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M300peTeHMe OTHOCUTCA K HOBbIM XUMUYECKAM COEAMHEHUSM C LIeHHbIMW CBOWCTBaMW, B YACTHOCTU K
NPOM3BOAHLIM XMHOMOH- U HadpTMPUAOH-KapOOHOBOM KMcnoThl 0bLel opmynsi (1)
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R' - ankun ¢ 1-4 aTomamu yrnepoaa, He3ame-LUeHHbI, 0aHO3aMeLleHHbIA UM OBY3aMeLLeHHbIN raroreHoM
UV TMAPOKCUIIOM, arnkeHun ¢ 2-4 ato-mamu yrmepoaa, uukroankun ¢ 3-6 atomamu yrne-poga, He3aMeLleHHbIN
unu 3amelleHHbi 1 unn 2 atomammn gropa, Guuukno[1.1.1JnenT-1-un, 1,1-gumeTmnnponaprun, 3-okceTaHun,
METOKCWU, amMWHO, MEeTUMNaMWHO, OUMETUNaMWHO WM (PEHWN, He3a-MeLWEeHHbIA, OAHO3aMELLEHHbIA UMK
ABYy3aMeLLeH-HbI ranoreHom, aMyHO-rpyNMnov Unu rmapoKCuioMm,

R? - mgpokcun, arkokeun ¢ 1-3 aTomMamu yImepo-Aa, He3aMelleHHbId UMM 3aMeLLEHHbIN TaPOKCU-TIOM,
METOKCM-TPYNNON, aM1HO-TPYNMNON urm AuMe-tunammHorpynnon, 6exHsunnokcu, (5-metmn-2-okco-1,3-gmokcon-4-
UN)-MEeTUINOKCA, aueTOKCMMETUIOK-CK, MWUBarNOUIIOKCUMETUIIOKCN,  5-uHOaHWN-oken, dTanMauHunoked, 3-
aLeToKen-2-0KCo-0yTUNoKCH, HATPOMETUN UK AuankokcnmkapboHmnmeTnn ¢ 1-2 aTomamu yrnepoga B KaxKAoM
ankunbHOW YacTu,

RY - BOAOPOA MM ankun ¢ 1-3 atomamu yrmepo-aa, He3aMelUeHHbIA UM 3aMeLLEeHHbIN METOKCU-TPYNNON,
TMAPOKCMIIOM WIN FrarioreHoM,

R" - Bojopoa, MeTUn unn MoHodTopMeTaH,

X' - ranoreH unn HATPO,

X2 - Bofiopoa, ranoreH, aMUHO, MAPOKCH, METOK-CH, MepKanTo, MeTus, ranouaHbIi MeTUn, BUHUI,

A- a3oT unu rpynna C-R’,

roe

R’ - BOOOpOA, ranoreH, T1pv|q)TopmeTvm MeToKkcu, MmeTokeugmdropug, metun, umnanHo, CH=CH,, C=CH, vnnu
BMECTE C OCTaTKOM MoxeT obpa3oBat MOC-TUK  CTPYKTYpbi -*O-CH2-CH-CH3, -*S-CH2-CH2-,

-*S-CH2-CH-CHj, *CHz-CHz-CH-CHa unn -*O-CH2-N-R®, npu aToM MapKkupoBaHHbIil 3HAaKOM * aToM CBSi3aH C
aToMoM yrnepoga rpynnbl A,

npv aTom

R® o3HauaeT BOfOPOA, MeTAn nnn dopmun,

D - a3oT unu rpynna C-R™
roe
R™ - BOAOPOS, raroreH, TpudTopMeTnn, MeTokeu, metokeugndropmna, MeTun, unm BMecte C ocTaTKoM R®
MOXeT 06pasoBaTe MOCTUK CTPYKTYpbl -*O-CH2-, -*NH-CHa2-, -*N(CH3)-CH2-, -*N(C2Hs)-CH2-, -*N(c-C3Hs)-CHo-, -
*S-CH2-, npu 3TOM MapKMpOBaHHbIN 3HAaKOM * aTOM CBA3aH C aTOMOM yrrepoga rpyn-nbl D,

T - octaTOK hopMYynbI
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B - octatok (CH2)m-NR*R* unn (CH2)mOR®,
B KOTOPbIX

m o3Ha4vaeT uncno 0 umm 1,

R® 03HavaeT BOZAOPOA, METUI NN arnkokcukapbo-Hun ¢ 1-4 atomamu yrnepoa B ankuibHOM YacTu,

R4 0O3Ha4yaeT BOAOPOA UNu MeTun

R O3Ha4aeT BOAOPOA U MeTui

RS- BOAOPOS NN METUT,

CMECH NX N30MEPOB UMK OTAENBHLIM M30MEpPaMm, Ka-Kapl pa3 B BUAe rmaparta unm conu.

MpeanounTtaloTcs drapmaLeTnyeckun npuemrne-vble rmapatbl U KUCNOTHO-aAAUTUBHbBIE COJM, @ TakKe COMu
LWIENOYHbIX U LUEeNoYHO-3eMENbHbBIX MeTansoB, conu cepebpa M ryaHuauHUs COOTBETCTBYIOLLIMX Kap-OOHOBbIX
KWUCIOT.

MpeanoytuTensHeIMN coeauHeHnaMn oblien dopmynel (1) ABRAIOTCA coeanHeHus, Yy KoTopbix Q - ocTaTok
opmyn
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R’ - ankun c 1-4 atomamu yrnepopa, He3ame-LeHHbIN, 0OHO3aMELLEHHBIN NN ABy3aMELUEHHbI ranoreHom,
ankeHun c¢ 2-3 aTtomMamu yrrnepopga, uuknoarkun ¢ 3 wnnu 4 atomamu yrmepopga, Hesa-MeLUEHHbIR um
3amelleHHbIn 1 aTomom doTopa, 6uuunkno[1.1.1JneHT-1-un, 1,1-gumeTnnponapriun, 3-okceTaHnn, MeTUNamuHo,
beHun, HezaMmeLeH-HbI, O AHO3aMELLEHHbIA NN OBY3aMeLLEHHbIA (OTOPOM, aMNHO-TPYMMON UK TMAPOKCUIIOM,

R? - rMApokeun, arnkokcun c¢ 1-2 atomamu yrmepo-ga, 6eHsunoken, (5-metun-2-okco-1,3-gnokcon-4-un)-
MeTOKCI/I

R - BOOOPOA UMK ankun ¢ 1-2 atoMamu yrnepo-aa, HesaMeLLeHHbIR U 3aMmeLleHHbIn 1-3 aToma-mMu dropa,

X' - dTOp MK xnop,

X2 - BOAOpPOS, ranoreH, aMVIHO MeTun, TPUTOP-MEeTUM, BUHWUI,

A- asotunu rpynna C- R’,

roe

R’ - BOOOpOA, ranoreH, T1pv|q)TopmeTvm MeToKkcu, MmeTokeugmdropug, metun, umanHo, CH=CH,, C=CH, nnu

BMECTe C OCTaTKkoM MoxeT obpasoBatb MoC-TUK  CTPYKTYpbl -*O-CH2-CH-CH3, -*S-CH2>-CHo-,

-*CH2>-CH2-CH-CH3 nmm -*O CH2N-R?, npu 3TOM MapKMpOBaHHbIA 3HaKOM * aTOM CBsi3aH C aTOMOM yrrepoja
rpynnbl A,

npy aToM
R® o3HauaeT BoIOPOA i metun,
D - a3oT unu rpynna C-R™
e o 9
R™ - Bogopog, dtop, xrop, TpudTopmeTnn, MeT-oKev, METUM, UNN BMecTe ¢ ocTaTtkoM R moxeT obpasoBaTtb
MocTvk  CTpyKTypbl -*O-CH2-, -*N(CHa3)-CH2-, -*N(C2Hs)-CH2-, -*N(c-C3Hs)-CH2-, -*S-CH2-, npu atom
MapKMpPOBaHHbIN 3HaKOM * aTOM CBA3aH C aTOMOM yrnepoaa rpynnsbl D,
T - octaTOK hOopMYynbI
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B - ocTaTok -NR°R* unm -OH,
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R® o3HavaeT BOLOPOA NN MEeTUM,
R* 03HauaeT BOAOPOA UMN MeTUn,
R® - Bogopoa,
CMEeCcH NX N30MePOB UMK OTAENbHbIE U3OMEpbI, KaX-Abl pa3 B BUAe rmaparta unm conu.
B yactHocTu npeanoynTatoTcs coeamHeHust 06-wen bopmynbl (1), y koTopbix Q - ocTaTok dhopmyn
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R' - arkun ¢ 1-4 atomamm yrnepoaa, Hesame-leHHbIN, OAHO3aMEeLEeHHbIA UM ABy3aMeLleHHbIA hTOpOM,
BMHWM, LUMKMNOMPOMWI, He3aMelUeHHbI unu 3amelleHHbln 1 atomMoM propa, eHun, He3a-MeLleHHbIN,
OfHO3aMeLlUeHHbIA UK ABy3aMeLleH-HbI (OTOPOM,

R2- MAapoKCW, ankokenn ¢ 1-2 atomamu yrnepo-aa, (5-memmn-2-okco-1,3-anMokcon-4-un)-veToka,

RY- BOAOPOS NN METUIT, HE3aMELLEHHbIN UMW 3aMeLleHHbI 1-3 atoMmamun dotopa,

X' - dTOP,

X2 - Boaoposa, otop, aMUHO, METUI, BUHU,

A- asoT unu rpynna C-R’,

roe

R’ - Bogopon, ¢drop, xnop, 6pom, TpudTopmMeTUn, MeTokcn, meTokenandgTopmna, metun, umaHo, CH=CH o,
C=CH, nrm Bmecte ¢ octaTtkoMm R' moxeT obpasoBaTtb MOCTUK CTPYKTYpbl -*O-CH2-CH-CH3, unn -*O-CH2-N-R®,
npu 3TOM MapKUPOBaHHbIN 3HA-KOM * aTOM CBSI3aH C aTOMOM yrrepoaa rpynnbl A,

npu aTom

R® o3nauaeT BOAOPOA UNN MEeTU,

D - a3oT unu rpynna C-R1°,

roe

R™. BOAOpPOS, hTOp, XNOP, METOKCU, UNN BMECTE C OCTATKOM R® moxeT obpa3oBaTtb MOCTUK CTPYKTY-pbl -*O-
CH2-, -*N(CH3)-CH2-, -*N(C2Hs5)-CH2-, -*S-CH2-, npy 9TOM MapKMpOBaHHbIA 3HaKOM * aToM CBf3aH C aToOMOM
yrmepoga rpynnsl D,

T - octaTOK popMynbI

B KOTOPOW
B - amuHo-rpynna,
RS- BOOOpPOA,
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CMecH UX MU30MepPOB UMW OTAESbHbIE M3OMEPbI, KaX-Abl pa3 B BUAE rmapaTa uinm conu.
CoeguHenusa gopmynsl (I) nonyyatoT, ecnu co-eguHeHune dopmynsl (1)

Y-Q (I,

roe

Q nmeeT BblleyKa3aHHOE 3HaYeHME U

Y - 03Ha4aeT ygansemMyto rpyrnny, Takyto, Kak, Ha-npumep ranoreH, B 4YaCTHOCTU (OTOp UNn Xnop,
noABepratoT B3auMogencTeumto ¢ coegmHeHnamu copmynsl (I1)

B
NH (i

RG

roe

B v R® umetor BblLLIE yka3aHHOe 3Ha4YeHVe,
B CNnydae HeobXoAMMOCTM B MPUCYTCTBMM aKLENTOPOB KUCIOTbI, MU CHUMAOT 3alUMTHbIE TPYMMbl, €CiM Takue
MMetoTCs.

Ecnun B kavyecTBe NCXOAHLIX COEAMHEHNI MPUMeE-HAT, Hanpumep, 6,7-audTop-1-uuknonponun-1,4-ourmapo-
8-meTokCcn-4-0KCo-3-XMHONMMHKapOoHoBYO KucroTy u 1,2,3,7a-TeTparnapo-n3onHaon-3a-nn-aMmuH, To Xo peakumm
MOXHO M306pa3nTb cneayto-Lien CXeMon:
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DBACO = 1,4-anasabuumkno[2.2.2]okTaH

Mcnonb3yemble B kavecTBe MCXOAHbIX COeAuMHe-HUN coeduHeHns cdopmynbl () n3BeCTHbI UNN UX MOXHO
nonyyate M3BECTHbIMM npuvemamu. [pun HeoB-xoAMMOCTM UX MOXHO NPUMEHATL B BUAE paLeMuyde-cknx
coeaMHeHMN, a Takke B BMAE YUCTbIX SHAHTWO-MepoB. B crnyyae HegoCTaToOYHOM peakuMOHHOCNO-COBHOCTU
coeanHeHmna dopmynbl (I) MOXHO NpuMe-HATL Takke B BUAE XenaTHOro coegmHenns Gopa.

Heobxognmble B Ka4yecTBe UCXOAHbIX COeAMHe-HUA tuuuknuyeckne amuHbl popmynbl (lIl) HOBBI M NoaTomy
npeacraenaloT cobon panbHenwnin obbekT n3obpeTeHns. VX MOXHO nonydate MpuBedeHHbIMU B cxeme 1
npremMamu:

AnaykTel no Auncy-Anbaepy dopmyrnbl 2 unv 3 nonyqaroT nytem B3aMMOLENCTBUSA CIIOKHOIO an-kKUmbHOro
acmpa 2,5-gurmnaponnpporkapboHOBOI KM-CrioTel popmMynbl 1 ¢ noaxogawmmMn aneHamu. Bme-cto aMeHoB Takke
MOXHO MPUMEHSATb NOAXOASALME OMEHCUHTOHBI, Takue, kKak, Hanpumep, o-MpoH. M3 coeamHeHus opmynbl 2
nytem npucoeavHeHuss G6poma B cpefe WMHEPTHOro pacTBOpWUTENs W Mocne-gyllero AerMapobpomupoBaHms
CUMbHBIM OCHOBa-HWEM, TakuM, Kak, Hanpumep, TpeT.6ytunat kamus, 1,5-anaszabuumkno[4.3.0]HoH-5-eH, 1,8-
anasabunuvkno [5.4.0lyngeu-7-eH umm aTMN-gUN3ONPONUIIAMUH MOX-HO monydate AveH opMyrbl 4, KOTOPbIV
Takke MOX-HO Monyvatb M3 MPOMEXKYTOYHOro npoaykta dopmy-nel 3 nytem o6paboTkn kncnoton. CrnoxHbINA
ankunb-Hbli 3cmp AMeHkapbOHOBOWM KMCMOThl opMynbl 4 MAPONM3YIOT C NonydeHMeM KapOoHOBOW KWUCIOThI,
KOTOpYto MyTeMm, HanpuMmep, neperpynnuposkn Modg-maHHa nnm Kypuuyca yepes ypetaH opmynbl 5 B kavectse
NPOMEXYTOYHOro NpoAykTa nepesoasaT B amuH dopmynel 6. [lanee, ypetaH dopmynbl 5 nytem nsbupaTtensHoro
ankumMpoBaHUs Ha aToMe as3oTa ypeTaHa MOXKHO NepeBOAWTb B arnkuibHbld ypeTaH opmynbl 7, B KOTOPbI
nocne m3bupaTenbHOro OT-LENNEeHNss YPeTaHOBOW PyMnbl MOXHO BBECTU BTO-PYIO ankWibHYIO rpynny, nocne
Yero coeguHeHue MOXHO nepeBoauTb B coeamHeHune dopmynbl 8. My-Tem BOCCTAHOBMEHUA CMOXHOrO admpa
AneHkap6o-HOBOM KUCNOTbl popMynbl 4 KOMMMAEKCHBIMU MMOPU-A4aMU Yepe3 MPOMEXYTOYHYI0O cTagunio 9 MOXHO
nony-4atb rMOPOKCUMeETUNbHOe coeduHeHne cdopmynbl 12. [anee, us coeanHeHus dopmynbl 12 nocne aktuea-
UMM TMAPOKCUITBHOW rpynnbl NyTeM, Hampumep, nepe-soga B O-tosunaTt wnm O-mesunaT c nocrneaytoLlen
HYKNeoUnNbHON peakumeln 3ameLleHus ¢ ammHaMmm Unv aumaamum, KoTopble nocrne 3Toro Hago BOCCTaHO-BUTH,
yepe3 amuHbl popmynbl 10 MOXHO nonydatb amuHbl ¢opmynsl 11. Bmecto cnoxHoro ankunbHoro admpa
KapbOHOBOW KUCINOTbl popMynbl 1 ANS CUHTE-32 TaKKe MOXHO MCOfMb30BaTb aHarorM4yHbIn 2,5-aumaponvppon-
3-kapboHNTPUI, N3 KOTOPOrO, Ha-Npumep, Nytem peakumm Junbca-Anbaepa ¢ nocne-ayloLwMM BOCCTaHOBIIEHNEM
MOXHO nonyyaTb, Ha-npumep, 3a-amuHomeTun-1,2,3,7a-teTpa-rmgpounso-mHaon.

MpomexyTouHble NpoayKTsl coeamHeHnin 6, 8, 11 u 12 cootBeTcTBYIOT 06 Wen cdbopmyne (l11).
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1-amnH0-8-azabvumkro[4.3.0]HoHa-2,4-AneH Takke MOXHO MonydaTb MNepeBOAOM CIOXKHOMO MeTU-ITIOBOro
acmpa 8-asabuumknol[4.3.0JHoHa-2,4-omeH-1-kapbokcamma-8-kapboHOBOM KUCMOTBI MyTeM Nepe-rpynnupoBKy
FodmaHHa, HampuMep, TMNOXNOPUTOM HaTpus, rMNOBGPOMMTOM HaTpUA WMMAM WOJ0306€H30-1IOM B CMOXHbIN
MeTunoBsbii  admp  1-amunHo-8-azabuuuknol4.3.0]JHoHa-2,4-aneH-8-kapboHOBOW  KMC-NOTbI  C  MOCNEeayroLwmMM
CHSAATMEM rpynnbl 4Ns 3awmTbl KapbamaTa nyrem 06paboTKU KUCMOTON UM OCHOBa-HUEM.
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Cxema 1: CuHTe3 3a-3amelleHHbIx 1,2,3,7a-TeTparmapousomHgornos (R = ankun ¢ 1-3 atomamu yrnepoga, R' =

6eHann, CO-C1.z-ankun, COz-C.3-ankun, R"

Si(CH3)3, CO-CH3, R

C1.4-ankun)
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B kayecTBe npMmepoB ABYHEHACHILEHHbIX OU-LMKnnyecknx ammHoB dopmynbi (lll) MOXxHO Ha-3biBaTb:

1,2,3,7a-TeTparmgpo-m3omHgon-3a-mnammH, 4-metmn-1,2,3,7a-tetparngpo-u3onHgon-3a-unamuH, 5-metmn-
1,2,3,7a-TeTparmagpo-n3onHaon-3a-mnammH, 6-meTnn-1,2,3,7a-TeTparMapo-M3onHaoN-3a-nnammH, 7-meTtunn-
1,2,3,7a-TeTparmgpo-u3onHaon-3a-mnamuH, 3a-meTnnamuHo-1,2,3,7a-TeTpaHrMapo-m3onHaon, 3a-
anmeTunammHo-1,2,3,7a-TeTparmapo-n3onHaon, 3a-TpeT.-6yToKCcnkapboHunamuHo-1,2,3,7a-TeTparmapo-
n3ounHaon, 3a-ammHomeTnn-1,2,3,7a-teTparmgpo-M3oMHa0n, 3a-vetunammnHo-meTnn-1,2,3,7a-
TeTparmapon3onHaon, 3a-gumeTnammHomeTnn-1,2,3,7a-tetparmgpo-n3oMHaon, 3a-rmppoken1,2,3,7a-
TeTparmapo-usonHgon, 3a-rmagpokcumeTun-1,2,3,7a-TeTparnapo-m3oMHaon.

YuncTo sHaHTUOMEpPHble NCxodHble coeauHeHns dopmynsl (1) MoxHO nonydaTts cnegylowmMmMun npue-Mamu:

1. Pauemuyeckne Ouumknuyeckue amuHbl copmy-nbl (Il) MoxHO noaBeprat B3auUMOOEWNCTBMIO C 3HaH-
TMOMEPHO YWCTBIMM KWUCIOTaMu, HanpuMmep KapOOHO-BbIMW KMCMOTaMW MM CynbOKMCNOTaMMU, TakuMK, Kak,
Hanpumep, N-aueTtun-L-rnyramuHoBasi kucnota, N-6eH3oun-L-aHanuH, 3-6pom-kamdopa-9-cynbdo-kmcroTa,
kamdopa-3«apboHoBas KucroTa, umcKkamdopHasi Kucnorta, kamcopa-10-cynbokucnoTa, 0,0-
anbeHsonneuHHaa kucnota, D- unu L-BMHHaa kvucnoTta, MuMHAanbHas KucnoTta, o-MeTokcu-cheHuUnyKcycHas
kucroTa, 1-cheHun-ataHcynbdo-kMcnoTa, a-peHnn-aHTapHas KucrioTa, ¢ Nnofnyd4eHnemMm cMecu uacTepeoMepHbIX
conemn, KoTopble (pakLUM-OHHOW KpucTannmM3auuen pasfendlTcs Ha guacte-peoMepHo ymcTele conu (oM. [M.
HbtomaH, Optical Resolution Procedures for Chemical Compounds; T1.1), n3 koTopbix nytem o6paGoTku
TMAPOOKMCSIMM LLEMOYHbIX UMK LLIENOYHO-3EM EfbHbIX METAIIOB MOXHO BblAENATh 9HAHTVUOMEPHO YNCTbIE aMUHbI.

2. NopobHbIM npuemy, ONUCaHHOMY B BblLIENPUBE-AEHHOM NyHKTe 1, MpueMom C NPUMEHEHMEM Bbille-
NPUBEAEHHbLIX 9HAHTUOMEPHO YUCTLIX KMUCMOT MOXHO OCYLIECTBMATb paleMuyeckoe pasfenieHne OCHOB-HbIX
NPOMEXYTOYHbIX COeAMHEHUN (cM. cxema 1), Mo-nyyaloWmxca Npu MONyYEHMM paLeMUYEecKnX BULKK-NNYeCcKnX
aMUHOB.

3. Pauemunyeckne amunbl dopmynsl (lIl), kak n npu-BegeHHble B cxeme 1 NPOMEXYTOYHbIE COEANHEHNST MOXHO
noageprate, NpY HEOH6XOAMMOCTM MOCIe Npe-AblAYLLero auunnmpoBaHusl, XxpoMaTorpaguyeckoMy pasaeneHunio Ha
xMpanbHbIX HocuTensax (cMm., Hanpu-mep, . brnawke, Angew. Chem., 14, 1980).

4. Pauemunyeckme amutbl coopmynel (lll) Takke Ny-TeM XMMWUYECKOr0 CO€AMHEHMS C XparnbHbIMK OCTaT-Kamu
aumna MOXHO MepeBoMMTb B [AMacTepeoMepHble CMecH, KOTOpble MEepPeroHKoW, Kpuctannusauuen unm
XpomaTtorpadmer pa3gensatTcs Ha AMacTepPeoMEepPHO YUCTbIE MPOM3BOAHBIE auura, U3 KOTOpbIX NYTEM OMbISIEHNS
MOXHO BbIAENATb 3HAHTMOMEPHO YWUCTble aMuHbl. [puMepamu peareHTOB ANS COEAMHEHUs C XUpalbHbIMU
ocTatkamy auuna siBNsTCsA: o-MeT-OKCU-a-TPUATOP-MeTUn-heHmn-aueTunxnopua, MeH-Tun-n3oumanat, D- nnu
L-o-cbeHnn-atmn-n3oumaHaT, CNoXHbIA MEHTUINOBbLIA 3P XIMOPMYPaBLMHON KN-CNOThI, XropaHmapua kamdepa-
10-cynbdo-KMCroThI.

5. B TeyeHune cumHTe3a Guuuknuyecknx amunHoB cpopmynbl () BMeCTo axmpanbHbIX 3alMTHBLIX TPYNn MOXHO
BBOAMTb W XVpalibHble 3alMTHble T[Pynnbl. Ta-kMM 00pasoM nomnyyalT AuacTepeoMepHble  Cvecu,
nogsepratowumecs pasgeneHuio. Hanpumep, npu CuH-Te3e MNPOMEXYTOYHOW cTagum 4 cxembl 1 umeeTcd
BO3MOXHOCTb 3aMelLeHUss ocTaTka beH3nna o-eHUn-aTMNoBbLIM OCTaTKOM C KoHdmrypaumein R wnm S, unu
3aMeLLEHNS CNMPTOBONO KOMMOHEHTA CMOXHO-To admpa popMyrbl 4 SHAHTUOMEPHO YUCTBIM CIIMP-TOM, Hanpuvep
MEHTOJIOM UIM MaHTONAKTOHOM.

B3saumogpeiictene coeamHerns dopmynel (Il) ¢ coeanHernem cdopmynel (Ill), rae coeanHenns dop-mynsl (1)
MOXHO TaKXe NPUMEHSTb B BUAE WX COMEeNn, Hanpumep, rmapoxnopuaos, NPeanoyYTUTENbHO OCY-LUECTBASIOT B
cpefe pasbaBuTensi, Takoro, Kak, Ha-npumep, auwmetuncynbdokeng, N,N-ammetundopm-amung, N-
MeTUNMUPPONNAOH, TpUcaMup rekcameTun-gocOpHON KUCHOTbI, CynbdonaH, aueToHWUTpWi, Boda, CnupT,
HanpuMep, MeTaHo, 3TaHOI, H-POonaHo, U30MPOMaHos, MPOCTON FMNKONIbMOHOME-TUIOBOM 3P UNWN NUPUAVH.
Mo HO Takke NpMMe-HATb CMecH JaHHbIX pa3baButenen.

B kauvecTBe akLenTOpPOB KWCMOTbl MOXHO MpUMe-HATb mobble CcTaHAapTHble HeopraHu4eckue unu op-
raHMyeckne akuenTopbl KWUCMNOTbl, NPeanoyvTMTENbHO MAPOOKMCU M KapboHaTbl LUENOYHbIX MeTannos, op-
raHMyeckne ammuHbl U amuauHbl. B kavectBe 0co60 npurogHbix BELECTB MOXHO Ha3BaTb TpuaTunamuH, 1,4-
anasabuumkno-[2.2.2]JoktaH, 1,8-agnazabuuuk-no[5.4.0lyHaeu-7-eH unu nabeitouHsii amuH (11).

TemnepaTypbl peakumn MOXHO BapbMpoBaTh B LUMPOKOM Anana3oHe. B obwem paGoTatoT npyu Tem-nepatype
20-200°C, npegnoymutensHo 80-160°C.

Peakuunio MOXHO OCYLLECTBNATbL NpU aTMocdep-HOM OaBMeHUM, a Takke Npu MoBblLEHHOM AaBneHun. B
obwem paboTatoT npu aasneHun npumepHo 1-100 6ap, npeanovtntensHo 1-10 6ap.

Mpwu ocywecTBNEHM BblLEONMCaHHOIo npuemMa Ha 1 morb coegnHeHusa dopmynsl (Il) npumensoT 1-15 morb,
npeanoytMtensHo 1-5 mornb coeguHeHusa dopmynsi (I11).

CB060AHbBIE aMUHOTPYMIbI MOXHO 3alLMLLAaTE BO BPEMS peakLiMn C NOMOLLL0 MPUFOAHONO 3alMTHONO ocTaTka
ANst aMUHOrpynnbl, HanpuMep, octatka TpeT.OyTokcukapGoHuna unu 3almMTHOW rpynnbl B BU-O€ a3oMeTUHa,
KOTOPbIN MO OKOHYaHUW peakLmMm MOXHO ONATb yaanaTb.

Mpeanaraembie coeauHeHusi dopmynbl (I), y Ko-Topbix R? osHauaeT CHoNO2 unm auankockcukapGo-
HUNMETUI, MOXHO TaKKe nomnyyatb NyTemM B3auMO-4eNCTBUS coeguHeHus dopmynbl (1), y koToporo R? o3HauaeT
OH, c akTuBaTOpoMm, Hanpumep kapboHun-guumMmngasorioM, B cpefe pasbaBuTens, Takoro, Kak, Hampumep,
TeTparmapodypaH, AMXNopMeTaH unu xnopodopMm, € nocregyowmm B3aumogenctsuem ¢ CH-aumagHom
COeQIMHEHWEM, HanpyuMep HUTPOMETA-HOM WIN CINOXHbIM AMAanKMAOoBbIM 3(MPOM MarioHO-BOW KUCMOTbl. OTO
B3auMoAeNCTBME MpPeanoyTUTENb-HO OCYLLECTBISAIOT B Cpefe pacTBOpUTENS, Hampumep TeTparmapodypaHa, B
NPUCYTCTBUU OCHOBaHWS, Ta-KOro, Kak, HanpuMmep, rmapua HaTpus, kapboHaT ka-nus, kapboHaT HaTpus.

Mpennaraemble coeguHeHna dopmynel (), y KO-TOpbIX X2 O3Ha4aeT aMWHO, NOMydalT Takxke nyrem
B3aumMoaencTema coeanHeHun dopmynel (1), y KOTo-pbix X2 03HayaeT pTop, C aMMMaKoM B cpefe Mnonsip-Horo
pacTBOpUTENS, HanpuMep aumeTuncynbdokcu-ga, npu Temnepatype 50-120°C npu amocdepHOM SaBNeHUN NN
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HarpeBaHvem B aBToknase. lMpeana-raemble coeauvHeHnsa copmynbl (1), y koTopbix A 03-HadaeT C-OCHs,
nonyyatoT TakxKe NyTemM B3aumo-AencTausi coegmHeHun dopmynbl (1), y koTopbix A o3-HavaeTt C-F, c Metunatamum
LWeIoYHOro MeTanmna, HafnpuMmep MeTunaTtoM HaTpusl, B Cpefe pacTBOpuTe-Nis, Takoro, Kak, Hanpumep,
AMMeTMndopMamua, CrOXHbIN MUKOMbAMMETUNOBBIN 3dmMp, AMOKCaH, TeTparmapodypaH, AuMeTuncybdgokena,
Tpucamumpg rekcameTnndgocdopHOM KUCAOTbl UM cnmpThl, Npu Temnepatype 20-150°C. B cnyyae npumeHeHus
HU3-KOKUNALMX pacTBOpUTENEN B3avMOZENCTBUE TakKe MOXHO OCYLUECTBMSTb B aBTOKMaBe MOL AaBfIEHVEM.
[obaBKkov CnoXHbIX KPOHOBBIX 3MPOB, Takux, Kak, Hanpumep, 15«payH-5 nnm 18-kpayH-6 MOXHO YCKO-pATb
peakumto.

Mpeonaraemble cnoxHble aMpbl NONY4aT B pe3ynbTaTe peakLun coOTBETCTBYIOLLEN kKapOOHOBOW KUCMOTI
npeanoyvTMTeNnbHO B U3OLITOYHOM CNUPTE B MPUCYTCTBUM CUMbHBIX KWUCMOT, TakWX, Kak, Hanpumep,
cynbgokmcnoTa, 6e3BoOAHbIA XTOPUCTLIN BOAOPOA, MeTaHCYrNb(OKMCIIOTa, N-TONYOsnCyrnbdOKUCOTa, NN KUCHbIX
WOHUTOB, Npn TemnepaTtype npumepHo 20-180°C, npeanoytntensHo 60-120°C. lMonydeHHylo npu 3TOM BOAY
MOXHO ydanaTb, Hanpumep, MyTeM as3eoTPOMHOW MNEeperoHku C X1opodopMOM, TeTpa-X1IOpMETaHOM WUnn
TONYOSIOM.

MonyyeHne cnoxHbiX 3UPOB MPEUMYLLECTBEHHO MOXHO OCYLLECTBMATH MyTEM HarpeBaHUsi COOTBETCT-
BYWOLLEW KUCMOTbl BMECTe C [AuarkuraueTanem auv-metundopmamuga B pacTBOpuTene, Hanpumep, Ou-
MeTtundopmammae.

[MepeBoayMble B akTMBHbIE BELLECTBA CNOXHbIE 3¢hMpbl, HANPUMeEp, COoXKHbIA 5-MeTun-2-okco-1,3-anokcon-
4-Un-mMeTMNOoBbIN 3P NONy4aloT B pe3yrb-TaTe B3aMMOAENCTBUSA COMMU LLEMNOYHOro MeTanna co-0TBETCTBYIOLLEN
KapOOHOBOW KUCMOTbI, KOTOpas y aToMa a3oTa MOXeT ObiTb 3alyileHa 3alMTHOW rpynnow, ¢ 4-6poMmeTun- unu
4-xnopmeTnn-5-vetnn-1,3-oMoKkCcon-2-0oHOM B pacTBOpUTENie, TaKoro, Kak, Hanpumep, AvMeTundopmamug,
anmeTtunauet-ammg, N-veTun-nnpponuacH, AuMeTuncynbgokeng nnu TeTtpameTniModeBrHa, Npu Temnepartype
npu-vepHo 0-100°C, npegnoytntensHo 0-50°C.

KucnoTHo-aganMTvBHbIE CONM MpeanaraeMbiX CO-eAMHEHUA MOMyqatoT U3BECTHLIMKU MPUEMamu, Ha-pumep
pacTBOpeHMEM B M3ObLITOYHOM KONUYECTBE BOAHOW KWUCIOTbl U OCaXAEHWEM COMM CMeluMBaemMbiM C BOLOMN
OpraHMyeckMM pacTBOpuTESIEM, TAKUM, KaK, HanpuMep, MeTaHoI, 3TaHOsM, aueToH, aueTOHUTPU. QKBUBANEHTHbIE
Konu4yecTBa COOTBETCTBYOLMX 6Ge-TauHa U KUCNOTbl TakKe MOXHO pacTBOpATb B BOAE, C MOCNeayloLlen
nuodmnusaumen pacteopa, U Ha-rpeeBatb B BOAEe WM CNMpTe, Hanpumep, NPOCTOM [MMKOJIb MOHOMETUIIOBOM
admpe, nocre Yero cMecs yrnapuearT AOCYXa UM OTCacbiBaOT BbIMABLLYIO CONb. B kayecTBe hapmaueBTU4eCcKm
npuemMnembiX Conen MOXHO NPUMEHsSITb, HanpUMep, CONM CONMAHON KUCMOTbI, CEPHON KUCIOTbI, YKCYCHOW KUCMOTHI,
MW-KONEBON KWUCMOTbI, MOJIOYHOW KUCMOThI, SSHTAPHOW KW-CMNOTbl, MMMOHHON KUCINOTbI, BUHHOW KUCMOTbI, 2-OKCU-
rMyTapoBOW  KUCMOTbl,  METaHCYNbOKUCINOTbI,  4-TONyoncynb@OKUCNOTbl,  ranakTypOHOBOW  KMCMOTHI,
MIOKYPOHOBOW KUCTOThI, 5-0kcoTeTparnapodypaH-2-kapboHOBON KMCNOThI, 3MOOHOBOW KUCIOThI, FyTa-MUHOBOW
KMUCMOTbI UK acnaparmHoOBOWN KUCIOThI.

Conu LWEeNoYHbIX MMM LUENOYHO-3EMENbHBLIX Me-TannoB npeanaraeMbiX KapOoHOBBLIX KMUCMOT MoMyva-toT,
HanpuMep, NyTemM pacTBOPEHWS COOTBETCTBYIO-Lero 6eTavHa B M3ObITOYHOM KOMMYECTBE LUEMOYHO-TO WUNn
LLEeNIOYHO-3EMETTBHOMO pacTeBopa, hunnbTpaummn HepacTBopuBLLErocs BbeTanHa u ynapusaHua unbT-paTta Aocyxa.
dapmaueBTUYECKM MPUEMIEMBIMU AB-NSIIOTCST CONKU HATPWSI, Kanus Unu Kkanbumsi. Nyrem B3avMoaencTBUSA Comnu
LWENOYHbIX MMM  LUENOYHO-3EMESTbHBIX MEeTannoB C NPUrodHOW Ccombik cepebpa Kak, Harnpumep, HUTpaToM
cepebpa, nonyyaT COOT-BETCTBYIOLLUME conmn cepebpa.

Kpome npuBeOeHHbIX B MpUMepax akTUBHbIX BE-LUECTB MOXHO MoNnydaTb WM HWKecneaylwme akTUB-Hble
BELUeCTBa, a TakKe yKkasaHHble B Tabnuuax ak-TMBHbIE BELLIECTBA, MPW 3TOM BCE aKTUBHbIE BELLECT-BA MOTYT
uMeTbCAa B BMAE paueMaToB WU 3HAHTUPO-MEPHO YUCTbIX COEOUHEHWI, CMecel auactepeoMe-poB umnm
AnactepeoMepHO YMCTbIX COEANHEHNN.

8-(3a-amunHo-1,2,3,7a-TeTparMapo-n3onHaon-2-un)-7-gprop-5-okco-9,1-(anokcmmeTtaHo)-5H-tnaso-no[3,2-
axuHonuH-4-kapboHoBas kucnoTa, 7-gTop-8-(3a-metunammHo-1,2,3,7a-TeTparmgpo-M3omHaon-2-mn)-5-okco-9,1-
(snokenmeTaHo)-5H-TMaszono-[3,2-apmHonnH-4«kapboHoBas kucnoTta, 8-(3a-ammHome-tun-1,2,3,7a-teTparmapo-
n3ouHgon-2-un)-7-grop-5-okco-9,1-(sanokcumeTaHo )-5H-tnasono[3,2-amHon-nH-4-kapboHoBas kucnoTa, 7-gTop-
8-(3a-metTnnamn-HomeTun-1,2,3,7a-retTparnapo-m3onHaon-2-4n)-5-okco-9,1-(anokcumeTaHo))-5H-tnasono-[3,2-
axuHon-nH-4«apboHoBasi kucnoTta, 8-(3a-amuHo-1,2,3,7a-TeTparnapo-n3onHaon-24n)-7-grop-5-okco-9,1-[(N-
MeTUN-MMUHo )MeTaHol]-5H-tnasono[3,2-ajxmHonuH-4«kapboHoBas kucnota, 7-¢rop-8-(3a-metunammHo-1,2,3,7a-
TeTparmapo-m3onHaon-2-un)-5-okco-9,1-[(N-Mmetmn-mmuHo )metaHol-5H-tnasono-[3,2-axmHonunH-4-«kap6oHoBas
kucrnoTta, 8-(3a-amnHometnn-1,2,3,7a-TeTparmgpo-m3onHaon-2-un)-7-gprop-5-okco-9,1-[(N-metmnumumHo )MeTaHo]-
5H-tnasono[3,2-apmHonvH-4«kapboHoBass  kucrnoTta, 7-crop-8-(3a-meTnnamuHo-meTun-1,2,3,7a-tetparmapo-
n3ounHaon-2-un)-5-okco-9,1-[(N-metTunummnHo )metaHo]-5H-tnasono-[3,2-ajxm-HonnH-4-kapboHosad kucnota, 10-
(3a-amuHo-1,2,3,7a-TeTparmgpo-n3onHaon-2-un)-9-grop-3-metmn-7-okco-2,3-gurmapo-7H-nnpngo[1,2,3-d,e}-
[1,3,4]6eH30kcammasnH-6-kapboHoBas  kucnota,  9-prop-3-metnn-10-(3a-meTmnamuHo-1,2,3,7a-TeTpa-rmapo-
N30uHJoN-2-4n)-7-okco-2,3-gurmapo-7H-nupn-go[1,2,3-d,e]-[1,3,4]6eH3okcammasnH-6-kapboHoBas kucnorta, 10-
(3a-amuHo-meTnn-1,2,3,7a-teTparnapo-n3onHaon-2-un)-9-grop-3-metmn-7-okco-2,3-gurna-po-7H-nmpungol[1,2,3-
d,el[1,3,4]6eH30kcagmasnH-6kapboHoBast  kucroTta, 8-amuHo-10-(3a-amuHo-1,2,3,7a-TeTparmapo-M3onHaon-2-
nn)-9-¢prop-3-meTmn-7-okco-2,3-aurmapo-7H-nupnao[1,2,3-d,e]-[1,3,4]0eH30kcagnasmH-6-kapboHoBast  KucroTa,
10-(3a-gnmetTmnamumHomeTnn-1,2,3,7a-teTparMapo-13o-nHaon-2-un)-9-cprop-3-meTmn-7-okco-2,3-aumapo-7H-
nupupo[1,2,3-d,e]-[1,3,4]6eH3okcagua3uH-6+«kapboHoBasi kucrota, 9-drop-3-meTnn-10-(3a-metunammHo-1,2,3,7a-
TeTParMapo-n3onHaon-2-nn)-7-okco-2,3-mmpapo-7H-nnpnaol1,2,3-d,el-[1,4]6eH30k-casnH-6-kapboHoBas
KucnoTa, 10-(3a-amnHomeTnn-1,2,3,7a-TeTparmapo-n3onHaon-2-mn)-9-gprop-3-vetmn-7-okco-2,3-gurmapo-7H-
nupunao[1,2,3-d,e][1,4]6eH30kca3nH-6-kapboHoBast kucnoTa, 8-amunHo-10-(3a-amuHo-1,2,3,7a-TeTparnapo-
n3ounHpon-2-un)-9-cprop-3-meTmn-7-okco-2,3-aumapo-7 H-nupu-go[1,2,3-d,e][1,4]6eH3okcasnH-6-kapboHoBas
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kucno-ta, 10-(3a-amuHo-5-metun-1,2,3,7a-tetparnapo-m3o-mHaon-2-un)-9-grop-3-vetmn-7-okco-2,3-gurmapo-7H-
nupunpo([1,2,3-d,e][1,4]6eH3okcasnH-6kapboHoBasi kucnota, 7-(3a-amuHo-1,2,3,7a-TeTparMapo-N3onH-aon-2-mn)-
6-dprop-4-okco-4H-[1,3]-TmaueTo[3,2-apm-HonuH-3«kapboHoBass  kucnoTta,  7-(3a-amuHo-1,2,3,7a-TeTparmapo-
n3ouHaon-2-un)-6-gprop-1-memmn-4-okco-4H-[1,3]-maueTo[3,2-alxmHonuH-3«kapboHoBas kuc-noTa, 7-(3a-amuHo-
1,2,3,7a-TeTparnapo-n3onHaon-2-un)-6-dprop-1-dgropmetnn-4-okco-4H-[1,3]mmaue-T1o[3,2-apmHoNNH-3-
kapboHoBasi KucroTa, 7-(3a-amuHo-1,2,3,7a-TeTparapo-n3onHaon-2-1n)-1-yuknonponun-6-gprop-3-
HUTpoaueTUN-4-okco-1,4-oMMMapoOXMHOIMH, 7-(3a-ammnHo-1,2,3,7a-TeTparmapo-M3onHgon-2-mn)-1-umknonponun-6-
dprop-8-meToKen-3-HUTpOoaueTMn-4-okco-1,4-oMrmapoOXMHONVH, 7-(3a-amuHo-1,2,3,7a-TeTparnapo-m3onHaon-2-
un)-1-yuknonponun-6,8-amdrop-3-HuTpoaueTnn-4-okco-1,4-oUrMapoOXMHOMMH, 7-(3a-amuHo-1,2,3,7a-TeTpa-
MApOo-n30onHZoN-2-nn)-1-yuknonponun-8-xnop-6-grop-3-Hntpoauemn-4-okco-1,4-aMrmapoxXMHONVH, 7-(3a-
amuHo-1,2,3,7a-TeTpamppo-n3omHaon-2-un)-1-umknonponmn-3-(amatokcrkapboHun)aue tmn-6-grop-4-okco-1,4-
ONTMOPOXUHOMMUH, 7-(3a-amnHo-1,2,3,7a-TeTparnapo-1n3onHgon-2-un)-1-uuknonponusn-3-
(amaTtokcukapboHun)auemn-6-gprop-8-meTokcn-4-0kco-1,4-oUrMapoxvHonuH, 7-(3a-amuHo-1,2,3,7a-TeTparmagpo-
N30MHZoIN-2-4n)-1-Uumrkronponun-3-(anaT-okcrkapboHmnn)aue mn-6,8-gudgrop-4-okco-1,4-aurMapoxmHonuH, 7-(3a-
amuHo-1,2,3,7a-TeTpamppo-n3omHaoN-2-un)-8-xnop-1-unknonponun-3-(auatokcn-kapboHunlaue mn-6-gprop-4-
okco-1,4-0Urnapo-xXMHOMMUH.

Tabnuua 1

T C-CHs3
C-OCHs
N
C-F
C-F
C-F
C-Cl
C-C=CH
C-CH=CH2
C-OCHF2
C-CFs3
C-CHs
C-CF3
C-OCHs

=
Q
Q
I || | | x|

pd
o e B i s o o o e 2}

| || | | | | =) | |

CoHs
CoHs

] I | | o R |

zZ

—| |~
Q
S|zl x| ||| =

*) T' = 3a-amuHomen-1 ,2,3,7a-TeTparvapon3onHaon-2-un
T' = 3a-amuHo-1 ,2,3,7a-TeTparuapousonHaon-2-4n

Tabnuua 2



XX B
2
F Yz COOR
|
T A N
]!
T A X R’ R
T C-H H C(CHa)s H
T N H C(CHa)s H
T N A C(CHa)s A
T N CHs C(CHa)3 H
T CF A C(CHa)s A
T C-H H trop-TpeT.-6yTUN H
T C-H H rop-TpeT.-6yTnn C2Hs
T N H drop-TpeT.-6yTnn H
T N H rop-TpeT.-6yTnn H
T C-OCHjs H drop-TpeT.-6yTnn H
T C-H H 2 4-nudTopdeHnn H
T C-H H 2 4-nudropdeHnn H
T C-F H 2,4-nudpTropcoeHun H
T C-F H 2 4-nudpropceHun H
T N H 2 4-nndropeHmn H
T N H 2 4-nnropeHmn H
T N H 2.4-nudropdeHnn C:aHs
*) T' = 3a-amuHomMeTUII-1 ,2,3,7a-TeTparnapon3onHaon-2-un
T"= 3a-amuHo-1 ,2,3,7a-TeTparmgpon3onHOoN-2-1n
Tabnuua 3
X 0
F COOR?
~
>~
T A N
]!
T A X R’ R
T C-H H 6uumkno[1.1.1]neHT-1-un H
T C-H H 6uumknol[1.1.1]neHT-1-un H
T N H 6uuukno[1.1.1JneHT-1-un H
T N CH 6uumkno[1.1.1]JneHTt-1-un H
T C-F H 6uumkno[1.1.1]JneHT-1-un H
T C-F H 6uumknol[1.1.1JneHt-1-un H
T C-OCHs3 H 6uumkno[1.1.1]neHt-1-un H
T C-OCHjs H 6uuukno[1.1.1]neHT-1-1n H
T C-H H 3-0KCeTaHuUn H
T C-H H 3-0KCeTaHun H
T N H 3-0KceTaHun H
T N H 3-0KoeTaHuUnM H
T C-F H 3-0oKceTaHun H
T C-F H 3-0KCeTaHuUn H
T C-OCHjs H 3-oKceTaHun H
T C-OCHgs H 3-0KceTaHun H
T C-H H 4-cpropdpeHnn C2Hs

*) T' = 3a-amuHomeTMA-1 ,2,3,7a-TeTparnapon3onHaon-2-un

T = 3a-amwuHo-1,2,3,7a-TeTparmaponsonHaon-2-1n

Tabnuua 4




x2 0
2
P2 COOR
S
T7 TAT N
T* A X R
T C-H H H
T C-H H H
T C-F H H
T C-F H H
T C-Cl H H
T C-Ci H H
T C-OCHs H H
T C-OCHs H H
T" C-CHF; H H
T C-CHF H H
T" C-CFs H H
T C-CFs H H
T C-CHs H H
T C-CHs H H
T" C-CH=CH: H H
T C-CH=CHz H H
T C-C=CH A H
T C-C=CH H H

*) T" = 3a-meTnamuHo-1,2,3,7a-TeTparuapon3ouHA0N-2-41

\"

T" = 3a-gumeTvnamuHo-1,2,3,7a-TeTparnaponsonHaon-24n

xz
F
ol
o>~
T A

Tabnuua 5

T A Xe R

T" C-F NH H

T CF NHz H

T C-F F H

T CF F H

T" N H H

T N H H

T C-OCHs H C2Hs

T C-OCHz3 H CoHs

T C-OCHs H (5-meTtnn-2-okco-1,3-amokcon-4-4n)-MeTun
T C-OCHjs H (5-meTnn-2-okco-1,3-aMoKcon-4-1n)-meTun
T C-OCH3 H (5-meTnn-2-okco-1,3-gnokcon-4-un)-metmn
T C-OCHs H (5-meTnn-2-okco-1,3-anokcon-4-un)-mMeTun
T N CHs H

T N CH3 H

MpoporrkeHve Tabn. 5
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T A X R
T C-H CHs H
T C-H CHs H
T C-H CHs H
T C-H CHs H

*) T' = 3a-aMmuHomMeTUII-1 ,2,3,7a-TeTparnapon3onHaon-2-un
T'= 3a-amuHo-1 ,2,3,7a-TeTparmapounsonHaon-2un

T" = 3a-meTunamuHo-1,2,3,7a-TeTparapon3onHLON-2-1n
TV = 3a-gumeTnamMmHo-1 ,2,3,7a-TeTparnaponsonHaon-24n

Tabnuua 6
0
F COOR?
I
T N
A
T A X R
T C-H H H
T C-F H H
T C-Cl H H
T C-CHs3 H H
T C-OCHs H H
T N H H
T C-F F H
T C-F NH H
T C-F H C2oHs
Tl C-CI H C2oHs
T C-H H H
T C-F H H
T C-Cl H C2oHs
T C-CHs H H
T C-OCH3 H H
T N H H
T C-F F H

*) T' = 3a-aMmuHomMeTUII-1 ,2,3,7a-TeTparnapon3onHaon-2-un
T"= 3a-amuHo-1 ,2,3,7a-TeTparmapon3onHaon-2un

Tabnuua 7




¥ 0
2
F Z COOR
|
T A N
Af
T A X R
T C-H H H
T C-F H H
T" C-Cl H H
T C-CH3 H H
T" C-OCHs H H
T N H H
T C-F F H
T CF NH: H
T" C-F H CaHs
T C-CI H CaHs
T" C-H H H
T C-F H H
T C-Cl H H
T C-CHs H H
T C-OCHs H H
T" N H H
T C-F F H
*) T = 3a-meTnammHo-1 ,2,3,7a-TeTparngpoun3onHaon-2-4n
™= 3a-gumeTnnamuHo-1,2,3,7a-TeTparMapomsonHaon-2-1n
Tabnuua 8
x2 0
F COOR?
a8
-
T A N
A
T* A X R
T C-H H H
T C-F H H
T C-Cl H H
T C-CHs3 H H
T C-OCHzs H H
T N H H
T C-F F H
T C-F NH2 H
T C-F H CoHs
T C-Cl H C2Hs
T C-H H H
T" C-F H H
T C-Cl H H
T C-CHs H H
T C-OCH3 H H
T N H H
T C-F F H

*) TV = 3a-meTunamMmmHomeTns-1 ,2,3,7a-TeTparMapon3onHaoN-2-un
T = 3a-aTunamuHome™n-1,2,3,7a-TeTparMapon3ouHAON-2-1n

I'Ipep,naraeMble CoeMHEeHNA NpoABNAKT BblCO-KYHO aHTVI6VIOTVI‘-IeCKyI'O aKTMBHOCTb U Npun HE3Ha4n-TesrbHOM
TOKCUYHOCTM  obGragatoT LUMPOKUM aHTI/IGaK-TepI/IaJ'IbeIM CMeKTpoM  NpoOTUB  TPaAMMONIOKUTENIbHbIX U
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rpamoTpuuaTenbHbiX 6akTepuin, B HaCTHOCTU NPO-TUB BaKTepUI, PE3UCTEHTHbLIX K Pa3fNYHbIM aHTUOUO-TUYECKUM
cpeacTBam, TakuM, Kak, Hanpumep, NeHU-UUNNWHbL, LedanocnopyHbl, aMUHOMMUKO3MAbl, CynbdoHaMuabl,
TETPAUUKIUHbBI, @ TakKe NPOTUB TOProBblX XMHOMOHOB. lNpeanaraemble COeAVHEHNS OTNNYAKOTCS, B YACTHOCTH,
TEM, YTO MO CPABHEHWUIO C COEAMHEHVUSMU YPOBHSA TEXHUKA OHU MPOSABNSAT YMEHbLUEHHOE B3avMoJencTeme C
[E€30KCUPUBOHYK-NENHOBON KMCIOTOWN MIIEKONUTAIOLLMX.

Bnarogaps aTMM LEHHbIM CBOWCTBaM COEAMHE-HUS MOTYT NPUMEHATLCS B KAYECTBE XMMMUOTEpPANeB-TUHECKUX
aKTVBHbIX Ha4an B MeavuvHe 1 BeTepunHa-pum, a Takke AN KOHCEPBUPOBAaHUA HEOPraHNYeCcKMX N OpraHnyeckux
MaTepuanoB, TakuX, Kak, Hanpumep, MOMMMepbl, CMasouyHble BeluecTBa, Kpacku, BOMOKHA, koxa, bymara wu
ApeBecuHa, NPOA0BOSIbCTBEHHbIE MPOAYKTbI M BOAA.

Mpeanaraemble coeguHEHUS NPOSBASIOT aKTUB-HOCTb NMPOTMB OYEHb LULMPOKOTO CriekKTpa MUKpOOopra-H/M3moB.
C ux nomowplo MOXHO OGOpOTbCA C T[PaMMNO-NOKUTENbHBIMA W rpaMoTpuuaTternbHbiMu  BakTepusammn  u
6akTeprono4o6HBEIMM MUKPOOPraHM3MamMu, a Takke ¢ 3aboneBaHMaAMU, BbI3BAHHLIMW 3TUMU BO3OYyAMTE-NSAMU.

Mpepnaraemble coeguHEHUS OTNNYAKOTCHA YCU-NIEHHON aKTMBHOCTLIO B OTHOLLEHWM HEaKTUBHbIX 6ak-Tepuii. B
crnyyae HeaKTUBHbIX GakTepui, T.e. Y KOTO-pbiIX He HabmogaeTcs pocTa, COeAMHEHUst MPOSIBMS-HOT XOPOLLYHO
OakTepuuMaHYl0 aKTMBHOCTb. OTO OTHO-CUTCH He TOMbKO K MPUMEHAEMOMY KOMMYecTBy, HO U K Temny
ymeplugneHuns. Takve pesynbTaTbl Habno-4alT y rPaMMNONIOKUTENbHBIX U rPpaMOTpULATENbHLIX GakTepuii, B
yactHocTu y Staphylococcus aureus, Pseudomonas aeruginosa, Enterococcus faecalis n Escherichia coli.

Mpepnaraemble coeguHeHUs OCOGEHHO akTWBHbl MPOTUB TUMUYHBIX W ATUMWYHBIX MUKOGaKTepun 1
Helicobacter pylori, a Takke npoTve 6akTepronofo6-HbIX MUKPOOPraHU3MOB, TakuX, KaK, Hanpumep, MMKO-MNIa3Mbl
N pukkeTcuosbl. brarogaps aTomy oHU 0CO-6eHHO MpUroaHbl B MeMLMHE U BETEpUHAPUMA AN NPOUNaKTUKK 1
XMMUOTEPANUU MECTHBIX U CUCTEM-HbIX MHPEKLWIA, BbI3biBAEMbIX 3TUMK BO3Oyan-Tensamu.

Kpome TOro, coeguHeHnst 0co6eHHO npurogHel Ans 60pb0Obl ¢ NPOTO300HO3aMU U Feflb MUHTO3aMM.

CoeauHeHust nNo u306peTeHVM0 MOXHO MpUMe-HATb B pasHbiX (apMaueBTUYecKMX npenaparax.
MpeanoytmTenbHbIMM  hapMaLeBTUHECKMMUN Mpena-patamym ABMSOTCS TabneTku, Opaxe, Kancyrbl, NU-ronu,
rpaHynbl, Cynno3uTopuM, pacTBOpPbI, CYCMEH-3MM, 3MYNbCUM, MacTbl, Mas3u, renu, Kpembl, NIOCbOHbI, NyApPbl U
aspo3onu.

CoeauHeHust No M300peTeHUd MOIYT TaKXe CO-eAMHATLCH C MPOUM3BOAHLIMM B-NakTama, TakuMmu, Kak,
HanpuMmep, uedanocrnopunHbl UM MEHEMbl, Yepe3 KOBasfleHTHblE CBA3M C MOMYyYEHUMEM TaK Ha3blBaeMbIX
NPOu3BOAHBLIX 4BOMHOTO AENCTBUS.

Mcxoaos v3  BelwenpuBeOeHHbIX AaHHbIX, Aanb-Helwmm oObekToM u3obpeTeHus sBndeTca dapma-
LeBTMYECKast KOMMNO3ULMA C aHTMOaKkTepmanbHOW ak-TMBHOCTbIO, CoOAepKallasi KpoMe No MeHbLIEN Mepe O4HOro
bapmMaLeBTUYECKM MPUEMIIEMONO HOCUTENA COeaMHEeHMe BbllleykasaHHon obwen dopmynel (1), cmecs ero
N30OMEPOB MNW OTAENbHbIN U30OMED, KaX-OblV pa3 B BUAE rvaparta unm conu, B 3eKTMBHOM KOMMYeCTBe.

B Hwkecneayowmx 1abn. 9 n 10 npueaeHbl MU-HUManNbHble KOHUEHTpaumm TopmoxeHus (MKT) B ka-yecTse
Mepbl aHTubakTepuanbHOW akTMBHOCTU, M 3HadveHus WOso (MO - mHMGupylowas [osa) B kayecT-Be Mepbl
B3aUMOOENCTBMA COEAMHEHVS] C AEe30KCUM-PUOOHYKIIEMHOBOW KUCIMOTOW MIIeKONMTAWMX ANS COeAUHEHUA Mo
n3obpeTeHunto, a TaKke ANS COeaMHEHWUW MO YPOBHIO TexHuku (eBponenckuii nateHT Ne 520240). OTm gaHHble
[OKa3blBaloT, YTO COeAMHe-HUS Mo M306peTeHUI0 NpU BbICOKON aHTUBakTepuarnb-HOW akTMBHOCTLIO MPOSIBASIOT
3HaYUTENBHO YMEHb-LLEHHOE B3aUMOAENCTBME C AE€30KCMPUBOHYKNENHO-BOW KUCINOTON MITEKOMMUTAIOLLUX.

MnHrMmarnbHble kKoHUeHTpauwm Topmoxenus (MKT) onpegensioT nytem metoda cepuiHoro pas-6aesneHns Ha
arape W30-CeHcutecT. [na Kaxaoro UCNbITyeMOro BeLUecTBa MPUrOTOBMSIOT PsAd  arapo-BbiX MNNACTUHOK,
cofepxawmx npu OBovHOM pa3baB-NeHMM yMeHbLIaLWMecs KOHLEHTpauum akTMBHOMO BellecTBa. ArapoBble
NNacTMHKM NPUBUBAKOT C NMO-MOLLBI MHOTOTOYEYHOTO UHOKYNATopa mvpmbl [eH-nei. [Ana npyBnBKU NPUMEHSIOT
BblpalLMBaeMble B TEYEHWE HOYM KyNbTypbl BO3OyaMTenewn, KOTopble cHavana pa3baBnstoT Tak, Ytobbl Kaxgas
TOYKa MpU-BMBKM codepara OKOJio 10* obpasylowmx KonoHuto 4actuy. lMpmBuTble arapoBble MNACTUHKK
WHKYOMpPYIOT npu Temnepatype 37°C, n npumepHo 4depe3 20 yacoB onpenensioT pocT MUKpoOoB. 3HauveHue
MWHAMATrb-HbIX KOHLEHTPaWn TOPMOXKEHNSA (MKI/MM) JaeT ca-Mylo HU3KYI0 KOHLEHTpaLUMIo akTMBHOIO BELLECTBa,
Npu KOTOPOWN HEBOOPY)KEHHBIM [Ma3oM Herb3s 06Ha-pyKUTb POCT MUKPOGOB.

Moa Wso nogpasymeBaeTcs KOHLEHTPaUWst Be-LIECTBA, MHIMOMpyOLIAs CUHTE3 OEe30KCUMPUOOHYK-NENHOBOM
KMCMOTbI B KNETKax U3 SNYHUKOB KUTaMCKO-ro xoMsika Ha 50%. OTo 3HayeHne onpenendtoT no-crne nHkydauun
COOTBETCTBYIOLLM X BELLUECTB B YMEHbLLIAWMX pa3dbaBneHmsx B Te4eHUN onpeae-neHHoro cpoka. [ins nonydeHums
3HayeHu pTop-PoTOMETPMYECKMMM MeTo4aMU ONpeaensaiT CUHTE3 Ae30KCUPUOOHYKNEMHOBON KWUCMNOTbl B
KrneTKax siny-HUKOB KMTANCKOIO XOMsiKa Mo CPaBHEHMIO C KOH-TPOMbHbLIMU Npobamu.

Tabnuua 9

3HayeHUss MUHUMarbHbIX KOHLEHTPaLUWi TOpMoXeHUs (MKr/MN) u 3HaYeHua W so
coeanHeHu No n3obpeTeHnto

TecT-lWTaMM CoeavHenue npumepa Ne
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2 3 4 8 9
E. coli Neumann <0,015 <0,015 <0,015 <0,015 <0,015
Staph. aureus 133 0,06 <0,015 <0,015 0,03 0,06
Staph. aureus ICB 25701 2 0,25 0,5 0,5 8
Ps. aeruginosa Walter 1 0,5 0,5 0,5 1
Bac. fragills ES 25 1 0,125 2 0,5 4
W Oso (MKr/mn) 32 32 >64 16 32

Tabnuua 10

3HaYeHUs MUHMMarbHbIX KOHLEHTPaLMin TopMoxXeHus (MKI/M) n 3HaveHus N so 3BECTHBIX aKTUBHbIX Havan
aHanorMyHom opMyrbl U C aHaNoOrMYHON akTUBHOCTbL O, onncaHHblx B EP Ne 520240

TecT-WUTAaMM

CoeaunHenns n3 EP 520240

cpaBH. coeg. 1

cpaBH. coef. 2

cpaBH. coeq. 3

E. coli Neumann 0,015 0,015 0,015
Staph. aureus 133 0,015 0,015 0,015
Staph. aureus ICB 25701 0,06 0,015 0,015
Ps. aeruginosa Walter 0,5 1 0,5
Bac. fragilis ES 25 0,5 0,25 0,125
WOso (MKr/M1) 0,015 0,1 0,1

CpaBHuTtensHoe coeguHenue 1: 7-(4-amuHo-7-vietnn-1,3,3a,4,7,7a-rekcarmpgpo-m3omHaon-2-4n)-1-

umknonponun-6,8-androp-1,4-gurmapo-4-okco-3-xMHOMHKapOoHOBas K1crnoTa

CpaBHutenbHoe coegmHeHue 2: 7-(4-amuHo-7-vietun-1,3,3a,4,7,7a-rekcarmapo-u3omHgon-2-4n)-1-
umknonponun-6-grop-1,4-oumapo-8-meTokcm-4-okco-3-xmHonmHkapboHoBas kucnoTa
CpaBHuTtensHoe coeguHenue 3: 7-(4-amuHo-7-vietnn-1,3,3a,4,7,7a-rekcarmgpo-m3omHaon-2-n)-8-xnop-1-

uuknonponun-6-grop-1,4-anrmapo-4-okco-3-xvHonvHkapboHoBas knucnoTa
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Hwkecneaylowmin npumep nosiCHAET nonydeHme coegunHeHnn coopmynel (l1l), SBnsoLMX MCXOQHBIMW COEAMHEHMAMIN ANs
NnonydeHnsa akTMBHbIX Havan gopmynsi (1).

Mpumep A

A

CrnoxHsbli 3TMNoBbIn agmp 8-6eH3nn-8-azabuumkro[4.3.0JHOH-3-eH-1-kapBOHOBOM KUCMOTbI (= CNOXHbIA 3TUNOBBIA 3Mp
2-6eH3nn-1,2,3,4,7,7a-rekcarnapo-n3onHaon-3a-kap6oHOBOM KUCTOTbI)

231 r (1 momb) cnoXHoro aTmunoBoro adwmpa 1-6eH3nn-2,5-aumaponvppon-3-kapboHoBon kucrotel U 10 r 4-TpeT.-
6ymnbpeHukaTtexmHa pacteopsoT B 1500 mn Tonyona, B aBToknas Ao6asnsioT asoT Ao Aasnexus 20 6ap, nocne yero B
aBToknas nogatt 350 r 1,3-6ytagneHa. HarpesatoT go temnepatypbl 120°C B TeyeHue 3 gHER, nocre Yero oxnaxgarT U
AaBneHve cbpacbiBaloT 4O aTMOCcdepHOro. PacTBop CrylatoT 1 NeperoHs1oT.

Bobixoa: 264,9 r (87,6% Teopun)

TemnepaTtypa kunenus: 127-141°C/0,1 mbap

YucToTa npoaykTa (no razoBow xpomatorpadmm): 94%

b.

1-CNOXHbIA 3TUNOBLIV 3PMP-8-CNOXHBLIN MeTU-NoBbIN admp 8-azabuumkno-[4.3.0]JHoH-3-eH-1,8-Ankap6GOHOBON KMUCMOTHI
(= 3a-cnoxHbli 3TUMNOBbIA  3hMp-2-CNoXHBIN MeTunosein adwmp  1,2,3,4,7,7a-rekcarmgpomnsonHgon-2,3a-aukapboHoBo
KNCrOTbI)

16,4 r (57,5 mmonb) 94%-HOro CnoXHOro aTMNo-eoro agwmpa 8-6eH3un-8-azabuumkriol[4.3.0]JHoH-3-eH-1-kapOoHoBOM
kucnoTbl pacteopatT B 130 mn abco-nioTHOro xnopodopma, gobasnsawT 7,5 r kapboHaTa HaTpus, Nocne 4Yero KanisaMmu
pobaensitoT 12 r (0,12 MOmnb) CNOXHOIO METUIOBOrO 3dmMpa XNopMy-paBbUHONM KUcroTel. HarpesatoT ¢ oGpaTHbIM XOro-
OWIBbHAKOM B TEYEHUE HOYM, OTCaChIBalOT CONU, MNbTpaT CrylwatoT 1 OCTaTOK NEePEroHSIHOT.

Bobixoa: 14,4 r (90% Teopun)

TemnepaTtypa kunenus: 122-126°C/0,2 mbap

YucToTa npoaykTa (no razoBow xpomatorpadmm): 91%

B.

1-CNOXHbIA  3TUMOBBLIN  3MP-8-CNOXHBLIN MeTU-roBbI  3adwmp  8-azabuuvkno[4.3.0]-HoHa-2,4-aneH-1,8-ankapboHoBOM
KNCNOTbl (= 3a-CroXHbIA 3TUNO-BbI 3Mp-2-CNOXHbIN MeTunoBeln acdmp 1,2,3,7a-TeTparmapo-usonHaon-2,3a-avkapboHoBon
KNCIOThbI)

K 46 r (0,17 monb) 94%-Horo 1-cnoXxHOro aTnno-eoro agmpa-8-crnoxHoro meTnnosoro agwmpa 8-azabuumkrol4.3.0JHoH-3-
eH-1,8-ankapboHoBon kuc-notel B 200 mn abconioTHOro Xxmopodopma KanmsMu C oXnaXAeHVem B BOOAHON BaHHe
pobaensitoT 30 r kapboHaTa HaTpus, nocne Yero kannamu gobaensitoT 12 1 (0,187 monb) 6poma 1 nepeMeLLmMBaloT B TeYe-Hue
2 4yacoB npu KOMHaTHoM TemnepaTtype. CrywatoT, nogatwT B 1 1 abconoTHoro Tonyona un gotaenswT 61 r (0,4 monb) 1,8-
anasabu-umkno[5.4.0lyHaoeu-7-eH. HarpesaloT ¢ obpaTHbIM XONOAUNBbHMKOM B TeYeHue 3 4acoB, MOCre OXnaxaeHus
OEKaHTUPYIOT C BbiNaB-LUMX KPUCTanoB, pacTBOpP MNPOMbIBAOT BOAOW, CywaT HaA cynbdaTtoM MarHuisi, CrywarT wu
NepEeroHsoT.

Boeixoa: 22,3 r (50% Teopum)

TemnepaTtypa kunenus: 125-135°C/0,15 mbap

YuctoTa npoaykTa (no razoson xpomaTorpadmu): 95,5%

r.

8-CrnoXHbIA  MeTunoBbIi  adwmp  8-asabuuyuk-nol[4.3.0JHoHa-2,4-ameH-1,8-aukapboHOBOM  KMCMOTbl (= 2-CIIOXKHbIN
MeTunosbIv agmp 1,2,3,7a-TeTparnapo-n3onHaon-2,3a-amkapboHoBO KUCMOThI)

1. 22 r (83,6 wmmomb) 955%-Horo 1-cnoxHoro 9TMNOBOro admpa-8-cnoxHoro MeTunoBoro 3adwmpa 8-
asabuumkno[4.3.0JHoHa-2,4-ameH-1,8-ankapboHoBol knucnotel BMecte ¢ 3,7 T (92,5 MMonb) rMapookucy Hatpus B 60 mn
MeTaHona HarpeBatoT C 06paTHbIM XONOAMIMBHMKOM B TeYeHne Houu. PacTteBop crywatoT, nogatot B 40 mn Bogbl U OQHOKPATHO
3KCTparvpytoT TpeT.-0 yTunmMeTMnoBsIM 3cupomM. BoaHbI pacTBOp NOAKUCNSAT 8 M KOHLEHTPUPOBaHHOW CONSIHON KU-CMOThI
N MHOTOKpaTHO 3KCTparvpyloT XropuCcTbiM Me-TuneHoM. lNMocne cylukn Hag cynbaToM MarHusi Cry-Luato-.

Bbixoa: 20,9 r B BUAe macna

2.K 170 r (0,61 monb) 90%-Horo (no razosoi xpomatorpadmm) 1-CnoXXHOro aTMNoBoro admpa-8-crnoxHoro MeTMnoBoro
admpa 8-azabuuyuk-nol[4.3.0]JHoHa-2,4-gmeH-1,8-ankapboHoBow kucnoTel B 300 mn TeTparapodypaHa kannsmu npu KoMHaTt-
Hon Temnepatype gobaenstoT 32 r (0,76 morb) LIOH-H20 B 300 Mmn Boabl M NepemMeLLMBaloT B TeYe-HUE HOUM NPU KOMHATHOW
Temnepatype. TeTparma-podypaH OTTOHSAIOT, BOAHbLIN PacTBOP OAHOKPATHO 3KCTparvpyloT TpeT.-0ytmnmeTtnnoseiM admpom,
no-crne 9TOro MOAKUCNSAT KOHLEHTPUPOBAHHOW COMSHOW KWUCMOTOM M MHOTOKPaTHO 3SKCTparvpyloT AUXIOpMe-TaHOM.
OpraHu4yecknii pacTBop cywaT Haj cynbda-ToM MarHusi, CrylatoT, a KpUCTannm3yloWwmin pacTBop NepekpUcTanimayoT ns
Tonyona.

Bobixoa: 115 r (84,5% Teopun)

Touka nnaeneHus: 107-110°C

a.

CnoXHbIA MeTUNOBLIN 3dMp 1-veTokcrkapb-oHMNamnHo-8-azabuumkno[4.3.0]-HoHa-2 ,4-aneH-8-kapboHOBOW KMUCTOThI (=
CMOXHbIV MEeTUNOBbIN admp 3a-meTokcrkapboHunammnHo-1,2,3,7a-TeTparmgpo-m3onHaon-2-kapboHOBOW KNCMOThI)

20,9 r cblporo 8-crnoxHoro MeTnnosoro acmpa 8-azabuumkro[4.3.0JHoHa-2,4-ameH-1,8-gnkapboHoBo kucroTsl € 9,6 1 (92
MMoOJb) TpuatunamuHa, 26 r (107 mmone) avdeHundocdopunaunga n 5 r meta-Hona B 300 mn abcontoTHoro Tonyona B
TEYEHMe HO-4YM HarpesaltT C 0OpaTHbIM XONMOAMIBbHMKOM. PacTBOp MpoMbIBalOT BOOOW, CywaT Hag CynbdaToM MarHus u
crywatoT. [MpoayKT MCNonb3yeTcs B CbIPOM CO-CTOSIHUW.

Bbixoqg: 20 r

E.

1,2,3,7a-TeTparnapo-m3onHaon-3a-nnamuH (= 1-amuHo-8-asabuumknol4.3.0]-HoHa-2,4-ameH)

20 r cbIpOro CroXHOro MeTnnoBoro acdmpa 1-meTokcukapboHnnamuHo-8-azabuumknof4.3.0JHoHa-2,4-gneH-8-kapboHOBOM
kucnotel ¢ 75 r (0,235 monb) Ba(OH)2:8H20 B 250 Mn BoAbl HarpeBalT B TeYeHWe HoYM C oGpaTHbIM XONOAMSbHUKOM.
KapboHat 6apus oTcaceiBaloT, dwmnbTpaT CrywatoT, a coneBble OCTaT-Ku TpuKAabl KMNATAT 1,4-gnokcaHoM. [MokcaHoBble
pacTBOpbI CryLLIAIOT, OCTAaTOK NEPEroHS0T.

Beixoa: 5 r (43,9% Teopumn B nepecyeTe Ha cTta-guio M)

TemnepaTtypa kunenusi: 65°C/0,2 mb6ap



42797

XK.

8-cnoxHeli MeTunosbin agmp (1S,6S)-8-azabuumkno[4.3.0]HoHa-2,4-aneH-1,8-ankapboHOBON KUCHOTbI (= 2-CNOXHbIA
MeTunoBbIn admp (3aS,7aS)-1,2,3,7a-TeTparmapo-v3onHaon-2,3a-amkapboHOBOM KUCTOThI

PasgeneHue sHaHTMomepos, meTtog 1: 100 r (0,448 monb) 8-cnoxHoro metunosoro agwmpa 8-asabuumkno-[4.3.0JHoHa-
2,4-pnen-1,8-gukapboHOBON KWUCMOTbI PacTBOpsOT B cmecu 750 Mn CnoXHOro Aumsonponusiosoro adgwmpa ¢ 750 mn
TeptarmapodypaHa u pobasnsawT 27 1 (0,223 mornb) R-(+)-1-cbeHunatmnamuHa. lNMepemelmBaoT B T€YEHME HOYM MpU
KOMHaTHOM TemnepaTtype, KpucTanbl OTCacbl-BaloT, MPOMbIBAIOT U CyLLaT Ha BO3Ayxe.

Bbixoa: 57 rconu

[a]o=+156° (c=1,2, MeTaHON)

Kpuctannsl nepekpucrannmsytot n3 600 Mmn nso-nponaHona.

Boeixoa: 41 1 (53,4% Teopum)

[a]o=+197°(c=1,1, meTaHON)

PasgeneHne aHaHTMOMepoB, meTod 2: 199 r (0,892 monb) 8-cnoxHoro Metunosoro adgwmpa 8-azabuumkro-[4.3.0]HoHa-
2,4-anen-1,8-gukapboHOBON KUCMOTbl pactBopsitoT B cMecu 800 M cnoxHoro guusonponunoBoro adwmpa ¢ 600 mn
Teptarmapody-paHa u gobaensawT 54 r (0,446 monb) S-(-)-1-cbeHnn-atunammHa. PeakLMOHHYI0 CMeCh MepemMeLLMBaloT B
TeYeHMe HOUN NMpY KOMHATHON TemnepaType, BbiNaB-LUMe KpUCTanibl OTCACbIBAOT, @ BblAEMEHHYIO COSb NePEKPUCTann3yoT
u3 1 n nsonponaHona.

Boixoa: 65,5 r (42,6% Teopwun)

[a]p=-205,4° (c=0,97, meTaHon)

Ob6beanHeHHble MaToOYHble PacTBOPbI CryWAloT, @ ocTaTok nogatoT B 1 n mpocToro TpeT.-6ytmn-metnnosoro agmpa.
PacTtBop akcTparupyoT co cMe-cbto 30 I KOHUEHTPUpOBaHHONW cynbdokmucnoTel ¢ 200 Mn negsHon BoAbl, a BogHYO0 a3y
peaKkCTparm-pytoT NPoCTbIM TpeT.-OyTnn-meTunosbiM acmpom. O6beanHEHHbIE pacTBOPbI MPOCTOrO TPET.-6yTUNI-MeTUNoBOro
admpa cywaTt Hag Cynba TOM MarHus 1 CryLator.

Bbixog: 170,41

O710T oboraleHHbIN 8-CroXHbIA MeTUNoBbLIN admp (+)-8-azabuumkrno-[4.3.0]-HoHa-2,4-aneH-1,8-ankapboOHOBON KMUCMOThI
pacTteopstoT B cMecs 800 M npocToro anusonponunosoro agmpa ¢ 600 mn TeTpa-rmapodypana n gobdaensawT 55 r R-(+)-1-
deHun-atmnamumHa. Cornb oTcacbiBaloT, NPOMbIBAIOT CMeCbi0 TeTparmapodypaHa ¢ NPoCTbIM AUM30NPONnUoBeIM 3MPOM 1
cylaT Ha Bo3ayxe.

Boeixoa: 141 1 (91,8% Teopunm)

[a]o=+161,1° (c=1,928, meTaHON)

Conb ABaxdbl NepekpucTanmayloT M3 CMec M3onpornaHora ¢ NPOCTbIM AMU3ONPONUITOBLIM 3¢M-POM B COOTHOLLEHMM
4:1.

Bbixoa: 112,5r

[a]o=+215,7° (c=1,1, meTaHOm)

OcBoboxaeHne kucnotol: 17 1 (49,3 MMOIb) NO-NyYEeHHbIX KpucTannos cycneHaupytoT B 100 mn ne-gsHow BoAbl U
NOAKMCAAIOT 3 MIT KOHLUEHTPUPOBAH-HOM CyNbOKUCIOThI. TPpuXabl 9KCTParmpyloT, Kax-aeii pas ¢ npumeHeHunem 100 mn
npocToro TpeT.-6yTunMeTnnoBoro agwmpa, opraHudeckume asbl cy-aT Hag cynbdaToM MarHus 1 CryLatoT.

Bobixoa cbiporo npoaykta: 13,2 1

TemnepaTtypa nnaeneHus: 79-81°C (13 npocToro 4umM3onponmnoBoro agmpa)

[a]p=+254° (c=0,85, anxnopmeTaH)

3

CnoxHeii  mMetunosbin  admp  (1S,6R)-1-meT-0okCcrkapOoHMnaMmuHo-8-azabmumkno-[4.3.0JHoHa-2,4-aueH-8-«kap6oHOBON
KMCMOTbl (= CHOXHbIN  MeTuno-ebii  admp  (3aS,7aR)-3a-meTtokcukapboHmnamuHo-1,2,3,7a-TeTparMapo-n3onHoon-2-
KapOOHOBOW KUC-MOTbI)

AHanormyHo ctagum [ 13 1 ceiporo 8-cnoxHoro metunosoro adwmpa (1S,6S)-8-azabuumk-no[4.3.0JHoHa-2,4-ameH-1,8-
OnkapOOHOBOM KMCNOTLI NoABepratoT B3anmogenctauio ¢ 5 r (50 mmons) Tpu-stunamuHa, 3,2 r metaHona un 13,7 r (55 mmorb)
an-erHnndoctopunaumnaa B 160 mn abconoTHOro To-nyona n cooTBeTCTBEHHO 06pabaTbiBatoT.

Bbixoa ceiporo npoaykta: 11,2 r

n

(3aS,7aR)-1,2,3,7a-tetparmgpo-sonHgon-3a-nn-amuH (= (1S,6R)-1-amnHo-8-asza-6uuuknol4.3.0]JHoHa-2,4-aneH)

AnanormyHo ctagum E 11 r ceiporo cnoxHoro MeTtwunosoro 3dwmpa (1S,6R)-1-veTokcmkapboHMI-aMMHO-8-
a3abvumkno[4.3.0]-HoHa-2 4-ameH-8-kap6-oHoBoM kncnotbl ¢ 42 r Ba(OH)2:8H20 B 150 Mn Boabl NoABEPradT OMbINIEHUIO U1
COOTBETCTBEHHO 06paba-TbiBatoT.

Bobixoa: 3 r (44,6% Teopun B nepecyeTe Ha cta-amto X)

TemnepaTypa kunenus: 70°C /0,1 mbap

[2]o=+235,9° (c=1,14, meTaHon)

8-meTunoBbin admp (1R,6R)-8-a3abnumk-no[4.3.0JHoHa-2,4-ameH-1,8-ankapOOHOBOM KMCMNOTbI (= 2-CNOXHbIA MEeTUNOBbIN
adwmp (3aR,7aR)-1,2,3,7a-TeTparngpo-n3onHaon-2,3a-gukapboHOBON KUCMOTbI)

AHanormuHo ctagumn XK (veTton 1) pasgeneHve palemaTa OCYWecCTBST npu nomowm S-(-)-ceHnnammnamumHa c
nonyvyeHmem 8-cnoxHoro metu-noeoro agmpa (1R,6R)-8-azabuyukno[4.3.0]JHoHa-2,4-aneH-1,8-aMkapBoHOBON KUCMOThI.

[a]p=-233,6° (c=0,6, guxnopmeTaH)

K.

CnoxHewi metunosbeii  admp  (1R,6R)-1-meT-okcukapboHMnamuHo-8-a3abumumkno-[4.3.0JHoHa-2 ,4-aneH-8-kap6oHOBO
KMCNOTbl (= CrOXHbIA  MeTuno-ebin - 3agmp  (3aR,7aS)-3a-meTokcukapboHunammHo-1,2,3,7a-tetpamapo-n3onHaon-2-
KapbOHOBOM KMC-NMOTbI)

MpoaykT ctagun WM pearvpyloT aHanorMuHo cta-auu 3 ¢ nonydeHuem ChokHoro MeTunosoro adwmpa (1R,6S)-1-
MeToKcuKkapboHMnammHo-8-azabunumkno-[4.3.0]-HoHa-2,4-aueH-8-kapOoOHOBOM KMUCIOTbI, KOTO-pbii MPUMEHSIIOT B CbIPOM
COCTOSIHUM.

Il

(3aR,7aS)-1,2,3,7a-Tetparmgpo-usonHgon-3a-nn-amuH (= (1R,6S)-1-amnHo-8-a3za-6uuuknol4.3.0JHoHa-2,4-aneH)
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Mony4eHHbIN Ha cTagun K npoaykT pearnpyloT npyuemom, aHanormyHsiM ctagum E.
[a]p=-224° (c=0,8, meTaHoOnN)
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M.

CnoxHbli MeTunoBeii agup 8-a3abuumkno-[4.3.0JHoHa-2,4-aneH-1«kapbokcamua-8-kapboHOBOM KWUCMOThI (= CIIOXKHbIA
MeTunoBbIn admp 1,2,3,7a-TeTpamapo-n3onHaon-3a-kapbokcamug-2-kapboHo-BOM KUCMOThI)

B 4,5 r (20 mmonb) 8-cnoxHoro meTtunosoro agwmpa 8-a3abuumkno-[4.3.0]-HoHa-2,4-gneH-1,8-am-kapboHOBOM KNCNOTHI B
20 mn abconoTHOrO AMXNOp-MeTaHa nogatoT 2,2 r (22 Mmmonb) Tpuatmnamuna. OxnaxaatoTt Ao Temnepatypbl -20°C, kannamu
po-6aensoT 2,6 1 (25 MMOIb) CMOXHOIO 3TUIOBOrO 3chvpa XNOPMYpPaBbUHOW KUCMOTLI M NepeMeLLMBaloT B TeyeHne 1 yaca
npu Temnepatype -20°C. Nocne atoro npu Ton Xxe TemnepaTtype Kannsamu gobaensoT 20 mn 25%-Horo BogHOro pacteopa
aMmMuaka, alT HarpeeaTbCs A0 KOMHATHOW TemnepaTypbl U nepe-vewmsaloT B TedyeHne 1 yaca. MHorokpaTHoO akcTpa-
TMPYIOT OUXITOPMETAHOM, CyLlaT HaZ cyrnbdaTtoM MarHus v crylwatoT. MpoayKT BelkpucTannmayeTcs.

Boixoa cbiporo npoaykTa: 4,4 1 (99% Teopun)

TemnepaTtypa nnaenexus: 117-120°C (u3 To-nyona)

H.

CnoxHbli MeTunoBbii agmp 1-aMmuHo-8-a3a-onumkno-[4.3.0JHoHa-2,4-aneH-8-kapboOHOBOM  KMUCMO-Tbl (= CINOXHbIA
MeTunoBbIn admp 3a-amuHo-1,2,3,7a-TeTparmapo-13omHAoN-2-kapboHOBOM KUCINOThI)

43 1 (19,4 Mmmosb) crnoxHoro metunosoro adwmpa 8-azabuumkno-[4.3.0]-HoHa-2,4-aneH-1-kapbokcammna-8-kapOoHoBol
kucnoTsl ¢ 7,9 r (20,2 mmonb) l-okcu-I-Tosun-okcunonberHsona 8 100mn abcontoTHOrO aLe-TOHUTpUna HarpeeatoT C 06paTHbIM
xonoaunbHYKoMm B TedeHune 3 yacoB. Pacteop crywatoT, nogatoT B 100 mn xnopodopma, npomMbiBatoT 15%-HbIM pacTBO-pom
rTMAPOOKWCY Kanusi, CyLlaT Haf, CynbdaTom Mar-Husi, CryLLalo T U MEPETrOHAIOT B BbICOKOM Bakyyme.

Bobixoa: 1,5 r (40% Teopun)

TemnepaTtypa kunenus: 122-125°C/0,07 mbap

0.

1,2,3,7a-TeTparngpo-n3onHgon-3a-nnamvH (= 1-amuHo-8-asa-bvuvkno[4.3.0]-HoHa-2,4-gneH)

AnanornyHo ctagum E 1,4 1 (7,2 MMorb) cnoxHo-ro MeTtnnosoro admpa 1-amuHo-8-azabuumknol4.3.0]-HoHa-2,4-ameH-8-
kapboHoBol kucroTsl ¢ 4 r Ba(OH)2-8H20 B 20 Mn BoAbl NOABEpPraloT OMbINIEHWNIO U COOTBETCTBEHHO 06pabaTbiBatoT.

Boeixoa: 0,6 r (61% Teopun)

TemnepaTtypa kunenus: 65°C/0,1 mb6ap

Cnepnyoume NnpuMepbl NOSICHAIOT NOMYYEHNE aK-TUBHbIX Ha4Yan o6wew cdopmynsi (1).

Mpumep 1

0
F COQOH

. INI
a2l

265 mr (1 mmonb) 1-umknonponun-6,7-androp-1,4-ourmapo-4-okco-3-xMHONMHKapbOHOBOW KNCNOTHI BMECTE CO CMechbto 4
M aueToHMTpuna u 2 mn gu-vietungopmamumga ¢ 170 mr (1,5 mmorne) 1,4-anasabuumkno[2.2.2Joktana n 150 mr (1,1 mmorb)
1,2,3,7a-TeTparmagpo-u3onHaon-3a-mnammHa Harpe-atoT ¢ obpaTHbIM XONoaunbHUKOM B TeveHue 1 yaca. BeinaBwmin ocagok
oTcacbiBaloT, npoMbiBaloT 30 M BOAbI M cyllaT.

Boeixoa: 288wmr (75,6% Teopuu) 7-(3a-amuHo-1,2,3,7a-Tetparmapo-13onHaon-2-mn)-1-uvknonpon-un-6-¢rop-1,4-aurmapo-
4-0KCo-3-XMHONMMHKapBOHO-BON KMCNOThI

Touka nnaeneHus: 272-274°C (pasnoxeHue)

Mpumep 2

H,N

AHanormyHo npumepy 1 c npumeHeHnem 1-umknonponun-6,7,8-tpudrop-1,4-gurmapo-4-okco-3-xvHonmHkapboHoBON
KMCroTel nonyqawT 7-(3a-amvHo-1,2,3,7a-TeTpamapo-13omMHaon-2-un)-1-uuk-nonponun-6,8-agudrop-1,4-ammapo-4-okco-3-
XNHOJTMHKAPOOHOBYIO KUCHOTY.

Beixoa: 85% teopun

TemnepaTtypa nnaeneHus: 232-233°C (pa3no-xeHue)

Mpumep 3

AHanornyHo npumepy 1 ¢ npyumeHeHvem 8-xnop-1-uuknonponun-6,7-gndrop-1,4-aurmapo-4-okco-3-xMHonMHKkapboHOBON
KMCnoTbl nonyyatoT 7-(3a-aMuHo-1,2,3,7a-TeTparnapo-m3omHaon-2-4n)-8-xnop-1-umknonponun-6-grop-1,4-gnurnapo-4-okco-
3-XMHONMUHKapOOHOBYIO KMCNOTY.
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Beixoa: 58% teopun
TemnepaTtypa nnaeneHus: 179-182°C (pasno-xkeHue)
Mpumep 4

F COOH
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295 mr (1 mmornb) 1-umknonponun-6,7-androp-1,4-aMmapo-8-mMeToKcn-4-0KCo-3-XMHONMMHKapOOHO-BOWM KNCNOTLHI B CMEe/
4 wmn aueToHuTpuna u 2 mn aummetundopmammga ¢ 330 mr (2,4 mmons) 1,2,3,7a-TeTparmapo-u3omHaon-3a-mnnammHa
HarpeBaloT Cc 06-paTHbIM XONOAUNBHUKOM B TedeHue 1 yaca. Peakum-OHHYIO CMECh CryLLalT U ocTaTok nepemelmsatot ¢ 40
Mn BoAabl. MeaneHHo BbiNnagalowmii 0CafoK OTCa-ChbiBalOT, NPOMbIBAOT BOAOW M cywat npu Temnepa-type 60°C B BbICOKOM
BaKkyyme.

Bobixoa: 175 mr (43% Tteopum) 7-(3a-ammHo-1,2,3,7a-TeTparmgpo-n3omHaon-2-un)-1-uuknonpon-un-6-grop-1,4-aurmapo-
8-MeToKCN-4-0KCO-3-XMHONHKapOOHOBOM KMUCIOThI

TemnepaTtypa nnaeneHus: 195-196°C (pa3no-xeHue)

Mpumep 5
0
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289 mr (1 mmorb) 1-uvknonponun-8-aTMHun-6,7-adrop-1,4-onmapo-4-okco-3-xMHONMMHKapOOHOBOW KUCMOTLlI B cMecu 4
M aueToHMTpuna u 2 mn gumet-ungopmamumga ¢ 170 mr (1,5 mmorne) 1,4-amasabuumkno[2.2.2Joktada n 150 mr (1,1 mmorb)
1,2,3,7a-TeTpamapo-u3onHaon-3a-unammHa Harpe-satoT ¢ ob6paTHbIM XONOAWUIBHUKOM B TeyeHue 1 yaca. PeakumoHHyo
CMecb CryllaloT U OCTaTok nepemelwm-BatoT ¢ Bogon (pH=8), nocrne 4yero [obaBKkOW KOHLEH-TPUPOBaHHOW kucnoTel pH
[OBOAST 10 7. BeinaBwumin ocagok oTcackiBatoT, MPOMbIBAOT BOAOW U CyllaT.

Boeixoa: 382 mr (94% Tteopwun) 7-(3a-ammHo-1,2,3,7a-TeTpamapo-n3omHaon-2-u)-1-Lmknonpon-un-8-atmHun-6-grop-1,4-
Anmppo-4-oKkco-3-XMHONUHKapOOHOBOM KUCOThI

TemnepaTtypa nnaeneHus: 176-177°C (pasno-xeHue)

Mpumep 6
0
E COOH
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AHanormyHo npumepy 5 c npumeHeHvem  1-umkrnonponun-8-gndropmeToken-6,7-gudtop-1,4-aumapo-4-okco-3-
XHONMUHKapOOHOBOW KUCIOThI no-nyyator 7-(3a-amuHo-1,2,3,7a-TeTparnapo-n3onHgon-2-un)-1-umkronponun-8-

andropmeTokcn-6-gTop-1,4-aMmapo-4-okco-3-XMHONMHKapOOHOBYIO KUCIOTY.
Bbixoa: 66% Teopun
TemnepaTtypa nnaeneHus: 215-217°C (pasno-xeHue)
Mpumep 7

F COOH
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O\)\CHJ

AHanormyHo  npumepy 1 C npumeHeHuem  (S)-9,10-gudrop-2,3-aurmapo-3-meTnn-7-okco-7 H-nmpupo[1,2,3-
d,e][1,4]6eH30kcaumH-6kapboHoBoM kucroTel nonyqatoT 10-(3a-amuHo-1,2,3,7a-TeTparapo-n3onHgon-2-un)-9-cgrop-2,3-
anmppo-3(S)-meTnn-7-okco-7H-nupuaol[1,2,3-d,e][1,4]6eH3-okcaunH-6-kapbOHOBYIO KMCMOTY.

Boixoa: 45% teopun

TemnepaTtypa nnaeneHus: 242-243°C (pa3no-xeHue)

Mpumep 8



COOH

=

AHanormyHo npumepy 1 ¢ NpyMeHeHWem paue-muyeckoro 6,7,8-Tpudtop-1-(umc-2-coropuuknonpon-un)-1,4-mrmopo-4-
OKCO-3-XMHOJNTMHKAPOOHOBOM KMC-noThbl nonydatT 7-(3a-amuHo-1,2,3,7a-TeTparmapo-#sonHaon-2-un)-6,8-andgprop-1-(umnc-2-
dropumkno-nponunn)-1,4-aumapo-4-okco-3-xXMHONUHKapOOHOBYIO KUCIOTY.

Beixoa: 66% Teopun

TemnepaTtypa nnaeneHus: 210-211°C (pa3no-xkeHue)

Mpumep 9
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K 283 mr (1 mmornb) 7-xnop-1-uuknonponun-6-¢gprop-1,4-gumpapo-4-okco-1,8-HadptmpnanH-3-«kap6-0HOBOM KUCMNOTLI B 6
M aueToHuTpuna npu Temne-patype 25°C pobasndawT 270 mr (2 mmornb) 1,2,3,7a-TeTparmgpo-m3onHaon-3a-mnaMmmHa.
PeakunoHHyto cMeck nepemelumsatoT npu Temnepatype 50°C B Te-vyeHne 1 yaca. CycneHs3uio oxnaxaaloT B BaHHe nbAa,
0CajoK 0TCacbIBaloT, MPOMbIBAOT aLLETOHUTPUIIOM, NepPemMeLLMBatoT C BOAOM v cywat npu TemnepaTtype 80°C n gasnenun 0,1
mbap.

Beixoa: 262 wmr (67% Teopumn) 7-(3a-amunHo-1,2,3,7a-TeTparnapo-13onHaon-2-un)-1-uvknonpon-un-6-grop-1,4-amurnapo-
4-0kco-1,8-HadpTMpNanH-3-kapOGOHOBOW KUCNOTbI

TemnepaTtypa nnaeneHus: 239-240°C (pa3no-xkeHue)

Mpumep 10

AHanornyHo npumepy 1 ¢ npumeHeHnem 8-6pom-1-Luknonponun-6,7-gndprop-1,4-aurmapo-4-okco-3-xMHonMHkapboHoBON
KMCMOTbl MOMy4aloT peakuMoH-HYI0 CMECb, U3 KOTOpOW MyTeM XpoMaTtorpaduun Ha cunvkarerne c npyMeHeHWeM B KayecTBe
aMeHTa CMecu aguxiiopMeTaHa € MeTaHonoMm u 17%-HbiM am-muakom B cooTHoweHnn 30:8:1 BblgensoT 7-(3a-amuHO-
1,2,3,7a-TeTpamapo-u3onHaon-2-mn)-8-6pom-1-uvkno-nponun-6-grop-1,4-aumapo-4-oKkco-3-xMHONMMHKapBOHOBYIO KUCMOTY.

TemnepaTtypa nnaeneHus: 200-201°C (pasno-xeHue)

Mpumep 11
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K 385 mr (1 mmomb) criokHoOro atmnoBoro adwmpa 7-xnop-1-(2,4-gudgtopceHnn)-6-cgprop-1,4-gumapo-4-okco-1,8-
HadpMpnanH-3«kapboHoBoW kucnoTel B 6 Mn aueToHuTpuna nogatot 202 mr (1,5 mmone) 1,2,3,7a-TeTparmapo-nsonHgon-3a-
mnamvHa. Peak-UmoHHYl0 cMecb nepemewmBatoT npu Temnepatype 30°C B TeueHue 2 yacoB. Ocagok oTcacbiBaloT, Npo-
MbIBaOT aueToHuTpunom, cywaT npu TemnepaTtype 90°C u pgaeneHum 0,1 mbBap (Bbixog cbiporo npogykta: 255 mr) u
ounw@T nytem xpomatorpadmm Ha 15 r cunmkarens C NpYMEHeHMEM B KayecCTBE JMOEHTa CMecu AMXIopMeTaHa C
MeTaHoNoM U 17%-HbiM aMm-M1Makom B cooTHoweHnn 30:8:1.

Bbixoa: 86 mr (18% Teopum) cnoxHoro atmnoso-ro agwmpa 7-(3a-amuHo-1,2,3,7a-teTparapo-n3o-mHaon-2-4n)-6-grop-1-
(2,4-opudbtopcbeHnn)-1,4-gu-rmapo-4-okco-1,8-HadpmpunanH-3-«kapOoHOBOI KUC-NOThI

TemnepaTtypa nnaeneHus: 202-207°C (pa3no-xeHue)

5}

80 mr npogykta ctagum A B cMecu 1 M yKCycHOM KnucnoTbl ¢ 0,75 MM NOMYKOHUEHTPUPOBAHHOM COJSA-HOW KUCMOThI B
TeyeHne 2 4acoB HarpeBakwT C 0OpaT-HbIM XONOAWSIBHUKOM. PEaKkuMOHHYI0 CMeChb CryllaloT, OCTaToK NepemMeLumBaloT C
HebOorbLMM KONMYECTBOM BOAbI, OCAAOK OTCAacCbiBaloT, NPOMbIBAlOT BOoAOW U cy-waT npu Temnepatype 100°C B BbICOKOM
BaKyyme.

Beixog: 37 wmr (45% Teopuu) rmmgpoxnopuga 7-(3a-amumHo-1,2,3,7a-TeTparMapo-n3onHaon-2-un)-6-grop-1-(2,4-
andropdeHun)-1,4-anmapo-4-okco-1,8-HadTmpmanH-3-kapboHOBOW KNCMOTHI.

TemnepaTtypa nnaeneHus: 208-210°C (pasno-xeHue)

Mpumep 12

F

AHanormyHo npumepy 4 ¢ npumeHennem  1-(2,4-gudtopdeHnn)-6,7-gudrop-1,4-aurnapo-5-meTnn-4-okco-3-
XUHONMHKApPOOHOBOWM KMCMOThlI nonyyatT 7-(3a-ammHo-1,2,3,7a-TeTpamapo-m3onHaon-2-un)-1-(2,4-gndpropdeHunn)-6-gtop-
1,4-aumpapo-5-vieTnn-4-okco-3-xMHOMHKapOOHOBYIO KMCMOTY.

Beixoa: 89% Teopun

TemnepaTtypa nnaeneHus: 157-159°C (pasno-xkeHue)

Mpumep 13
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AHanormyHo npumMepy 1 ¢ NPMMEHEHMEM CITOXHO-TO 3TUIoOBOro adwmpa 6,7-gudtop-1-(dpTop-TpeT.0ytnn)-1,4-aurmapo-4-
OKCO-3-XVIHOMNNHKaPBOOHO-BOM KMCIOTbI MNOMYHaloT PeakLMOHHYI0 CMEeCh, U3 KO-TOPOW NyTem Xpomartorpaduun Ha curmkarene ¢
NpU-VIEHEHMEM B KauyecTBe 3fll0eHTa CMecM AUXIopMeTa-Ha C MeTaHONIoM B COOTHoweHuM 95:5 BbIAENsOT CNOXHbIN
ammnosbii  admp  7-(3a-amnHo-1,2,3,7a-TeTparmapo-m3onHaon-2-un)-6-prop-1-(prop-tpeT.6 yTun)-1,4-onrnapo-4-okco-3-
XMHONNHKaPOOHO-BOW KUCOThI.

TemnepaTtypa nnaeneHus: 219-220°C (pa3no-xeHue)

Mpumep 14
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AHanormyHo npumepy 4 ¢ npumeHeHuem 6,7-gudrop-1-(cprop-Tpet.6yTmn)-1,4-anrmapo-4-okco-3-xMHoNMHKkapboHOBON
Kucnotel nonyyatot 7-(3a-amuHo-1,2,3,7a-TeTparMapo-m3onHaon-2-un)-6-prop-1-(dprop-tpet.6 ymn)-1,4-aumapo-4-okco-3-
XHOMWH-KapbOHOBYIO KUCTOTY.

Bobixoa: 78% Teopun

TemnepaTtypa nnaeneHus: 229-231°C (pa3no-xeHue)
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Mpumep 15
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AHanormyHo npumepy 1 ¢ npumeHeHuem 1-31mMn-6,7-gudrop-1,4-oMmpapo-4-oKkco-3-XMHOMMHKapOOHO-BOM  KUCTOTbI
nonyvatoT 7-(3a-amuHo-1,2,3,7a-TeTparmapo-n3onHaon-2-un)-1-atmn-6-grop-1,4-ou-rmapo-4-okco-3-xMHONMHKapOboOHOBYIO
KUCNOoTY.

Beixoa: 63% Teopun

TemnepaTypa nnaeneHus: 229°C (pasnoxeHue)

Mpumep 16

AHanornyHo npumepy 1 c npUMeHeHnem 5-6pom-1-umknonponun-6,78-tpudrop-1,4-aumapo-4-okco-3-
XUHOMMHKApPOOHOBOM KUCMOTbI nonydatT  7-(3a-amuHo-1,2,3,7a-TeTparnapo-usonHaon-2-un)-5-6pom-1-umknonponun-6,8-
androp-1,4-o1rmapo-4-oKkco-3-XMHONMMHKapOOHOBYIO KUCMOTY.

Bbixoa: 71% Teopun

TemnepaTtypa nnaeneHus: 278-280°C (pa3no-xeHue)

Mpumep 17

AHanornyHo npumepy 1 ¢ npumeHeHnem 1-uuknonponun-5,6,78-tetpadrop-1,4-aurmapo-4-okco-3-xMHonMHkapboHOBON
KMCRoTbl nonyyatoT 7-(3a-amuHo-1,2,3,7a-teTparnapo-nsonHgon-2-4n)-1-uuk-nonponun-5,6,8-tpudrop-1,4-gurnapo-4-okco-
3-XMHONMUHKapOOHOBYIO KMCNOTY.

Boixoa: 70% Teopun

TemnepaTtypa nnaeneHus: 244-245°C (pa3no-xeHue)

Mpumep 18

HaN

B pacteop 50 mr (0,12 mmonb) 7-(3a-amuHo-1,2,3,7a-TeTparmapo-usonHaon-2-un)-1-umknonpon-un-5,6,8-tpudprop-1,4-
anmppo-4-okco-3-XMHONUH-kapboHOBOW KMCroThl B 5 M agumeTtuncynbdgokeuga B tedeHne 14 yacos npu Temnepatype 110-
120°C no-gatoT noTok ammuaka. Cmech ynapuBaloT U OCTaToK nepemelunsatoT ¢ 8 Mn ataHona. HepactBopumBLLMIACS 0CafoK
OTCacbiBaloT, NPOMbIBAKOT 3TaHONOM, cywaT npu Temnepatype 60°C B BbICOKOM Bakyyme C Mony-4eHuem 27 Mr Cbiporo
NpoayKTa U OYMLLIAIOT NYTEM XpomaTtorpadmn Ha cunukarene ¢ NpUMeEHEHVEM B KayecTBe 3fl0eHTa CMecH AuXnopMeTaHa C
MeTaHONOM B cOOTHOLWeHuK 95:5.

Bbixoa: 18 mr 5-amuHo-7-(3a-amuHo-1,2,3,7a-TeTparmapo-n3onHaon-2-un)-1-uuknonponun-6,8-androp-1,4-gurmapo-4-
OKCO-3-XVIHOMNMHKapBHOHOBOW KNCNOThI

TemnepaTtypa nnaeneHus: 194-195°C (pasno-xkeHue)

Mpumep 19
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AHanornyHo npumepy 5 ¢ npumeHeHuem 1-tpeT.6yTnn-6,7-androp-1,4-aMmpapo-4-okco-3-xMHONNHKapOOHOBOM KNCTOThI
nonyqatoT 7-(3a-amuHo-1,2,3,7a-TeTparnapo-usonHgon-2-un)-1-tpet.6ytmn-6-ctop-1,4-aurmapo-4-okco-3-

XMHOMUHKapOOHOBYIO KUCHIOTY.
Boixoa: 69% Tteopun
TemnepaTtypa nnaeneHus: 228-230°C (pa3no-xeHue)
Mpumep 20

AHanornyHo npumepy 4 C  NpuUMeHeHuem 1-uuknonponun-6,7,8-Tpudtop-1,4-aMmapo-4-okco-5-BUHNN-3-
XUHONMHKApPOOHOBOW KMCMNOThl  nonyqarT  7-(3a-amuHo-1,2,3,7a-TeTparmapo-u3onHaon-2-un)-1-uuknonponun-6-¢rop-1,4-
anrmapo-4-okco-5-BUHNM-3-XMHOMMHKAP OOHOBYO KMCIOTY.

Beixoa: 75% teopun

TemnepaTypa nnaeneHus: 227-228°C (pa3no-xeHue)

Mpumep 21
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AHanormyHo npumepy 4 ¢ npumeHexHnem 1-(2,4-gndtopceHnn)-6,7-gudrop-1,4-anrmapo-4-okco-3-xmHonmMHKap 6oHOBOM
KMCNoTbl nonydatoT 7-(3a-amuHo-1,2,3,7a-TeTparnapo-usonHaon-2-un)-1-(2,4-gngpropdeHunn)-6-prop-1,4-gurnapo-4-okco-3-
XUHONNHKAPOOHOBYIO KUCIOTY.

Bobixoa: 77% Teopun

TemnepaTtypa nnaeneHus: 253-254°C (pa3no-xeHue)

Mpumep 22

AHanormyHo npumepy 4 ¢ npumeHeHuem  1-(2,4-pgudtopdeHnn)-6,7,8-tpudtop-1,4-ammapo-4-okco-5-BUHNN-3-
XUHONMMHKAPOOHOBOM  KUCMOTbI  nonydatT  7-(3a-amuHo-1,2,3,7a-TeTparmapo-nsonHgon-2-un)-1-(2,4-gugropdeHnn)-6,8-
androp-1,4-anmpapo-4-oKkco-5-BUHUN-3-XMHONNMHKApOOHOBYO KMCIOTY.

Boixoa: 96% Tteopun

TemnepaTtypa nnaeneHus: 215-216°C (pasno-xeHue)

Mpumep 23
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AHanornyHo npumepy 1 ¢ NpMMeHeHnem paue-Mqucmro 6,7-pmdTop-1-(umc-2-cpTopuuknonponun)-1,4-aurmapo-4-okco-
3-xMHonNnHKapboHOBOW KMCroTbl nonyyarT -(3a-amuHo-1,2,3,7a-TeTparapo-n3ounHg-on-2-un)-6-gprop-1-(umc-2-
dropumknonponun)-1,4-ourmapo-4-okco-3- X|/|Honv|HKap60HOByro KWUCNOTY.
Beixoa: 55% teopun

TemnepaTtypa nnaeneHus: 238-239°C (pa3no-xeHue)
Mpumep 24

AHanommyHo npumepy 1 € nNpuMeHeHWeM paue-muyeckoro 8-xnop-6,7-gudgrop-1-(umc-2-propumkno-ponun)-1,4-
Anmppo-4-okco-3-XMHONMHKapOOHOBOM KMCNOTLI MOCE OYMCTKU NyTeM xpomatorpadmu Ha cunukarerne ¢ NPUMEHeHWeM B
KayecTBe anioeHTa cMecn AMxriopMeTaHa C MeTaHONoM B CooTHoweHuu 95:5 nonyqatoT 7-(3a-amuHo-1,2,3,7a-TeTparngpo-
n3ouHaon-2-un)-8-xnop-6-grop-1-(umnc-2-gpropuvk-nonponun)-1,4-ammapo-4-okco-3-xMHONMHKapBoHO-BYIO KUCTOTY.

Bbixoa: 55% Teopun

TemnepaTtypa nnaeneHus: 196-198°C (pasno-xeHue)

Mpumep 25
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410 wmr (1 MMoNb) xenatHoro  coeauMHeHus  1-uuknonponun-6,7-gudrop-1,4-oumapo-8-metnn-4-okco-3-
XMHOMUHKapboHoBow kucrnoTel n B(O-CO-CHaz)2 B 8 M auetoHuTpuna B atmocdepe asota BmecTe ¢ 224 mr (2 mmorb) 1,4-
anasa-omumkno[2.2.2JoktaHa n 272 mr (2 mmornb) 1,2,3,7a-Tetparmgpo-n3onHaon-3a-unaMmmHa HarpeeatT B Te-dyeHue 15
yacoB npu Temnepatype 60-70°C. Peakun-OHHYIO CMeCh CrylLaloT B BaKyyme, a OCTaToK nepe-MeLunmBatoT coO CMecbto 4 Mn
aueToHa ¢ 0,5 M KOH-LEHTPMPOBaHHOM COJIHON KMUCMOThl U B TedeHne 30 MUHYT B BaHHe obpabaTkiBaloT ynbTpa3ByKOBOM.
Crywatot, ocraTtok nogawT B Boay (pH 3), BbimaBwywo 1-uuknonponun-6,7-audrop-1,4-gumpapo-8-metmn-4-okco-3-
XNHONMMHKApOOHOBYIO KMCROTy oTcackiBaioT (90 mr), a pH matouHoro pactBopa pfobGaBneHuem 5%-Horo pactsopa
OvkapboHaTa HaTpus AOBOOAT 40 7,5. DKCTparMpyloT AUXNOpMeTaHoM, CyllaT Haf cynbaToM MarHus u cryLiator.

Boeixoa: 61 mr (15% teopwun) 7-(3a-amuHo-1,2,3,7a-TeTpamapo-usonHaon-2-un)-1-umknonpon-un-6-grop-1,4-gurmnapo-8-
MeTU-4-0KCO-3-XUHOMMH-KapOOHOBOW KMCIOTbI

TemnepaTtypa nnaeneHus: 201-203°C

Mpumep 26

317 mr (1 mmonb) 8-xm0p-6,7-andtop-1-[(1R,2S)-2-dTopumnknonponun]-1,4-ammapo-4-0kco-3-xMHON-uHKapboHOBOM
KUCnoTel B cmecv 4 M aueToHMTpuna ¢ 2 mn aumetundopmamnga smecte ¢ 187 mr (1,67 mmonb) 1,4-agnasabuumknol2.2.2]-
okTaHa u 165mr (1,2 mmonb) (3aS,7aR)-1,2,3,7a-TeTparmgpo-M3onHaon-3a-un-amvHa HarpeBalT ¢ obpaTHbIM  XO-
NoAunbHUKOM B TeveHne 1 yaca. PeakuMOHHYI0 CMeCb B TEYEHME HOYM XPaHAIT B XONoAunbHuKe. Beinasmin ocagok

oTcacbiBaloT, NpoMbiBaloT 30 M BOALI M cylaT.
Bobixoa: 290 mr (67% Teopuun) 7-([3aS,7aR])3a-amunHo-1,2,3,7a-TeTparMapo-n3onHaon-2-un)-8-xmnop-
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1-[(1R,2S)-2-dropunkronponunn]-6-dgrop-1,4-anma-po-4-0kco-3-xMHONMHKapbOHOBOWM KNCIOThI

TemnepaTtypa nnaeneHus: 206-207°C (pa3no-xeHue)

[a]po=+2,5° (c=0,5, xnopodopm), pa3nuuHblie pe-3ynbTaTbl NPU ONpeAeneHnn BENMWYMHbBI yIna Bpalle-Hus, onpeaeneHue
CTPYKTYPbI MyTEM PEHTTEHOBCKOrO aHanuaa.

217 Mmr (0,5 MMOJb) 7-[(3aS,7aR)3a-amuH0-1,2,3,7a-TeTparmgpo-usonHaon-2-unj-8-xnop-1-[(1R,2S)-2-
dropumnknonponun]-6-grop-1,4-aumapo-4-0kco-3-xMHoNMH-kapboHOBOM KMUCINOTbl pacTBopstOT B cmeck 5 mn Boabl ¢ 0,5 mn
1-H. consiHOM KWcroTbl € nocreaylowen nuodmnusauuen pacteopa. lmagpo-xnopug 7-[(3aS,7aR)3a-amunHo-1,2,3,7a-
TeTparmapo-nsonHgon-2-unl-8-xnop-1-[(1R,2S)-2-dpropuukno-nponun}-6-grop-1,4-Anmapo-4-0kco-3-xMHONMH-KapOoOHOBO
KMUCNOTbI BbIAENSOT B KOJIMYECTBEHHOM BbIXOJ€.

MopoBHBIM NprMeMoM Takke nonydatoT MeaunaTt v To3unar.

Mpumep 27

AHanormyHo npumepy 26 ¢ npumeHenuem 8-xmop-6,7-gndrop-1-[(1S,2R)-2-dTopumknonponunl-1,4-aumapo-4-okco-3-
XNHONMMHKApPOOHOBOM KUcHoTbl nonydatT 7-([3aS,7aR]3a-ammHo-1,2,3,7a-TeTparma-po-n3onHaon-2-un)-8-xnop-6-grop-1-
[(1S,2R)-2-cropuuknonponun]-1,4-oumpapo-4-0KkCco-3-XMHONUH-KapOOHOBYIO KMCIOTY.

Beixoa: 71% Teopun

TemnepaTtypa nnaeneHus: 170-174°C (pa3no-xkeHue)

[a]o=+215° (c=0,5, xnopodopm).

Mpumep 28
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AHanornyHo npumepy 26 c npUMeHeHnem 8-xnop-1-uwknonpomnun-6,7-guarop-1,4-aurmapo-4-okco-3-
XWHONMHKapOOHOBOM KMCAOThI nonyyatnT 7-([3aS,7aR]3a-amuHo-1,2,3,7a-TeTparapo-n3onHaon-2-un)-8-xnop-1-

umknonponun-6-¢gprop-1,4-oumapo-4-0kco-3-XMHONMHKapBOHOBYIO KUCHOTY.
Boixoa: 86% Teopun
TemnepaTtypa nnaeneHus: 169-170°C (pasno-xeHue)
[a]o=+116° (c=0,4, xnopochopm)
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Mpumep 29
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317 wmr (1 mmonb) 8-xmop-6,7-amdtop-1-[(1R,2S)-2-dTopumknonponun]-1,4-ammapo-4-0kco-3-xMHOoN-uHKap 6oHOBOW
KMCMOTbl B cMecn 4 Mn aueToHMTpmuna ¢ 2 Mn gumeTtundopmavmaa smecte ¢ 187 mr (1,67 mmonb) 1,4-grasabuuuknol2.2.2]-
oktaHa u 165mr (1,2 mmonb) (3aR,7aS)-1,2,3,7a-TeTparngpo-nsonHaon-3a-un-aMuHa HarpesalT € oOpaTtHbIM  XO-
noAauneHVKOM B TeveHne 1 yaca. PeakUMOHHYI0 CMeCb B TEYEHME HOYM XPaHAIT B XONOoAunbHuKe. Bbinaslmin ocagok
oTcachIBatoT, npomMbiBatoT 30 M BOAb! U CyliaT.

Beixoa: 235 wmr (54% Teopum) 7-([3aR,7aS])3a-amuHo-1,2,3,7a-TeTparngpo-n3onHgon-2-4n)-8-xnop-1-[(1R,2S)-2-
dropumknonponmn]-6-cdrop-1,4-anrna-po-4-0kco-3-xMHONMHKapOOHOBOM KNCIOThI

TemnepaTtypa nnaeneHus: 182-183°C (pa3no-xkeHue)

[a]p=-245° (c=0,5, xnopodopm)

Mpumep 30

AHanormyHo npumepy 29 ¢ npumeHenuem 8-xrnop-6,7-androp-1-[(1S,2R)-2-dTopumknonponun]-1,4-aurmapo-4-okco-3-
XMHONMHKApOOHOBOM KucrnoTbl nonydatoT  7-([3aR,7aS]3a-amnHo-1,2,3,7a-TeTparma-pov3onHgon-2-un)-8-xnop-6-prop-1-
[(1S,2R)-2-cbropumknonponun]-1,4-opurmapo-4-okco-3-xMHONMH-KapBGoHOBYHO KMCIOTY.

Boixoa: 71% Tteopun

TemnepaTtypa nnaeneHus: 195-197°C (pasno-xeHue)

[a]p=-6,4° (c=0,5, xnopocopm), pasHble pe3ynb-TaTbl NpY onpegerieHUn BENNYMHbI yrna BpalleHus

Mpumep 31
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AHanorm4Ho npumepy 29 [ NPYMeEHEHNEM 8-xnop-6,7-gudrop-1-unknonponun-1,4-aurmapo-4-okco-3-

XMHONMMHKapOoHoBOW kucroTel nonyyqawT  7-([3aR,7aS]3a-amnHo-1,2,3,7a-TeTparmapo-n3onHaon-2-un)-8-xnop-6-grop-1-
uuknonponun-1,4-aumppo-4-okco-3-XMHONMUHKapOOHOBYIO KUCIOTY.

Beixog: 90% teopumn

TemnepaTtypa nnaeneHus: 169-170°C (pa3no-xkeHue)

[a]p=-119° (c=0,4, xnopodopm)



