N3o6peTeHne 0THOCUTCA K COeaAMHEHNSIM obLuel opmynbl
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rde R1 1 Rz - kaXabl 03Ha4aloT BOAOPO4, HU3LIMIA ankun UM BMecTe obpasyloT Hepas-BeTBMEHHbIN ankuneH
Co.4;

Q - ankuneH Cas.11 MUHUMYM C AByMS atomamu C mexay AByMSA CBOGOAHbLIMY BANIEHTHOCTAMY;

R o3HauyaeT, YTo KOMbLUO He 3aMeLUeHO MMM 3aMeLUEeHO raroreHom, TPUATOPMETUIIOM, HUTPOrPYNMNONn umm
HU3LWMM ankuioM, a Takxe K npuemnembiM onst papmaueBTMYecKuX Lenen corsiM 3TUX COeAMHEHWA C KUCNOoTamMu.
O™ coeanHeHns obragaloT UEHHbIMU (PapMakonorM4yeckumm CBOMCTBAMM, B YAaCTHOCTU MMEIT BbIP@XKEHHbIe
NPOTUBOIPMOKOBOE N CMHEprMYeckoe AENCTBUS B KOMOWHALUW C M3BECTHbIMWM MPOTUBOIPUMOKOBLIMKU BeLLecTBaMu,
noAasnAwLWMMN BUMOCMHTE3 TakMX CTEPOrioB, Kak keToLoHa3on n tTepbuHaduH. Moatomy coegmHermsa dopmynbl (1)
MOXHO MCMoNb30BaTb B KayecTBe JleKapCTB, B YacTHOCTM Ans 6opbObl C TOMMYECKUMW UMW CUCTEMHBIMMU
3apaKeHWsaMMN, Bbl3biBAEMbIMW MaTOreHHbIMY rpubkamu, nnu Ansa npegynpexaeHvs nogobHoro poda 3apakeHui.

BolpaxeHne "Hu3wmn" obo3HaAyYaeT ocTaTku U coeguHeHna ¢ uuicnom atomoB C He Oonee cemu,
npeanoYTMTENBHO He Boree YeTbipex.

BblpaxeHune "amkun" obo3HayaeT HepasBeTBlIEHHble WNW pPas3BeTBMEHHblE HachbIlWeHHble YINeBOOOPOAHbIE
ocCTaTKu, HanpyMep MeTun, 3Tni, NPoNui, U3onponu, TpeT-6ytun.

BbipaxxeHune "ankokcv" obo3HavaeT npucoeaMHeHHble Yepe3 aToM Kucrnopoda arkuibl, Takme Kak MeTOKCU U
3TOKCM.

BbipaxeHune "ankuneH" obosHauaeT HepasBeTBNEHWbIe UMW Pa3BETBMEHHbIE HAaCbILEHHbIE YINeBOOOPOAHbIE
ocTaTtku C ABYMS CBOOOAHBbIMW BaneHTHOCTAMW, TakKUMW KakK AU-MEeTUNEeH, TPUMETUIEeH, TeTpaMeTureH, neHTa-
MeTUNEH, rekcameTUneH.

BblpaxeHue "ranoren" o603HavaeT YeTbipe BMAa ranoreHoB - dotop, xnop, 6pom, roa.

B pamkax aToro acnekTa n3obpeteHuns npeanoymTatoTcs criegyoume coegmHeHus gopmynei (1):

3-(4-xnopdeHun)-4'-[3(gumeTmnammnHO )NponmnponnogeHoH;

3-(2-meTnndeHunn)-4'-[3-(AumeTnnammnHoO )NponumnponuomeHoH;

(E)-3-cbeHun-4'-[3-(1-nMpponmamHmin)nponunlakpunogeHoH.

Hosble coeauHernna dopmynbl (I) u nx npuemrnemble Ana dapmMaueBTUHeCKMX Lernen conu € Kucrotamm
COrnacHo M3006peTeHnIo NoNy4aT TeM, YTO

a) coeaMHeHve obLwer dopmynel
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roe X - oTwennsemas rpynna;

R® Q, R MeloT BbilLe ykasaHHOe 3HaueHue,

noJBepratT peakLiym B3auMOoAENCTBUSI C aMMHOM OGLUEN popMymbi
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roe R' v R? uMeloT BbilLe ykasaHHOE 3HaueHue,

6) coeanHeHue obLen popmynbl
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roe R1, R2, R3, Q, R nmeloT Bbille yka3aHHOEe 3Ha4YeHVe, OKUCTSIOT, Unu
B) coeimHeHue obLiein hopmynbl
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roe R' - Huawwit ankur;
R’ Rz R® QuMmeloT BbiLLe ykasaHHOE 3HaYeH e,
nogBepralT peakLum B3anMoencTBms ¢ coeamHeHeM obLuei hopmynbl
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rae M - MgCl, -MgBr, -MgJ nnn -LI;
R nMeeT BbilleykazaHHOE 3Ha4YeHWe, Unm
_r) coefmHeHue oben hopmyrnbl
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rae R" v R™ kax bl 03Ha4atoT HU3LWNIA ankui unm BMecte obpasytoT AUMETUNEH U TPUMETUNEH:
R', R? R? Qu R UMeloT BblilLe ykazaHHOE 3HaueH1e, 06pabaTbiBalOT BOAHON KUCTOTOM, UM
[) coeanHeHne obLwei opmbl
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B BWOE pPeakLMOHHOCMOCOGHOrO NpPOM3BOAHOIO B MPUCYTCTBAM KUCMOTbl JlbloMca noasepraloT peakuum
B3aUMOJEWNCTBUSA C COeMHEHNEM 0bLLel hopMynbl
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rae R, R R°, Q wumeloT BbilleykazaHHOe 3Ha4yeHMe, B MPUCYTCTBAM OCHOBaHWSA MOABEPrairT peakuum
B3aMMOEWNCTBMSA C coeamHeHnem obLuer opmynbl
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rae Q' - rpynna Q, ymeHbLUEeHHast Ha aToM BOAOPOAA;

R1, R2, R3, Qu R nMeloT BbllLie yKadaHHOE 3HAYeHNE, TMOPUPYIOT U

3) nonydeHHoe coemvHeHne opmynbl (I) npy HeoGXOAMMOCTM MepeBoddAT B MpUMEeMIeMylo  And
dapmaLeBTMYECKMX LIeNen Corb C KUCMOTON.

Peakunio B3anmopgerictBua coeguHenus copmynel (II) ¢ amuHom HNR'R? cornacto BapuaHTy a) cnocoba
OCYLLECTBNSAT U3BECTHBIMU cneynannucty metogamu. Ee, B 4acTHOCTM, NpoBOAAT B MONAPHOM pacTBopuTene u B
NPUCYTCTBUM OCHOBaHVA B KayecTBe akuenTopa KMCroTbl B TeMmnepaTypHOM uHTepBane okono 0-150°C. Mpu atom
NPUrogHbIMW PacTBOPUTENSMU SABASIOTCH, HanpuMmep, TakMe HU3lWMe CupThl, Kak MeTaHON M 3TaHon, U Takue
HU3LLNE AVATKUM KETOHbI, Kak aLeToH. MPUrofHEIMYM OCHOBAHUSIMU ABRISIOTCS, HanpuMep, ammuH dopmyrsl NHR'R? B
n3bbiTKe, TPETUYHbIE amMuHbl, Hanpumep, TPUITUMNaMUH, WU TaKue HeopraHWyeckne OCHOBaHUHA, Kak kapboHaThbl,
TMAPOOKMNCU 1 arKoronAThl LEeMoYHbIX MeTarnnos.

Peakuuio okncneHus coeguHenms (lll) cornacHo BapmaHTy 6) Takke OCYLLECTBNSAT M3BECTHbIMU CreumanmcTy
MeToAamMu, B HACTHOCTU B NPUCYTCTBMU MHEPTHOIO pacTBOpUTENs 1 6 NPUCYTCTBUU OKMCNNTENS B NPUBAM3NTENBHOM
TemnepaTtypHom uwHTepsane ot -80°C go koMHaTHOM TemnepaTypbl. MpurogHbIMKM pacTBOPUTENSMU SBASIOTCS,
HanpuMep, XNOpPMpOBaHHbIE HW3LME YrneBoJopoAdbl, Hanpwmep, MeTuneHxnopug v xmopodopm. [NpurogHeiMu
OKNUCIMTENSAMMN  SBAAIOTCH, HampuMmep, [ABYOKWCb MapraHua wnu cmecn [OMCO ¢ okcanunxiopuaom,
avupmkrorekevnkapboanummaom nm aueTaHmapuaom u TpeTMYHbIM aMUHOM, HanpyMep TPUATUINIaMMHOM.

Peakunto B3aumogenctena coemmHerns (IV) ¢ coegumHenvem (V) no BapuaHTy B) TakKe OCYLIECTBAAIOT
M3BEeCTHbIMW cheuymanucty cnocobamu, B YacTHOCTM B WMHEPTHOM pacTBopuTenie U B NpuBAM3MTENbHOM
TemnepaTypHOM wHTepBane oT -80°C go KOMHaTHOW TemnepaTypbl. MogxoAsWwmMMmn pacTBOPUTENAMU SBMASIOTCS,
Hanpumep, Takue HeLMKIMYeckue 1 LKNnYeckme npocTble ampbl, Kak AM3TUNOBbLIA admp, MeTUn-TpeT-O0yTMNoBbLIv
admp n TeT-parnapodypaH,.m CMecu 3TUX COeAUHEHNNA.

Ons  obpaboTkm coegnHeHus dopmynbl VI BOOHOW KWACMOTOW COMMACHO BapWaHTy T) MNPUMEHSIIOT
nNpeanoYTMTENbHO pa3baBneHHYI0 BOAHYI0 MUHEPATbHYIO KMCIOTY, Hanpumep pasbaBneHHYo COMAHYI0, U NPOBOAAT
peakuuio B TemnepaTypHOM vHTepBane npuMmepHo ot 0°C o KOMHAaTHOM TemnepaTypbl.

Peakuuto B3aumoaencTemsi peakLiMoHHOCNOCOBHOro Npon3BoaHoro coeanHeHus gopmynel (Vila) c coegmHeHvem
dopmynbl (Villa) nmm peakumoHHocnocobHoro coeamHeHust dopmynbl (VIIB) ¢ coeguHenmem dopmynel (VINIG)
cornmacHo BapuaHTy A) cnocoba OCylWeCTBNAT W3BECTHbIMW chneuvManMcty metodamu. Peakumio npoBogdar
npeanoyYTMTENbHO B MHEPTHOM pacTBOpUTENe U B MPUCYTCTBUWM KUCNOThl Jlblonca B TeMnepaTypHOM MHTepBane
npumepHo ot 0°C pgo npumepHo 100°C, [loaxoAdawwmu pacTBOPUTENAMU SBAANMCH, Hanpumep, Takue
ranoreHNpoBaHHbIE HU3LIME YIMEeBOAOPOAbI, Kak MEeTUNEHXNopuA, X1opodopM U STUReHxnopua, HuTpobeHson,
cepoyrnepof u n3bbiTok coeamHeHus dopmynel (Villa). B kayectBe kmcnoTsl Jlbtovca NpyMEHS0T NpeanoYTUTeNbHO
XNOPUCTLIV antoMuHuiA, MoaxoaawymMmn peakLmoHHOCNOCOBHBIMY NPOU3BOAHLIMU coeauHeHnin dopmynbl (Vila) unu
(VI16) saBnsitoTcs, Hanpumep, xnopuabl KapooHOBBLIX KUCTOT.

Peakuuio B3aumopgenctausi coeguHeHus opmyrbl (1X) ¢ coegnHeHnem dopmynel (X) B MpUCyTCTBMM OCHOBaHUA
COrnacHo BapuaHTy €) cnocoba OCYLWEeCTBNSAT U3BECTHbIMM crneumanucty cnocobamu. Peakumio ocyllecTBnstoT
NPeMMyLLecTBEHHO B MOJISIPHOM pacTBOpuTernie U B TeMnepaTypHOM uWHTepBane okono 0-80° [lMoaxogdawmmu
pacTBOpuTEnsAMU ABASIOTCA, HANPUMeEp, HU3LLUME CIINPTBI, Takne Kak MeTaHOM N 3TaHOM, U CMet! 3TUX COeANHEHUIN C
BOOOW. B kayectBe OCHOBaHWA MPUMEHAIOT MPeanoYTMTeNnbHO KapboHaTbl M TMAPOOKMCK LUENOYHBLIX METansos,
Takue Kak kapboHaT Kanusa u rmapooKMCs HaTPUS.

Peakunto mppupoBanust coefuHenus dopmynbl (1) nnm (XI) cormacHo BapuaHTy ) crnocoba ocyllecTBnstoT
N3BECTHbIMW Creunarmcty MeTogamu, B HYacTHOCTU B MONSIPHOM pacTBOpuTEne C dneMeHTapHbiM BOLOPOAOM B
NPUCYTCTBUN NMPUrOAHOrO KaTanusaTtopa rMAapupoBaHus U B NpubnmMsnTensHoM TemnepaTypHOM uHTepsane ot 0°C
[0 KOMHaTHOM Temnepatypbl. [pUrogHbIMM pacTBOPUTENSAMM SBMSAIOTCA TakKe HU3LME ChWPTbl, Kak MeTaHon u
aTaHon. MNpuroaHeIMKU KaTanusaTopamm SBAAIOTCA, HaNnpUMep, Nannaaumi UM NnaTuHa Ha yrne, OKMCb NNaTUHbl Unu
Hukenb PaHes.

MonyyeHne npvemnembix And apmaueBTUYECKUX Lenen conen coeauHeHun dopmynbl () ¢ kucriotamu
COrmacHoO BapuaHTy 3) crnocoba OCyLeCTBAAIT U3BECTHbIMM cneunanucTy cnocobamum. MveroTtcs B BMAY COnMM C
npveMsremMbiMM  Ans  dapMaueBTUYeCKMX  Lenell  HeOpraHW4YecKMMW WM OpPraHWYeCcKMMM  KUCNoTamMu.
MpeanoyTMTenbHLIMM  COMAMM  C KUCMOTaMU SABNATCA MMAPOXIOPUALI, rMapobpomuaa, cynbdaTtsl, -HUTPaTHI,
LuMTpaThl, aueTatsl, CykLuMHarel, PymapaTbl, MeTaHCynbdoHaThl, N-TONyoncynbgoHaThI.

CoeguHenns dopmynbl (I) n nx npyemnemble Ana dapMaueBTUYeCcKVX Lienen conu ¢ kucrnotamn obragatoT
LeHHbIMA MPOTUBOIPMOKOBLIMM KayecTBamn. OHU oOkasbiBaloTca 3ddekTBHbIMM B Gopbbe CO MHOXECTBOM
NaToreHHbIX rPMOKOB, Bbi3blBalOLLMX TOMMYECKNE N CUCTEMHbIE 3apaXeHus, HanpuMep C Takumu BuaAaMmn rpnbkos, Kak
Candida albicans wun Histopiasma capsulatum. He3zaMeHMMbIM SH3MMOM B >KM3HeAesATeNlbHOCTU TPUOKOB,
y4acTBYlOLWMM B BUOCKHHTE3E CTeponia 3ykapuoTUHecKon KneTku, aBnseTca 2,3-anokcukBaseH-raHoCcTepon-uuknasa.
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Tak, Wrammbl S.cerevislae, nuLIEHHbIE 3TOrO 3H3MMa, He Xu3HecrnocobHbl (cm. F.Karst F.Lacroute, Molec. Gen.
Genet. 154, 269 (1977), Topmossiwee pJewctBue coeamHeHun dopmynbl (i) Ha BbllUEHA3BaHHbIA 3H3WM,
copepxawmiics B rpubke C. albicans, Boibpamm kak KpUTepun NPpOTUBOIPUOKOBOro AENCTBUS. TOPMOXEHNE MOXHO
N3MepuTb, HAaNPUMepP, HWKEOMUCAHHBIM METOLOM.

YCTaHOBMNEHNEe TOPMOXEHUSI aKTUBHOCTM 2,3-3MOKCMCKBaneH-naHocTepos-imknassl rpuoka Candida albicans
onpepenenvemM 3HaveHus ICso. CHavana cobupatoT knetku kynbTypbl Candida albicans B koHLUe norapudmuyeckon
dasbl pocTta 1 npombiBatoT ux 100 MM dhocdatHbiM Bydepom (pH - 6,9) - 6ydhbepom ans nepesapusaHusi, 1 50 MM
docdaTHbIM Bydepom (pH - 7,4), conepkawmm 1 MmaHitam 5 MM DTT.

1,0 r kneTok B3BewMBaOT B 5 M Bydepa ansa nepeeapvBaHMsa 1 BO B3BeCb A06aBnsoT 1 mr aumornasbl 100T
(d-mbl Selkagaku Kogyo, Anoxusa) n 12,5 mkn B-mepkantoataHona, Nocne Yero ee BblAepkKunsatoT B TedeHue 30 MuH
npu 30°C. Obpa3oBaBLUMeCs 3a 3TO BpeMsl NPOTONNacTsl OTAENAT nyTem ueHTpudyrmposaHus (10 MuH npu 2500
J) ¢ nocriegylowmm mnx paspbisoM nytem gobasneHus 2 mn 100 mM docdaTtHoro 6ydepa (pH - 6,9). B pesynbTaTe
NOBTOPHOTO UeHTpudyrmposanumst (10 muH npm 10000 g) nonyvaroT HAaAOCAAOYHYKO XMAKOCTL, MPeacTaBristoLLy0
cobown He copepxawmi knetok akcTpakT (CFE). NMocnepHnn pasbaenstot go cogepkanna 10 mr 6enka/mn, nocne
Yyero 3HayeHue pH pgoeogaT 4o 6,9.

AKTMBHOCTb 2,3-3noKkcuckBarneH-naHocte-pon-umknassl B CFE nsmepsitotr ob6paboTkon anokenga ckeaneHa -C 14
B MNPUCYTCTBMM N-AeUWITIEHTAOKCMATUIIEHA B KayecTBe pJeTepreHta. TuTpauven noaxoAsawmx KONMyecTs
NCNbITYeMOro BellecTBa onpeendatoT 3HadeHms ICso. T.e. KOHLEHTPaLmMIo UCMbITYeEMOro BeLUeCTBa, YMEHbLLAILLYIO
aKTUBHOCTb 3H3UMa Ha MOJOBUHY.

OTOT onbIT NpoBOAAT cnegytowmM obpasom. O6paboTkol ynbTpasBykoM cHadana npurotoBnawT 250 mkM
pactBop anokcuaa ckeaneHa-C" B8 100 mM doccatHom Oydepe (pH - 6,9), copgepxawem 1 % n-
AeuunneHtaokcmatuneHa. K 100 mkn aToro pactBopa gobasnsitoT 20 MK pactBopa ucnbiTyemoro BelecTsa (1nnm 20
MKI YucToro aumeTuncynbdokcmaa B kayectBe koHTpors). Mocne go6aeneHus 880 mkn CFE xopoLlo cMeLlaHHbI
pacTBOp CO BCTpAxMBaHMEeM BblgepxuBaloT B Tedyenne 1 4 npu 30°C. 3atem pobaeneHnem 500 mkn 15%-Hown
rmapookmcu kanua B 90%-HoM aTaHOIe NpekpaLlatoT peakuuio.

MonyyeHHy0 cMech [Ba pa3a aKcTparpyloT 1 M n-rekcaHa, nocre Yero ynapusatoT rekcaH 1 obpasoBaBLLMIACS
nMnngHLIN octaTtok cMewwmsatoT ¢ 200 Mk anaTnnoBoro admpa. lNMocne TOHKOCNoMHON XpoMaTorpadmu NpoaykTa Ha
cunukarene ¢ MeTUNEHXIIOPUOOM B Ka4yecTBe pacTBopuTens nnactmHkm TCX nccrneaytoT ¢ NOMOLLB CKaHUPYIOLLIETO
yCTpOWCTBa ANSA YCTAHOBNEHWS HANMMYMA pagnoakTUBHBIX BE LLECTB.

B BbILEONNCAHHBIX YCMOBUAX B KayecTBe pPaAMOakTMBHOIO NpoAykTa oOBHapyKMBalT TOMbKO NAHOCTEPO!T.
Konun4yecTtBo nocrnegHero cpaBHUBAKT C KONMYECTBOM PaguoakTUBHOIO NaHOCTEpPOia B KOHTPONbHOM BELLECTBE.

3HayeHue ICs onpenensioT rpadmyecknm cnocoboMm, 1 UX ykasbiBaOT B MKI UCMbITYeMOro BellecTsa Ha M. B
Tabn. 1 npuBegeHsl 3HaueHus ICso ANs nokasaTenbHbIX NpeAacTaBuTenen coeauHeHnin dopmynbl (1), a Takke
AaHHble 06 0CTPOW TOKCUYHOCTU MPY NOAKOXHOM BBEAEHUU UCTILITYEMbIX COeANHEHWI Mblwamu (J10so B MT/Kr).

BbllweykasaHHOe CuHeprnieckoe AencTtBne coeamHeHuin cdopmynbl (1) n Mx dapmaueBTMYeCKkn NpUeEMIIeMbIX
conen c Kucnotamum B KOMOBMHaUMM € UHrMBuTOpamu OGuocMHTE3a cTepora, Hanpumep KeTOKOHa3ona, MOXHO,
Hanpumep, NokasaTb METOOM CEPUIHOIO pa3BefeHuns Ha arape. B aTux uensix Mcnonb3yloT Ka3eMHOBLIA arap Tvna
"Casitonagar" n uHokynspbl (10 knetok/mn) aByxcyrouHbix KynbTyp Candida albicans. TecT-BelecTBa (coeguHeHMs
dopmynbl (I), TB) HaHocaT B KoHueHTpauuax 80-1,25 mkrivin, a nHmbutopbl GuocuHTesa crepona (MBC) - B
KoHueHTpaumm 20-0,001 Mkr/mn) ¢ KpaTHOCTbIO pasBegeHus 1:2. KynbTypbl B TedeHue 2 cyT uHKyoupyoT npu 37°C.
OnpenenstoT MUHUMarbHY0 MHIMBMpYo LWyt KoHLeHTpauuto (MUK) oTaenbHbIX AENCTBYIOLLMX HAYamn B YUCTOM BUAE
n B kKomOuHaumm c pgpyrumu  BewectBa. Mcexoaa u3 3HadeHun MUK, BblumcnisatioT  dpakUMOHMPOBAHHYIO
NHIMBupytoLyto kKoHueHTpauuto (PUK) no cneayowen opmyne:

MUK (TB xak Takosoro) ,
MKK (TB e couetanum ¢
APYFMMY BELISCTBIMMU)

OUK =

MUK (UBC kak TaxoBora)
MUK (MBEC B coueTanmum ¢
APYFV¥MN BELLECTBAMM)

+=

CoeavHerus dopmynbl (1) MMeKT cuHepruyeckoe AencTBue npuv TOM YCNoBuMU, 4YTO 3HayveHue PUK < 0,5.
MpuBeaeHHble B Tabn. 2 n 3 gaHHble ans coeaunHeHud (1) no Tabn. 1, npeacraensowWwero cobon nokasartenbHbI
npeacraeBuTens onpegeneHHoro dopmynon (l) knacca coeguHeHw, B KOMOMHaUMM C  KETOKOHa30IIOM,
npeacraenswWMM coboli  nokasaTenbHbI  MHMMOUTOP OWOCUHTE3a cTepona, SIBMAOTCA [JoKasaTernbCTBOM
CUHEpPTrMYecKoro AencTBUsA coeaMHEHI.

CoeguHenus dopmynbl (1) n ux npuemnemble Anst dapmaueBTUYECKMX LENerd CONMM C KUCNoTamu MOryT
NPUMEHATLC KaK JNekapcTBa, Hanpumep B Buae dapmMaueBTUYeCKUX npenapaToB ANA 3HTEpanbHOro wnm
napeHTepanLHOro BBEAEHUS UMM TOMMYECKOro NpuMeHeHus. OHU MoryT ObiTb BBEAEHbLI OparnbHO, HAaNpUMep B BUAE
TabneTtok, TabneTok C MOKPbITUEM, Apaxe, TBEPAbIX U MSTMKMX XKenaTVHOBbLIX Kancyr, pacTBOPOB, 3MYNbCUN UMK
CYCMEH3UI, pPeKTanbHO, HanpuMMmep B BMAE CYNMNO3MTOPUEB, NapeHTepasibHO, HanpuMep B BUOE PaCTBOPOB AJiS
NHBEKLMI UMW UHAY3UI, UK XKe TONUYeCKW, Hanpumep B BUAe Ma3en, KpeMoB U Mmacen.

MonyyeHne dhapmaLeBTUYECKUX MPenapaToB OCYLUECTBASIOT U3BECTHLIM crieynanucty obpasom, T.e. TeM, YTO
onucaHHble coegmHeHus cdopmynbl (I) n Mx Nnpuemnemble ansa dapMaLeBTMYECKUX LieNer COMM, eCn HYXHO, B
coyeTaHuM C OpYTMMUK TepaneBTUYECKM LEHHbIMW BelueCcTBamMu, Hanpumep C YKasaHHbIMW MHIMOUTOpaMm
6uocnmHTe3a cTepona, BMecTe C MNoAXOAALWMMM, HETOKCUMYHBIMU, WMHEPTHLIMU, TepaneBTUYECKM COBMECTUMbIMU
TBEPABIMU UM KUOKUMWU HOCUTENSMWU W. €CMM HYXKHO, C ODObIYHbIMU (hapMaLeBTUHECKUMWU BCMOMOraTeNbHbIMU
BellecTBaMu nepepabaTbiBaloT B rafieHOBbLIN Npenapar.

MpurogHeiMM Ana coveTaHus C coefuHeHuaMmun cdopmynbl () nHrMbuTopamu GuocuHTesa cTepora Moryt



CMYXUTb, HAaNpPMMep, CUCTEMHO AeNCTBylOLLME NPOTUBOrPUOKOBLIE a30Mbl TUMNa MULOHA30Ma, TakMe Kak KeTOKOHa-
30M, WTpPakoHason u prnykoHason, a TakKe CUCTEMHO [JEWCTBYIOLME NPOTMBOrPUOKOBbIE anmmMmnamuHbl Tuna
HadTndpmHa, Takne Kak HadpTMdpmH n TepbrHadmH.

Hocutensmu MoryT cnyxkuTb Kak HeopraHudeckue, Tak U opraHuyeckue Hocutenu. B kayectBe noaoGHbIX
HocuTenen Ans TabneTok ¢ NoKpbITMEM M 6€e3 TaKOBOTO, a TaKkKe ANst ApaXe U TBePAbIX KeNaTUHOBbIX Karncyn MOXHO
NCMNosb30BaTh, HaNpUMep, NakTo3y, KYKYp y3HbIV Kpaxmar UM ero Nnpon3BoHble, Tanbk, CTeapuMHOBYIO KMCINOTY Unn
ee conu. MpurogHbIMKM HOCUTENAMU ANS MSTKMX XENaTUHOBbIX Kancyn sBMSTCSA, HAaNpUMep, pacTuTerbHbIe Macna,
BOCKM, XWpbl, MonytBepable W Xuakve nonvonsl u 1.4. (B 3aBucumoct oT npuponbl AEACTBYIOLLEro Havana
NpvMeHeHne HociTenew Ans Nony4eHUs MArKMX XenaTMHOBBIX Kancyrn MOXeT OKka3aTbCs U HEHYXHbIM ). [ns

Nnony4eHms pacTBOPOB M CMPOMNOB NPUrOAHbI Takue HOCUTENW, Kak BoAda, MONunorbl, caxaposa, MHBEPTHbLIN caxap,
rmoko3a v T.n. MNpUrogHbLIMNU HOCUTENSAMU ANS BCMPbICKUBAEMbIX PACTBOPOB SIBMSIOTCS, Hanpumep, BoAa, CnupThbl,
NoNuorel, MULEPWH, pacTuTenbHble Macra u T.n. MNoaxoodawymm HooMTeNsMUK AMS CYNNO3MTOPUEB SABMNAKOTCH,
Hanpumep, eCcTeCTBEHHble WU OTBEePKAEHHbIE Macra, BOCKW, XUPbl W MOMNYXUOKUE WNN XUOKWE MNONOSbI.
MoaxoAdwmmun HocuTensmu Ans  TOMUYECKUX MpenapaTtoB  SABMAAIOTCS  rMuuepuabl, MNOMAYyCUHTETUYECKME W
CUHTETUYECKUE MuUepnabl, TMAPVMPOBaHHbIE Macna, XUaKue BOCKW, XUAKUE napadmHbl, XXUOKUE CnMpThbl XKUPHOTO
psAa, cTeporibl, NONMITUMEHTTIVKONN, MPOU3BOAHbBIE LIENIONO3bI,

B kauvecTtBe BcrnomoraTenbHbIX dapmaLleBTUYeCcKUX BeLeCTB MOMyT NPUMEHSATbCA OOblYHble cTaburmaaTopsl,
KOHCEpBaHTbI, cMayMBaTenu, aMynbraTopbl, CpeAcTBa Ansl MOBbILEHUS KOHCUCTEHTHOCTM, MOAcCralmBaloLme u
apomaTuavpylolmMe BellecTBa, CONU AN U3MEHEHUA OCMOTMYECKOro JaBreHus, Oydepbl, areHTbl pacTBOpPEHHUS,
KpacuTenu, NoKpblBaloLLye BeLleCTBa U MPOTUBOOKUCTMTENMN.

B 3aBmcMMOCTM OT BUAa naToreHHbIX rpMbKkoB, Bo3pacTa U COCTOSAHMS 300poBbs BOMbHOro, a Takke oT cnocoba
BBEOEHUS NeKapcTB MX [03MPOBKA MOXET BapbMpoBaTbCs B LUMPOKMX npepernax. Ee cnegyet npucnocobuts k
nHaMBMOyanbHeIM NoTpebHocTaM GonbHOoro. B uenax npegynpexaeHns TOHUMYECKUX U CUCTEMHbIX 3apaxeHuw,
Bbl3blBAEMbIX MATOr€HHbIMM TPUOKamMn, a TaKkke MNaTOreHHbIMK Tpubkamu, a Tawke Ans 6opbObl ¢ NOAOGHLIMMU
3apaxeHusiMn Npy MokoTepanun 6ornbHOro npurogHa cyroyHasa gosa okono 0,01-4 r, B yactHoctu okoro 0,052 r. B
3aBNCYMOCTU OT JO3MPOBKM Lienecoobpa3Ho BBECTU CYTOUHYIO A03Y B BUAE HECKOMbKUX €AMHUYHBIX A03. MpurogHas
CcyTouHasi go3a Ansi KOMOUHMpOBaHHOW Tepanuu coctaensieT okoro 0,01-2 r, B yactHoctm okomno 0,02-1 r
coeanHeHust gopmynei (1) n okono 0,02-0,2 r uHMGMTOpa GrocMHTE3a cTepona.

dPapmaueBTUYeckne MoHonpenapatbl, 06bl4HO cogepxaTt okono 10-1000 mr, npegnoytMTensHo 50-500 mr
coefunHeHus dopmynbl (1), a KoMBGMHMpOBaHHbIE npenapaTbl - okono 10-500 mr, npegnouytutensHo 20-250 mr
coeanHeHust gopmynebl (1) n okono 50-100 Mr HMGBUTOpPa BocmHTE3a cTepora.

lMpeBoCX0ACTBO HOBLIX COEAMHEHUN MO CpaBHEHWIO C Haubonee OMM3KMM MPOTOTMNOM BblTEKaeT U3
BbllLenpuBegeHHoro otyeta o6 onbiTax. OgHaKo O MPOrPeCcCMBHOCTU HOBbLIX COEAMHEHWA MO CPaBHEHUID C
N3BECTHbIM (PYHMIMLUUAOM HENb3A CYAWUTb TONbKO HAa OCHOBaHWM CPaBHEHWA YUCIOBbIX 3HAYEHMWI KOHLEHTpauumn,
OKasblBalLWMX TOpMo3siliee gencteMe. HoBble CoeaMHEHUA ABMSAIOTCA LEHHbIMW MpEeXae BCEro NMoToMy, YTO OHU
obnagjaloT ApYIM  MEeXaHW3MOM  OeNCTBUS, YeM WU3BECTHble aHTUMUKOTUYecKue cpeactsa. M3BecTHble
aHTUMUKOTMYECKMEe  cpefdcTBa npeacTaBnsaAlT  cobor  nmbo  MHMMOMTOpbLI  gemMeTunupoBaHus  4,4',14-
TPUMETUNCTEPUHOB (K HUM OTHOCATCS a30Mbl U NOAOGHbIE coemMHeHus), 6o uHMGuTopbl A® - A’ - crepon-
ngomepasbl (Hanpumep, eHNPoONUanH 1 eHnponMMopd) Unn MHMBMTOPLI CKBaAeH-3NOKCMAa3bl (K HUM OTHOCATCSH
ankunaMuHbl U nogobHele coeanHeHWs ). B NpOTMBONOMOXHOCTE 3TOMY, HOBblE COEAUHEHUS NPeaCcTaBnsalT cobon
WHIMBUTOPBI 2,3-3MOKCUCKBArEH-NaHoCTepo-LUyknassl. ns pelweHnsa npobnem pe3ancTteHTHOCTY HeoBXoAMMO NMETb
B pacrnopsKeHun COeAVMHEHVs, OKasblBalowwume [[encTBue B ApyrMxX MecTax obmeHa BelecTB rpuvbKkoB, 4em
ucrnonb3dyeMmble O CUX MOp coefuHeHus. Takum o6pa3oM, HOBble coefAuHeHus oboralaloT acCopTUMEHT
UM ELLMXCA aHTUMUKOTUYECKMX CPEACTB.

Mpumep 1. a) 9,3 r 1,6-gubpomrekcaHa u 5 r TpudeHundgocdmHa nepemelmpaoT B atmocdepe aproHa npu
100°C B Teuenne 1 4. 3aTeM MNONyYEHHYIO PEAKUMOHHYI0 Maccy oxnaxaawT u xpomartorpadgmpytoT Ha 90 r
cunukarensi CMecbto MmeTuneHxnopuga u metarona (95:5). K nonydseHHomy 6-6pomrekcun-docdo-Hunbpomumay (6,37
r, 65%) po6asnsatT 35 mn 33%-Horo pacTtBopa AMMeTUNaMuHa B 3TaHONE M NMepemMeLumMBatloT B TedeHue 1 cyt npu
KOMHaTHOW TemnepaType B atmocdepe aproHa. PacTBop BbinapuBaloT M MOMYYEHHbIA OCTaTOK MOSTHOCTBIO
BbICYLLMBAOT B BbICOKOM Bakyyme. [lonyyeHHbIi Takum o6pasom rmagpobpomug 6-(AMmeTnnaMmuHo )rekcun-
TpudbeHundocdoHuii 6pommaa B3sewmsatoT B 50 mn TI'P, nocrne yero npu 0°C no nopumsm pobaensioTt 2,09 r
TpeT.0ymnarta kanus. [NonydeHHylo cmecb nepemMeLumBatoT B TeyeHne 15 muH npu 0°C. Motom npu 0°C pobaensoT
pacteop 1,86 r 4-6eH3ounn-6eHzanbgermaa [Tetrahed. Let. 24 4287 (1983)] B 10 mn TI'®, nocne 4Yero NONy4eHHY0
CMecCb nepemeLunBaloT Npu KOMHaTHOW TemnepaTtype B TeyeHve 18 4. 3ateM BbiNapuBaloT PeakLUMOHHYIO Maccy.
Octatok cmewwmsatoT co 100 mn 1 H. consiHOM KUCROTbl M 3KCTparmpytoT Tpy pasa 100 mn guatmnosoro admpa.
BoaHyto a3y ¢ oxnaxaeHnem nbOM C NMOMOLLBH 2 H. pacTBOpa eJKoro Hatpa AOBOAAT OO LUENOYHOW peakumm u
TpW pasa aKcTparvpyloT MeTuneHxnopnaom. OpraHnyeckme asbl BbICYLLMBAIOT CyrbdaTtoM MarHus 1 BbinapusatoT.
Mony4eHHbIN cbipoi NPOAYKT XxpoMaTorpadmpytoT Ha 100 r HEMTpanbHOro okcuaa antoMUHUA (CTENEHb akTUBHOCTU
ll) cmecbio meTuneHxnopuaa n atnnaudetarta (95:5). B pesynbTaTte BoinapmsaHusa nonyqatoT 1,98 r (31 %) 4-((2)-7-
(aumeTnnammnHo)-1-renteHun]beH3oceHoHa B Buae 6ecLBeTHOro macna.

faHHble 'H-AMP-aHamm3a (CDClz): 1,3-1.8 (M. 6H); 2,22 (¢, 6H); 2,29 (1, J - 8 'y, 2H); 2.35 (m. 2H), 5.80 (axT, J
-7H, 1H); 6.48 (ox1.J =12 T4, 1H); 7,39 (g, J - 8 "'y, 2H); 7,4-7,8 (m, 7H) ppT.

6) 1.12 r 4-[(2)-7-{mmmeTnamuHo)-1-rente-HUnN]6eH3odeHoHa pacTteopsatoT B 30 mn mMeTaHona. K pacteopy
pobaensoT 20 Mr 5%-Horo nannaavs Ha yrme U nepemeLwumBatloT B3BECb B aTMocdepe Bogopoda noj HopmarnbHbIM
JaBneHneM npy KOMHaTHOM TemnepaType B TedeHue 2,5 4. PeakUMOHHYIO Maccy mnbTpyloT Yepes cunmkarenb, a
dmnbTpaT ynapwmsatoT. Monyyatot 1,10 r (98%) 4-[7-(ammeTvnamuHo)rentunloeHsodeHoHa B Buae BecLBeTHOro
macna.

[aHHble 'H-AMP-ananusa (COCl3): 1,3-1,6 (M. 8H); 1.67 (kB.,d = 7,5 'y, 2H); 2,23 (¢, 6H); 2,29 (1. J = 8 ', 2H):
269 (1,J-7,5Tu,2H):7,3-7.9 (M. 9H) ppT.

Mpumep 2. a) K B3Becu 5,06 r rmapobpomupa 6-(oaumetnnammHo)rekcuntpudpeHnndoc-doHmnbpomuaa (cum.



npumep 1a) B 50 mn TI'd npu 0°C B atmocdepe aproHa gobasnsaioT 2,47 r TpeT-6ytunaTa kanusa. K atoii B3Becu B
TeyeHne 15 MuH no kannam gobaenswT pacteop 1,64 MeTunosoro adwmpa B-opmMundeH3onHoM KucnoTtel B 20 M
Tr®. PeakuvoHHyi0 Maccy nepemelunsatoT B TedyeHne 18 4 npu KOMHaTHOW TemnepaType, a NOTOM BbiNapuBaloT.
OcTtaTok pacteopsitoT B 100 mMn 1 H. conaHoun kucnoTel. BogHyto a3y npombisatoT Tpu pasa 100 mn AMSTMNOBOIO
acdmpa, 3aTeM C NOMOLLLI0 TBEPAOro KapboHaTa Kanua ee JOBOAAT A0 LUENOYHON peakumm 1 3KCTparMpyloT Tpu pasa
100 mn gmsturnosoro adwmpa. OdmpHble ¢asbl BbICYLMBAKT CynbdatoM MarHus u BbinapusatoT. OctaTok
xpomaTorpacupytoT Ha 100 r cunmnka-nensa cMecbo MeTUNEHXIOpMaa, MeTaHona 1 rmgpookncu ammonus (100:10:1).
Monyyatot 880 mr (32%) memmnosoro adwpa 4-[(r)-7-(aM-veTnnamumHo)-1-renTeHnN]6eH30MHOM KMCroTbl B BUAE
6ecuBeTHOro Mmacra.

6) 0,88 r meTunosoro admpa (4-(2)-7-(aMme-TMnammnHo )-1-renTeHU]-6eH30MHOM KUCNOTbl pacTBOpsAoT B 20 Mn
aTaHona, k pacteopy gobaensoT 20 Mr 5%-Horo nannagvMst Ha yrme 1 nepeMeLLMBaloT MOSyMEHHYI0 B3BECb B
aTtMocdepe Boaopoda nog HopMarbHbIM JaBAeHNEM NMpu KOMHaATHOW TemnepaType B TedeHue 2 u. [NonyyatoT 0,85 1
(95%) meTunosoro adwmpa 4-[7-(gumeTmnamumHo)renTnn]6eH30NHOM KUCNoThl B BUAe 6ecuBeTHOro macra.

B) K pacteopy 0,85 r meTtunoBoro acmpa 4-[7-(ammetTmnamuHo)rentun]oeHsonHon kucnotel B 10 mn TFd npu -
78 C B atmMocchepe aproHa no kanmnsm fo6aenstoT pactBop GeH3unMarHmiibpommaa (NMPUroToBNEHHOTO U3 74 Mmr
marHua u 524 mr G6eHsunbpomuga) B 20 mn gmatmnosoro adgwmpa B TeyeHune 30 MuH. PeakuwoHHyio maccy
nepemelmBalT npu -78°C B TeyeHne 2 4, 3aTem ee BblNMBaKOT HAa 50 MM HaCbILEHHOro pacTBopa XIOpPUCTOro
anoMuHUa 1 3KCTparmpytloT Tpu pasa 50 mn atunauetaTta. CobpaHHble opraHuyeckne casbl npomMbiBatoT 100 mn
HacbILLEHHOrO pacTBOpa XIOPWUCTOrO HaTpus, BbICYLUMBAKOT cynbdaToMm MarHus w  BbinapusawoT. [locne
xpomaTorpacmm octatka Ha 100 r cunvkarens cvecbld MEeTUINEHXopuaa, MeTaHorna W rMAPOOKACK antoMUHKA
(100:10:1) nonyyvatot 340 mr (35%) 4'-[7-(ammeTmnamuHo)rentunl-2-cpeHunavetodeHoHa B BUAE XENTOBAHOMO
macna.

[aHHble 'H-AMP-aHanusa (CDClz): 1,3-1,7 (m, 10H); 2,40 (c, 6H); 2,52 (1,J - 8 'y, 2H); 2,64 (1. J =7 'y, 2H);
4,20 (c, 2H); 7,3-7,4 (m, 7H); 7,93 (8. J =8 'y, 2H) ppT.

Mpumep 3. AHanormyHo npumepy 2B) U3 MeTUnoBoro admpa 4-[7-(ammeTMnaMmuHo )renTu)6eH30MHOM KUCNOThI U
a) eHaTMnMarHuin-bpommaa nonyqat 4'-[7-(aumeTnnammHo)-rentun}-3-cpeHnnnponnodeHoH B Buae b6ecuBeTHOro
macna (BbIxo4 - 35%).

[aHHble 'H-AMP-ananusa (CDCla): 1,3-1,7 (M, 10H); 2,20 (c, 6H); 2,1-2,3 (M, 2H); 2,64 (1, J = 8 'y, 2H); 3,0-3,4
(m, 4H); 7,2-7,4 (m, 7TH); 7,88 (o, J =8 'y, 2H) ppT.

6) p-(TpndropmeTnn)-cheHnnmarHnbpo-muga - 4-[7-(ammeTmnamuHo)rentunl-4'-(tpucp-ropmeTnn)6eH3oheHoH
B BuAe 6ecuBeTHOro macna (Bbixog - 40%).

HaHHble 'H-AMP-aHanusa (CDCl3): 1,3-1,7 (m, 10H); 2,24 (c, 6H); 2,28 (1,J =8 'y, 2H); 2,69 (1, J - 8 'L, 2H);
729 (n.J=9Tu, 1H); 7,7-7,9 (m, 6H) ppT.

HaHHble MC-aHanusa: 391 (1,5%, M+); 372 (1%); 235 (2,5%); 173 (3,8%); 145 (4,5%); 58 (100%).

Mpumep 4. a) K 1,2 r meTunoBoro adwmpa 4-[7-(auMeTnnammnHo renTun]-6eH3omHom KucnoTbl gobasnatoTt 25 mn
meTaHona u 10 mn 20%-Horo pacTtBopa edKoro HaTpa B BoAe, MOCre 4Yero MOSiyYEHHYI0 CMeCb B TeyeHue 2 4
HarpeBaloT nNpu Temnepatype gednermaumm. MNocne oxnaxaeHusa go 0°C 3HadveHue pH pactBopa gob6aBneHnem
YKCYCHOW KUCrNoTbl J0BOAST A0 5. BbinaBlwiee B pesynbTaTe BeLIECTBO OTCaCbiBAlOT Ha HYTY-punbTpe U
BbICYLUMBAOT B BbICOKOM BaKkyymMe Mo AaBrneHuem okono 6,7 MNMa B TeyeHme Houn. B pesynbTate nonyyatot 0,97 r
(85%) 4-[7-(avmeTNamMmmHO)renTUn]6eH30MHON KUCNOThI.

6) MonyyeHHoe BellecTBO B3BelUMBatloT B 20 M MeTuneHxmnopuaa, K nonydeHHon B3secu fobaenstoT 1,2 mn
oKcammnxnopuaa, a Nnonyd4eHHYl peakUuMoHHYI0 Maccy NepemMeLumMBatloT NpyM KOMHaTHON TemnepaTtype B TeyeHune 2 Y
BbinapusatoT. Cbipoi xnopaHmapua KUCNoThl bbICYLLUMBAKOT B BbICOKOM Bakyyme, pactBopstoT B 3 mn dpropbeHzona,
a pacteop oxnaxpgatot go 0°C. K atomy pacteopy gobaensioT 760 Mr xnopuctoro anoMuHus. MonydeHHyto maccy
nepemelmBatoT B TedeHne 30 muH npu 0°C 1 3aTeM B TeYeHue 2 Y Mpu KOMHATHOM TemnepaTtype. PeakumoHHyo
maccy pasbasnsT 50 mMn MeTMneHxopuaa U npombiBaloT ABa pa3a 50 mn 2 H. pacTBopa eaKoro Hatpa.
MetunexnxnopungHyio asy BbiCylWMBAOT CynbdaTtoM MarHua u  BbinapusaloT. CbIpo NPOAYKT OuMLIAioT
xpomaTorpacumen Ha 100 r cunukarenss cMecoto MeTUneHxnopuae, MeTaHona v rugpookucy antoMmuHms (90:10:1).
MonyyatoTt 0,5 1 (40%) 4-[7-(aMmeTnnammHo)rentun]-4'-cpropbeHsode-HoHa B BUAe becLseTHOro Macsa.

[aHHble 'H-AMP-aHanu3a (COCls): 1.3-1,7 (m, 10H); 2.23 (c, 6H); 2,26 (1. J = 7,5 'y, 2H); 2,68 (1, J =7,5 I'w,
2H); 7,1-7,2 (m, 2H); 7,28 (@, J =8 'y, 2H); 7,70 (&, J = 8 'y, 2H); 7,7-7,9 (m, 2H) ppT.

Mpumep 5. AHanormyHo npumepy 4B) n3 4-[7-(aumeTnnamuHo)rentTnn]oeH3odeHoH B B1uae 6ecLseTHOro Macra
(BbIXOa- 32%).

[aHHble 'H-AMP-aHanusa (CDCl3): 1.3-1,7 (m, 10H); 2,25 (c, 6H); 2,28 (1, J = 7 T'u. 2H); 2.67 (1, J = 8 'y, 2H);
6,8-7,8 (M, 7H) ppT.

Mpumep 6. K B3Becn 486 mMr marHmeBblx cTpyxek B 10 mn B aTMocdepe aproHa B TedyeHne 30 MUH no Kannam
pobaensoT pacteop 6,1 r 2-(p-6pomdeHnn)-2-cdeHnn-1,3-gnokconana) no Bbiknagke PP Ne 2509474) B 50 mn
Tr®. MNMony4yeHHbIN KOPUYHEBLIV PaAcTBOP NepemeLumMBaloT NPy KOMHATHOW TemnepaType B TeyeHue-1 4, 3aTem ero
oxnaxgatot go 0°C n B Teyerne 1 4 npu 0°C no kannsm k pacteopy gobasnsioTt 5,12 r gubpomrekcaHa u 0,1 Mmornb
annumunteTpaxnopkynpata (Synthesis, 1971, 303) B 10 mn TI®. Maccy nepemewmBatoT B TeveHue 18 4 npu
KOMHaTHOW TemnepaTtype, 3atem ee BbimapusatT. K ocratky gob6aensioT 100 mn HacbiweHHOro pacrteopa
XTIOPUCTOr0 aMMOHUS, NOCIe Yero ero akcTparvpytotT Tpu pasa 100 mn guatnnosoro agwmpa. OpraHndeckme dasbl
BbICYLLMBAIOT CynbaTtom marHusa u BeinapusatoT. K octaTtky, cogepxallemy 2-[4-(6-6pomrekcvn)deHunn]-2-cdeHun-
1,3-ouokcon-aH, pobaensawT 25 mn 33%-Horo pactBopa AuMeTMNaMmHa B 3TaHone. [lonyvyeHHyo Maccy
nepemeLLMBalOT B Te4yeHne 24 4 npu KOMHaTHOW TemnepaType. PacTBop KOHLEHTPUPYIOT, NOMYYEHHbIN OCTaToK,
cogepxawmn 2-[4-[6-(aumeTnnamMuHo)rekcun]gpeHun]-2~beHnn-1,3-guokconaH, pactsopstot B 100 mn 1 H. congHomn
KMCNoTkl 1 NpombiBatoT Tpu pasa 100 mn amatunosoro admpa. BogHyo casy, oxnaxgasa ee nbJoM, ¢ NoMoLbto 2 H.
pacTBopa efKoro HaTpa AOBOAAT A0 LLENTOYHOM peakuum n akcTparpytoT Tpu pasa 100 mn gnatmnosoro acmpa.

OpraHuyeckve dhasbl BbICYLLUMBAKOT CYNbGAaTOM MarHusa 1 BbinapueatoT. Cbipov NPOAYKT OYULLIOT NEPErOHKON B
neun, cHabxeHHol Tpybkon c wapoBeiM pacwmpeHnem, npu 180— 190°C u nog pasneHwem okoro 6,7 Ma.



Monyyatot 2,55 1 (41%) 4-[6-(ammeTmnamuHo )rekevn]b6eHsodeHoHa B BUAE KenToBaToro Mmacna.

370 macna pacteopsoT B 5 mn aTaHona u gobaenstoT Kk ropayemy pacteopy 0,956 r coymaposon kucnotsl B 20
mn ataHona. lNMocne pobaeneHna 50 mn gunatnnosoro agwmpa v oxnaxaeHna go 0°C GecueTHble KpucTanmbl
PUNBbTPYIOT Ha HYTY-MMbTPEe, NPOMbIBAOT ANSTUNOBLIM 3MPOM U BbicywmBatoT. [lonyyawT 3 r (85%) 4-[6-
(aMmeTnammHo)rekcmn]-6eH3odeHoH-pymapaTa (1:1) c TemnepaTypoy nnaenenus 87-89°C.

Mpumep 7. a)15r 4-(3-6pomnponun)aueTodeHoHa n 10,8 mn nupponuavHa pacteopsoT B 60 mn 3TaHona u B
TeueHne 24 4 HarpeBatoT o 40°C. PeakLMOHHYIO Maccy 3aTeM BbinapvBaloT, a k octatky gobaenstot 250 mn
ammnauetata u 150 Mn nonyHacbIWEHHOrO pacTBopa NOBapeHHON Conu, MOCcIe Yero BCTpsSXxMBatoT maccy. BoaHyto
a3y ewe pas akcTpammpyor 250 Mn aTunauetata, a opraHuyeckne pasbl ewe pas npombiBaloT 150 mn
MONyHachbIWEHHOro pacTeopa nosapeHHow conn. CobpaHHble opraHMyeckne 3KCTPakTbl BbICYLUMBAKOT CyrbdaTom
MarHua 1 BeinapusatoT. [Monysaor 13,8 1 (96%) 4'-[3-(1-nmpponuan-Hun)nponunjaueTodeHoHa B BuAe
KOpUYHEBAaTOM XXNOKOCTW: aHHble aHanu3a macc-cnekTpa m/e: M+ 431 (6.4), 84 (100), 42 (10.9).

0) 4 r 4'-[3-(1-nupponuguHun)nponunjaueTodeHoHa n 2 r 6eHsanbaemaa pacteopsatoT B 80 mn MmeTaHona U,
oxnaxgas pacTteop fnbAoM, K Hemy B TedeHne 15 muH gobasnsatoTt pacteop 9,55 r kapboHata kanvs B 38 mn BoAbl.
3ateM Mmacce patwT pearmpoBat B TeyeHue 18 4 npu KOMHaTHOM TemnepaType M B TeuyeHue ewe 18 npu
Temnepatype okoro 40°C. PeakunoHHyto Mmaccy pacteopsitoT B 200 mn atunauetarta u BctpaxmeatoT 100 mn BoAbl.
BogHyto a3y ewe pas akctpammpytior 200 mMn ammnauetaTa, a opraHuyeckue dasbl - ewe pas 100 mn
MoNyHachbILLEHHOIO pacTBopa noeapeHHon conun. CobpaHHble opraHmyeckmne dasbl BbiCYLLMBAKOT CyNbdaToM MarHusi
1 BbinapueatoT. OcTaTok XpomaTtorpadmpyloT Ha cunukarene auetoHoMm. Monyyatot 4,5 1 (81 %)(E)-3-cbeHwn-41-[3-
(1-npponuanHun)-nponun}-akpunodeHoHa B BUAE XenToro Macna; AaHHble aHanusa macc-ciekTpa m/e: M'319
(7,1). 131 (1,4), 84(100), 42 (7,5). B uensax nonydeHus rugpoxrnopmaa pacrteopstoT cBob6oAHbIN amvH B HEBOMbLIOM
KonuyecTBe aTaHona M 3aTteM kK Hemy pobasnsiwT 10 M sraHonuyeckoro pactBopa CofisiHOM kKucroTel. lNocne
nepeKkpucTannmMsaumm us n3onponaHora nonyqatrT YACTbIA rMapoxnopua; Tnn. =211-213°C.

Mpumep8. 4,1 r 4-[3-{gumeTnnammHo)nponunjauetodeHoHa n 3,1 r 4-xnopbeH-3anbaervaa pactsopstoT B 80 Mn
meTaHona. K nony4eHHoMy pacTtBopy B TeyeHune 15 MUH nNpu KOMHaTHOW TemnepaType gobasnsioT pacteop 6,4 r
rMApooKMcK HaTpua B 32 mn BoAbl. Maccy nepemelumBatoT B TedeHue 48 4. [ina ganbHelwen o6paboTkn Macchl ee
BbIMBAOT Ha 150 Mn negsHon BoAbl. BoinaBwme Kpuctannbl UNbTPYIOT HA HYTY-GmMIbTPe, NPOMbIBAKOT TPW pasa
30 mn Boabl v BeicywmsaloT Nnpu 40°C nog NOHWKEHHbIM AasreHueM. Monyyato 6,36 1 (97%) (E)-3-(4-xnopdeHun}-
4'-[3-(aumeTnammHo nponunjakpundeHoHa. Tn, = 83-86°C.

4-[3-(aMmeTMNaMuHo )npununjaue TodeHOH MOXHO MONY4UTb aHanorM4yHo Npumepy 7a).

Mpumep 9. 3r (E)-3-(4-xnopdpenun)-4 -[3-(aumeTmnamumHo)nponun)-akputogeHoHa pacteopsitoT B 100 mn
ataHona. lMocne pobasneHns 300 mr 5%-Horo nannagua Ha yrneregupupyiot pacteop. locne nornolleHus
TEOpPETUYECKOIO KONMMYeCcTBa BoAbl OTMNbLTPOBLIBAIOT KaTanusaTop, a punbTpaTt Beinapueato. OcTaTok pacTBopsOT
B aTaHone. 3atem ¢ nomouwbto 10 M pacTBopa COnAHON KNCMNOThI B 3TaHONE ero NepeBOAsT B IMAPOXIOpMA, KOTOPOWA
ocaxgaeTca nocrie fobaeneHus rekcaHa. lNepekpucrannmsaunen u3 cMecu sTunaueTarta n ataHona (5:1) nonyyator
1,44 1 (43%) mapoxnopuaa 3-(4-xnopdeHun)-4'-[3-(aumeTnnaMmHo Nponunl-n ponmodeHoHa; T = 161-164°C.

Mpumep 10. AHanormyHo npuvmepam 76 M 8 MOXHO MONYHUTb HWKENpuBeAeHHble coeauHeHus: a) (E)-(4-
MeTundeHnn)-4'-[3-(aumeTMnamuHo nponun}-akpunoeHoH; Ti=76,5-77,5°C;

6) (E)-3-(4-nsonponundgexnn)4'-[3-(aumetmnammHo)nponunl-akpunodeHoH; Tnn = 44-=45°C;

B) (E)-3-(4-meTokcudpeHun)-4'-[3-(aumeTnammHo)iponun]-akpunocdeHoH B Buae macna; 'H-AMP (CDCls.400
M u): 2,24 (c, 6H); 3,86 (c, 3H) ppT;

r) (E)-3-[(4-TpudpTopmeTnn)derHnnl-4'-[3-(aumeTmnamumHo )-nponun}-akpnnodeHoH; Tny =71.5-73.5°C;

a) (E)-3-(3-meTtundeHun)-4'-[3-(aumeTuna-vuHo)nponunl-akpunodeHoH B Buge macna; "H-AMP (CDCl3,400
Mu): 2,25 (c, 6H); 2,40 (c, 3H) ppT;

e) (E)-3-)4-HutpodeHnn)-4'-[3-(aumeTuna-mmHonponunl-akpunogeHoH; Tny = 97-99°C;

X) (E)-3-(3-xnopdeHnn)-4'-[3-(aumeTuna-muHo )nponunl-akpunogeHoH B BUae BOCKa;

macc-cnektp m/e: M+ 327 (1,1), 205 (0,8), 143(0,9), 58(100);

3) (E)-3-deHun-4'-[3-(aTunMeTunamuHolnponurj]-akpnnodeHoH B BUAe macna; macc-

cnekTp m/e: M 307 (4), 72 (100) (MpvMeHsieMbIA B KayeCTBe WCXOAHOro BellecTBa 4-[3-(atmn MeTunamm
Ho)nponunlaueTodeHOoH NoNy4atT aHanorMyHo Nnpumepy 7a;

n) rmpgpoxnopug (E)-3-)4-tpeTt.6ytnnde-Hun-4'-[3-(ammemnammHonponunjakpunode-HoHa; tnn > 230°C )c
pasn.); °

k) mapoxnopug (E)-3-(4-dtopdeHnn)-4'-[3-(aumeTtunamuHolnponunakpunodeHoHa; Tnn =219-220,5°C (13
aTaHona);

n) mapoxnopug (E)-3-(2-metundennn)-4'-[3-(aumeTnnamuHol]-nponunjakpunodgeHora; Tnn = 150,5-152°C (13
CMecu aTaHora v Tornyona).

Mpumep 11. AHanormyHo NnpuMepy 9 MOXHO MONYYUTL HWKENPUBEAEHHble coeanHeHns- a) 3-Y-meTtundeHun)-
4'-[3-(aumeTna-MnHo )NponunnponModeHoH B BUAE Macna; "H-AMP (CDCls, 400 Mruy): 2,22 (c, 6H); 2,32 (c, 3H)
ppT;

6) 3-(4-usonponundeHun)-4'-[3-(aMmMeTnNIaMnHO)NPONMN]-NPONMOMEHOH B BUAEe Macna; Macc-cnekTp m/e: M
337 (5), 133 (4), 58 (100); N

B) 3-(4-mcTokcupeHnn)-4'-[3-(aumeTnnaMmuHo)nponuninponnoceHoOH B BUae cupona; macc-cnektp m/e: M™ 325
(4), 121 (9), 58 (100);

r) 3-(4'-tpudpropmeTundeHunn)-4'-[3-(agumeTmnammHo nponun]-NponuogeHoH B BUAE Macna; Macc-cnekTp m/e:
M’ 363 (2), 159 (3), 58 (100);

n)  3-(4-metundenun)-4'-[3-(auMeTMnammHo nponun]nponuodeHoH B BUAe Macrna; mMacc-crektp m/e: M™ 309
(10,4), 145 (3,8), 105 (7,0), 58(100);

e) 3-(3-xnopderun)-4'-[3-(aqumeTnnamuHo)npormnnponnodeHoH B BUAE Macna; macc-cnekTp m/e: M™ 329
(1,0), 125 (2,5), 58 (100);

X)  3-theHnn-4'-[3-(aTunMeTMNaMuHO)NPoNuUn]NPONModeHOH B BUAE cupona; Macc-ciekTp m/e: M'309 (6), 294



(1),91 (6), 72 (100);

3) 3-{4-TpeT.6ymndenun)-4'-[3-(aumeTnamMmnHo nponun]-iponnodeHoH B BUAE Macna; macc-crniektp: M' 351
(34,7), 131 (32,8), 91 (34,5), 58 (100);

1) 3-(4-cdbropdernn)-4'-[3-(aumMeTMnamnHo))nponunIpon1odeHoH B BUAe cupona; macc-ciekTp m/e: M'313(3),
109 (11), 58 (100);

n) 3-(2-meTnndennn)-4'-[3-(aumeTmnammHo )nponunnponunodeHoH; Tnn 145-147°C (3 TrP);

K) 3-dpeHun-4'-[3-(1-nnpponuavHmun)nponuninponmModeHoH B BuAe cupona; macc-cnektp m/e: M+ 321 (7). 91 (6),
84 (100).

Mpumep 12. AHanormM4yHo npumepy 1 MOXHO MNOMy4UTb, HanNpuMmep, cregyloume coeavHeHus: a) 4-[5-
(ammeTvnammHo)neHTMN]6eH30deHOH B BUuae GecLeeTHOro macra (Bbixoa -96 %).

Macc-cnektp m/e: M 295 (2%, M), 100 (3%), 58(100%).

6) 4-[8-(aumeTunammHo JokT6eH3odeHoH B BuAe 6ecuBeTHOro Macna (Bbixo4 - 88%).

Macc-cnektp m/e: MY 337 (2%, M+), 149 (2,8%), 105 (3.3%), 58 (100%).

Mpumep 13. a) K pacteopy 10 r 7-xnop-rentaHona [Rec. Trav. Chim. Pays-Bas, 99, 87 (1980)] n 18,7 mn
TpuatmnamuHa B 100 Mn mMeTuneHxnopuga B atmocdepe aproHa npu 0°C B TeyeHue 1 4 no kannam gobaenstoT
pacteop 13,3 r p-tonyoncynsgoHunxnopuaa B 100 mn metuneHxnopuae. PeakuMoHHYI0 Maccy nepeMelunsaloT B
TeueHue 6 4 Npu KOMHATHON TeMnepaType, Nocre Yero ee NpombiBatoT ABa pasa 200 Mn 2 H. CONsSHONM KUCMOThbI, ABa
pasa 200 mn HacbllweHHoro pacteopa bGukapboHaTa HaTpuss 1 oauH pa3 200 Mn HacklWEeHHOro pacTeopa xnopuaa
HaTpus. 3aTeM BbICYLLMBAIOT OpraHNYeckyto ¢asy cynbgaTtomM MarHus U KOHLEHTpUpYOT ee. MonyyeHHbI Cbipow 7-
xnopren-tun-p-tonyoncynsdoHat (19,5 r. 96%) pacteopsitoT B 40 mn TI® ¢ 0,6 Mmmornb TeTpaxropkynparta aMnuTus.
OT10T pacteop oxnaxgatT oo 0°C B atMocdepe aproHa. 3atem B TeuyeHue 2 4 Mo kannam gobaensaoT pacteop
6pomuaa ceHunmarHusi, nonydeHHoro n3 3,1 r marHneBon cTpyxku n 20 r 6pombeHsona B 80 mn T ®. MNonydeHHy0
peaKkLMOHHYI0 Maccy NepeMeLLMBatoT B Te4eHne 18 4 npu KOMHaATHOW TemnepaType v BbinapueatoT.

K ocraTtky po6asnaioT 200 Mn HacblWEHHOrO pacTBopa XIOPWCTOTO aMMOHWMA WM TPW pasa aKcTparvpyloTt
anatunosbiM admpom (no 200 mn). OpraHnyeckre dasbl BbICYLUMBAIOT CyrnbdaToM MarHusa 1 BeinapusatoT. OctaTok
neperoHsItoT B BblcokoM Bakyyme npu 100-110°C u nog gasneHvem okono 13,4 Ma. B pesynbTate nonyyator 13 r
(86%) 7-xnoprentundeH3ona B Buae 6ecLuBeTHOM XMAKOCTU.

6) 1,07 r 7-xnoprentnun6ensona u 0,89 r 4-xnopbeH3ounxnopuga pacteopstoT B 10 mn HUTpobeH3ona, nocre
Yyero B atmocdepe aproHa ¢ oxnaxzaeHvem nbgaom aobaensoT 0,82 r xNopucToro antoMunHus. MonyvyeHHyro cMech
nepemeLLMBaloT B TedyeHne 18 4 npm KOMHaTHOW TemnepaType, nocne Yyero cMecs cMewmatoT co 100 mn negsHoro
2 H. pacTBOpa COJSISIHOW KUCMOTbl U TPX pasa SKCTparmpytoT AMatunoBbiM agmpoM (no 50 mn). OpraHnveckune casbl
npombiBatoT cHavana 50 mn 10%-Horo pactBopa 6vkapboHata HaTpusi m notoM 50 MmN HacbIWEHHOro pacTBopa
Xropuaa HaTpusi, NOCrne Yero Ux BbICYLUMBAIOT Cyrb haTOM MarHus 1 KoHLEeHTpupytoT. MoTom yaansoT HUTpobeH3on,
neperoHsas maccy npu 80-100°C noa gaenexmem 20 Ma. B pesynbTate neperoHku npu 240-250°C u noa AaBneHnem
okorno 13,4 Na nonyyatoT 1,32 r (74%) 4-xnop-4'-(7-xnopren-tmn)6eH30eHoHa B BUAE XXeNToBaToro Mmacra.

[anHble 'H-AMP-ananusa (CDCls): 1,2-1,9 (M, 9H)s 1,71 (1, J - 7,5 T'w, 2H), 3,53 (1. J -7,2 Ty, 2H), 7,2-7,9 (M.
8H) ppT.

B) 1.32 r 4-xnop-4'-(7-xnoprentun)éeH3odeHoHa 1 0.85 r ogmga HaTpusa HarpeBalT Npu TemmnepaType
pednermaumm B 20 mn atunmeTunkeToHa. Yepes 24 4 BbinapusaloT peakumoHHyo maccy. OcTaTtok B3BeLUMBaloT B
50 mn BoAbl M 3KCTPArMpyloT Tpy pasa atmnaueTtaTom (no 50 mn). CobpaHHble opraHuyeckme dasel NpoMbiatoT 50
MJ1 HacbILWEHHOro pacTBopa XopuAa HaTpus, BbICYLLMBAIOT CynbgaToM MarHust u BbinapusatoT. Monyyator 1,5 1
(90%) cbiporo 4-xnop-4'-(7-nogrentnn)oeHsodeHoOHa B BUAE KENTOBATOrO Macra, KoTopoe 6e3 panbHenwen
OUUCTKM NPUMEHSIIOT Ha creayoLLen ctagum cnocoba.

r) K atomy ceipomy Mmacny pobasnsioT 10 mn 33%-Horo pactBopa AvMmeTunamuHa B 3TaHone. Maccy
nepemeLLMBalOT B TeYEHME 24 4 Npu KOMHATHOW TemnepaTtype, NoTok ee BeinapueatoT. OcTaTok pacTBopsitoT B 50 Mn
1 H. CONSAHOM KMCMNOTbl 1 NPOMbIBAOT TPU pasa AnaTunoBbiM 3dmpom (no 50 mn). Oxnaxgas BogHyo dasy NbaoMm,
ee JOBOAST [0 LUENOYHOW peakumy C NOMOLLUbI0 2 H. pacTBopa eakoro HaTtpa. [locrie aTtoro ee aKcTparvpyloT Tpu
pasa gmatunoBelM 3dwmpom (no 50 mn). OpraHuyeckne asbl BbICYLUMBAKOT CYNbdaTOM MarHus 1 BbinapuBatoT.
Cbipoii NpoAaykT xpomatorpadmpytoT Ha cunu-karene (100 r) cmecbio MeTUNeHxIopuaa, MeTaHona u XropucToro
ammonnsa (90:10:1). NMonyyatoT 0.6 1 (51%) 4-xnop-4'-[7-(anmeTnna-muHo)rentun]oeHsodeHoHa 3 Buae decuBeTHOro
macna. Macc-cnektp m/e: 357 (0.6%. M+). 128(4%), 58(100%).

Mhuvep 14. AHanoruyHo npumepy 13 MOXHO NONMY4UTb HWKENPUBEAEHHble coevHeHus: a) 4-6pom-4'-[7-
(ammeTvnammHo)rentun]beHsodeHoH B Buge HecuseTHoro macna (Bbixog - 38%). Mocne pobasneHnsa adwmpHown
COMAAHOM KUCIOTbI MOMY4aloT COOTBETCTBYIO LMW rMAPOXNopuA € Tan = 122-123°C (BbIxoA -85%).

6) 2,4-pnxnop-4'-[7-(aMmeTvnamuHo)rentun]éeH3odeHoH B Buae 6ecueetHoro macra (Bbixoa-73%).

Macc-cnekTp m/e: 391 (0.3%, M%), 173 (1,3%), 128 (4.2%), 58 (100%).

B) 4-[4-(ammeTnnamuHo)rentun]6eHzonn]oeHsoHnTpun B Buge becusetHoro macna (Boixoa-68%).

Macc-cnekTtp m/e: 348 (0,6%, M’), 128 (2,7%), 58 (100%).

r) 4-[4'-(annunmeTnnamuHo)rentnn]b6eHso-deHoH (Bbixoa - 66%) B Buae 6ecuBeTHOro macna.

Macc-cnektp m/e: 349 (1,5%, W), 167 (4,3%), 84 (100%).

A) 4-[7-(annunmeTunamunHo)rentun]-4'-6pom6beHsodeHOH B BUAe xxentoeaToro Mmacra (Bbixoa-62%).

Macc-cnektp m/e: 427 (0,7%, I\/I4), 400 (3.3%). 84 (100%).

€) 4-[4'-[7-{annunmeTunamumHo)renTnn]6eH3omn)6eH3oHNTPUN B BUAE XenToro Macna (Bbixoa-46%).

Macc-cnektp m/e: 374(2%. M*, 345(8%), 84(100%).

X) [wvapoxnopug 4-6pom-4'-[6-(aumeTvnamuHo)rekcmn]oeHsoderHoHa (Bbixog - 82%) B Buae 6ecuBeTHbIX
KpucTtanmnos ¢ Tnn = 115-117°C.

3) 4-[6-(3nnunmeTnnamuHo)rekcnnl-4'-6pombeH3odeHoH (Bbixoa - 77%) B BuAe 6ecLseTHOro macna.

Macc-cnektp m/e: 415 (0,8%, M"). 413 (0.8%), 386 (2%). 84 (100%).

n) 3-6pom-4'-[6-(aumeTnaMmuHo rekcun]oeHsodeHoH (Bbixoa - 48%) B BUAe xentoBatoro macna.

Macc-cnekTp m/e: 387 (0.3%, M’). 114 (7%), 58 (100%).



n) 4-[6-anmeTMnamMmHo)rekcnn]-2'-meTnn-6eH3odeHoH (Bbixoa - 36%) B BUAe xentoBaToro macna.

Macc-cnektp m/e: 325 (0,9%, M*), 114 (8%), 58 (100%).

K) 4-[6-(aumeTnnamuHo)rekcunl-4'-HnTpo-HeH3odeHoH (BbixoA - 80%) B BUAE XenToro macra.

Macc-cnektp m/e: 354 (0,4%, I\/I4), 114 (6%), 58(100%).

n) 2-xnop-4'-[6-(aumeTnnamumHo)rekcun]oeHsodeHoH (Bbixog - 59%). ObpaboTkon

coeauHeHns 3MpPHbBIM PAcTBOPOM COJIIHOW KMCIOTbl MOYHatoT COOTBETCTBYIOLWLMI rmapoxnopua ¢ Tnn = 176-
178°C (BbIx0oA - 86%).

M) 4-[7-(aumeTunaMmuHo)rentun]-2-meTun-6eH3odeHoH B Buae 6ecLeTHOro macra.

Macc-cnekTtp m/e: 337 (1,5%, W), 128 (6%), 105 (4%). 77 (3%). 58 (100%).

Mpumep 15. CoeanHeHve 4-[7-(ammeTnnaMuHo)renTun]6eH3oMeHOH NPUMEHSAIOT B KayecTBe OEeWCTBYIOLLEro
Havyana Ans nonydeHus TabneTok Npu crnegylowmx COOTHOLLEHUSAX KOMMOHEHTOB, MI/TabneTky:

LeRcTeyionee Havano 200
Caxap MOnQUHBIN, 13-

MEnLUBHHLIR B NOPOLIOK 100
MNosuvgone K 30 15
Kpaxman kapGokcumeTi-

ROBLIA HATPUEDLIA 10
Tanuk 3
Creapat mardus 2

Bec Tabnetkn - 330 mr. [delicTBytolee Havyano XopoLwo CMELUMBAKT C UMESbYEHHBIM B MOPOLLOK MOOYHbIM
caxapoM. [lonydyeHHyl0 Maccy cmaumMBalT BOAHbIM pacTtBopoM Bewectsa [losugoHe K 30 u 3amelwmBalor.
[Mony4yeHHyl0 Maccy rpaHyNMpPYIOT, BbICYLULMBAIOT M NPOMYCKalT Yepe3d anTo. [paHynsaT CMeLlmBatoT ¢ OCTalnlbHbIMU
KOMMOHEHTaMM, a MONYMEHHYIO MacCy CNpPeCccoBbIBaOT B TabneTky noaxoaswen BenMymHbI.

o y-co-Y' R

R'
Rz)N “Q "C'H2 \@

r3
Ne R! R2 RS Q (non) Y Y R
1 -CH3 -CHa H -(CH2)s(4) - - H
2 -CH3 -CH3 H «{(CH2)s{4) - -CHz- H
3 -CHs -CH3 H {CH2)s(4) - - - 4-¢prof
4 -CH3 -CH3 H {CH2)s<4) - - 4-rpudTops
5 -CHs3 -CH3 H ~CH2)s(4) - - 2,4-pudr
6 -CH3 _ -CH3 H «{CH2)z14) - -CH=CH- 4-xnop
7 -CHa -CHa H {CHz2)2-(4) - CH2CH:2- 4-xnop
8 -CH3 -CH3 H «CHa2)44) - CHaCHa- 4-xnop
9 -CHa -CH3 H {CHz2)2-{4) - CH2CH2- 2-metn
10 -CHa -CH3 H {CHz2){4) - CHz2CH2- 3-xnop
1 -CH3 -CHa H «{CHz2)-4) - CH2CHa- A-nurp
12 <{CH2)s- «{CHa)s- “H «CHz2p+4) - -CH=CH- H
13 {CH2)s- {CHa2)a- H ~{CHz2)2+4) ;@ CH2CH2- H
14 -CH3 -CH3 H «{CHz2)2(4) - - ; H
15 -CH3 -CHa H +{CHa2)7H4) - - H
16 -CH3 -CH3 H ~{CH2)7{(4) - - H
17 -CH3 -CHs H {CH2)s{4) - - 4-xnog
18 - -CH3 -CH3 H CH2)6{4) - - 4-Gpos
19 -CHa -CH3 H {CH2)s«{4) - - 2,4-auxn
20 -CHa -CH3 H {CH2)s-{(4) - - 4-ymnau




Ne R' R2 R* Q (non) Y Y
21 | -CHz-CH=CHz “CHa H {CH2)e1d) - .
22 -CH2-CH=CH2 -CHa H {CH2)s{4) - -
23 | -CH2-CH=CH2 -CH3 H <{CHz2)(4) - -
24 | -CH2-CH=CH2 -CHa H +{CHa)s- - -
25 -CH3 -CH3 H {CHa)s- = -
26 -CHa -CHa H {CH2)s- - -
27 -CHa -CHa H - {CHz)s~ - -
28 -CH3 -CH3 H {CH2)s- - -
29 -CH3 -CHs H {CHz)s-_ - »
Tabnuua 2
AHTUMMNKOTYECKAN aKTUBHOCTL (MUHUMANLHAs KOHUEHTPAUUR, OKa3LIBAIOWAS ‘
TOpMO3siLee aeicTane)
Opranuam MUK, mxr/mn
DnykoHason ;| A B C
Candida albicans >100 ) . 42 50 5.0
Candida specles 5.0 20 34 25
Cryptococcus neoformans 5.0 15.3 5.0 5.0
Aumopdrue rpnbxm 2,75 03 0,75 1.25
Depmatoputsi 5.0 125 1,25 50
Asperglius spezles >100 10 10 10
A: 4{7{aumeTrnnamutHo)rentun]berHzodpexon (npumep 1)
B: 4-6pom-4'{7-{aumeTunamuno)rentunjéenzopeHon (npumep 5)
C 4-xnop-4'-{7-{aumeTunamuHo)rentun}GensopenoH (npumep 5)
Tabnuuga 5
C, alblcans: MUK, mrr/mn
Coepunenne | Ketoxkokesnon CoeauHenue | KetokoH3ssos | DK
M 0
KaK TakoBbie B BUAES COMETaHWUA i r
e i i
H12 20 5.0 25 0.3 i .19 '
Ha9 10 1.29 1.2 | ¢.075 ! 0.19
Ha2 20 5.0 1.2 0,15 0.002
Bs 20 0.15 1.2 0,673 0t f
Ba 20 25 " 12 0.15 008




