKOW,
uto R' - He BOAOPOA, TMAPOKCU, METOKCU MUnn GeH3n-
JIOKCU U UX CONMN.

HacTosiliee coegvHeHne panee npegycmatpu-
BaeT crneaywlmne crneunduyeckme CoeguHeHusl, Ko-
TOpble TaKXXe CHUTAIOTCS HOBbIMU:

3-aMuHo-6-unaHo-1,2,3,4-TeTparngpokapbason ru-
Apoxnopwna,
(+)-3-ammHo-6-kapbokcamugo-1,2,3,4-teTparnapo-
kap6ason rugpoxnopua,
(-)-3-amuHo-6-kapbokcammpao-1,2,3,4-TeTparngpo-
kap6a3son rugpoxnopua,
3-amnHo-6-6pomo-1,2,3,4-TeTparngpokapbason rm-
Apoxnopwna,
3-aMuHo-6-meTun-1,2,3,4-teTparngpokapbason ok-
canar,
3-aMuHo-6-aToKCUKapboHun-1,2,3,4-teTparngpoka-
pbason okcanar,
3-aMunHo-6-/N-meTnnkapbokcamumao/-1,2,3,4-tetpa-
rmagpokapbason nonyokcanar,
3-aMuHo-6-unaHomeTun-1,2,3,4-TeTparngpokapba-
305 okcanar,
3-aMuHo-6-/N-meTuncynsgoHammaomeTunn/-1,2,3,4-
TeTparmapokapbason okcanart,
3-amnHo-6-xr1opo-1,2,3,4-TeTparngpokapbason ok-
canar,
3-aMuHo-6-TpudptopmeTnn-1,2,3,4-teTparngpokap-
6a3on okcanar,
3-amunHo-6-H-6yTnnokcu-1,2,3,4-teTparngpokapba-
305 okcanar,
3-aMmuHo-6-cynbdoHamnao-1,2,3,4-tetparuapokap-
6a3on okcanar,
3-aMuHo-6-HUTpOo-1,2,3,4-TeTparngpokapbas3on  ok-
canar,
3-amunHo-6-/N,N-gumeTnnkapbokcammao/-1,2,3,4-
TeTparnapokapbason nonyokcanar,
3-aMmuHo-6-HUTpOo-1,2,3,4-TeTparngpokapbas3on  Ok-
canar,
3-amuHo-6-/N,N-gumeTtnnkapbokcammao/-1,2,3,4-
TeTparnapokapbason nonyokcanar,
3-amuHo-6-/nunepnamnH-1-unkapbonun/-1,2,3,4-tet-
parvgpokap6ason ruapoxnopua,
3-amuHo-6-/nmpponuanH-1-nnkapbonun/-1,2,3,4-Te-
Tparngpokapb6ason rmapoxnopua,
3-amuHo-6-/N,N-guatunkapbokcamnao/-1,2,3,4-TeT-
parvgpokap6ason ruapoxnopua,
3-amuHo-6-/auetammao/-1,2,3,4-teTparngpokapba-
3051 okcanar,
3-amMuHo-6-meTaHcynboHamuao-1,2,3,4-tetparva-
pokapba3on okcanar,

3-amuHo-6-kapbokcammgomeTun-1,2,3,4-TetTparna-
pokapbason rugpoxnopva,
3-meTunamumHo-6-kapbokcamunao-1,2,3,4-TetTparna-
pokapba3on okcanar,
3-aTnnamuHo-6-kapbokcamumao-1,2,3,4-teTparnapo-
kapba3on okcanar,
3-H-nponunamuHo-6-kapbokcamugo-1,2,3,4-tetpa-
rmgpokapbason okcanar,
3-i-nponnnamuHo-6-kapbokcammao-1,2,3,4-TeTparu-
Apokapba3son okcanar,
3-anmeTnnamuHo-6-kapbokcammao-1,2,3,4-teTparu-
Apokapba3on okcanar,
3-6eH3nnamuHo-6-kapbokcammao-1,2,3,4-TeTparna-
pokapba3on okcanar,
3-nnpponunamHun-6-kapbokcamnao-1,2,3,4-TeTparu-
Apokapba3son okcanar u
3-/N-/metun/atunammHo/-6-kapbokcammao-1,2,3,4-
TeTparnapokapbason okcanar,
3-amuHo-6-/2-kapbokcamnpgoaTtun/-1,2,3,4-TeTparu-
Apokapba3sorn okcanar.

B ppyrom acnekte HacTosiliee wu3obpeTeHne
npegycMmaTpuBaeT HoBoe coefuHeHue chopmynbl (1),
T. e. coeamHeHne (IA) unu kakoe-nMbo M3 ynomsiHy-
TbIX COEQUHEHWI (B BUAE CBOGOAHOIO OCHOBAHMWS UMK
PU3MoNorMiyeckn NpUeMIEMON Comnun) Ans UCrosb30-
BaHUS B KAa4eCcTBe TepaneBTUYECKOro areHTa, B 4YacT-
HOCTW, Kak 5-HT4 aHTaroHMcTa nnm 4acTM4yHoro aHTa-
rOHMCTa, HaNpPUMep, B JIEYEHUN MUTPEHN.

M3obpeTeHne Takke npegycMaTtpuBaeT crnocob
nony4YeHus HoBbIX coeanHeHuin cpopmynsi (1).

CoeguHeHua copmynel (1) MOXHO nony4ntb me-
TOOAMW, U3BECTHBIMU B OONacT! TEXHUKW ONS Mony-
YeHus1 TeTparmapokapba3onos, HanpuMep:

A. Peakunen coeguHenusi coopmynbi (I1):

L
NHNHZ, (”)

(B koTopoii R' - kak onpegeneH BbilLE) UAK ero conm
KMCINOTHOrO NPUCOEOMHEHUS C coeauHEHEM (HOpMy-
net (11):

2

QNR R®
0

: (i)

(B KOTOpOM R?u R® - kak onpeaerneHbl BhILLE) UK ero
N-3amLLeHHbIM NPOU3BOAHBIM, UMK
B. Peakuuen coeamHenmns cdopmynei (1V):

R! Z
H

: (V)

(B koTopoit R' UMeeT To e 3HaueHue, kak orpefe-
neHo anst opmynsl (I) u Z - yxogsawas rpynna), c
coeauHeHeM hopMyIbl HNR?R?;
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C.Peakuuen coegnHenns dopmynsi (V):

2

H,N(CH,),, NR R®

N
; (V)
C auMnUpYyLLMM UNn CcynbgOHUNMPYIOLLMM areHToM;

D. MNMpeobpa3oBaHneM OOHOIO COeAMHEHUS HOPMY-
nei (1) B apyroe coeguHerne dopmynei (1), Hanpumep:

(i) ‘-IT06bI nony4untb coeguHeHne opmynei (1), B KO-
Topom R' npepcraensier —(CH2),CONH; unn CO.R*,
MPOBOAAT IMAPONN3 COBANHEHNA dopmynsl (1), B ko-
Topom R' npeactasnsier —(CH2).CN, unn ero N-3a-
LLMLLIEHHOIO NPOU3BOLHOTO;

(ii) qTo6b| nony4nTb COEOMHEHUE cbopmynbl ), B
KOTOpOM R’ npeacrasnaet -CONR°R’, aMMHMperT
coeguHeHve dopmynsl (1), B KOTOpom R npegcras-
nsaet —CO2H, nnu ero N-3awuLieHHOro nNpousBoa-
HOro unu

(i) 4TOOBI MONy4uTh CoeanHeHme dopmynel (1), B
koTopom oauH u3 R* n R® - Bogopoa, a Apyron —
C1 6aIKUI, ankMnpyioT CoeanHerine (1), B koTOPOM
R*uR?® o6a, - BOZOPOAbI;

(iv) ‘-iTO6bI nony4ntb coeguHeHune dopmynsi (1), B
koTopoM R' mpeAcTaBnsieT rMapoKcW, pacliennsioT
coefuHeHne, B KOTopoM R’ mpeactaBnsieT ankokcu
WY aparkokcy;
npu HeobxoAMMmoCTW, C nocregyowym ocsoboxae-
HVYeM OT 3almnTbl MobbIX 3aLMTHBEIX aTOMOB a3oTa U
obpa3oBaHMEM COMNY NPY XeNaHU.

Cnocob (A), koTopbii aBnsieTcs OPMO CMHTE3a
uwHgona ®uwepa, MOXET NMPOBOAUTLCH C MCMOMb30-
BaHVWEM MeTOOOB, XOPOLUO M3BECTHbIX B Xumuu. Tak,
peakuuio MOXHO NPOBECTVM B pacTBopuTene, Hanpu-
Mep, B CMpTe, TaKOM Kak aTaHon unun GyTtaHom; unm
YKCYCHOW KMCnoTe, U npu TemnepaTtype B npegenax
0-150°C.

MvopasvHbl popmynel (1), koTopble 0BbIMHO KC-
nonb3ylTCA B KayecTBe conu rugpoxnopuga, - co-
edVHEeHNS N3BECTHbIE, N MX MOXHO MOSyYUTb N3BECT-
HbIMK cnocobamu.

LinknorekcaHoH cpopmynbl (I11) MOXHO nony4nts
OKMCIEHNeM COOTBETCTBYIOLLEro LIMKINYECKOrO Crvp-
Ta C UCNOMb30BaHNEM OKUCIISIOLLEro areHTa, Takoro,
Kak MMpUMAMH Xropxpomar, NUpuauvH guxpomart, Au-
nupuauH Cr(VI)okcma, rmnoxnopuT HaTpusi, MMNoxo-
pUT Kanbums N Uokcmag MapraHua.

Yxogsuen rpynnon Z B coeanHeHnax opmMyrbl
(IV) moxeT ObiTb, Hanpumep, aToM ranoreHa wnu
CyNbMOHNMOKCU rpynna, Hanpumep, N-TOMyosCyflb-
doHuMnoken nunu MmetaHcynbdoHunokeu. MNpouecc (B)
MOXXHO MPOBECTU B MHEPTHOM OpraHN4YeckoM pacTBO-
puTene, TakoM Kak CNWUPT, Hanpumep, METaHON Mnu
adup, Hanpumep, TeTpargpodypaH 1 Npu Temnepa-
Type B npegenax 0-150°C. CoeguHeHus cpopmyrbl
(IV) MOXXHO Nony4nTb peakuunen rmgpasvHa opmynbl
(Il) ¢ cooTBeTCcTBYIOLE 3aMELLEHHbIM COeQUHEHUEM
LmKnorekcaHoHa. Ecnu Z - aumnokcu nnu cynbdoHn-
FIOKCW, ero MOXHO Mony4nTb 13 coeauHeHus (IV), B
KOTOpPOM Z - TMAPOKCK, C UCMONb30BaHNeM CTaHaapT-
HbIX npoueayp. MNoaxoaswme aumnupytowmne n cynb-
hOHWMMPYIOLLME areHTbl, KOTOpble MOryT MCMOMb30-
BaTbCsi B crnocobe (C), BkmovaloT xnopuabl kapboHo-
BOM M CynbgOKMUCMOTbI (Hanpumep, aueTunxnopug

UNM MeTaHCynbgOoHUNXNopKA), ankunacTepbl, akTu-
BMPOBAHHbIE 3CTEPbI 1 CUMMETPUYHBIE N CMEeLLaHHble
aHrmapugel. Peakumio MOXHO NpoBOAMTL B OpraHuye-
CKOM pacTBopuTene, TakoM Kak ranoasnkaH (Hanpu-
mMep, guxnopmertaHe), amuge (Hanpumep, N,N-gume-
Tundopmamuae; adupe (Hanpumep, TeTparnapody-
paHe) unn TPeTUYHOM aMuHe, TakoM Kak nupuauvH. B
obLem, TaKke UCMOoNb3yeTcsl OCHOBAaHWe, HanpuMmep,
TPUaTUNaMWNH, SUMETUNAMUHOMMPUAMH UK kKapboHaT
unu bukapboHaT LwenoyHoro metanna. Peakuymns npo-
BOOWUTCA npwu Temnepatype B npegenax ot -10
no 100°C.

CoeguHeHna dopmynbl (V) MOXHO MONyYuTb
cnocobamu, aHanorumyHeiMu npoueccam (A) u (B),
OMWCaHHbIM BblLLE.

Ewe coeanHeHve (V) MOXHO Momy4uTb BOCCTa-
HOoBMeHveM coeguHeHuss copmynbl (I), B koTopom
R' - HUTPO, Hanpumep, KaTanUTUYECKUM TMPUPOBA-
HVeMm.

B xMmum XOpoLlo M3BECTHO, YTO TMOPONN3 HUT-
puna nepBoHayanbHO OaeT amug, KOTopbl 3aTeMm
MOXHO rMAponM3oBaTb B KMCNOTY. [103TOMY TOYHbIN
npogykt cnocoba (Di) Oyner 3aBuceTb OT YyCrnoBWiA
peakuuu, BbIOpaHHbIX Ana rugponusa. Ytobbl nony-
uMTb coeavHeHne, B koTopom R' npeactasnsiet
HaNCO-, rmaponus npegnovTUTENbHO NPOBOAMTCA C
MCMonb30BaHWEM NepekncK Bo4opoaa B NPUCYTCTBUM
rMApoKCKaa LWEenoYHoro MeTanna, Hanpumep, rapo-
Kcuaa HaTpus, B pacTBopuTene, TakoM Kak ChupT,
meTaHone. [ipyrne nogxogsiwime cpeactea rmgponunsa
BKIIO4AIOT YKCYCHYIO KMCNoTbl U BFs; unn mypasbu-
HYI0 KWUCROTY M GpPOMMCTOBOAOPOAHYIO MM XIOpU-
CTOBOAOPOAHYI0 KMCMOThl. YTOGBI nonyynTb coegu-
HeHue, B koTopoM R’ npeacrasnsiet -COOH kucnoty
WM OCHOBaHME, MOXHO MCMOMb30BaTb KaTanutuye-
CKUI rmaponms.

Cnocob (Dii) MOXXHO OCyLLEeCTBUTb peaKLwleM co-
eavHeHust @ OpMy b (1), B koTopom R' - -COzH, ¢
ammaom HNRR®, B NPUCYTCTBUM CBA3YIOLLIEro areH-
Ta, Hanpuwvep, ,EI,VILI,VIKJ'IOFeKCI/IJ'IKap60,lJ,VIVIMI/IJJ,a unm
N,N-kapboHungunmmaasona. B apyrom BapuaHTe mc-
XOOHbI MaTepuan KapboHOBOWM KUCNOTbI MOXHO BHa-
Yyane noABeprHyTb peakuuy Ans NonyyvyeHust akTuBU-
POBaHHOrO MPOM3BOAHOIrO KapbOOKCMNBbHOW rpynnbl,
Hanpumep, KMCNOTHOrO Xropuaa, KUCMOTHOrO aHrua-
PUAa VN aKTMBMPOBAHHOTO 3CTepa, KOTOpoe 3aTem
HernocpeacTBEHHO pearvpyer € amMuHOM HNRR®.
KapGoHOBYIO KMCMIOTY MOXHO Takke akTMBMpOBaTb Ha
MecTe 06paboTkow rekcameTundoctopoTpuaMmmaom.

AnkunmpoBaHme B COOTBETCTBMM CO CMOCOGOM
(Diii) MOXXHO OCyLLleCTBUTb peakumen amuHa opmy-
nbl (I) ¢ auunupyloWMM areHToM, HanpumMep, aHrng-
pYAOM, TaKMM, KaK YKCYCHbIA UMM NPOMUOHOBLIN aH-
rMapua, 4Tobbl MONYyYNTb NMPOMEXYTOYHOE COeAuHe-
HMe, B koTopoM oavH M3 R® unm R® sensetcs
—C(O)C16ankunom, C nocnegylolmm BOCCTaHOBMe-
HMEeM [aHHOro MPOMEXYTOYHOTO CoeduHeHus Ans
Mony4eHust HyXxHoro npogykra. Cneumnanuctam Takke
N3BECTHbI APYyrvue peareHTbl U YyCNoBUsi.

Pacuennenne no cnocoby (Div) MoxHO npoBec-
TW BOCCT@HOBSIEHWEM C WCMOSNb30BaHNEM XOPOLLO 13-
BECTHbIX METOA0B.

Bo mHormMx u3 yKagaHHbIX peakuuni Heobxoammo
3aWnUTUTL rpynny -NR?R?, korma ogHa unu obe u3
rpynn npeactaensatoT Bogopod. lMogxopswme N-3a-
LLMTHBIE FPYMMbl XOPOLLO M3BECTHbI B 0BNacTu TeXHM-
KM 1 BKIOYAIOT, Hanpumep, auuibHbIe rpynnbl, Takme
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KaK aueTun, TpudTopoauetun, GeH3oun, MeTOoKCU-
Kap6oHwun, T-6yTokcnkap6oHWn, 6eH3nnokcnkapboHKn
unu dTanoun; U apankuibHble rpynnbl, TakMe Kak
6eH3un, andeHnnmeTnn unu TpudeHnnmeTun. Ecnu
R? 1 R®, o6a, npeacTaBnsiioT BOAOPOA, aToM a3oTa,
npeanoyTUTenNsLHO, 3aluLleH Kak dptanumua. 3awmT-
Hble rpynnbl OOMMKHbI Nerko yAanaTbCs B KOHUeE Mo-
cnefoBaTeNbHOCTU peakuum. L-3awmTy MOXHO CHATb
06bl4HBIMK  criocobamu, Hanpumep, TanounoByo
rpynny MOXHO YybpaTb peakuuem C rmapasvmHoMm;
auunbHyO rpynny, Takylo kak ©6eH3ourn, MOXHO pac-
LLennTb MMAPONN30M, U apankunbHyl rpynny, Takyto
Kak 6eH31n MOXXHO pacLLennTb rMaporeHoNN3oM.

Ecnu coeguHeHne dopmynbl (l) nonyvaetcs B
BMOE CMeCcW 3HaAHTMOMEPOB, UX MOXHO pasgenutb
00bIYHBIMW MeTOAaMM, HaNpUMep, peakumen CMecu ¢
noaxoAaslen ONTUYEeCKN akKTUBHOWM KUCIIOTOW, Takown
KaK O-BMHOKaMeHHas KucnoTa, n-s6royHast Kucnora,
Nn-MuUHZanbHas, n-rynoHosas wnu 2,3,4,6/an-0O-uso-
nponunuaeH-keTo-L-rynoHoBasi KMCNoThl, 4YTOObLI MO-
ny4nTb OBE CTEPEON3OMEPHbIE COMMU, KOTOPbIE MOXHO
pasgenuTtb, Hanpumep, Kpuctannusauuen.

MHaye cmecyn 3HaHTMOMEPOB MOXHO pasgenutb
XpomaTorpadmen, Hanpumep, Ha xupanbHon BIXKX
KOJTOHHe.

Kak 6bino BbiSBreHo, coenuHeHust dpopmynsi (1)
ABMSATCSA aHTaroHUCTaMyM M 4aCTUYHBIMW aHTaroHu-
cTamu Ha peuenTopax, nodoOHbix 5-HTq, n Hangyt
NpUMeEHeHVe B Ne4eHnn n/unm npogunakTmke mmurpe-
HA M [PYrMX COCTOSIHWI, CBSI3@HHbLIX C FOMOBHBLIMU
bonsmu.

Ona vcnonb3oBaHus B MeduUUHe COeguHEHUst
HacTosILLEero n3obpeTeHns obbIMHO Ha3HavalTCs Kak
cTaHaapTHble dhapmaueBTuyeckne komnosmumm. Mo-
3TOMy [fanee HacTosiliee n3obpeTeHne npegycmart-
pvBaeT dapmaLleBTMHECKME KOMMO3WLWKW, BKIHOYato-
e Hoeoe coeduHeHne copmynel (1) unn ero du-
31OMOrMYeCKN NpUeMNEMyI0 Conb U hr3nMonornieckm
npuemMnemMbIi HOCUTENb.

CoeaunHeHns HacTosilero nsobpeteHusi opmy-
nbl (1) MoryT Ha3HayaTbCs oparnbHO, NapeHTepansHo,
1 MPUEMOM 3a LUKy, NOA A3bIK, B HOC, Yepe3 MPSIMyHo
KMLLIKY, Yepe3 KOXy B Buae COOTBETCTBYIOLUMX dap-
MaLeBTUYECKNX KOMMO3NLWA.

CoeauHeHus cdopmynbl (1) n nx dunsmonornyeckm
npuemMremMble CoMnu, KOTOPble akTUBHbI NPW OpasibHOM
npueme, mMoryt ObiTe B chopme >xuakocTemn, Hanpu-
Mep, CUPOMOB, CYCNEH3NIA UK AMYNbCUIA, Unn Tabne-
TOK, Karncyrn v neneLuex.

XKngkaa nekapctBeHHas cdopmMa MOXeT 0Obl4HO
COCTOSATb M3 CYCMEH3UW WUNN pacTBopa CoeduHeHUs
Unu ero r3noNorMyeckn NpuemMrnemMon conu B Mnoa-
XoOdLWeM >KMOKOM HocuTerne, Hampumep, BOAHOM
pactBopuTene (Boda, 9TaHOM, MULEPWH), UK He-
BOOHOM pacTBopuTene, TakoM Kak NOMMITWUMEHNMU-
KOnb MMM macno, opma MOXeT Takke codepxaTb
CyCneHaMPYIOLMIA areHT, KOHCepBaHT, BKYCOBOW UMu
LIBETOBOW areHT.

Komnosunuuio B dopme Tabnetkm MOXHO Npuro-
TOBUTb C MCNOMb3oBaHWMEM J6Oro noaxosLLero
hapmaLeBTU4ECKOTO HOCUTEeNsi, MPUMEHSEMOrO B
npuroToeneHun Teepapix dpopm. MNMprmepbl Taknx Ho-
cuTenen BKIIOYAKOT cTeapaT MarHus, kpaxmar, nak-
TO3y, caxaposy W Lenmnionosy.

KomMnosuuuio B hopme Kancyrnbl MOXHO MONy4uTb
C MCNOMnb30BaHNEM TPaAMLUMOHHBIX Npoueadyp Kancy-
nvMpoBaHus. Hanpumep, rpaHynbl, cogepxaliue ak-

TUBHBIA UHIPEAWNEHT, MOXHO MPUrOTOBUTE C MCMOSb-
30BaHMeM CTaHAApPTHbIX HOCUTENew u 3atem 3anorn-
HeHVeM B TBepAylo XXenaTUHOBYIO Kancyny; gucnep-
CMIO UMK CYCMEH3MI0 MOXHO MPUrOTOBUTL C NMPUMEHe-
HVeM noaxodsiwmx capMaueBTUYEeCKMX HOCUTENew,
Hanpvmep, BOAHbIX CMOJ1, Lenmiofios, CUNMKaToB 1nm
Macern W 3anofiHeHMeM OUCMepcun UM CycrneH3um B
MSrKyH0 XXenaTuHOBYIO Kancyry.

OG6bI4HbIE NapeHTepasnbHble KOMMO3WLMM COCTO-
AT U3 pacTBopa UMM CycneH3mmn coeguHeHns unu du-
31OMOrM4eckn NpremMremMon Conu B CTEPUITbHOM BOA-
HOM HOCWUTENe WNW napeHTepanbHO MpuemMnIeMom
mMacre, HanpuMmep, NONU3ITUNEHINNKONE, NONUBUHWII-
nUpponuaoHe, neunTMHe, apaxucoBOM Macre Wnu
KYH)XyTHOM macne. B gpyrom cnyyae pactBop MoXeT
ObITe NMOMNN3NPOBAH N 3aTEM BOCCTAHOBIIEH NOA-
X0OSALWMM pacTBopuTeniemM nepea npMeMom.

Komnosuuum Ansi HOCOBOro NpUMEHEHWsT MOoryT
UMeTb PopMy asposorew, Kanenb, rener n nopoLu-
KoB, hopma aspo3ons OObIMHO BKIIOYAET pacTBOp
WM MEMNKylo CyCMeH3WI0 akTUBHOro BellecTBa B u-
31OMOrM4eckn NpMemMreMoM BOAHOM WM HEBOLHOM
pacTBopuTene U NpegHasHaveHa AN O4HOPa3oBOro
WM MHOropasoBOr0 WMCMNOMb30BaHUS B CTEPUIIbHON
dopme B repMeTUYHOM KOHTEeNHepe, KOTOPbIA MOXET
uMeTb hopMy NaTpoHa MUK 3anoMHATECA B EMKOCTb C
pacnbinutenem. [epMeTUYHbIA KOHTEMHEp MOoXeT
ObITe YHMBEpCanbHbIM 403aTOPOM B BUAe 04HOPas3o-
BOrO MHranstopa unv B BMAE adpo30fbHOro gosaTo-
pa C M3MepuTerbHbIM KnanaHoM, KOTOPbIN UCMOoMb3y-
eTCs, MoKa He 3aKOHYWUTCS fleKkapcTBO, a NOTOM Bbl-
bpacbiBaeTcs. Ecnu gosupylowas dopma BkniovaeT
a3pOo30MbHbIA [03aTOP, OHA COAEPXMT NPOMEensaHT,
KOTOPbIN MOXET ObITb CKaTbiIM rasoM, BO34YXOM WK
OpraHW4eckuM NpPOoMennaHToM, TakuM Kak TOPOXIIOo-
poyrnesogopod. A3aposonbHas gosupylowas dopma
MOXeT Takke OblTb HACOCOM-pacnbIMTENnem.

Komnosunuun, npegHasHaveHHble ANsi NpUMeHe-
HYS 3a LeKy 1nn nog A3blK, BKIOYaT TabneTku, ne-
MeLKM U NacTUIKN, B KOTOPbIX aKTUBHbIV UHIPEaNEeHT
dopmyeTcsl ¢ HOocWTeneM, TakMM Kak caxap u apa-
BUICKas kamefdb, TparakaHT UMW XenatuH W nu-
LepuH.

KoMnosuuun pana  pekTanbHOro  MpUMEHeHUs
06bl4HO B pOpMeE LLApUKOB, CoaepXallmx OObIYHYIO
CYNMNO3WTapHy OCHOBY — Macrio Kakao.

Komnosuuun, npuemnemble 4ns TpaHcaepmarb-
HOro MPUMEHEHWS, BKIIOYAKOT XWAKME Masu, renv u
nnacTbipw.

MpepgnoytutensHa dopma AO3NPOBKU - €AWNHWY-
Hasi fo3a (TabneTka, kancyna unu amnyna).

Kaxpgass egvHviua [O0O3MPOBKU COAEPXMT  Ans
oparnkHoro npumeHerus ot 1 go 250 wmr (a gna na-
peHTepanesHoro - ot 0,1 go 25 mr) coeguHeHnst pop-
Mynbl (1) unn ero pmanonorndeckn NpUeEMNeEmMon co-
11, paccYnTaHHOro kak cBoboaHOe OCHOBaHMe.

®Pusmonormyeckn NpmemrnemMble CoeamHeHns n3o-
6peTeHns 0bblYHO Ha3HavalTCs B eXegHEeBHOM pe-
XMMe (4Nna B3pOCrnoro naumeHTa) ¢ opanbHON S030W
mexay 1 v 500 wmr, npegnoytutensHo, mexay 10 u
400 ™r, npu BHYTPUBEHHOM, MOAKOXHOM MpUMeEHe-
HuM - 10-250 Mr, BHYTpUMbILLEYHAsA [03a COCTaBMsET
0,1-100 mr, npeanoytuTensHo, 0,1-50 Mr coeguHeHus
dopmynbl (1) unn ee dusmonormyeckn nNpUemIeMon
CONW, paccyMTaHHOW Kak cBODOOAHOE OCHOBaHwue,
npuyeMm coeguHeHue HasHayvaeTcst oT 1 oo 4 pas B
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AeHb Ha nepuwop MPOAOIIKMTENbHON Tepanuu, Ha-
npumep, B Te4eHne Hegenu unu GornbLue.

Bronoruyeckne gaHHble

TecTtupoBaHnue 5-HT-nogobHoro peuentopa

MoakoxHas BeHa cobakm

lenukomabl MNOAKOXHOW BeHbl cobaku nomella-
nvce npu 37°C B moamduumpoBaHHbin pacteop Kpe-
6ca ¢ cunon nokost 10 MN. PacTtBop Takke cogepxan
1 uMonb/n KaXgoro n3 keTaH3epuH nNpasoaviHa, aTpo-
nMHa W MenupamuHa, 6 pPMMOMb/M  KOKanHa WU
200 pummonb/n ackopbata. Ha nonurpacde ¢ gatum-
KaMu cuibl U3MepPSANMCh NOYTM M30OMEPHbIE COKpaLLe-
HUA. TkaHW OBaxAbl nNoaBepranvcb AENCTBUIO 5-OK-
cutpuntammHa (5-HT) B konunyectse 2 pummons/n c
nocnegyowmm npombiBaHveM. Onpegensnacb Kpu-
Bas adppeKTa KyMynaTUBHOM KOHLEHTpauun, a 3ateM
kpuBasa Ha 5-HT B npucyTCTBUM HauBbICLIEN UCMOSIb-
3yeMOWN KOHLIEHTpauMu MUCMbITYEMOIO COEQUHEHUS.
CokpalleHnsi, Bbl3BaHHble UCMbITyeMbIM COeAMHEHW-
€M, CpaBHMBanuCb C COKpalleHWsIMW, Bbl3BaHHbLIMMU
5-HT. PaccuntbiBanacb axkTMBHOCTb WCMbLITYEMOrO
CcoefIMHeHUs Kak KOa(pULMEHT MakCcMMarnbHoOro aem-
CTBMWS, BbI3BAHHOIO COEAVHEHWEM, Hag AeWCTBUEM,
BbI3BaHHbIM 2 pmonamw/n 5-HT. N3 cooTBeTcTBYylO-
Len kpuow aencteust Obin BblbucneH ECsy ucnbl-
TyeMoro coeguHeHus. 3atem meTogom MapaHo u
KaymanHa (1976, J. Pharmacol. Exp. Ther. 198, 518-
525) 6binn onpepeneHbl KOHCTaHTbl Kp cooTBeTcT-
BYIOLLIEN guccoumnanmnm paBHOBeCUSI.

B atom TecTnpoBaHuu coeanHeHuns Npumepos 2,
4,5,6,9, 10, 11, 13, 17, 18, 21 n 24 nmenmn ECso B
npegenax ot 0,1 go 15 pmmonen.

OcHoBHas apTepusi Kponuka

MeTtoabl

OKCnepyvMeHTbl MPOBOAMNNCL Ha BHyTpuUYepen-
HbIX apTepusx Kponuka, Ha W3onupoBaHHOW 6a3u-
NAPHON apTepum TakMM >xe MEeTOAOM, Kak onmcaH
Bbiwe (Map3oH u Yannu, 1989, Eur. J. Pharmacol.
174, 189-196).

BkpaTue, Kponvkn ymepLuBnsanuncb 6onbluoin go-
30/ aHecTesupytowero BellectBa (NeHTo0apbuToH
HaTpus).

Becb Mo3r GbICTpO ygansncs u norpyxarncs B
X0onoaHbIn MoauduLmpoBaHHbIi pactBop Kpebcea, u
6asunsapHas apTepus ygananace C NoMOLbo npena-
poBankHou nynel. PactBop Kpebca nmen cnegytowmi
coctaB (MM) Na* (120); K* (5); Ca®* (2,25); Mg*"
(0,5); CI' (98,5); SO4* (1); OATK (0,04), ypapHoBe-
weHHbI 95% 02/5% CO,. OHpgoTenun ypansncs
MSrKMM MPUKOCHOBEHMEM K MOFIOCTU TOHKOW MeTarn-
fIM4yecKon MpoBOoKN. ApTepun Hapesanucb B KOIb-
LieBble CErMeHThbI (LUMpPUHON 4-5 MM) 1 norpyxanuncb
AN 3anncy M3OMETPUYECKOro HanpskeHus B 50 mn
BaHHOYKM AN TkaHeh C MogandMUMPOBaHHbLIM pac-
TBOpoM Kpebca u gobasneHuem (MM) Na?* (20); dy-
mapara (10); nupysaTa (5); L-rntotamara (5) n rntoko-
3bl (10). 3aTtem apTepun nomeLLanvcb B CUIy MOKOS
3-4 MmN npu 37°C ,n yepes pacTBop Ny3blpbKkamu Mpo-
nyckancs 95% 02/5% COs.

MNMocne TecToB Ha nepBOHayarnbHYyH peaKTuB-
HoCTb Aenonspuaytowum pacteopom KCI (90 mM) n
Ha oTcyTCcTBME paccrabneHus, BbI3BaHHOTO aueTun-
XONWHOM, K3-3a NpedLlecTBYIOLWEro CoKpalleHns ot
5-HT (10 mM), B npucyTtcTBum ackopbata 200 mM, ko-
kanHa 6 MM, nHgometaumHa 2,8 MM, keTaH3epuHa
1 MM u npasoanHa 1 MM ObINM NOCTPOEHbI Kymy-

Nns- TUBHblE KpMBblE KOHLUEHTpauuuM - BO3AEWCTBUS
(2 HM - 60 MM) Ha 5-HT.

B aTtom TecTtupoBaHum coeguHeHus MNpumepos 2,
5, 6, 15, 17, 24, 25, 26, 28 n 29 umenn ECsy B npe-
penax 0,04-15.

Mpumep 1

3-AMunHo-6-umnaHo-1,2,3,4-Tetparnpokapbason
rmapoxnopug

PactBop 4-amuHouwknorekcaHon rugpoxmnopuaa
(6,08 r, 0,04 M) B Boge (60 mn) posogwncs go pH 8
BOAHbIM pacTBopoM 6OukapboHaTa HaTpus. [Jobas-
nsnca N-kap6atokcu-cptanumug, (0,76 r, 0,04 M), a
3ateM TeTparngpodypaH (40 Nony4YeHUst roMOreHHo-
ro pacteopa). Y1cTbili pacTBop nepemeLumBancs npu
KOMHaTHOW TemnepaType BCto Houb. Bo Bpemsi aToro
BbIMagarno B 0CafokK BellecTBo Genoro ugeta. TeTpa-
rmapodypaH ygansncs nog BakyymoM, U OCTaBLUMIACA
BOAOHbIV PacTBOP 3KCTParnpoBsarncs arunaueraTomM o
MOMTHOTO OYMLLEHNS pacTBOpa. JKCTPaKTbl aTunave-
Tata COedVHSINUCb, NPOMbIBANUCb BOAOW, BbICYLUM-
Banncb (MgSO4) 1 KOHLEHTpMpoBanucb A0 Mosny4ye-
HUa 4-pTanMmMmnao umknorekcaHona B Buae 6enoro
BellecTBa, (7,17T).

PactBop 4-ptanummnao umknorekcaHona (7,1 r,
0,029 M) B gmxnopmeTtaHe (250 mn) obpabaTbiBancs
nNMpUAnHWA xrnopoxpomatom (8,6 r, 0,04 M), n nony-
YeHHas TeMHas CMeCb MnepemeluMBanacb Npu Kom-
HaTHOWM TemnepaType BClo Houb. Bbin gobaeneH gu-
aTtunosbin adwmp (50 mn), n cMecb unbTpoBanach
yepe3 kusenbryp. PunbTpaTr KOHUEHTpMpoBarncs B
BaKyymMe, M OCTaTOK O4MLLarcsl KONIOHHOW XpomaTo-
rpacpuen (SiO2; CHCIs/EtOAC) ans nonydeHus 4-
dhTanMMnao UMKIorekcaHoHa B Buae TBepdoro Be-
wecTBa 6enoro uBeTa (6,4 r).

4-LinaHodennn rvgpasvH rugpoxnopug (4,41 r,
0,026 M) pactBopsncst B ykcycHon kucnote (100 mn)
n pobaensncs auertaT Hatpus (2 r). Jobasnancs 4-
pTanumMuao umknorekcaHoH (6,4 r, 0,026 M), n cmecb
HarpeBanacb C drermauuen BClO Hodb. PacTBopu-
Tenb yAansancs B Bakyyme, M OCTaToOK pactuparncs c
MeTaHonoM Ans nonyveHuns 3-pTanuMmunao-6-unmaHo-
1,2,3,4-TeTparngpokapbasona B Buae TBEpAOro Be-
wecrtBa 6exeBoro useTa (5,3 r).

CycneH3us ykazaHHoro npogykrta (1 r) B aTaHone
(40 wmn) obpabaTbiBanacb rugpasvHoM B BoOAe
(10 mn). PeakunoHHas cmecb nepemeluvBanacb npu
KOMHaTHOW TemnepaType BCl0 HOYb, B TEHYEHUE KOTO-
pon peaKTaHTbl pacTBopsnuncb. PactBopuTens yga-
nanca B BaKyymMe, U OCTaTOK pasgensancsd Mexay
BOOHbIM kapboHaToMm Kanua M aTunauertatom. Pac-
TBOP 3TunaueTara NpoMbIBancs BOAOW, BbiCyLUMBan-
CA M KOHLEHTpUpOoBascs B Bakyyme Afsi MOfyyYeHus
3-amuHo-6-unaHo-1,2,3,4-TeTparngpokapbasona B
BMAE TBepaoro Bewlectsa 6exesoro useta (500 mr).
OTO0T NpodykT 6bin NnpeobpasoBaH B COMb MMOPOXIIO-
pvaa Ans nonyyeHusl UCKOMOro COEAMHeHus, T. ni.
289°C (pasn.).

'H AMP [250 MILJ, CDsOD]. 5 1,98-2,18 (1H, m),
2,25-2,40 (1H, ™), 2,77 (1H, on), 2,98 (2H, m), 3,22
(1H, o), 3,68 (1H, m), 7,34 (1H, g), 7,43 (1H, #), 7,82
(1H, c).

Mpumep 2

3-AmuHo-kapbokcammgo-1,2,3,4-TeTparngpokap-
6a3on rmgpoxnopug

Mpoaykt MNpumepa 1 (400 mr) pacTtBopsincs B
TeTparngpodypaHe, n gobasnanca Au-T-0ytmn gu-
kapboHat (500 mr). Cmecb nepemMelurBanach npu Ko-
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MHaTHOW TemnepaType BCl0 Houb. PacTBoputensb
yAansncs B Bakyyme, 1 OCTaToK OYMLLANCcs KOMOHHOMN
xpomaTtorpadumen (SiO,; CHCI/EtOAC) ans nonydye-
Husi 3-T-6yTunokcu-kapOoHUnamuHo-6-umnanHo-1,2,3,4-
TeTparngpokapbasona (40 mr).

Cmecb HuTpuna BbllleyKa3aHHOro npoaykra
(440 wmr), BogHon nepekmcu Bogopoaa (30%, 0,5 mn)
1 rmapokeuga Hatpus (Bog) (20%, 0,5 mn), B meTa-
Hone (25 mn) nepemelunBanucb NpY KOMHATHOW TEM-
nepatype BClO Houb. [lobGaBnsncs metabucynbguT
HaTpus (100 mr), n pacTBopuTenb yaansrncsa B Bakyy-
me. OcTaTok pacTBopsfcs B aTunauerare, U Criow
aTunaueTata OTAENsncs, BbICYLUIMBANCSA W KOHLEH-
TpMpoBanca B BakyymMe Afs MOMyyYeHus TAryyero
TBEPAOro BeLLeCcTBa, KOTOPOE OYMULLANOCh KOFOHHOM
xpomaTtorpadment (SiOz; CHCI3/EtOAC) ana nonyde-
Hua  3-T-6yTunokcu-kapboHnnammnHo-6-kapbokcramu-
no-1,2,3,4-tetparngpokapbasona B Buae BeLlecTBa
6enoro useta (400 mr), T. nn. 270°C (paan.).

BblweykasaHHbin npoaykt (400 wmr, 0,0012 M)
pactBopsncs B guokcarHe (100 mn), u Yyepes pactesop
B TeveHne 20 MuHyT nponyckancsa ra3 HCl. B Teve-
HVMe 3TOro BpeMeHW ocaxgarnocb Genoe BeLecTBO.
M3bbiTok xnoposBogopoda yaansancs wu3 pacTteBopa
nponyckaHuem yepes Hero Np, 1 TBepAbI NPOAYKT, 3-
aMuHo-6-kapbokcamngo-1,2,3,4-TeTparngpokapbason
rmgpoxnopug cobupanca dunbTpauven, npoMbiBan-
€A OM3TUNOBLIM 3OMPOM U BbICYLLUMBASCA AN MOny-
YeHNs1 UCKOMOrO COeAuHEeHUs B Buae TBEpAoro Be-
wectBa 6enoro useta (300 mr). T. nn. 270°C (pasn.).

'H AMP [250 Mru, AMCO-a% & 1,96 (1H, m);
2,16-2,30 (1H, m), 2,74 (1H, ag), 2,85 (2H, m), 3,12
(1H, pn), oanH curHan 3atemHeH H,O Ha 3,6, 7,08
(1H, wwmp. c), 7,27 (1H, g), 7,61 (1H, @), 7,87 (1H,
wwp. c), 7,99 (1H, c), 8,39 (3H, wwup. c).

Mpumep 3

3-AMUHO-6-meTokeK-1,2,3,4-TeTparuapokapba-
300 rMapoxnopug

Peakuusa 4-meTokcudeHun rngpasvH rmapoxno-
puga (0,87 r, 5,0 mM) c 4-dpTanmmuao-umknorexkca-
HoHom (1,22 1, 5,0 MM) B aTaHone (20 mn) Harpesa-
nace ¢ gnermaumen 2 yaca ¢ nocnegyoLwmm oxrnax-
OeHVEeM W ydaneHVeM OCaXAEHHOro BellecTBa
dunbTpaumen, 4to Aano 3-pTanumMuao-6-meTokcu-
1,2,3,4-teTparmgpokap6ason (1,62 r).

YkasaHHbii npogykT (1,57 r, 4,5 mM) cycneHau-
poBancss B metaHone (100 mn) u obpabatbiBancs
rmapasuH rmgpatom (23 mn) ¢ nepemeLuMBaHMeM npu
KOMHaTHon TemnepaTtype. [Mocne 30 MUHYT pacTBoO-
puTenb yaananca B Bakyyme, M OCTaToOK Aenuncs
mexgy KoCOs (Bog) n EtOAc. MNocnegHuin cnon ot-
Jensancs, MpoMbiBanca  BOAOW,  BbICYLUMBArCS
(MgSO0.) 1 BbiMapmeanca A0 CyxoCTU. JTOT OCTaToK
pacTBopsanca B aTaHore n obpabaTtbiBancs aupHbIM
HCl go nomyTHeHus, 3aTeM BbICTaMBarcs BCHO HOYb
AN nonyyeHus nckomoro coeguHenus (0,95 r) 1. nn.
> 250°C.

'AMP [250 ML, AMCO-1°] 5 1,81-2,02 (1H, m),
2,10-2,28 (1H, m), 2,65 (1H, on), 2,82 (2H, m), 3,02
(1H, pp), 1 curHan 3atemHeH HyO Ha 3,5, 3,74 (3H,
c), 6,66 (1H, g), 6,84 (1H, g), 7,14 (1H, g), 8,16 (3H,
Lmp. c).

Mpumep 4

3-AmnHo-6-6pomo-1,2,3,4-TeTparngpokapbason
rmapoxnopuvg

Peakuus 4-6pomMocheHnnrnapasviH rugpoxnopuaa
(4,0 r, 18,1 MM) c 4-pTanUMmMAO LMKITOreKCaHOHOM

(4,39 1, 18,1 MM) B opoluiatoLlemM H-b6yTaHomne B Teve-
Hne 20 MUHYT C nocregylolmM  OXNaKOeHneMm,
dunbTpaumen n BelnapusaHmem unbTpaTa 4o Cyxo-
ctm pgana 3-cpranummpo-6-6pomo-1,2,3,4-TeTparva-
pokapbason B BuAe TBEPAOro BeLlecTBa OpaHXeBOro
ugeta (7,45r).

OtoT npoaykT (0,33 r, 0,83 MM) cycneHguposan-
ca B aTaHone (13 mn) n obpabaTbiBancs rugpaTom
rmgpasuHa (3 mn), 3ateMm nepemMeLunBancs npu Kom-
HaTHOW TemnepaType BCIHO HOYb. TBepabli OCafoK
oTdunbTpOBbLIBaNCA, M unbTpaT Bbinapusancs A0
cyxocTu n pasgensncsa mexgy KoCOs (Boa) v atun-
auetatom. [locne oTaeneHnsi opraHWMYeckoro Cros,
npombiBaHUsi BOAOW, BbicylwmBaHusa (MgSOs) u Bbina-
pvBaHNs 0 CyxoCTu ocTaTok pacTteopsncsa B MeOH u
obpabartbiBancs rasom HCI. PactBoputens ygansncs
B BaKyyme, W OCTaTOK KpucTannmusosancs M3 3Ta-
Homn/aTunauerTaTa ANs BbIXOA4a MCKOMOIO COEAUHEHNS
B BuOe TBEpAOro BellecTBa KPeMOBOro LBeTa
(0,157T), 1. nn. 308-310°C.

'H AMP [250 My, AMCO-a% & 1,91 (1H, m),
2,10-2,26 (1H, m), 2,63 (1H, on), 2,84 (2H, m), 3,04
(1H, o), 3,50 (1H, m), 7,12 (1H, @), 7,24 (1H, @), 7,55
(1H, c), 8,15 (2H, wwup, c), 11,12 (1H, c).

Mpumep 5

3-AMuHo-6-kapbokcamnao-1,2,3,4-TeTparngpo-
kap6a3zon

4-KapbokcammaodbeHunruapasvH — ruapoxnopuz
(2,87 1) n 4-dbranumuaoumknorekcaHoH (3,00 r) cme-
LUMBaNNUCb B YKCYCHOW KMCNOTe, U CMeCb HarpeBsa-
nace ¢ cnermaumenn 2 daca. llocne oxnaxgeHus
CMeCb HenTpanu3oBarnach C UCMOMb30BaHNEM BOAHO-
ro pacteopa kapboHaTta Kanusi, U Mony4yeHHoe >en-
TOoe TBepgoe BelecTBO (hunbTpoBanock, NpoMbIBa-
fiocb BOAOW W BbICyluMBanocb. O4yucTka KOFOHHOW
xpomaTorpacdmenn pana 3-pranummao-6-kapbokc-
amungo-1,2,3,4-tetparngpokapbason (2,8 r). (SiO,
CHCI3/CH30H).

YkasaHHbIi npogykT (1,0 r) cycneHavpoBancst B
ataHone (10 mn) n pobaBnanca rmgpat rmapasuHa
(5 mn). Mony4ancs 4nCThIN pacTBOp, U CMECh OCTaB-
nanacb nepemelunBaTbCs BCIO HOYb OO MOMyYeHus
ocagka. Bcs cmecb BbinapvBanacb 40 CyXOCTW, Mpo-
MbIBanacb BoaHbiM pactBopom Ko.COs u Bogow. [o-
fnly4anocb B BUAE MOHOIMApaTa UCKOMOe CoeAnHeHne
3-amuHo-6-kapbokcamugo-1,2,3,4-teTparngpokapba-
3on, T. nn. 146-148°C.

'H AMP [250 My, AMCO-1°] & 1,49-1,77 (1H,
m), 1,83-2,03 (1H, m), 2,17-2,40 (1H, m), 2,62-2,80
(2H, m), 2,90 (1H, aa), 1 curHan HeBUAMM K3-3a BOAbI
Ha 3,1, 7,03 (1H, wwup. c), 7,18 (1H, g), 7,58 (1H, n),
7,83 (1H, wwp. c), 7,98 (1H, c).

Mpumep 6

(+)- »n (-)-3-AmuHo-6-kapbokcamungo-1,2,3,4-TeT-
parngpokap6ason ruapoxnopug

Cnocob 1

(x)-3-T-ByTnnokcukapb6oHnnammuHo-6-kapbokca-
Mupo-1,2,3,4-teTparngpokapbason pasgensncs  Ha
CBOM 3HaHTMOMEpbl C MCMOMIb30BaHWEM XWMparbHON
B3XX: (chiracel OD 4,6 MM KONMOHHa C NMPOMbIBaHU-
em rekcaHom/ataHonom 85:15). (+)-OHaHTuoMep co-
6bupanca nepBbiMm M umen T. . 150-152°C wu
[a]D*®=+70,1 (B mMeTaHone, 0,41% Bec/06.). (-)-OHa-
HTMOMep uMmen T. nn. 150-152°C un [o]D*=-79,4 (B
meTtaHone, 0,40% Bec/06.). (+)-OHaHTnomep Obin
npeobpa3oBaH B POACTBEHHbLIV aMWHIMAPOXIIOPUA
o6paboTkon HCl rasom B guokcaHe, 4ToObl NOMy4YnThH
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(+)-oHaHTomep  3-amuHo-6-kapbokcammgo-1,2,3,4-
TeTparngpokapbason rugpoxnopuga, T. nn. 248-
251°C, [a]D25=+26,2 (8 metaHone, 0,50% Bec/06.).
(-)-OHaHTHOMep 3-T-OyTMNOoKcHKapboHMNaMmmMHo-6-ka-
p6okcamupo-1,2,3,4-teTparngpokapbasona TaKkke
6bIn NpeobpasoBaH B (-)-aHaHTMOMep 3-aMuHO-6-kap-
6okcammpao-1,2,3,4-teTparnapokapbason  rmapoxro-
pua, 1. nn. 248-251°C, [oc]D25=-28,6 (B MeTtaHone,
0,50% Bec/00.).

Cnocob 2

(%)-6-Kapbokcamungo-3-amuHo-1,2,3,4-TeTparma-
pokapbason obpabaTbiBancs OOHWM JKBMBAIEHTOM
2,3:4,6-an-0O-n3onponuneH-2-keTo-L-rynoHoBon kuc-
noTel B MeTaHomne, 4Tobbl MONy4uTb COMb (+)-3Ha-
HTMomMepa B 38% BbIxode (OTHOCMTENBHO pauemaTa)
n 84% asHaHTMOMepHOro m3bbiTka (aun). ATOT MaTepu-
an pekpuctannusosarncs ABaxdbl M3 MeTaHona Ans
nony4eHuns conu (+)-aHaHTnomepa B 25% obLuem Bbl-
xoge (oTHocuTenbHO pauemarta), u > 98% aun. 1ot
npodykT npeobpasoBbiBasncsa B COMb rMapoxrnopuaa
cHayana obpaboTKon BOAHLIM PACTBOPOM LLEMOYHO-
ro metanna, U ocaxgeHHoe cBOOOAHOe OCHOBaHWe
obpabatbiBanocs 2 M Bog. HCI B ataHone, 4ToObI
nony4nTb (+)-sHaHTMoMep-3-amnHo-6-kapbokcammgo-
1,2,3,4-TeTparngpokap6ason rmapoxnopus.

Mpumep 7

3-AmunHo-6-meTun-1,2,3,4-teTparngpokapbason
okcanart

Peakuunsa 4-dpTanummaoumknorekcaHoHa (2,16 r)
c 4-tonynrmgpasvH rugpoxnopugom (1,41 r) u no-
crnegylollee CHATME 3awWwWTbl NpogykTa Ccnocobom,
onvcaHHOM B npumepe 3, Aano cBobogHoe OCHOBa-
HVMe MCKOMOro coefduHeHus1, koTopoe bbino npeobpa-
30BaHoO B comb okcanata (0,23 r), 1. nn. 272-5°C.

Mpumep 8

3-AmMunHo-6-aTokcmkapboHun-1,2,3,4-teTparnapo-
kap6a3son okcanat

Peakuna 4-dpranummgoumknorekcaHoHa (0,37 r)
C 4-aToKCK-KapboHWUnernnrmagpasmH  rmgpoxnopu-
aom (0,33 r), n nocneayoLlee CHATUE 3aLUMTbI CMo-
cobom, onucaHHbIM B npumepe 3, gano csobogHoe
OCHOBaHMe WCKOMOro coeguHeHus. OHO Obino npe-
obpasoBaHo B comnb okcanata (0,11 r), T. nn. 230-
240°C paan.

Mpumep 9

3-AMunHo-6-/N-meTun-kapbokcamuao/-1,2,3,4-Te-
Tparmgpokapbason nosnyokcanat

Peakuna 4-dpranummgoumknorekcaHoHa (1,20 r)
¢ 4-/N-metunkapbokcamuao/-pernnrugpasuH mapo-
xnopugom (1,00 r), n nocnegyrouiee CHATUE 3aLLUTHI
cnocobom, onucaHHelM B npumMepe 3, gano cesoboa-
HOe OCHOBaHWe WUCKOMOro coefuHeHus. OHo 6bino
npeobpa3oBaHo B conb nonyokcanata (0,22 r), T. nn.
227°C pasn.

Mpumep 10

3-AMUHO-6-LmMaHomeTun-1,2,3,4-TeTparngpokap-
6a3on okcanat

Peakuus 4-dpranummuagouunknorekcaHoHa (1,05 r)
C 4-umaHo-mMeTundeHnnTMapasuH  rmgpoxnopuaom
(0,79 r), n nocnepyoLLee CHATUE 3aLLUTbI CNocoboM,
onucaHHbIM B npumepe 3, gano ceobogHoe ocHoBa-
HVe MCKOMOro coeguHeHusi, kotopoe obpabatbiBa-
1oCh LLaBeneBon KUCNOTOW As NOfy4YeHns COonu OK-
canata (0,49 ), T. nn. 219-224°C pas3n.

Mpumep 11

3-AMUHO-6-/N-meTuncynbsoHammgomeTunn/-
1,2,3,4-TeTparngpokapbason okcanaT

Peakuus 4-dranummnpgouunknorekcaHoHa (0,42 r)
¢ 4-/N-metnncynbdoHammgomeTun/ deHnn rugpasviH
rugpoxnopugom (0,44 1), M nocnegylllee CHATWE
3awmThl cnocobom, onucaHHbIM B nNpumepe 3, ganu
cBobOOJHOE OCHOBaHWE WCKOMOro coeanHeHusi. OHO
0o6pabaTbiBanoch LLABENEBON KUCIOTOMW, YTOObI Mo-
nyuutb conb okcanarta (0,15 r), 1. nn. 218-222°C,
pasn.

Mpumep 12

3-AMuHO-6-xr1opo-1,2,3,4-TeTparngpokap6ason
okcanart

Peakuusi 4-pranummngoumknorekcaHoHa (6,7 r) ¢
4-xnopodpeHunn rugpasviH rugpoxnopugom (4,93 ), un
nocriegyrowiee CHATME 3awuTbl cnocobom, onucaH-
HblM B MpuMepe 3, Aano cBobogHoe ocHoBaHWe uc-
KOMOro coefuHeHusi, kotopoe obpabaTbiBanoch Lua-
BENeBON KMCNOTOW, YToObl MONy4nTb COMb OKcanara
(2,77 r), pasn. 220°C.

Mpumep 13

3-AMuHO-6-TpudpTopomeTnn-1,2,3,4-teTparuapo-
kap6a3son okcanat

Peakuns 4-cbtanumupoumknorekcaHoHa (1,14 r)
¢ 4-tpudptopomeTunn perHun rugpoxnopugom (1,0 r) n
nocriegylowiee CHATME 3awmTbl cnocobom, onucaH-
HblM B npuMepe 3, Aano cBobogHoe ocHoBaHWe uc-
komoro coeguHeruns (0,40 r). OHo obpabaTbiBanoch
LaBeneBow kucnoton, T. nn. 212-213°C.

Mpumep 14

3-AMUHO-6-H-ByTUnokcmn-1,2,3,4-TeTparngpokap-
6a3on okcanat

Peakuns 4-cdbtanumupoumknorekcaHoHa (1,12 r)
C 4-H-OyTWnokcudeHnn rmapasvH rmgpoxnopuaom
(1,00 r), n nocnenytoLLee CHATUE 3aLUnTbI CNocobom,
onucaHHbIM B npumepe 3, Aano csobogHoe ocHoBa-
HWe uckomoro coeguHeHusi. OHo obpabaTbiBanoch
LLIaBEeneBoy KMCNOTOW, U nony4vanacb Cofb okcanara
(0,47 ), T. nn. 227-229°C.

Mpumep 15

3-AMuHo-6-cynbdoHamnao-1,2,3,4-tetparuapo-
kap6a3on okcanat

Peakuns 4-cdtanumugoumknorekcaHoHa (1,00 r)
C 4-cynbpoHamuao peHun rugpasvH rmgpoxropu-
pom (1,08 r), n nocneaytlLee CHATUE 3aLUUTbI Cro-
cobom, onucaHHbIM B npumepe 3, ganu csobogHoe
OCHOBaHVMe WCKOMOro coeauHeHusi. OHO Obino npe-
obpasoBaHo B conb okcanata (0,090 r), pasn.
>200°C.

Mpumep 16

3-AMUHO-6-HnTpO-1,2,3,4-TeTparngpokapbason
okcanar

Peakunsa 4-cdbTanumupoumknorekcaHoHa (1,28 r)
C 4-HutpodeHnn rmgpasuH rugpoxnopugom (1,00 r),
1 nocrneayoLee CHATME 3aLmMTbl CNocoboM, onmcaH-
HblM B npumMepe 3, ganu cBobogHoe OCHOBaHWe uc-
KOMOro coeauHeHusi, kotopoe 6bino npeobpasoBaHo
B conb okcanaTa (0,25 ), T. nn. 275-277°C.

Mpumep 17

3-AmMuHo-6-/N,N-gumeTtunnkapbokcammao/-1,2,3,4-
TeTparngpokap6ason nonyokcanat

3-AMKHO-6-3TOKCUKapboHUn-1,2,3,4-TeTparngpo-
kap6ason (260 wmr, 1,0 mM) cycneHaupoBancs B cy-
xoM TI® (5 mn) n gobaensinca gu-Tpet 6yTnn Avkap-
6oHaTt (320 wmr, 1,5 mM). Mocne 10 MuHYT pacTeBop
nonyyancs yicteiM. Cmecb nepemelwunBanace 20 ya-
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COB, 3aTeM pacTBOpuUTENb yAansncs, u ocTaTok pac-
TBOPSNCA B 3TUnaueTarte, NPOMbIBAncs BOAHbIM pac-
TBOPOM OukapboHaTta HaTpuMss W BbiCyLUMBAsCS
(MgSO0O.). lMocne ypaneHus aTunauerata OCTaToOK
pactupancs 3Mpom 1 rekcaHoM, Y4Tobbl Nony4nTb 3-
T-0yTnnokcun-kapboHMNaMmmHo-6-aTokcrkapboHmn-
1,2,3,4-teTparmgpokap6aszon (310 mr).

BblweykasaHHbI npogykT (556 wr, 1,55 mMM)
cycneHaupoBsancsa B ataHorne (5 mn) n 2 M NaOH
(3 mn) pobasnsnuce kK Hemy. Cmecb HarpeBanacb C
dnermauuen 1 yac u Bbinapmeanacb Ao cyxoctu. Oc-
TaTOK pPacTBOPSANCA B BOAE W HeMTpanu3oBancs YK-
CYCHOW KWUCIOTOW, KOrga BbiMagan B ocajok 3-T-
6yTunokcukapboHnnaMmmHo-6-kapookcu-1,2,3,4-tet-
parngpokap6ason B BMAEe TBEpOOro BellecTBa Geno-
ro useta (425 wmr). PacTBop BbllleyKazaHHOIO Mpo-
aykta (400 wmr, 1,2 mM) B cyxom TI'® (8 mn) obpaba-
TbiBancs rekcametun docdopucteiM  Tprammnaom
(198 wr, 1,2 MM), n oxnaxgancs go -10°C.

a3o006pasHbIl AnaTMNamMmmnH Nponyckancs vepes
cmvecb 10 MUHYT Mpu aTOW TemnepaType, 3aTem Mo
kannsam gobasnsancs Tetpaxnopug yrnepoga (185 wmr,
1,2 mM) B aTmocdepe asota. Cmecb nepemelunBa-
nacb npu KOMHaTHOM Temnepatype 1 4ac, 3aTem
OM® ypansnca B Bakyyme. OcTaTok pasgensncs
Mexay aTunauetaTom 1 BOAOW, U OPraHU4eCcKUn Crion
NPOMbIBasiCs HacbILLEHHbIM pacTBOpoM GukapboHaTa
HaTpus, 3aTeM paccofnioM u Bbicywusanca (MgSO.).
PacTtBopuTens yganancsa B BaKyyme, U OCTaTO4MHOE
Macso pacTtupanocb 3MpoOM M rekcaHoMm, U TBepaoe
BELLEeCTBO PeKpMCTannn3oBanocb u3 Tonyona, Y4tobbl
nony4nts  3-T-6yTunokcukapboHunamuHo-6-/N,N-gu-
metun kapbokcamngo/-1,2,3,4-TeTparngpokapbason
(198 wr).

OTOT NpoAyKT pacTBopsAncsa B AguokcaHe (5 mn), n
yepe3 Hero nponyckancsa rasz HCI, 4ytobbl ocaguTb
Macro, pacTBopuTeNb yAansncs B Bakyyme, 1 Macro
pacTBopsnock B Boge 1 obpabaTbiBanocs pacTBOPOM
K2COs, uTobbl goBectn pH oo 12. 3atem cBobogHoe
OCHOBaHVe amuHa 3KCTparMpoBanoch aTunaueTaTom,
Bbicywmanoce (MgSO4) 1 BbiNnapuBanocb A0 CyXo-
ctu. MNony4yeHHOe Macrno pacTBOPSNOCb B MeTaHore
n obpabaTbiBanoch LIaBEneBow KWUCMOTOW, 4YTOObI
nony4nMTb WCKOMOE COeAdMHeHVWe B Buae TBEpPAoro
BellecTBa bnegHo-po3oBoro ugeta (140 mr) 1. nn.=
=190-195°C.

Mpumep 18

3-AMunHo-6-/nunepuanH-1-un - kap6onnn/-1,2,3,4-
TeTparmgpokapba3on rmapoxnopua,

Peakuunsa 3-T-6yTunnokcukapboHunammHo-6-kapo-
okcun-1,2,3,4-Tetparngpokapbasona (175 mr) ¢ nune-
PUAVHOM W MPOAYKT CHATWS 3alumTbl cnocobom, onu-
CaHHbIM Ans npumepa 17, ganu MCKOMoe coefuHe-
Hue, T. nn. 246-249°C (55 mr).

Mpumep 19

3-AMunHo-6-/npponuanH-1-un kap6oHwn/-1,2,3,4-
TeTparmgpokapba3on rmapoxnopua,

Peakuunsa 3-T-6yTurnokcukapboHunammHo-6-kapo-
okcun-1,2,3,4-Tetparngpokapbasona (140 mr) ¢ nup-
pOnUAMHOM, M MPOAYKT CO CHATOW 3aluMTOon B nocrne-
AyLieMm, Kak onucaHo Ans npumepa 17, ganu nckomoe
coeavHeHue, T. nn. 201-212°C (81 wmr).

Mpumep 20

3-AMunHo-6-/N,N-guatnn  kapbokcamungo/-1,2,3,4-
TeTparngpokapba3on rmapoxnopua,

Peakuus 3-1-6yTnnokcrkapboHunammHo-6-kap6-
okcun-1,2,3,4-Tetparngpokapbasona (105 wmr) ¢ gu-
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3TUNaMUHOM W CHATWE 3alMTbl NPOAYKTA, Kak onuca-
HO B npumepe 17, Aann uckomoe coegvHeHune, T. Nin.
200-205°C (50 wr).

Mpumep 21

3-AmunHo-6-/auetamnao/-1,2,3,4-TeTparngpokap-
6a3on okcanat

Peakuwns 4-cbTanumupao umknorekcaHoHa (1,2 r) ¢
4-/auetamngo/-cbeHnn  rMapasuH - rTMAPOXIIOpMAOM
(1,0 ), n nocrnegywoLee CHATUE 3alMTbl NpogykTa
cnocobom npumepa 3 gano cBobogHOe OCHOBaHWe
nckomoro coegmHeHus (570 mr). YacTb aToro npoayk-
Ta (50 mr) obpabaTbiBanack LaBeneBon KUCNOTON, B
MeTaHorse, YTobbl Nony4YMTb COMb OKcanara, koTopas
pa3smsardaetcst npu >170°C (38 mr).

Mpumep 22

3-AMUHO-6-MeTaHcynboHamuao-1,2,3,4-tetpa-
rmgpokapbason okcanat

3-dTanummgo-6-Hutpo-1,2,3,4-Tetparngpokapba-
3on (4,00 r) pacTBopsAnca B ropsdem aTunauerare
(130 mn). K oxnaxgeHHomy pacteopy gobasnsncs
CKENeTHbIA HWKENeBbIN KaTanusatop rMapupoBaHus,
M CMeCb rMapvpoBanacb npu nepBoHayanbHOM AaB-
nenn B 39 /a’ (2,74 xr/cm®) 4 vaca. Mocne oT-
UNbTPOBBLIBaHNA ~ HEpacTBOPUMBIX — MaTepuarnos
dunbTpaT BbINAPUBANCA A0 CYXOCTU W IKCTparMpo-
Bancs gsaxapl B 20% BOAHOM MeTaHOIe, U IKCTpakK-
Tbl COEOMHSANUCH U YMeHbLuanucb B obbeme, 4TOGbI
patb 3-pranumnpo-6-amuHo-1,2,3,4-teTparuapokap-
6a3zon (0,317r).

YkasaHHbIn npogykT (0,50 r) pacTBopsncs B cBe-
XeguctunnumposaHHoMm nupuguHe (30 mn), n gobas-
nannce meTaHcynbgoHunxnopua (0,28 r) u 4-gume-
TunamuHonupuanH (46 wr). Cmecb Harpesanacb C
nepemewmsaHvem npu 50°C 5 yacos, 3aTem Bbina-
puBanacb o cyxoctn. OcTaTok pacTBOpsinicA B Xrlo-
podopme, NPOMbIBancs BOLOW, PacCcosioM U BOAHbLIM
bukapboHaToM  HaTpWsa, 3aTeM  BbiCylLUMBascs
(MgSO0.), 1 BbiNapmBanca A0 CyxoCTu, 4ToDObl nony-
ynTb 6GnegHo-XenToe BeLeCcTBO, KOTOpPOe peKkpu-
CTannm3oBanocb U3 BOGHOrO aTaHomna Ans Bbixoaa 3-
pTanumuao-6-metaHcynsdoHamuao-1,2,3,4-tetpa-
ruapokapbasona (0,27 r).

YKka3aHHOe COeAuHeHMe CycrneHAMpoBarnocb B
ataHone (15 mn) n pgobaensncs rmgpat rmapasvHa
(2,72 r). Nocne 25 MWHYTHOrO NepemeLlunMBaHNA Npu
KOMHaTHOW TemnepaType CMeCb Bbinapusanacb Ao
CYXOCTW, pasgensnace Mexay BOAoW M aTunauerta-
TOM, W BOAHbIA CIOW MOBTOPHO 3KCTparmpoBascs
atunauetatom. OpraHmyeckMe IKCTPaKTbl COeaunHs-
n1cb, NPOMbIBaNuUcbL BoAow, Beicywmnsanucb (MgSO.)
W BbliNapvMBanucb A0 MoMnyyYyeHns 6negHo-XenToro
TBepAoro BellectBa. OHO pacTBOPSANOChL B MeTaHone
n obpabaTbiBanocb LaBeneBon kucrioton (89 wmr).
[o6asneHve acdupa NpmBeno K Kpuctannusauum umc-
komoro coefuHermns (50 mr), 1. nn. 230-233°C.

Mpumep 23

3-AmMunHo-6-kapbokcamugomeTun-1,2,3,4-teTpa-
rnapokapbason rugpoxnopug

3-AMUHO-6-LmaHomeTun-1,2,3,4-TeTparmgpokap-
6aszon (2,5 r) u gn-t-6ytun gukapboxat (3,63 r) ne-
pemewwmanucb B TI® (56 mn) 2 yaca. TI'® Beinapu-
BafCs, M OCTaATOK pasfdensncs Mexay BOAHbIM pac-
TBOpPOM GukapboHaTa HaTpus 1 aTvnauetraTom. Bog-
Has ¢ha3a NMOBTOPHO 3KCTparMpoBanacb aTunauera-
TOM, U COEAUHEHHblE OpraHnYeckne IKCTPaKTbl Mpo-
MbiBanucb BodoM, BbicywmBanuce (MgSOs), u Bbina-
pvBanucb A0 CyXOCTW, YTOObI NOMyYMTb TBEPAOE Be-
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LLecTBO, KOTOpOe pactupanocb 3dupom/rekcaHom
(20%) pna nonyyeHus 3-T-GyTUNOKCUKapOoOHUMNamu-
Ho-6-unaHomeTun-1,2,3,4-teTparngpokapbasona B
Buae yncto-6enoro Bewectsa (3,44 r).

MpogyxT (7,0 r) pactBopsnca B8 AMCO (70 mn) un
pobasnsnacb nepekncb Bogopoga (100 obbemHas,
3,5 mn). Nocne nepemelumBaHusa 1 yac gobasnsnacb
elwe nepekucb (8,5 mn), n cmecb nepemelumsanacb
2 vyaca npu KOMHaTHoW TemnepaType. [oGasnsancs
kapboHaTt kanus (0,84 r), n cmecb nepemelunBanach
BClO HoYb U ewe 20 yacos. PeakumoHHas cmecb Bbl-
nueanacb B Bogy (500 mn), u nony4yeHHoe TBepOoe
BellecTBO Oenoro uBeTta OTMUIBLTPOBLIBANOCL U
peKkpucTannu3oBanocb M3 MeTaHona, 4tobbl nomny-
untb  3-T-6yTUNoKcukapOoHMNaMmmHo-6-kapbokcamu-
po-metun-1,2,3,4-tetparngpokap6ason (5,42 r).

YkasaHHbIi npogykT (500 Mr) pactBopsancs B cy-
xom amokcade (30 mn), n ra3 HCI nponyckarcs yepes
Hero 20 MuHYT. lMonyYeHHbIn pacTBOP M OTMOXMB-
Lasica cmora BbiNapyBanucb 40 CyxocTu n obpaba-
TbIBanuCb BOAHbIM pacTBOpPOM kapboHaTa kanus. 3T1o
3KCTparMpoBanocb 3TUNaueTaToM, M 3KCTPaKTbl CO-
eavHanucb, BbicywmBanuce (MgSOs) 1 Bbinapusa-
nmck o cyxoctn. OcTaTok pacTBOPSANCS B MeTaHomne
n obpabatbiBancs M30bITKOM LLABENEeBON KUCMOThbI.
HobGaBneHve admpa gaBano KpUCTannm3aumio MUCKo-
Moro coeguHenus (250 mr), T. nn. 257-260°C.

Mpumep 24

3-MeTtunamnHo-6-kapbokcamuao-1,2,3,4-teTpa-
rmapokapbason rugpoxnopug

4-UnaHodeHun ruapasvH rugpoxnopug (20,2 1) n
4-6eH30MNoKCHLMKITorekcaHoH (25,9 r) pacteBopsinuch
B negsiHon ykcycHon kucnote (400 mn), n cmecb Ha-
rpesanack ¢ dpnermauvent 1,5 vaca. lNocne oxnax-
AeHns cMecb hunbTpoBanace, U unbTpaT Bbinapu-
Bancs 4o CyxOCTW, U HEMTpanu3oBancs BoAHbIM pac-
TBOpPOM 6GukapboHaTa HaTpusl, YToObl NONy4nTL TBEP-
Obli 0CafoK, KOTOpbIN oyuLlancs XxpomaTorpaduen
(SiOy; rekcaH/aTunauertat) ons Bbixoga 3-6eH3oun-
okcu-6-umnaHo-1,2,3,4-tetparngpokapbasona (18,0 r).
OT1oT npoaykT (11,6 r) cycneHgupoBarcs B 3TaHorne
(230 mn) n obpabaTeiBanca 2,5% BOAHLIM pacTBO-
poM rugpookucu kanua (120 mn), n Harpesancs ¢
dnermaumen 1 yac. OxnaxageHHas CMeCb HeWTpanu-
30Banacb OXNaXAeHHOW YKCYCHOW KMCNOTOW U Bbina-
pvBanacb 4O TBEpAOro ocrtaTka, KOTopbli MPOMbIBas-
Ccs BOOOW M BbICylwMBarncs, 4Ytobbl nonyunte 3-rma-
pokcu-6-umaHo-1,2,3,4-tetparmgpokapbason (6,6 r).

YkasaHHbIi npogdykT (3,57 r) pacTBopsincs B Cy-
XOM nupuaunHe (35 Mn), U cMmecb nepemelunBanach
npu 100°C 2 vaca. Nocne oxnaxgeHus pacTBop Bbl-
nmBancsa B Bogy (500 mn). OkcTparvposancs aTvn-
aueTtaToM, W NOCNeaHUn 3KCTPaKT npombiBancs 2 M
HCI, Bbicywmsanca (MgSO.) v Beinapveancs 4o cy-
xoctn. Owumctka xpomatorpadmen (SiOz  rek-
caH/aTunauetaTt) Aana 3-tocynokcu-6-umnaHo-1,2,3,4-
TeTparngpokap6ason (0,53 r).

O7oT npoaykT (0,40 r) pacteopsincs B 33% meTu-
namuHe B cnupTe (25 mn) n Harpesancsa npu 100°C B
repMeTM4yHoM cTanbHom cocyae 1,5 yvaca. MNocne ox-
naxgeHnsi cMecb BbinapuBanace A0 CYXOCTUM M O4u-
wanacb xpomaTtorpaduen (SiOz; xnopodopm/meTa-
Hom), 4ToObl NOMyYMTb  3-MeTMNaMMHO-6-LuaHo-
1,2,3,4-teTparngpokap6ason (0,13 r).

YkasaHHbIn npogykT (0,12 r) pactBopsanca B TTP
(10 mn) n pearnposan c gu-Tpet-6ytnn Avkap6oHa-
Tom (0,36 r) B TT'® (3 Mm) Npu kKOMHaTHON Temnepa-
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Type BClo HoYb. PeakunoHHas cmecb Bbinapusanach
00 CyxocTu, pasgensnace mexay 2 M pactsopa 6u-
kapboHaTa HaTpus M 3TMNaLeTaToM, 1 OpraHNYecKui
CMOW BbICYLUMBAICA W BbiNnapusasncs A0 MOMNyyYeHus
BewectBa Oenoro ugeta. OHO pacTupanocb adu-
pom/rekcaHoM, 4Tobbl nony4uTb 3-T-6yTUnokcukapbo-
HUN-MeTUNn  amMuHo-6-umaHo-1,2,3,4-TeTparngpokap-
6a3zon (0,14 ).

OTOT NpoAykT pacTeopsnca B metaHone (15 mn)
n obpabaTtbiBancsa cmecbio 20% BOAHOro rmapokcuaa
Hatpua (0,20 mn) m 30% nepekucbio BoaopoAa
(0,20 mn), n BcA cMecb MepemelLMBanacb nNpu Kom-
HaTHOW TemnepaType BCl Houb. [lobaBnancs meta-
6ucynbcut HaTpua (38 mr), 1 pacTBop Bbinapusancs
00 cyxocTn u xpomatorpadmposancs (SiOy; xnopo-
dopm) 10% NH4OH B meTaHone), 4Tobbl MonyynTL 3-
mMeTunamuHo-6-kapbokcamng-1,2,3,4-teTparugpokap-
6a3zon (0,12 r). Yka3zaHHoe coeguHenune (0,11 r) pac-
TBOpSINock B meTaHone (10 mn) n obpabaTeiBanocs 3
M xnopuctoBOAOPOAHON KUCNOTbI MPU KOMHATHOW
Temnepatype. Cmecb BbinapuBanacb A0 CYXOCTW,
as3eoTponupoBanacb 3TaHOMoM, 4ToObl NOMy4YnTb
TBEpAOe BeLLecTBO, KOTOPOE PEKpUCTarnnn3oBanocb
u3 meTaHona (admpa ANnst NonyyYeHnss UCKOMOro Co-
EAVHEHNS, T. 1. 327-328°C /80 Mr)

'H AMP [250 MIu, MeOH-a"] 4 1,98-2,20 (1H,
M), 2,29-2,49 (1H, m), 2,75-2,90 (5H, c+m), 2,90-3,09
(2H, m), 3,52-3,69 (1H, m), 7,31 (1H, @), 7,63 (1H, g),
8,05 (1H, c).

Mpumep 25

3-3TnnamuHo-6-kapbokcammao-1,2,3,4-teTparna-
pokap6a3on okcanat

1,4-UnknorekcaHamoH MoHo-2',2'-gumeTun Tpu-
meTuneH ketan (2,00 r) cmewwmBanca ¢ 6e3BogHbIM
atunamuHom (10,0 r) n 6eHsonom (10,0 M), n cmecb
oxnaxaganacb o 5°C. lNo kannam gobaensancst pac-
TBOp TuTaHun TeTpaxmopuga (0,95 r) B OeHsone
(10 mn), 3aTem cMecb nepemMelLnBanacb MpU KOM-
HaTHou Temnepatype 1 4ac. Cmecbk mnbTpoBanach
1 BbiNnapueanacb A0 CyXOCTW, YTODObl MONy4nTb Mac-
no, kotopoe pacTBopsinocb B ataHone (30 mm). K
3TOMYy pacTBopy [fobaBnancs katanusatop nanna-
Ani-Ha-yrn Jaone (100 Mr) N cMecb ruapupoBsanach
npu 50 d/a” (3,5 kr/cm?) AaBNeHUn BCio Houb. KaTa-
nm3aTtop oTUMbTPOBLIBANCH, U 3TAHOM Bblnapusan-
csl Anst nonyveHus 4-aTunaMmMHO-LUKIOrekcaHoH 2',2'-
OVMEeTUN TpUMETUIeH Kketana B Buge macna (2,0 r).

Ot1o coepuHeHue (0,80 r) pacTBopsnocb B My-
paBbuHOM kucnoTe (20 mn), n pacTBOp Harpesarics
0o 90°C 1 yac. MypaBbuMHas KMcroTa Beinapusanach,
W ocTaToK pasgensncs mexagy xrnopodgopmom u 1M
XNOPUCTOBOAOPOAHOMN KUCMOThI. BoaHbIn cnow Bbina-
puBancs O CyXxocTW, 4Tobbl AaTb Bbixod 4-3Twn-
amuHoumkrorekcaHoHy (0,40 r).

Cwmecb ykasaHHoro npogykta (0,40 r) n 4-kap-
6okcammpo-deHun ruapasunH rugpoxnopuaa (0,60 r)
B NegsHOW yKcycHow kucnote (20 mn) HarpeBanace C
dnermaumen 1 yac. Kncnota Bbinapvsanacb B Ba-
KyymMe OO macna, KOTOpOe OuYMLLanocb Xpomatorpa-
duen (SiO2; CHCI3/10% NHs B MeOH), uto6bl nony-
ynte macno (0,50 r). YacTb atoro npogykta (150 mr)
pacTBopsinace B MeTaHone u obpabaTbiBanach Lia-
BeneBon KkucroToi. PacteBop obpabatbiBancsd adu-
poM ANsi NOSyYeHUs UCKOMOro COeAMHEHVs B BuAe
KpucTannuM4eckoro TBepAoro Betyecrsa, T. nn. 165-
170°C (100 mr).
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'H AMP [250 Mru, AMCO-n°%] g 1,25 (3H, 7),
1,81-2,05 (1H, m), 2,20-2,38 (1H, m), 2,61-2,79 (1H,
M), 2,79-2,94 (2H, m), 2,98-3,28 (3H, ga+c), 3,41-3,60
(1H, m), 7,08 (1H, wwp. c), 11,12 (1H, c).

Mpumep 26

3-H-NponnnamunHo-6-kapbokcamngo-1,2,3,4-TeT-
parngpokap6ason okcanat

MponunamuH (1,81 r) pacTBOpsinca B MeTaHorne
(12,5 mn), u c oxnaxgeHvem gobasnsanocs 1,5 M HCI
B MeTaHone (5,6 mn). MNMocne 1 MuHyTHl gobasnsncs
1,4-umknorekcaHoMoH MOHO-2',2'-auMeTnn TpUMeTu-
neH ketan (1,0 r), a yepes ewe 10 MUHYT - LMaHoboO-
porngpug Hatpusa (0,23 r). Cmecb nepemelunBanach
npy KomHaTHOM Temnepatype 3 AHsA. [MonyyeHHas
cMechb hunbTpoBanack, U punbTpaT BbiNapusarncs u
obpabateiBancs 1M HCI (10 mn) c oxnaxgeHuem.
OcTtatok BbiBapuBarcs Ans obpasoBaHus pacTeopa,
KOTOpbIN NpoMblBancs 3dupoM, 4OBOAWICS OCHOBa-
Huem o pH 12 ¢ nomoLbo BOAHOMO rmapokcuaa Ha-
TPYS U 3KCTparMpoBarncs UXITopMeTaHoM. JTOT 3KC-
TPaKkT MpPOMbIBarNcs HacblWeHHbIM BOAHbIM PacTBO-
poM 6ukapboHaTa HaTpus, Bbicywmsancs (MgSOa), n
BbiMapmeancs Ao cyxoctn. Xpomartorpacdusa (SiOz;
xrnopodopm/MeTaHon/ammuak) gana 4-H-nponunamu-
HO LMKMOreKcaHoH 2',2'-AnMeTun TpUuMeTuneH ketan
(0,72).

O7oT1 npogykT (0,66 r) rugponusosarncsa Ao KeTo-
Ha, KOTOpbIN pearupoBan ¢ 4-kapbokcammpodeHun
rMapasuH rmgpoxnopuaom u npeobpasoBbiBancs B
comnb okcaraTta, kak onucaHo B [Npumepe 25, 4ToObI
AaTb BbIXO4 MckomoMy coeguHeHuto (0,44 r), T. nn.
>168°C pasn.

Mpumep 27

3-i-MNponnnamuHo-6-kapbokcammao-1,2,3,4-1eT-
parngpokapbason okcanata

Peakunsa n3onponunamuHa (9,54 r) ¢ 1,4-unkno-
rekcaHauoH MOHO-2',2'-AMMeTUN TPUMETUINEH KeTa-
nom (2,0 r) cnocobom, onvcanHbIM Ans Mpumepa 25,
Aana 4-i-nponunamMmnHO LUUKMIOrekcaHoH 2',2'-aumeTvn
TpumeTuneH ketan (2,38 r). Otot npogykt (0,66 r)
rmgponu3osarncs u pearnposan c 4-kapbokcamugo-
deHun rmgpasuH rugpoxnopugom (0,45 r), n cmechb
obpabaTbiBanacb, kak onncaHo Bbilwe, Y4TODbI Mony-
YnTb CBODOOHOE OCHOBaHWE WMCKOMOFO COedMHEHWs
(0,34 r). OHo npeobpasoBbiBanocs B okcanaTt, T. nn.
>235°C. pasn.

Mpumep 28

3-OnmeTtnnamuHo-6-kapbokcammao-1,2,3,4-TeT-
parngpokapbason okcanat

OvmeTtnnamun (10,0 r) pearuposan ¢ 1,4-uukro-
rekcaHaMoH MOHO-2',2'-AMMeTUN TPUMETUNEH KeTa-
nowm (2,0 r) cnocobom, onmcanHbIM ans Mpumepa 25,
4yTobObl MONYYNTb 4-AMMETUNaMUHO-LIMKITOreKCaHOH-
2'.2'-gumetnn TpumeTuneH ketan (0,72 r). OToT npo-
AaykT (0,72 r) rmgponm3osanca u pearmposan ¢ 4-kap-
6okcamuao-cerunn rMapasvH TMAPOXIOPMOOM
(0,47 1), v NnpoaykT NpeobpasoBbiBancs B COMb OKCa-
naTa, Kak onvcaHo Bbilwe, YTOObl MONYy4YUTb UCKOMOE
coeguHerme (0,20 1), T. nn. 99-101°C.

'H AMP [250 Mru, AMCO-a°] g 1,83-2,05 (1H,
M), 2,27-2,40 (1H, m), 2,72-3,00 (9H, 2m+c), 2,37-3,22
(1H, ag), 3,50-3,68 (1H, m), 7,05 (1H, wwp. c), 7,27
(1H, ), 7,60 (1H, p), 7,81 (1H, wwup. c), 8,00 (1H, c),
11,11 (1H, c).
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Mpumep 29

3-beHsunamunHo-6-kapbokcamunao-1,2,3,4-teTpa-
rmgpokapbason okcanat

Peakuwns 6eHsmnamuHa (0,59 r) ¢ 1,4-umkno- rek-
CaHAMOH-MOHO-2',2'-AuMeTUn  TPUMETUIN  KeTaroMm
(1,0 r) u nocnegytoLlee BOCCTaHOBMEHME MMUHA Lna-
HoboporngpmMaoM HaTpus cnocoboMm, ONUCaHHbIM Ans
Mpumepa 26, gana 4-6eH3nNamMUHO-LMKIIOreKCaHoM
2'.2'-gumetunn TpumeTuneH keran (0,54 r). 31oT npo-
aykt (0,52 r) pearmpoBan c 4-kapbokcamugodeHnn
rmapasuH rmgpoxiopugom (0,34 r), n npogykt obpa-
6aTbiBancs LaBeneBow KUCMOTOW, YTOObI NOMy4nTb
uckoMoe coeguHeHue, T. nn. >190°C, pasn. (0,11 r).

Mpumep 30

3-Mupponuamnnn-6-kapbokcamnago-1,2,3,4-TeT-
parngpokapbason okcanat

Peakunsa nupponuanHa (15,6 r) ¢ 1,4-umkno- rek-
CaHOMOH MOHO-2'.2'-ANMETUN TPUMETUNEH KeTarom
(2,0 r) cnocobom, onucaHHbIM Ans Mpumepa 26, fana
4-NUppPONUANHNN-LMKINOreKCcaHoH-2',2'-aumeTun  Tpu-
meTuneH ketan (1,74 r). 7ot npoaykt (1,70 r) rma-
ponusoBanca u pearvposan c 4-kapbokcamugode-
HWUN rugpasvH rmgpoxnopugom (1,70 1), n npodykTt
obpabaTbiBancs LiaBeneBol KUCMNOTOMW, Kak OnMcaHo

Bbllle, YTOObI MNOMYyYMTb WCKOMOE CcoeguHeHue
(32 wmr), 7. nn. >190°C pasn.
Mpumep 31

3-/N-MeTtunatmunamuHo/-6-kapbokcammgo-1,2,3,4-
TeTparngpokapbason okcanat

Peakuns N-metun atunammHa (13,0 r) ¢ 1,4-
UMKnorekcaHanoH MOHO-2',2'-AuMeTnn  TpUMeTUneH
keTanom (2,0 r) cnocobom, onucaHHeIM ans MNpumepa
25, pana 4-/N-metun 3TUnamMuHO/-LMKNOreKkCaHoH-
2',2'-gumeTtun TpumeTtuneHd ketan (1,71 r). 31oT npo-
aykt (0,86 r) rmgponusosanca u pearuposan c 4-
kapbokcamugo-peHnn  rmgpasvH - rmgpoxriopuaom
(0,52 r) n obpabartbiBarncs, Kak onMcaHo Bbille, YTO-
Obl NoMy4nTb UCKOMOE coeauHeHue (76 mr), T. nn.
>130°C pa3n.

Mpumep 32

3-AMunHO-6-/2-kapbokcammnpgoatun/-1,2,3,4-TeTpa-
rnapokapbason okcanat

Cwmecb 4-HUTPOKOPUYHOW KUCOTLI (22,5 T) 1 Tno-
Hun xnopuga (20,8 r) B 6eH3one (160 mn) Harpesa-
nacb ¢ pnermauuent 4 yaca. lNonyyeHHas opaHxeBasi
cMecb bunbTpoBanacb M BbiNapusanacb Ans nomny-
YeHus KucrnoTHoro xnopuga (22,9 r). 9T1o pacTBops-
noce B guxnopmetaHe (1 i), nponyckanca ammuak c
oxnaxgeHnem go Hwke 20°C n nepemelunBaHuEM.
PacTtBopuTens ygansancs B Bakyyme, U OCTaTok pac-
TBOPSANCH B ropsyeM aTunauerarte, U pacTBoOp BCTps-
xuBarncs ¢ 1M pacTtBopa rugpokcuaa Hatpus. [lony-
YeHHas opraHuyeckas chasa BbicywmMBanacb, MunbT-
poBanacb 1 Bbinapusanace. OcTaBancd ocagok, Ko-
TOpbIV LWWNamoBarcs aTunaueTaTom, 4Tobbl NonyyYnTb
4-HUTPO LMHHaMamuj B BUAE KPUCTannMyeckoro Be-
wectsa (18,6 r). 1ot npoaykT (18,6 r) cycneHampo-
Bancs B ataHone (1 n) u rmagpuposarncs ¢ UCnonb3o-
BaHnem Pd-C katanusatopa (6,6 r) npy gaBneHuu
50 cpyHT/A® (3,5 Kr/cm?) B TeueHue 1 yaca. MomnyyeH-
Has cMmecb unbTpoBanachb M Bbinapusanace 4O Cy-
XOCTM C MnorydyeHnemM 4-amvHodeHun nponuoHamuga
17,1 ).

MeaneHHo pobGaBnanacb KOHUEHTpUpOBaHHas
XIOPMCTOBOAOPOAHAs KucroTa (4 mn) K NpoaykTty 4-
amuHodeHnn nponmoHamuaa (0,80 r) ¢ nogaepxaHu-
em Temnepatypbl Huwke 5°C. K aTomy wnamy gobas-
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nancsa pacTtBop Hutputa Hatpua B (0,37 r) B BOAE
(2 mn) B TedeHne 15 MUHYT NO Kannsm ¢ nocnegyto-
WMM MepemelunBaHuEM elle B TeveHune 15 MUHyT.
Mony4yeHHbIN TakuM 06pa3oM MyTHbIA pacTBOp Mop-
umsamMu obaBnancsa K OxnaxaeHHOMY nepemeluaH-
HOMY pacTBopy AByxnopuctoro ornosa (2,19 r). HCI
(4 mn), n nomyyeHHas cMeCb MepemelLuMBanachb
1 vac. lNocne unNbTpoBaHUS pacTBOpP BOCCTaHaBMNU-
Bancs B obbeme, 4O Tex nop, noka He dopmupoBan-
€Sl HeopraHu4eckun ocagok. OH oTMNbTPOBLIBAICH,
1 dunbTpaT Bbinapusanca Ao cyxoctn. OcrtaToyHas
cMmona KpuctannusoBanacb M3 YKCYCHOW KUCHOThI
AN NornyvyeHust cbiporo 4-rmgpasuHodeHnn nponuo-
Hamua rugpoxrnopuga (1,05 ).

Cwmecb BblweykasdaHHoro npogykta (1,05 r) n 4-
pTanumupo-umknorekcaHoHa (1,18 r) B yKCycHOMN Ku-
cnote (40 mn) HarpeBanacb ¢ dnermauuen 40 mu-
HyT. PacTBoputenb yganancs B Bakyyme, U OCTaTok
pasgensanca Mexay BOAHbIM pacTBOpPOM kapboHaTa
Kanua n atunauetatoMm. OpraHudeckas basa BbiCy-
wusanack (MgSO4) 1 Bbinapueanacb A0 CyXOCTW, U
ocTatok xpomatorpadmpoBancsa  (Sioz;  CH2Cly)
MeOH, 4to6bl gatb 3-dTanummnao-6-kapbokcammnao-
atun-1,2,3,4-tetparngpokap6ason (0,70 r).

OTot1 npogykT (0,70 r) pacTBopsincs B MeTaHorne
(50 wmn), obpabaTtbiBanca rugpasvH rmgpaTom
(1,0 mn) n HarpeBanca ¢ crnermaunen 30 MUHYT.
Cwmecb BbiNnapueanacb A0 CyxXOCTW, 3aTeM pasgens-
nace Mexgy aTunaueratoMm U BOAHbIM PacTBOPOM
kapboHaTta kanus. OpraHudyeckas asa BbICyLLVBA-
nace (MgSO.) 1 BbinapuBanace A0 CYXOCTW, U OCTa-

TOK pacTBOpAncs B 3TaHore u obpabatbiBancs Lwia-
Beneson kucnoton (83 wmr) B ataHone. lMonyyanoch
TBEpAoOe BeLLEeCTBO, KOTOPOE PEeKpUCTannn3oBanoch
n3 3TaHona, 4Tobbl MONY4YNTb UCKOMOE COeauHeHue
(110 mr), T. nn. 232-5°C.

JlekapcTBEHHbIE (POpMbI

Mpumep A

TabneTtka ons opanbHOro NMPUMEHEHUsI FOTOBUT-
€ coegvHeHnem

Mr/Tabn.

CoeauHeHus dopmynbi (1) 100
JlakTo3a 153
Kpaxmana 33
Crospovidone 12
MukpokpucTannmMyeckon Lennonosbl 30
CreapaTa marHus 2
330 330 mr
B 9 MM TabneTke.

Mpumep B

MHBEKUMOHHBIN pacTBOp Afs napeHTepanbHoro
HasHa4eHWsl rOTOBUTCS U3 CrEAYHOLLMX KOMIOHEHTOB.
% Bec/Bec
0,50% (Bec/ob)
30% (06/06)

CoeguHeHus dopmynbi (1)

1M FIMMOHHOW KMCNOTbI

M'opokcuaa HaTpus (gs) no pH 3,2

Boapbl ana nHbekuun BP no 100 mn.

CoeguHeHune copmynbl (I) pactBopsieTcss B nu-

MOHHOW KucrnoTe, 1 pH meaneHHo gosoauTtes 4o 3,2
pacTBOPOM rMapokcuaa HaTpusi. 3aTem pacteop Ao-
nonHsetca go 100 mn Bogon, ctepununsyetcs unbT-
pauuen 1 3ananBaeTcsi B aMmnysibl pasHbiX pa3MepoB.

AN "YkpaiHCbKWI iIHCTUTYT NPOMMUCIIOBOI BNnacHocTi" (YKkpnaTeHT)
Ykpaina, 01133, Kuis-133, 6ynbB. Jleci YkpaiHku, 26
(044) 295-81-42, 295-61-97

MignucaHo oo opyky 2002 p. ®dopmat 60x84 1/8.
O6car o6bn.-eug. apk. Twupax 50 npym.  3am.

YkpIHTEI, 03680, Knie-39 MCIT, Byn. Nopbkoro, 180.
(044) 268-25-22
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