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Hacrosiee n300peTeHrne OTHOCUTCS K COCTUHECHUAM, KOTOPBIC MIPUMEHUMEI B O0JIACTH CEIILCKOTO XO035H-
CTBa B Ka4€CTBE TePOUIIUIIOB.

VYuuteiBas rinobanbHOe yBEIMYCHHE CIIPOCa Ha MPOAYKTHI MUTaHMs, CYIIECTBYET MUPOBas OTPEOHOCTh B
HOBBIX 00pabOTKax Uil CHHXKEHUs MOTePh CEIbCKOXO3SHCTBEHHBIX KYJIBTYP OT 3a00JIeBaHHi, HACEKOMBIX H
copusikoB. Bo Bcem mupe cBoime 40% CeNbCKOXO3SMCTBEHHBIX KYIBTYP OBLIO MOTEPSIHO TIEpe] ero cOOpoM.
TToTepu hakTHUECKN YBENMUIMIINCH C cepeauHbl 1990-x TT.

B EP 0170191, EP 0176101, EP 0640600 1 WO 2010145992 ommcanbsl 0€H30KCa3MHOHOBBIE COSAUHEHHS,
KOTOpBIE SBJISIFOTCS MOJIE3HBIMU B KAYECTBE TePOMIIUIOB.

Ienbl0 HEKOTOPHIX BapUAHTOB OCYMICCTBICHUS W300pETCHUs SBISCTCS OOCCICUeHHE TepOUIUIHBIX CO-
CMHCHMIA, KOTOPBIC SIBIISIOTCS 00JICe aKTHBHBEIMY IO CPABHCHHIO C COCTUHCHHUSMH MPE/IICCTBYIOMIETO YPOBHS
TeXHUKHU. 1[eNbr0 HEKOTOPHIX BAPHUAHTOB OCYIIECTBIICHUS HM300pPCTCHUS SBISCTCS OOCCIICUCHUE TePOMIIMTHBIX
COCJITHCHUH, KOTOPBIC SBILSIFOTCS 0O0JIce CEICKTUBHBIME, YeM COCIMHCHUS MPEAIICCTBYIOIIETO YPOBHS TEXHUKH,
TO €CTh OHU MOTYT O0NaJaTh JIydlIeH, MOJOOHOM WiH Jaxke Oojiee HU3KOW aKTHBHOCTBIO, YEM COCAMHCHHUS
MPE/IIECTBYIONIETO YPOBHS TEXHHKH, 0 OTHOIICHHUIO K IIEJICBBIM BHIAM PACTCHUIA, HO 00JIaaTh 3HAYUTCIHHO
OoJiee HU3KOW aKTUBHOCTBHIO 110 OTHOLICHHUIO K HE IEJICBBIM BHAaM pacTeHWil (Hampumep, CelbCKOXO03sIHCTBEH-
HBIM KYJIbTYpaM, KOTOpbIe ObLUTN 3alTUIIEHBI).

Hacrositiee n300peTeHre OTHOCHTCS K COCAMHEHHUSM, KOTOPBIC JOCTHTAIOT OJHOM MM HECKOJIbKHX W3
BBIIICYKa3aHHbBIX I[eJIeH.

Kparkoe onucanue n3oopereHust
CorJiacHO MepBOMY acleKTy HACTOSIIEr0 H300peTeHHs MPEACTaBIeHO coeaAnHeHne GopMyItbl [V
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R' HesaBucHMO BHIOpaH 13 °© VY 1 -N=CR'’R""; re R'"” u R B7mecre ¢ aTomom yrieposa, k
KOTOPOMY OHH TIPHCOEIMHEHBI, 00pa3yloT 5-9-wIeHHYI0 OUIMKIMIECKYIO WM MOHOITUKINIECKYIO TeTEPOITUK-
JUIBHYIO TPYIITY, TIPU 3TOM YKa3aHHAs TeTCPOIMKIMILHAS TPYIINa SBISETCS HEOOs3aTeIbHO HCHACKIICHHOM; 1
MPY 3TOM yKa3aHHAs FeTePOLUKIMIbHAS TPYIIA COACPIKUT MO MEHBIICH Mepe OJWH aTOM a30Ta B KOJIBIC U HE-
06s13aTenbHO 3aMemena ot 1 1o 6 rpynmamu R’;

[JIe ====== MPEJACTABIIICT COOO0I MO0 YTIICPOA-yIIICPOIHYIO IBOHHYIO CBS3b, THOO YTICPOI-YIICPOIHYIO
MIPOCTYIO CBSI3b;

=Y? npeacTaBisieT coooi =0 i = S;

X' HesaBucumo otcyrerByer mim Beiopan m3 NR'? u CR*R*;

X? HE3aBHCHMO OTCYTCTBYET HIIH TIpecTaBisieT coboit CR?';

KoJbI0 B mpeacrasiser co0oit 5- nim 6-4IeHHYI0 TeTepOIUKIILHYIO TPYIITY; U TIPH 9TOM YKa3aHHas Te-
TEePOLMKIIMIbHAS TPYIIa HE00A3aTeIbHO KOHACHCHPOBAHA C 5- WM 6-4JICHHBIM ITUKJIOATKUIBHBIM HITH TeTepPO-
LIMKJOAIKHIBHEIM KOJBLIOM, H IIPH 3ToM rpymma R' HeoGs3artensHo 3amemena ot 1 10 5 rpymmamu R;

R? HesaBucumMo BeIOpaH u3 (C;-Cy)ankwmna, (C;-C4)ramoreHanKkuia u rajJoreHa,

R’ BeiOpaH u3 (C;-Cg)ankmna, (C;-C¢)ranorenankmna, (C;-Cq)umkmoankmna, (Cs;-Cg)ankenmna, (Cs-
Ce)ankunuina, 4-6-4JIeHHOTO TeTepOLUKIOATKNIA, (C2-C3)aJ1I<I/IJIeH—OR13a u (CI-C3)aJ'IKI/IJIeH—R3a; rae R* BHIOpaH
U3 LUaHo, 3-6-ujeHHOTo reTepounkioankumia, (Cs;-Cq)IuKiIoankuia u COZRBa;

R* 1 R’ BMecTe ¢ aTOMOM yriieposa, K KOTOPOMY OHH MPHCOEIMHEHBI, 00pa3yioT MUKIHYECKYIO TPYIIY,
BEIOpaHHYI0 U3 (C3-Cg)uuKiIoankmia u 4-6-4JICHHOTO TeTePOIUKIOANKIIA, TIPU 3TOM yKa3aHHAs TeTePOIUKIO-
ANKWIbHAS TPYIIA COJACPKUT IO MEHBIIIEH Mepe OJMH reTepoaToM, BeIOpaHHbld 3 N, O u S; ¥ pH 3TOM yKa-
SaIIgHa;I IUKITOAKHIIbHAS TPYIIA WK TeTEPOIUKIOATKAIbHAS TpyIa HeoOs3aTeIbHO 3aMereHa 1-4 rpymmnaMu
R™;

rac

R’ B KakaIOM cy4yae He3aBUCHUMO BbIOpaH u3 =0, =S, :NRB, (Cy-Cg)anxmuna, (C;-Cg)rasoreHaikuna, ra-
norena, mutpo, OR'Y, SR, S(O),R", S(O),NR"“R" SO)NR™R", SOR", CO)R", CONR"R",
C(O)OR13 , nano, (C,-Cg)ankenuna, (C,-Cg)amkuHuna u NRBR”;

R B kaxmom cinyuae HezaBucuMo BbiOpaH u3 H, (C;-Cg)amkmna, (Cs-Cg)ruknoankmia, (C;-Cg)ra-
JIOTCHAJIKHUIIA U 4-6-4JICHHOTO reTepOLUKIOANKIIIA;

R" B kaxom ciydae He3aBucuMo BbIOpaH u3 H, 6ensmina, (Cs-Cg)umkinoankuna u (C-Cg)ankuna;

MM KOrza aBe rpymmsl R mprcoenuHeHsl K 0XHOMY M TOMY K€ aTOMy a30Ta, yKasaHHbIe rpymmsl R
BMECTE C YKa3aHHBIM aTOMOM a30Ta 00pa3yroT 4-, 5-, 6- WK 7-WICHHOE TeTePOIHMKIOATKIIEHOE KOIBIIO;

R'** HesaBucumo BbIOpaH u3 H, (C;-Ce)unknoankmna u (C;-Cg)ankuna;

R'" B kaxmoMm ciyuae HesaBucuMo BeIOpan u3 H, 6emsmna, (C;-Cg)ankmma, (Cs-Ce)upknoankuma, C(O)-
(Cy-Cg)anxmna, S(0),-(C;-Cy)ankmna u 4-6-4JI€HHOTO TeTEPOLINKIOATKHIIA;

wi korna rpymma R' u rpynma R' mprcoemHeHs! Kk 01HOMY B TOMy Ke aTOMY a30Ta, YKa3aHHbBIC TPyII-
mer R" n R' BMecTe ¢ ykasaHHBIM aTOMOM a30Ta 00pasyioT 4-, 5-, 6- WIH 7-WICHHOE TETEPOHKIOANKIIEHOS
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KOJIBIIO;

R" B kaxgom clly4ae He3aBUCHMO BhIOpaH u3: =0, =S, :NRB, (C-Cg)ankmina, (C;-Cg)ramoreHankuna, ra-
norena, mutpo, OR', SR, S(O),R", S(O),NR"“R" SO)NR™R", SO)R", COR", CONR"R",
C(O)OR13 , nano, (C,-Ce)ankenuna, (C,-Cg)amkuHuna u NRBR”;

R" mesaBucumo BeiOpan w3 H, (C;-Cyankmma, (C,-Cg)ranmorenankuna, (Cs;-Cq)mknoankumna, (Cs-
Ce)ankenmna, (Cs;-Cq)ankuania, 4-6-4JIeHHOTO

rerepormkioankina, (Cp-Cs)ankmnen-OR'* u (C,-Cs)ankmnen-R'*; rne R'* BeiGpan u3 rmano, 3-6-
YJICHHOTO TeTeponrkioankmia, (Cs-Cq)IHKIToaNKIIA U COzRBa;

R*' HesaBucumo BEIOpaH u3 H, ranorena, (C;-C4)ankuina u (C,-C,)ranoreHaiakuna;

win 1Be rpymmsl R?! BMecTe ¢ aToMaMu yrizeposa, K KOTOPBIM OHH IPHCOEIHHEHEI, 06pa3yioT (eHHIbHOE
KOJIBIO, (C;3-Cy)IUKIOATKUIEHOE KOJBIIO, 5-7-4JICHHOE TeTePOUUKIOATKHIBHOES KOJBIO W 5- HITH 6-WICHHYIO
MOCTHKOBYIO OHIIMKITUYCCKYIO ITHKIOATKWIBHYIO WIIN [UKIOAIKCHWIEHYIO KOJBIICBYIO CUCTEMY, TIPH 3TOM yKa-
3aHHOE KOJNBIIO WIIH KOJIBIIEBAs CHCTEMA HE00A3aTeIbHO 3aMeleHs oT 1 10 6 rpymmamu R’

wn R" u oxua rpymma R*' BMecte ¢ aromamu a30Ta H yriaepoaa, K KOTOPEIM OHH IPHCOCAHHEHBI, 00pa-
3YIOT 5-7-4JIEHHOE TeTePOIMKIOATKAIBLHOE KOJIBII0, TP 3TOM yKa3aHHOE KOJIBI[0 HEOOsA3aTebHO 3aMemeHo 1-6
rpynmnamu R’ u

R* B Kax1oM ciydae HesaBucuMo Bbiopan u3 H u (C;-Cy)ankma;

TIPH 3TOM JIF00asl BRIMIEYIIOMSHYTAsl AJIKFIIbHAS, ATKEHIIbHAS, aTKHHUIbHAS, aIKUIICHOBASI, [TMKJIOATKHITb-
Hasl, FeTePOLMKIOATKIIBHAS (B TOM urcle, koraa ase rpymmst R wm rpymma R i rpymma R Bmecre ¢ aso-
TOM, K KOTOPOMY OHH TPHCOEAMHEHBI, 00pa3yloT reTepOIUKIOATKAIBLHOE KOJIBI0) TpyIa HeoOs3aTeapbHO 3a-
MEIIleHa, TJIe 3TO BO3MOXKHO XUMHUYECKH, 1-4 3aMECTUTENAMU, KaXIbIH U3 KOTOPBIX B KAXKJIOM CIIydac HE3aBH-
CcUMO BBIOpaH M3 Tpymmsl, cocrosmei u3 =0; =NR®, =NOR®, (C;-C,)ankua, rajoreHo, Hurpo, uuano, (C;-
C,)ranorenoankuna, (C,-Cy)ankenmna, (C,-Cy)ankuumma, NR'R®, S(0),R?, S(O)R?, S(O)(NRH)R?, S(O),NR*R?,
CO,R?, C(O)R?, CONR*R" u OR?,

rae R* nezasucumo Boibpan u3 H u (C,-C,)ankuna u

R’ HesaBucumo mnpexcrasmsier co6oit H, (C,-Cy)ankmi, C(0)-(C,-Cy)ankmin, S(0)y-(C,-Cy)ankui; Wik ero
arpOHOMHYECKH TIPUEMIIEMYIO COJIb MITH N-OKCHUJT;, H

IJie y-WICHHAs TeTePOINKIIOANKIIIbHAS TPYIIa OTHOCUTCS K MOHOIIMKIMYECKOH MM OMIMKINISCKON Ha-
CBIIIEHHOW WJIM YaCTUYHO HACBIIICHHOW Tpymre, UMEIONIeH Y aTOMOB B KOJIBIIEBOM cHUCTeME M conepxarieil 1
WK 2 TeTepoaToMa, He3aBUCUMO BRIOpaHHBIX U3 O, S 1 N B KOJIBIICBOM CHCTEME.

Crienyromye BapHaHThl OCYIIECTBICHUS OTHOCATCS K COeAMHEHUAM (opMyibl IV. DTH BapuaHTHI ocylile-
CTBIICHUS SIBIITIOTCS HE3aBHCHMBIMU M B3aMMO3aMeHsIeMbIMH. J[F00OW BapHaHT OCYIICCTBICHUS MOXET OBITh
00BETMHEH C JFOOBIM PYTUM BapHAHTOM OCYIIECTBIICHUS, TNl 3TO JOMYCKACTCS XUMHYCCKH. J[pyruMu cioBa-
MU, JTF000H U3 MPHU3HAKOB, OMMCAHHBIX B CICIYIOIINX BapUAHTAX OCYIICCTBICHUS (TJC ITO OMyCKACTCS XUMH-
YECKH), MOKET OBITh OOBCIAMHEH C MPU3HAKAMU, ONKCAHHBIMH B OJHOM WJIM HECKOJBKUX JPYTHX BapHaHTaX
OCYILICCTBIICHUS. B 94acTHOCTH, €CIIM COCIUHEHUC CITY)KUT TMPUMEPOM HJIH TPEICTABICHO B OIUCAHWH, JIFOOBIC
JIBa WM OoJice MEPEUYHCICHHBIX HIKE BAPHAHTOB OCYIICCTBIICHUS, BEIPAXKCHHBIC HA JTFOOOM YPOBHE MPHUMCHHU-
MOCTH, KOTOPBIH OXBaThIBAET TAKOE COCIWHEHHUE, MOTYT OBITh OOBEIUHEHBI C TOIYYECHHEM JOMOJHUTEIHHOTO
BapHaHTa OCYIIECTBIICHHUS, KOTOPBIA 00pa3yeT 4acTh HACTOSIIIIETO PACKPBITHS.
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MoskeT OBbITh, YTO R' HesaBucuMO BEIOpaH W3 ° LY u —N:CRIOR“; rre R u R'' Bmecre ¢
aTOMOM yTJIepoJia, K KOTOPOMY OHH MPUCOCANHEHBI, 00pa3yroT 5-9-WICHHYIO OHIUKITMYECKYIO I MOHOITUKIIH-
YECKYIO TeTEPOIMKIILHYIO TPYIIITY, TPH 3TOM YKa3aHHAs TeTePOUKIMIbHAS TPYIIIA SBISIETCS HE00A3aTebHO
HEHACBHIIIICHHOW; W TPU 3TOM yKa3aHHAs TeTEPOIUKIMIbHAS TPYIA COACPKHUT O MEHbBIIEH Mepe OJMH aToM
a30Ta B KOJIBIIC M HEOOS3aTEIBHO 3aMeltieHa ot 1 10 6 rpymmamu R;

IJie ====== MPEJCTaBIAET COOO0H JIMOO YrIepoa-yIriIepoIHYIO JBOWHYIO CBS3b, JIMOO YIIIEPOI-YTIIIEPOIHYIO
MIPOCTYIO CBS3b;

=Y? npexcrasmsier co6oii =0 mwin = S;

X' He3aBucumo orcyreTByer mimn BhiOpan u3 NR' u CR¥R*;

X? HE3aBHCHMO OTCYTCTBYET MM TpesicTaBiseT coboit CR*';

KoJbIo B mpencTaBiseT co0oi 5- Win 6-WICHHYI FeTepOIUKIHIBHYIO TPYIINY; U MPU 3TOM YKa3aHHAas Te-
TEPOIMKIIMIBHAS TPYIINa Heo0A3aTEIIFHO KOHJCHCUPOBAHA C S5- WM O-UJICHHBIM IUKJIOATKWIBHBIM HITH T€TEpO-
LMKITOATKHIBHEIM KOMBIIOM, H IIPH 3ToM Tpyrma R' HeoGssarensHo 3amemtena ot 1 10 5 rpynmamu R;

R? HesaBHCHMO BeIOpaH u3 (C;-C,)ankmia, (C;-C4)ranoreHaikuia U rajioreHa;

R’ BeiOpaH u3 (C;-Cg)amkmma, (C,-Cq)ranorenHankmna, (Cs;-Cq)mknoankumna, (Cs-Ce)amkenumna, (Cs-
Cg)anKHHIIA, 4-6-9IeHHOTo reTepouukIoankina, (Cy-Cs)amkmnen-OR ' u (C,-Cs)ankmien-R*; rae R™ BeiGpan
13: IHaHo, 3-6-4JIeHHOTO TeTeponnKIOATKIIA, (Cs-Cq)IUKITOATKIIIA U COzRBa;

R* 1 R’ BMecTe ¢ aTOMOM yrilepojia, K KOTOPOMY OHH IPHCOCAUHEHBI, 06pa3yloT MUKIHYECKYIO TPYIIY,
BbIOpaHHYI0 U3 (C3-Co)IMKITOANKIIIA U 4-6-4JICHHOTO TE€TEPOIMKIIOATKHIIA, TIPH 3TOM YKa3aHHAasl TETePOIHKIIO-
AJKWIbHAS TPYIIA COJIEPKUT 10 MEHBIIIEH Mepe OAWMH TeTepoaroM, BeiopaHHbIH u3 N, O u S; U mpu 9TOM yKa-
3aHHAs NUKJIOANKIUIFHAS TPYIINA WIH TeTCPOUKIOATIKIIbHAS TPYIIa Heo0A3aTeIFHO 3aMeleHa 1-4 rpymmaMu
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R'S;

R’ B kaxgoM ciydae He3aBHCHMO BhIOpaH m3 =0, =S, :NRB, (C-Cg)ankmina, (C;-C¢)ranoreHankuna, ra-
norena, mutpo, OR'Y, SR, S(O),R", S(O),NR"“R" SO)NR™R", SO)R", COR", CONR"R",
C(O)OR13 , nano, (C,-Ce)ankenuna, (C,-Cg)amkuHuna u NRBR”;

R” B kaxmom cmydae HesaBucumo BeiOpaH u3 H, (C-Cg)amkmma, (Cs-Ce)umkmoankmna, (C-
Cg)ranoreHasikmiia 1 4-6-4JIEHHOTO TeTEPOITMKIIOATKUIIA;

R" B kaxnom ciydae He3aBUCUMO BbIOpaH u3 H, 6ensuna, (Cs-Cg)uuxmoankuna u (C-Cq)ankuna;

WM KOTJIa JIBE TPYIIIBI R" MIPUCOCTUHEHBI K OJTHOMY M TOMY € aTOMY a30Ta, yKa3aHHBIC TPYIIIThI R"”
BMECTE C YKa3aHHBIM aTOMOM a30Ta 00pa3yroT 4-, 5-, 6- WK 7-WICHHOE TeTePOIHMKIOATKIIEHOE KOIBIIO;

R"** HesaBucumo BbIOpaH u3 H, (C;-Ce)unknoankmna u (C,-Cg)ankuna;

R B kaxgom ciydae HezaBHCUMO BbIOpaH u3 H, Gensmna, (C;-Cg)ankmna, (Cz;-Ce)uuknoankuna, C(O)-
(C-Cg)ankuina, S(0),-(C;-Cg)ankmna u 4-6-4JICHHOTO TeTePOLUKIOATKHIIA;

WM Korja rpynma R u rpynma R™ MIPUCOCTUHCHBI K OJTHOMY U TOMY XK€ aTOMy a30Ta, YKa3aHHBIC IPYII-
met R u R' Bmecre ¢ YKa3aHHBIM aTOMOM a30Ta 00pa3yroT 4-, 5-, 6- Wik 7-4WICHHOE TeTepPOIUKIOATKIIBHOS
KOJIBIIO;

R B kaxmom cy4ae He3aBHCHMO BBIOpaH u3 =0, =S, :NRB, (Cy-Cg)anxmmna, (C;-C¢)ramoreHanxkuna, ra-
norena, mutpo, OR'Z, SR, S(O),R", S(0O),NR"R" SO)NR™R", SO)R", COR", CONR"R",
C(O)OR13 , uano, (C,-Ce)ankenuna, (C,-Cg)amkuHuna u NRBR”;

R" mesaBucumo BeiOpan w3 H, (C;-Cyankmma, (C,-Cg)ranmorenankuna, (Cs;-Cq)mknoankumna, (Cs-
Co)ankenmna, (C;-Cyankuamna, 4-6-4JeHHOTO TeTePOIMKIOATKUIA, (Cz—C3)aHKI/IHeH-OR13a n (C;-C;)ankumnen-
Rl%; rae R'™ BBIOpaH U3 IIHAHO, 3-6-WICHHOTO reTeporuKiIoakmia, (Cs-Ce)IMKIOANKIIA 1 COZRB“;

R*' HesaBucumo BbIOpaH u3 H, ranorena, (C;-C,)ankmna u (C;-C,)ranoreHaikuna;

WIH JIBE TPYIIIIBI R*' Bmecte ¢ atomMamu yriaepoja, K KOTOPEIM OHU TPUCOCIMHEHBI, 00pa3yIOT (peHIIHLHOE
KOJIBIO, (C;3-Cy)IUKIOATKUIEHOE KOJBIIO, 5-7-4JICHHOE TeTePOUUKIOATKHIBHOES KOJBIO HIH 5- MU 6-4WICHHYIO
MOCTHKOBYIO OHIIMKITUYCCKYIO ITUKIOATKWIBHYIO WIIN [IUKIOATKCHWIEHYIO KOJBIICBYIO CUCTEMY, TIPH 3TOM yKa-
3aHHOE KOJIBIIO WJIM KOJIBIIEBAsl CHCTEMa HeoO0sA3aTeIbHO 3aMelIeHbl OoT 1 1o 6 TpymaMu Rg;

wm R" u oxna rpymnmna R*' BMecTe ¢ aToMamu a30Ta yTiiepoaa, K KOTOPhIM OHH MIPHCOEAMHEHBI, 00pa-
3YIOT 5-7-4JIEHHOE TeTePOIMKIOATKUIHLHOE KOJIBII0, TP 3TOM yKa3aHHOE KOJIBI[0 HEOOsM3aTeIbHO 3aMemeHo 1-6
rpynmnamMmu R’ u

R* B KaxzoM ciydae HesaBucuMmo Bbiopan u3 H u (C;-Cy)ankma;

TIPH 3TOM JIF00asl BRIIECYIIOMSHYTAsl AJIKFIIbHAS, ATKCHIIbHAS, aTKHHUIbHAS, aIKUIICHOBASI, [TMKJIOATKIIIb-
Hasl, TETCPOLMKIOANKIIIbHAS (B TOM YHCIE, KOT/Ia TBS TPYIIIIBI R" wm rpyrmma R® u rpymma R'* Bmecre ¢ a3so-
TOM, K KOTOPOMY OHH TPHUCOCAUHCHBI, 00Pa3yIOT reTePONUKIOANTKIIBHOS KOJBI0) TPYIa HEOOs3aTeIbHO 3a-
MEIIleHa, TIIe 3TO BO3MOXKHO XUMHUYECKH, 1-4 3aMECTUTENSAMU, KaXKIbIH U3 KOTOPBIX B KAXKJIOM CIIydac HE3aBH-
CUMO BBIOpaH M3 Tpymmsl, cocrosmei u3 =0; =NR®, =NOR®, (C;-C,)ankunia, rajoreHo, Hurpo, uuano, (C;-
C,)ranorenoankuna, (C,-Cy)ankenmna, (C,-Cy)ankuumma, NR'R®, S(0),R?, S(O)R?, S(O)(NRH)R?, S(O),NR*R?,
CO,R?, C(O)R?, CONR*R" u OR?,

rae R* mesaBucnmo BbiOpan m3 H u (C,-C,)ankmna u R® mesaucnmo mpexncraisier coGoit H, (C-
Cyankmi, C(0)-(C,-Cy)amxun, S(O),-(C,-C,)amku;

WJIM €T0 arpOHOMHYECKH TIPUEMIIEMYIO COJIb MITH N-OKCHIT; U

IJie y-WICHHAs TeTePOIUKIIOANKIIbHAS TPYIIa OTHOCUTCS K MOHOITMKIMYECKOH MM OMIIMKINISCKON Ha-
CBIIIEHHOW WJIM YaCTUYHO HACBIIICHHOW Tpymre, UMEIONIeH Y aTOMOB B KOJIBIIEBOM cHUCTeME M conepxarieil 1
WK 2 TeTepoaroMa, He3aBUcHUMO BhIOpaHHBIX 13 O, S u N B KOJIBIIEBOI cuCTEME.

Coenunenne Gopmyssl [V MoxeT ObITh BEIOpaHO 13
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N3o0peTenne Takke OMMUCAHO B CIEIYIONIMX IPOHYMEPOBAHHBIX Naparpadax:

1. Coenunenue ¢popmynsr [V
3

o

A5 QX

R' He3aBucHMO BBIGpaH U3 o \; u -N=CR'’R'";

rae R' u R'! BMecte ¢ atoMoM yriaepoa, kK KOTOPOMY OHH TIPHCOSIHHEHBI, 00PA3ylOT 5-9-4ICHHYIO OH-
MUKIAYECKYI0 FUTH MOHOITMKJIMYECKYIO TeTePOLUMKIMIBHYIO TPYIILY, IIPH 3TOM yKa3aHHas T'eTepOIMKINIbHAS
TpyIIa SBISETCS Heo0A3aTeIbHO HEHACHIIIEHHOH; U IPU 3TOM yKa3aHHas TeTePOIUKINIbHAS TPYIIa CONEPKUT
IO MEHBIIEH Mepe OJTMH aTOM a30Ta B KOJIbIE M He0Os3aTeIbHO 3aMelIeHa ot 1 10 6 rpymmaMu R’;

rae === MpeACTaBIsIeT CO00H TMOO0 YrIepoa-yTiIepoIHyI0 TBOWHYIO CBS3b, OO YIIepoI-yIriepoaHyo
MPOCTYIO CBSI3b;

=Y? npeacTaBisiet coooi =0 wiau = S;

X' He3aBucumo orcyreTByer mimn BhiOpan u3 NR' u CR¥R*;

X? HE3aBHCHMO OTCYTCTBYET MM TpesicTaBiseT coboit CR*';

KoJbIo B mpencTaBiseT co0oit 5- with 6-WICHHYI FeTepOIUKIHIBHYIO TPYIINY; U PU 3TOM YKa3aHHas Te-
TEPOIMKIIMIBbHAS TPYIINa Heo0A3aTEIIFHO KOHJCHCUPOBAHA C S5- WM O-UJICHHBIM IHKJIOATKWIBHBIM HITH T€TEpO-
IMKIIOAIKHIILHBIM KOJIBIIOM, ¥ IIPH 5ToM rpymima R' Heobs3artensHo 3amemena ot 1 10 5 rpymmamu R;

R? HesaBucumo BeIOpaH u3 (C;-Cy)ankmna, (C;-C4)ramoreHanKkuia u rajJoreHa,

R? BeiOpaH u3 (C;-Cg)amkmma, (C,-Cq)ranoreHankmna, (Cs;-Cq)mknoankumna, (Cs-Ce)amkenumna, (Cs-
Cg)anKHHIIA, 4-6-aIeHHOTo reTepouukIoankina, (Cy-Cs)amkmnen-OR ™ u (C,-Cs)ankmien-R*; rae R™ BeiGpan
13: IHaHo, 3-6-4JIeHHOTO TeTeponuKIOATKIIA, (Cs-Cq)TUKITOATKUIIA U COzRBa;

R’ u R’ BMecTe ¢ aTOMOM yriiepo/a, K KOTOPOMY OHH TPHCOCIHHEHbI, 06Pa3yloT MHKIMYECKYIO IPYIIIY,
BbIOpaHHYI0 U3 (C3-Cg)uuKioankmia u 4-6-4JICHHOTO TeTePOIUKIOANKIIA, TIPU 3TOM yKa3aHHAs TeTePOLUKIO-
ANKWIbHAS TPYIIA COJACPKHUT IO MEHBIIICH Mepe OJMH reTepoaToM, BeIOpaHHbId 3 N, O U S; ¥ pH 3TOM yKa-

3aHHas LUKIIOAJIKHWIJIIbHAs rpynna NiIn FGTepOHI/IKﬂoaHKI/IJILHaﬂ rpynna H€06$I3aTGJ'ILHO 3aMclIcHa 1—4 prrIHaMI/I
15
R™;

1V,

rac

R’ B kaxaoM ciyvae He3aBHCHMO BhIOpaH m3 =0, =S, :NRB, (C;-Cg)ankmina, (C;-C¢)ranoreHankuna, ra-
norena, mutpo, OR'Z, SR, S(O),R", S(O),NR"R", S(O)(NR”)R”, S(O)R", C(O)R"”, C(O)NR"R",
C(O)OR13 nano, (Co-Cg)ankenmna, (C,-Cg)anknumna u NRR™

R'? B KaxIOM CiIydae HE3aBHCHMO BHIOpaH U3 H (Cy-Cg)ankmumna, (C;-Cg)umknoankumna, (Ci-
Cg)ranoreHasikmiia ¥ 4-6-4JIEHHOTO TeTePOITMKIIOATKHIIA;

R" B kaxnom ciydae He3aBUCUMO BbIOpaH u3 H, 6ensuna, (Cs-Cg)uuximoankuna u (C-Cq)ankuna;

MM KOTZa ABe rpymmsl R mprcoenuHeHbl K OXHOMY M TOMY K€ aTOMy a30Ta, yKasaHHbIe Tpymmsl R'
BMECTE C YKa3aHHBIM aTOMOM a30Ta 00pa3yroT 4-, 5-, 6- WK 7-WICHHOE TeTePOIHMKIOATKIIEHOE KOIBIIO;

R"** HesaBucumo BbIOpaH u3 H, (C;-Ce)unknoankmna u (C;-Cg)ankuna;

R B kaxgom ciyvae HezaBHCUMO BbIOpaH u3 H, OGensmna, (C;-Cg)ankmna, (Cs;-Ce)uuknoankuna, C(O)-
(C-Cg)ankuina, S(0),-(C;-Cg)ankmna u 4-6-4JICHHOTO TeTePOLUKIOANKHIIA;

win korna rpynma R u rpynma R' mprcoemHens! k 0HOMY H TOMy ke aTOMY a30Ta, YKa3aHHbIE TPyII-
met R u R' Bmecre ¢ YKa3aHHBIM aTOMOM a30Ta 00pa3yroT 4-, 5-, 6- Win 7-4WICHHOEC TeTepPOIUKIOATKIIBHOS
KOJIBIIO;

R B kaxmom cy4ae He3aBHCHMO BBIOpaH u3 =0, =S, :NRB, (Cy-Cg)anxmmna, (C;-C¢)ramoreHanxkuna, ra-
norena, mutpo, OR'Z, SR, S(O),R", S(0O),NR"“R" SO)NR™R" SOR", COR", CONR"R",
C(O)OR13 , nano, (C,-Ce)ankenuna, (C,-Cg)amkuHuna u NRBR”;

R" mesaBucumo BeiOpan w3 H, (C;-Cyankmma, (C,-Cg)ranmorenankuna, (Cs;-Cq)rmknoankumna, (Cs-
Co)ankenmna, (C;-Cyankuamna, 4-6-4JeHHOTO TeTePOIMKIIOATKUIIA, (Cz—C3)aHKI/IHeH-OR13a n (C,-C;)ankumnen-
Rl%; roe R'™ BBIOpaH U3: IIHaHO, 3-6-wICHHOTO reTeporukioankuia, (Cs;-Ce)IMKIOANKIIA 1 COZRB“;

R*' HesaBucumo BbIOpaH u3 H, ranorena, (C;-C,)ankmna u (C;-C,)ranoreHaikuna;

win 1Be rpymmsl R*! BMecTe ¢ aToMaMu yriepo/a, K KOTOPBIM OHH IPHCOEIHHEHEI, 06pa3yioT (eHMIbHOE
KOJTBIO, (C;3-Cy)IUKIIOATKUIEHOE KOJBIIO, 5-7-4JICHHOE TeTePOUUKIOATKHIBHOES KOJBIO HIH 5- HITH 6-4WICHHYIO
MOCTHKOBYIO OHIIMKIUYCCKYIO ITUKIOATKWIBHYIO WIIN [IUKIOATKCHWIEHYIO KOJBIICBYIO CUCTEMY, TIPH 3TOM yKa-
3aHHOE KOJBII0 WIIH KOJIBIIEBAs CHCTEMA HE00A3aTeIbHO 3aMeleHs oT 1 10 6 rpymmamu R’

win R" u oxna rpymma R*' BMecte ¢ aToMamu a30Ta U yriepoa, K KOTOPBIM OHH IPHCOCIHHEHBI, 00pa-
3YIOT 5-7-4JIEHHOE TeTePOIMKIIOATKAIBLHOE KOJIBII0, TP 3TOM yKa3aHHOE KOJIBI[0 HEOOsA3aTeNbHO 3aMeteHo 1-6
rpynmnamu R’ u

R* B Kak1oM clydae HesaBucuMmo Bbiopan u3 H u (C;-Cy)ankma;

TIPH 3TOM JIF00asl BRIMIEYIIOMSHYTAsl AJIKHIIbHAS, ATKCHITbHAS, aTKHHUIbHAS, alTKUIICHOBASI, [TMKJIOATKHIIb-
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Hasl, TETCPOLMKIOANKIUTBHAS (B TOM YHCIE, KOT/Ia IBE TPYIIIIBI R" wm rpymma R® u rpymma R'* BMecre ¢ a3so-
TOM, K KOTOPOMY OHH TPHUCOCAUHCHBI, 00Pa3yIOT reTePONUKIOANIKIIBHOS KOJBI0) TPYIa HEOOs3aTebHO 3a-
MEIIeHa, T/Ie 3TO BO3MOXXHO XUMHYECKH, 1-4 3aMECTHTESIMU, KOKIBIH U3 KOTOPBIX B KOKIOM Clydae HE3aBHU-
cuMO BbIOpaH m3 rpymmel, coctosmed uz =0; =NR?, =NOR?, (C;-C,)ankuna, rajioreHo, HUTPO, LHUAHO,
(CiCyranorenoankuna, (Cp-Cy)ankenmma, (C,-Cqankmamma, NRR®,  S(O),R®, S(O)R?, S(O)NRHR?
S(0),NR*R?, CO,R?, C(O)R?, CONR*R* u OR?,
rae R* mesaBucnmo BbiOpan m3 H u (C,-C,)ankmna u R® HesaBucnmo mpexncraisier coGoit H, (C-
Cyankmi, C(0)-(C,-Cy)amkun, S(O),-(C,-C,)amku;
WIH €T0 arpOHOMHYECKH MPUEMIICMYIO COJIb WA N-OKCHIT; U
IJic Y-WICHHAS TeTePOLUKIOANKINIbHAS TPYIIA OTHOCUTCS K MOHOIMKIMYCCKOW MITH OUIMKINYECKOM Ha-
CBIILIEHHOM MM YaCTUYHO HACHIIIEHHOW rpyIie, UMEIoIIed y aTOMOB B KOJBIEBOM cucTeMe U colepikauieil 1
WK 2 TeTepoaroMa, He3aBUCHMO BhIOpaHHBIX 13 O, S u N B KOJIBIIEBOI cUCTEME.
o, NR%O
N
2. CoenuHenne 1o 1.1, ommuaromeecs teM, 9to R' nmeer CTPYKTYPY o . toe R'® B kaxmom ciy-
gae He3aBucuMoO BbIOpaH n3 (C-Cy)amkmmna, (C,Cy)ramoreHanKkuwia ¥ TaloreHa U N MPeACTaBIsAeT co00H Ienoe
9HCII0, HE3aBHCHMO BEIOpaHHOe 3 0, | | 2; IIpy 3TOM, KOT/Ia n paBHO 2, fBe rpymmbl R'® BMecte ¢ aromamu yr-
neposa, K KOTOPBIM OHU TIPUCOEINHEHBI, MOTYT 00pa30BhIBaTh OEH30JIEHOE KOJIBIIO.
3. CoemmHeHHe 110 1. |, oTimgaromeecs TeM, 4to R' mMeer cTpykTypy

Q{;

4. Coemuuenne 1o 111, oTinuaromeecs tem, urto R' nmeer crpykrypy v . Te kom0 D mpencTas-
nsieT co00i 5-7-dIeHHOE TeTepPOIUKIOANKAIBHOE KOJBIIO0, IPH 3TOM yKa3aHHOE KOJBIIO HEoOs3aTelIbHO 3aMme-
meno ot 1 10 6 rpymmamu R’.

5. CoemmHenue 110 11. 1, oTmgaromeecst Tem, uto R mveer CTPYKTYPY

/O
B

6. CoenuHeHre Mo JIOOOMY W3 M. 1-5, oTiMYaromieecs TEM, UYTO R? BeIOpaH m3 (C,-Cg)amkmna, (Cs-
Cg)ankennna, (Cs-Cg)ankunnia, (C,-Cs)ankmren-OR"™* u (C,-Cs)ankmnen-R*; rae R* Bei6pan u3 upauo, 3-6-
YJICHHOTO TeTeponnkioankmia, (Cs-Cq)IHKIT0OaNKIIA U COZRBa.

7. Coemuuenue mo 1.6, oTnMyaromeecs TeM, uto R’ BeGpan u3 mpomapruma, CH,-mmkimomnpornmuia,
CH(Me)C(O)OR"™ u CH,CH,0Me.

8. Coenmuene no moGoMmy u3 miw. 1-7, oTnnuaromeecs tem, uto R* u R” BMecTe ¢ aTomoMm yrieposa, K Ko-
TOPOMY OHH HPHCOETUHEHBI, MOT'YT 00pa3zoBbIBaTh (C;3-Cg)IMKIOAIKHIBHYIO TPYIITY; MPH 3TOM IMKIOATKNIIb-
Has IPYIa HeoOA3aTeNBHO 3aMelena ot 1 10 4 rpymmamu R'.

9. Coenuuenue o 1.8, oTnuuaromeecs TeM, uto R* u R’ BMecTe ¢ aToMoM yriepona, k KOTOPOMY OHH
MPUCOETUHEHBI, 00Pa3ylOT IHUKIONPOIMMIBHYIO TPYIIY; MPH 3TOM LHUKIOMPONMIbHAS TPYIIa Heo0s3aTeIbHO
3amemmena ot | 10 4 rpymmamu R'.

10. Coenunenue mo moboMy u3 L. 1-7, ormmaaromeecs Tem, ato R* i R® BMecte ¢ yriaepogom, Kk KoTopo-

S
& Yk

z
®™. rne Z uesaBucumo BbIGpan u3 -NR'°-, -O-, -S(O)-,

My OHH NIPHUCOEANHEHBI, MOTYT UMETh CTPYKTYpPY
-S(0),-, -S(O)NR"- 11 -S-;

R:: He3aBucuMo BeIOpaH u3 H, (C;-C,)ankuna, S(0),R", C(O)RB, (C5-Cy)ankenmna u (C;-C,)ankuHuna;

R’ mezasucumo Bo10Opan u3 H, (C-Cy)ankuna, (Cs;-Cy)ankennna u (C;-C,)ankuHunia;

y TpeacTaBisier coboit menoe uucio, Beiopannoe u3 0, 1, 2 u 3;

T U S, K&XKIBIH, IPEICTABISIET COOOM IIeNToe YHCIo, BRIOpaHHOE U3 1, 2 U 3; ¥ Ipu 3TOM CyMMa I U S paBHa
2,3 wm 4.

11. Coeaunenue no 1.10, oTHyaromieecst TeM, 9To Z MpeacTaBIseT coooi NR'S.

12. Coenaunenue no 1.10, oTiHyaromieecst TeM, 9To Z mnpencrasiseT codoit O.

13. Coenunenue o gro6omy u3 m.10-12, oTnuyaronieecs: TeM, 4TO CyMMa I U S paBHa 2.

14. Coenunenue o gro6omy u3 m.10-12, oTnryaronieecs: TeM, 4YTO CyMMa I U S paBHa 3.

15. Coenunenue mo mo6omy u3 ni.10-12, oTnryaronieecs: TeM, 4TO CyMMa I U S paBHa 4.

16. Coenunenue 110 11.1, oTanyaromieecs TeM, yTo coequaerne Gopmyssl (IV) BeiOpaHo u3
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17. Crtoco6 60pbOBI ¢ COPHIKaMU, BKIFOUYAIOIINN HAHECEHHE COCIMHCHUS 10 JII0OoMy u3 miL. 1-16 Ha camu
PACTEHUS WM HA YYaCTOK, PpeIHA3HAYCHHEINA /I BBIPAIIUBAHHS PACTCHHUS.

18. [IpumeneHne coequHeHNs 110 Jr000My U3 mil.1-16 B kadecTBe repOUIHa.

19. TepOunumHas KOMITO3HUIKSA, coaepxamas dQPEeKTHBHOE KOJUIECTBO aKTHBHOTO COSAMHEHHUS TI0 JIFO-
O6omMy u3 1. 1-16 u BcioMoraTenbHbIE KOMIIOHEHTHI.

IMoapo6Hoe onucanne N300peTeHnst

Tepmua Cm-Cn OTHOCHTCS K TpyIIIe, COAEpIKAIIe OT m 10 N aTOMOB YTIIepoa.

Tepmun "ankun" OTHOCHUTCS K ONHOBAICHTHOW JTUHEHWHON WIJIM Pa3BETBICHHON HACHIIICHHON YTIIEBOIO-
pomuoit nienu. Hampumep, (C,-Cg)amkunm MoxeT 0003HA4aTh METWII, 3THJ, H-TIPOIWI, W3OMPONHI, H-OYTHI,
BTOP-OyTHII, TPET-OYTHII, H-TICHTW U H-TEKCHJI. AJIKHIIBHBIC TPYIIIBI MOTYT OBITh HE3aMEIIICHHBIMHU.

TepMuH "ankuneH" OTHOCUTCS K JBYXBaJICHTHOM JIMHEITHON HACHIIEHHOH yrieBogopoaHoi nenu. Hanpu-
Mep, (Ci-C;3)amKuiieH MOXKET OTHOCHTBHCS K 3aMCIICHHOM WM He3aMEICHHON YIIepoJHON Uenu IIHHOH 1, 2
win 3 atoma yriepona, Hanpumep -CH,-, -CH,CH,- wiu -CH,CH,CH,-. AnkuieHOBbIC TPYIIBI MOTYT OBITH
3aMEIICHBI, B TOM YHUCIIC aIKWIBHBIMH TPYIIaMH. AJIKHICHOBBIC TPYIIIBI MOTYT OBITh HE3aMEIIICHHBIMHU.

TepmuH "TamoreHanKwI" OTHOCUTCS K YTIICBOJOPOJHOHN IENH, 3aMEIIeHHON 1O MEHBIIEH Mepe OIHUM
aTOMOM TaJIOTe€Ha, HE3aBUCUMO BBIOPAHHBIM B KXKIOM ciiydae u3: Gropa, Xxjopa, Opoma u ioja. AToMm rajoreHa
MOJKET MPUCYTCTBOBATH B JIIOOOM IMOJIOKEHUH Ha yriieBogopoaHoi nenu. Hanpumep, (C;-Cy)ramoreHankun Mo-
JKeT 0003Ha4YaTh XJIOPMETHI, (GTOPMETHII, TPUPTOPMETHII, XJIOPITHI, HAMIPUMED, |-XJTOPMETHI B 2-XJIOPITHI,
TPUXJIOPITHII, Hampumep, 1,2,2-TpuxiopdTi1, 2,2,2-TpUXIOPITHII, QTOPITUI, Hampumep, l-pTopmeTwn u 2-
dropatw, TpudTopaTri, Hapumep, 1,2,2-tpudropaTin U 2,2,2-TpUPTOPITHI, XIOPHPOIIIII, TPUXJIOPIIPOTIHII,
¢dropuponwn, TpudToppon. ["anoreHaIKUIbHAS TPYIIIa MOXET MPEICTABIATh COO0H (PTOPATKUIBHYIO TPYII-
Iy, TO €CTh YIJICBOAOPOIHYIO LIElb, 3aMELICHHYIO 110 MEHbIIeH Mepe ofHUM aTroMoM (ropa. Takum oOpazom,
rajJoreHaJKWIbHAs TPYIIa MOXET UMETh JI000e KOJIMYECTBO TaJOTEHOBBIX 3aMecTuTeNnell. [ pynmna Moxer co-
JIepKaTh OJHMH TaJOTCHOBEIN 3aMECTHTEb, OHA MOXKET UMETh JIBa WM TPH TaJOTCHOBBIX 3aMECTHTEIIS MK OHA
MOJKET OBITh HACBHIIIICHHOW TaJIOTCHOBBIMH 3aMECTHTCIISIMH.

TepMmun "ankeHU1" OTHOCUTCS K Pa3BETBJICHHON WM JTHHEWHOW YIrIIEBOJOPOJHOMN LIEMH, coaepKameil mo
MEHBIIIEH Mepe OIHY JBOWHYIO CBs3b. JIBOWMHAs CBS3B(M) MOXKET MPUCYTCTBOBaTh B BuAe E mnm Z-m3omepa.
JIBoitHasI CBSA3b MOYKET HAXOAUTHCS B JJIOOOM BO3MOXKHOM ITOJIOKEHHUH YIIIeBOopoaHoM nenu. Hampumep, "(C,-
Co)ankeHm" MOKET 0003HaYaTh ATCHUJI, IPONICHWII, OyTeHII, OyTaINeHHII, IEHTSHII, TIEHTaIUCHU, TeKCCHIT
1 TeKCaTUeHMI. AJIKCHIIIBHBIE TPYIITEI MOTYT OBITh He3aMEIIeHHBIMHU. AJUIHIIbHAS TPYIIA SBISETCS IIPHAMEPOM
He3aMeleHHOH mponeHmIbHOH rpymsl -CH,-CH=CH,.

TepmuH "amkuHUI" OTHOCUTCS K Pa3BETBICHHOW WIJIM JIMHEWHOHN YTIIEBOJAOPOTHON IETH, COAepKaIei 1mo
MEHBIIIEH Mepe OIHY TPOWHYIO CBsi3b. TpoiHas CBSI3b MOKET HAaXOIUTHCS B JIIOOOM BO3MOYKHOM IIOJIOKECHUH
yrieBogopoaHoi nenu. Hanpumep, "(C,-Cg)ankuHun" MOXKET 03Ha4aTh STHHWI, IIPOIMHII, OYTHHWII, TICHTHHHI
U TEKCHHWII. ANKWHWIBHBIC TPYIIBI MOTYT OBITh HE3aMENICHHBIMU. [IpomapriibHas Tpymma siBISCTCS TPHMe-
POM He3aMeleHHOW ponuHuIbHOH Tpymisl -CH,-C=CH.

TepMun "HUKIOATKUN" OTHOCUTCA K HACHILEHHON YIJIEBOJOPOJHON KOJBIEBOM CHCTEME, COAEpMKaleH
atomsl yriepoaa. Hanpumep, "(C;-Ce)uuxiioankui” MokeT 0003Ha4aTh UKIONPOITHI, IUKIO0YTHII, IIMKIIOIECH-
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T, IIUKJIOTEKCHIL. [[MKII0aIKUITEHBIC TPYIIIBI MOTYT OBITH HE3aMEIICHHBIMU.

TepMuH "HUKIOANTKEHUNI" OTHOCUTCS K HEHACBIMIEHHOM YIJIEBOJOPOJHOIN KOJBIEBON CHCTEME, COAEpIKa-
et atomsl yriepoaa. [IpuMepsl BKITIOYaIOT IIUKIOTEKCEH.

TepmuH "y-uneHHas TeTEPOIMKIOANKIIbHAS TPYIIA" MOXET OTHOCUTHCS K MOHOUIMKINYSCKOW WM OH-
IMKJIMYECKON HACHIIEHHON WJIM YaCTUYHO HACBHIIIEHHOU rpyrmre, UMEIolel y aTOMOB B KOJIBIIEBOW CUCTEME U
conmeprkamieit 1 wiu 2 rerepoaroma, He3aBUCUMO BBIOpaHHBIX B3 O, S 1 N B KOJBIIEBON cUCTEME (IPYyTUMHU CII0-
Bamu | mim 2 aTroma, 00pa3yroImuX KOJBIEBYIO cuctemMy, BeiOpansl u3 O, S u N). [Tox 9acTHYHBIM HACKHIIIEHUEM
MOJPa3yMeBaeTCsl, YTO KOJIBIIO MOXET COIEpPXaTh ONHY WIHM JIBE JBOHHBIE CBS3H. DTO OCOOEHHO OTHOCHTCS K
MOHOIIMKIIMYECKAM KOJbI[aM ¢ 5-6 wieHamu. J[BoifHas CBS3b OOBIYHO OYyJET MPHCYTCTBOBATH MEXKIY ABYMS
aTOMaMH YTIIepoJia, HO MOXKET ObITh MEXIy aTOMOM YTJICpOJia U aTOMOM a30Ta. Eciu He yka3aHO WHOE, TePMUH
"y-Z-4JICHHAs] TeTCPOIUKIOANKIIbHAS TpyHma” MOXKET OTHOCHUTHCS K MOHOIIMKIMYCCKON WM OUITMKIMICCKON
HACHIIIICHHON TPYIIIE, UMCIOIICH OT y JI0 Z aTOMOB B KOJIBIIEBOW cHUCTeMe. [IpuMepsl reTepoIKIOaTKAITbHBIX
TPYIII BKJIIOYAIOT MUATICPUINH, MUTICPa3uH, MOPGOIUH, THOMOP(OJIHMH, MUPPOIUIUH, TeTparuapodypaH, Terpa-
runpotrodeH, muruapodypaH, TeTparuIpONHpaH, IUTHAPONUPAH, TUOKCAH, a3elHH. | eTepOnUKIOANKIIbHAS
TPyIIIa MOXeET ObITh HE3aMEI[EHHO.

ApUIBbHBIE TPYIIIEI MOTYT MIPEACTABIATH COOOH JOOYI0 apOMaTHUECKYI0 KapOOIHMKINYECKYIO KOJIBIIEBYIO
cucTeMy (TO €CTh KOJBIEBYIO CHUCTEMY, COZIEpKamlyto 2(2n+1)m-351eKTpoHOB). ApWIIBHBIE TPYIITEI MOTYT CO-
JiepkaTh OT 6 10 12 aToOMOB yriiepojia B KOJBIICBOMW CHCTEME. APHWIBHBIC TPYIITHI OOBIYHO TPEICTABIIAIOT COOOM
(heHUITbHBIE TPYMITEI. APWIBHBIE TPYIIIBI MOTYT MPEACTABIATL CO00M HADTUIIBHBIE TPYIIIHI WIH OU(EHUITbHBIE
TPYIIIIBL.

B mro0oM U3 BBIIEyKa3aHHBIX ACIEKTOB M BapHAHTOB OCYIIECTBICHHS T'€TEPOAPHIBHBIC TPYHIIBI MOTYT
MIPENCTaBIATh COO0OW IOOYI0 apoMaTHYecKylo (TO €CTh KOJIBIIEBYIO CHCTEMY, cozepxaimyio 2(2n+1)m-
9JIEKTPOHOB WIIM N 3JIEKTPOHOB, KOTOPEIC MOTYT MEPEKPBIBATHCS C TT-CUCTEMOM) 5- WK 6-WICHHYIO KOIJBICBYIO
CHUCTEMY, COJleprKamlyro oT 1 10 4 reTepoaToMoB, He3aBUCUMO BBIOpaHHBIX U3 O, S u N (apyrumu cioBamu, ot 1
70 4 aTOMOB, 00pa3yIOLIMX KOJIBIEBYIO cucTeMy, BeIOpansl u3 O, S u N). Takum 00pa3zom, J1100bIe TeTepoapuilb-
HBIC TPYIITHEI MOTYT OBITh HE3aBUCHMO BBIOPAHBI M3 S-WJICHHBIX I'€TEPOAPWIBHBIX IPYIII, B KOTOPBIX TETEpOapo-
MaTHYECKOE KOJBIO 3aMEIICHO 1-4 rerepoaToMamu, He3aBUCHMO BhIOpaHHBIME U3 O, S 1 N; 1 6-4JIeHHBIX reTe-
POApPUIIBHBIX TPYII, B KOTOPBIX TETEPOAPOMATHUECKOE KOJBIIO 3amemieHo 1-3 (Hampumep, 1-2) aToMamu a3ora.
B wactHOCTH, reTepoapHiIbHEIC TPYIIIBI MOTYT OBITh HE3aBHCUMO BBIOpaHBI U3 MHpPpoIa, ¢hypana, THodeHa, mi-
pasoiyia, IMHUIa30J1a, OKCa30Jia, H30KCa30Jia, TPHA30Jia, OKCAANa30Jia, THAJAUA30JIa, TeTPa3oJia; MUPUANHA, THPU-
Ja3uHa, TUPUMHUINHA, THPa3uHa, TpHa3uHa.

TepMuH TeTepOUMKIMIBEHAS TPYIIAa OXBATHIBACT HEHACHIIIECHHBIC, YACTUYHO HACHIIIEHHBIE U TOJTHOCTHIO
HACHIIIEHHBIC TeTEPOIMKIIMIbHBIE KOJblIa. TakuM 00pa3oM, TeTepOUUKIMIBHBIE TPYIITBI MOTYT IIPEICTABIATh
co0o¥ MO0 TeTepONNKIOATKIUIEHBIE TPYIIIEL, THOO0 TeTepoapriIbHBIC TPYIIIHL.

CoennHEeHHS 10 U300PETEHHUIO, COAEPIKAINe OTUH WM HECKOJIBKO aCHMMETPHUYECKHX aTOMOB YTIIepona,
MOTYT CYIIECTBOBATH B BUJAE ABYX HMJIM HECKOJIBKHX CTEpeom3oMepoB. Ecim coenmHeHmne 1Mo M300pETeHHUIO CO-
JICPXKHUT IBOWHYIO CBs3b, Takyrd kak C=C wmmu C=N rpymnma, sSBISIOTCS BO3MOXHBIMA TE€OMETPHUYCCKHE
muc/Tpanc (wmu Z/E) uzomepsl. Ecinu cTpyKTYpHBIC M30MEPHI SBISIOTCS B3aUMOIIPEBPAIIAEMBIMU IO MIPUIIHE
HHU3KOTO JHEPreTUYECKOTO Oapbhepa, MOXKET BO3HHKATh TayToMmepHas usomepus ("tayromepus'"). OHa MOXeT
IpUHUMATE (HOPMY MPOTOHHON TAYTOMEPUHU B COSAMHEHISX IO H300PETECHUIO, COMIEpIKAINX, HATIPUMED, HIMUHO,
KETO WJIM OKCUMHYIO TPYIIY, WK TaK Ha3bIBAEMOMN BAIICHTHON TAYTOMEPUU B COCANHEHHSIX, KOTOPBIC COJEPKAT
apomarndyeckuil pparmeHt. 13 3Toro cimemyer, 4TOo OAHO COCITUHEHHE MOXKET MPOSBIATH Oojiee OXHOTO THIIA
N30MEPHH.

B 00Bpem HacTosMmIero u300peTeHNs BKIIOYEHBI BCE CTEPEOU30MEPHI, TEOMETPHUECKIE N30MEPHI U TayTO-
MepHBIe (GOPMBI COCTUHEHHUI 10 M300PETEHHIO, BKIIOYAsi COSNNHECHNUS, MPOSBIIIONINE 00jiee OJHOTO THUIIA H30-
MEpHH, U CMECH OJHOTO WM HECKOJNBKUX coenuHEeHHH. Takke BKIIOUEHB! KHCIOTHO-aJAUTHBHBIC I OCHOB-
HBIE COJIM, T/Ie TIPOTUBOMOH SIBISIETCSA ONTHYSCKH aKTUBHBIM, HanpuMmep d-akTaT wid 1-musuH, WK paneMude-
CKUM, Hanpumep, dl-raprpaT wim dl-apruau.

CoenuHEHHS TI0 U300PETCHUIO MOTYT OBITH TOYYCHBI, XPAHUTHCS W/WIIN HCIOIB30BAaThCA B (opMe arpo-
HOMUYECKH IpuemiieMoii conmu. [Togxonsmme conu BKIFOYAIOT, HO 0€3 OrpaHHuYeHHUS, COJIA MPUEMIICMBIX HEOp-
TAaHWMYECKHUX KHUCIIOT, TAKHX KaK XJIOPHCTOBOAOPOAHAsS, cepHast, pochopHas, a30THAs, YroJbHas, OOpHAs, CyJib-
(hamMuHOBass 1 OPOMHUCTOBOIOPOTHASI KUCIOTHI, WJIA COJIM arpOHOMUYECKU IPUEMIICMBIX OPTaHHYECKUX KHUCIIOT,
TaKWX KaK yKCYCHas, TPOIMOHOBAs, MaclisiHas, BUHHAS, MaJICHHOBAs, THIPOKCHUMAJICHHOBAs, (hyMapoBas, s10-
JIOYHAsA, TMMOHHAS, MOJIOYHAS, CIIM3eBasi, TIIIOKOHOBAs, O€H30HAas, THTapHAs, IIaBeJieBast, PCHIITYKCyCHAas, Me-
TaHCYIh(HOHOBAS, TONYOJICYIb(oHOBas, OEH30ICYIHPOHOBAS, CATHIMIOBAS, CYIb(paHMIOBAs, acTaparnHOBasd,
TIIyTaMHHOBAs, 3JICTOBAas, CTEAPHHOBAS, MTAIBMUTHHOBAS, OJICWHOBAs, JIaypHHOBAs, TTAHTOTEHOBAs, AyOUJIbHAS,
acKopOWHOBAas M BaJlepHaHOBAs KUCIOTHL. [loaxoasmuye coyii TakKe BKIIFOYAIOT COJM HEOPTaHMYECKUX M opra-
HUYECKUX OCHOBAHMMA, HAIIPHMeEp MPOTUBOMOHBI, Takue kak Na, Ca, K, Li, Mg, aMMoHHUH, TPUMETHIICYIIb(POHHH.
CoeMHEeHUS TaK)Ke MOTYT OBITh TTOJIYYCHBI, XPAHUTHCS /UK UCIIONB30BaThCS B popMme N-oKcHaa.

uc/Tpanc-u3oMepsl MOTYT OBITH Pa3JENICHBI TPAJAUIIHOHHBIMH METOJMKAMH, XOPOIIO H3BECTHBIMHU CIIC-
[UATUCTaM B TaHHOM 00JacTH, HampuMep Xpomarorpadueii u GpaKIHOHHON KPUCTATTU3AIUCH.
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TpaaunuOHHBIE METONWKU IIONYYCHUS/BBIICICHHUS OTACIBHBIX JHAHTHOMEPOB, TPU HEOOXOAUMOCTH,
BKITIOYAIOT XUPATBHBIA CHHTE3 M3 MOJXOIAIICTO ONTHYSCKH YHCTOTO MPEANICCTBEHHUKA WX pa3iciicHue parie-
MaTa (WK paremMara COJHM WA IMPOU3BOJHOTO) ¢ MPUMEHEHUEM, HAlpuMep, XUPAITLHON BBICOKOA((HEKTUBHON
KuAKocTHON Xpomarorpaduu (BOXKX). Takum o06pa3oM, XupanabHBIE COSTUHEHHS TI0 W300peTEeHUIO (M MX XU-
paNbHBIE TPEANIECTBEHHHUKH) MOTYT OBITH TOJydeHBI B YHAHTHOMEPHO-00OTaIeHHOW (opMe ¢ MPUMEHEHHEM
xpomatorpadun, oosraHo BOXKX, Ha acuMMeTprdeckoit cMolie ¢ MOABYKHOM (ha3oi, COCTOSIIEH U3 yriIeBOI0-
pona, oOBIYHO TeNTaHa WM TeKkcaHa, comepskamiei ot 0 mo 50 06.% m3onponanona, 066r9H0 OT 2 10 20%, U B
KOHKpeTHBIX mpuMepax oT 0 mo 5 00.% ankwiamuna, Hampumep 0,1% amstnammna. KonueHTpupoBaHueM
JJF0ATA MMOJTyYaTH 00OTaCHHYIO CMECh.

ATNBTEpHATUBHO, parieMaT (WA PaleMHYCCKUA TPEANICCTBEHHUK) MOXKET B3aHMOJICHCTBOBATh C IMOJXO-
JUIIIAM ONTHYCCKH aKTHUBHBEIM COCTUHEHUEM, HANPUMEp, CIIUPTOM WM B CIy4ae, €CIH COSAWHEHHE 0 H300pe-
TCHUIO COJICPXKHUT KHUCIOTHBIA WM OCHOBHOW (parMeHT, OCHOBAaHHMEM WJIH KHUCIOTOH, Takod Kak I-
(heHWITHIIAMUH WX BHHHAS KUCIOTA. [lomyueHHast B pe3ynbTaTe quacTepeoMepHasi CMECh MOXKET OBITh pasze-
JieHa xpomarorpadueii w/unu QpakMOHHON KpHCTaLTH3alield, U OJUH WK 00a JracTepeon3oMepa mpeBpaiie-
HBl B COOTBETCTBYIOIIMI YHCTHIH HHAHTHOMEP(BI) CIOCO0AMH, XOPOIIO HM3BECTHBIMHU CIICHHAIUCTY B JaHHOU
obmacru.

Ecmm mro60it panemMar KpHCTaIDIM3YEeTCsI, BOSMOXKHBI KPUCTAIIIBI IBYX Pa3sHBIX THIIOB. IIepBBIM THITOM SIB-
JSIETCS palleMUIecKoe coelnHeHre (MCTUHHBIN paieMar), YIOMSHYTO€ BEIIIE, IPUYeM OJlHa TOMOTeHHas popma
KpHCTaJIa MOJy4YeHa C COIepKaHHeM O0OMX DHAHTHOMEPOB B AKBUMOJIIPHBIX KOJNHYECTBAaX. BTOPBHIM THIIOM
SBIISICTCS palleMHYecKasi CMECh WM KOHIJIOMEpaT, Ipu4eM JABe (OpMBI KPHUCTAIUIA TIOIYYaIl B SKBUMOJIAPHBIX
KOJIMYECTBAX, KaXKJasi U3 KOTOPBIX COJiepKalia OIMH SHAHTHOMED.

HecmoTtps Ha To, 9TO 00€ KPUCTAIITUICCKUEC (POPMEI, MPUCYTCTBYIONIUC B PAIIEMUYECKOI cMecH, 001ajaroT
OJIMHAKOBBIMH (DPU3UYCCKUMU CBOICTBAMHU, OHM MOTYT XapaKTCPU30BATHCS PA3IMIHBIMHU (PU3UICCKHMHU CBOMCT-
BaMU 10 CPABHCHHUIO C MCTUHHEIM palieMaToM. ParieMudeckrue cMecH MOTYT OBITh pa3JeNieHbl C IIOMOIIBI0 00-
HICTIPUHATHIX METOJIUK, U3BECTHBIX CIICIIUATUCTAM B TAHHOM 00JIacTH - cM., Harpumep, "Stereochemistry of Or-
ganic Compounds" by E. L. Eliel and S. H. Wilen (Wiley, 1994).

AKTHUBHOCTH COCIMHEHUI 10 HACTOSIMIEMY M300pETEHHIO MOXHO OIIEHUTH C TIOMOIIBIO PA3IMIHBIX aHAIH-
30B in silico, in vitro u in vivo. Beu TPOAEMOHCTPUPOBAHBI aHAMM3HI in Silico pa3NIUYHBIX COCMUHEHUHN IS
MPOTHO3a OKOHYATEIBHOH in Vitro U gaXke in vivo akTHBHOCTH.

Hacrosmiee nzobperenue Taxke BKIIOYACT BCE SKOJIOTHIECKH MPUEMIIEMBIC H30TOITHO-MEUYCHbBIE COeINHE-
Hus Gopmyn [-XVI u crmocoObl BX CHHTE3a, TJe OJWH WM HECKOJIHKO aTOMOB 3aMEHEHBI aTOMaMH, UMEIOIUMHU
OJIMH U TOT K€ aTOMHBIA HOMEp, HO aTOMHYIO MacCy WM MacCOBOE YHCIO, OTIUYHOE OT aTOMHON MAacChl WU
MAacCCOBOTO YHCJa, 0OBIYHO BCTPEUYAIOIIETOCS B IPUPOJIC.

[IpuMepbl U30TONOB, MOAXOIANINX JUIS BKIFOUCHUS B COCAMHEHISI MO0 N300PETCHUIO, BKIFOYAIOT H30TOIIBI
BOJIOPOJIa, TAKHE KaK ‘Hu 3H, YIJIEpO/ia, TAKUE KaK ”C, BCu 14C, XJIOpa, TaKHe KaKk 36Cl, (dropa, Takue Kak 18p R
roaa, Takoue Kak Py 1251, a30Ta, TaKhe Kak SN u ISN, KHCJIOPOJIa, TAKUE KaK 150, O u 180, tbocdopa, Takue
Kak 32P, U CEpBl, TAKHE KaKk S,

W3oTOmHO-MEUYEHbIE COCTUHECHNS, KaK MPAaBUIIO, MOTYT OBITH IOJyYeHB! TPAAWLINOHHBIMH METOAWKAMH,
W3BECTHBIMH CICIMAINCTaM B JJaHHOW 00JIaCTH, WM CIIOCOOaMHM, aHAJOTHIHBIMH OIMCAaHHBIM, C MIPUMEHCHHEM
COOTBETCTBYIOIIETO U30TOMTHO-MEUCHOTO peareHTa BMECTO paHee UCTI0Nb3YEeMOTro He MEYEHHOTO PeareHTa.

ITo BceMy ommcaHuio u GopMylie H300pETEHUST TAHHOTO OMHCaHUs coBa "BKiIOYaeT B cebsa" u "comep-
JKUT", ¥ Bapualliy CJIOB, HampuMep "BKIIOYarommid B ce0s" u "comepxamuii”, o3HadaroT "BKIIOYast, HO 06€3 or-
paHnueHHA", ¥ HE TMPEAYCMAaTPUBAIOT (M HE HUCKIIOYAIOT) MCKIIOYCHUE APYTHX (ParMEeHTOB, JOOABOK, KOMIIO-
HCHTOB, LIEJIBIX YHCEIT UIIN CTaJIHIA.

Io Bcemy omucanuro u GopmMyiie m300peTeHus HopMa eTUHCTBEHHOTO YHCIIa OXBATHIBACT MHOKECTBCHHOE
YHUCIIO, €CJIM KOHTEKCT He TpeOyeT WHOro. B yacTHOCTH, MPU MCIIONB30BAHUN HEOIIPEICIICHHOTO apTUKIIS CICIY-
€T MOHUMATh, YTO B OMUCAHUU PACCMATPHUBACTCS KaK MHOYKECTBCHHOC YHUCIIO, TAK M CAMHCTBCHHOE, SCIIA KOH-
TEKCT He TpeOyeT HHOTO.

SBnseTcs MOHATHBIM, YTO NMPU3HAKH, IIETIBIE YHCIA, XapaKTePUCTHKH, COCIIMHEHUS, XUMIYECKue GpparMeH-
TBHI WIN TPYIIIBI, ONFCAaHHBIC B OTHOIIEHIHM KOHKPETHOTO acIlieKTa, BapHaHTa OCYIIECTBICHUS WIIH IIpHMeEpa o
n300peTEeHNI0, TPUMEHUMEI IT0 OTHOIIEHHIO K JIOOOMY IPYrOMYy acleKTy, BApHaHTy OCYIIECTBICHUS WIIH MPH-
Mepy, OTIMCAaHHOMY B HACTOAIIEM JOKYMEHTE, €CITH OHH COBMECTHMBL.

[Tpu HEOOXOAUMOCTH COSANHEHHS TI0 H300PETCHUIO MOTYT IIPH ONPEACICHHBIX KOHIICHTPAIUAX FIIH JT03H-
POBaHUM OBITH HCIIOJIH30BAHEI B KAYECTBE TEPOUIIHIOB.

CornacHo JApPYroMy acleKTy HACTOSIIETO H300pETCHHs MpeiaraeTcss crnocod OOphOBI ¢ COpHSAKaMH,
BKITIOYAOIIUI HAHECCHUE COCIMHEHUS COTIACHO M300PETCHUIO HA CAMU COPHSKH WM Ha YYaCTOK, MpeIHa3Ha-
YCHHBIH JUTS BEIpAIIMBaHUS pacTCHU. B Tex ciryyasx, Koraa ceIbCKOX03UCTBCHHBIC PACTCHUS YK€ PACTyT WU
HEIaBHO OBUIH MOCESHBI, MOXET OBITh MPUMEHECHO arpOHOMHYCCKH 3((EKTUBHOE U MO CYIIECCTBY HE(PUTOTOK-
CUYHOE (TSI CETbCKOXO3HCTBEHHBIX PACTEHUIT) KOJIMYECTBO COCTHMHCHUS 110 H300PCTCHUIO.

I'epOutun MoxkeT OBITH HAHECEH KaK JINCTOBAs TIOAKOPMKA, HAHECCHHUEM Ha CTeOeIIb, HAHSCCHUEM TPOTIHT-
KOH WM KamleJIbHBIM OpoleHreM (BHECEHUE YAOOpeHUi C MOJIMBHON BOJION) Ha pacTeHHE WIIM Ha TUTOJ pacTe-
HUS, WU B TI0YBY, FUIM HA WHEPTHBIN CyOCTpar (HampuMmep, HeOpraHHIeCcKnue CyOCTpaThl, TaKHe Kak IeCOK, MH-
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HepaJbHas BaTa, CTEKIIOBATA; BCIIYYCHHBIC MIUHEPAJIBI, TAKUE KaK MEPIIUT, BEPMUKYIIUT, [ICOJTUT WIH BCIyYCHHAS
TJIMHA), TIeM3Y, MHPOKIACTHICCKHE MaTepPHajbl WM HAMOJHUTEIh, CHHTCTUYCCKHE OPTaHHYCCKUE CYOCTpPAaThI
(Hampumep, oMUypeTaH), OpraHudeckue cyocTpaTsl (Hampumep, Topdh, KOMIIOCTHI, IPEeBECHBIC TTOOOYHBIE MPO-
IYKTHI, TaKHe KaK KOKOCOBOE BOJIOKHO, APEBECHOE BOJIOKHO HJIM CTPY)KKH, JPEBECHAst KOpa) WIN B KHUIKUHN CyO-
cTpaT (HampuMep, THAPOTIOHHBIE CUCTEMEI C IDIABAONIEH MIaT(OpMO, TEXHIKA IMUTATEIHFHOTO CIIOSI, a9POTIOHH-
Ka).

B nmomosHUTENHEHOM acrekTe HacTosIIee H300peTeHNEe TaKk)Ke OTHOCHUTCS K TepOHUIINAHON KOMITO3HIINH, CO-
nepxamiei 3 HeKTHBHOE KOMMYIECTBO aKTHBHOTO COSAMHEHHS 110 M300peTeHn0. KOMIO3HIINS MOXKET TOTIOTHH-
TEJNIEHO COJIEPKATh OJTUH MM HECKOJBKO JOMOTHUTEIBHBIX TePOUIIHIOB.

TepmuH "3 dexTHBHOE U HE PUTOTOKCHIHOE KOJMYECTBO" 03HAYACT KOJHMYECTBO TIECTUIUIA B COOTBETCT-
BUU C U300pETEHUEM, KOTOPOE SIBIIACTCS JTOCTATOYHBIM Il KOHTPOJIS WIIM YHHYTOXKCHHUS JTFOOBIX IEJICBBIX COp-
HSKOB, MPUCYTCTBYIOIIUX I CKJIOHHBIX K BO3HHKHOBCHUIO HAa yJYacTKaX BBIPAIIUBAHUS CEIbCKOXO3SIUCTBCH-
HBIX KYJIBTYp, ¥ KOTOPOC HE OKa3bIBACT KAKOTO-THOO 3HAYUTEIHLHOI'O BPEAHOTO BO3ACHCTBHS HA CEIBCKOXO3STi-
CTBCHHBIC KYJIBTYPHI WK ()aKTUUCCKHA MMEET MOJOKHUTEIBHBIN A3PPEKT HA CHITY PAaCTCHUH U YPOKAHHOCTh TpU
OTCYTCTBHUH LIEJIEBOTO oprann3Ma. KommaecTBo OymeT BappUpOBATHCS B 3aBUCHMOCTH OT COPHSKA WIIM COPHSKOB,
KOTOpBbIe HEOOXOIUMO KOHTPOJIHPOBATH, KJIACCA CEIHCKOXO3SIMCTBEHHOMN KYJIBTYPHI, KITUMAaTHIECKUX YCIOBUH U
COEIMHEHUH, BKIIOYCHHBIX B TePOUIIMIHYI0 KOMIIO3HIHIO. DTO KOJIHYECTBO MOXKET OBITH ONPENEeIeHO CHCTeMa-
TUYECKUMH TTOJIEBBIMU HCTIBITAHUSMHE, KOTOPbIE HAXOMATCS B Mpeesiax BO3MOXXHOCTEH CIECIHANNCTa B JaHHOW
obmacru.

B 3aBuCHMOCTH OT CBOMX MHIWBUAYAIBHBIX (QH3MUECKUX W/MIH XUMHICCKIX CBOWCTB aKTUBHBIC COSIHUHE-
HUS TI0 U300PETCHHUIO MOTYT OBITH COCTABIICHBI B BUJIC PACTBOPOB, SMYJIBbCHH, CYCIICH3HI, TIOPOIIKOB, TICH, TaCT,
TpaHyJ, adp030JIci, MUKPOHHKAIICYTUPOBAHHBIX BEIIECCTB B MMOJMMEPHBIX BEIICCTBAX, @ TAKIKE B BHJIE XOJIOTHBIX
U TEIUTBIX COCTaBOB B Buze Tymana ULV.

AKTHBHBIC COCIMHEHHS MOTYT OBITh HCIIOJB30BaHBI B YHCTOM BHJIE WIH B (JOPME COCTaBa, HAIIPUMED TO-
TOBBIX K IPUMEHECHHUIO PACTBOPOB, IMYIBCHIA, CyCIICH3UH Ha BOJHOMN WIIM MAacIITHOW OCHOBE, IIOPOIIKOB, CMaYH-
BAIOIINXCSI ITOPOIITKOB, MACT, PACTBOPHMBIX TOPOIIKOB, ITBUTH, PACTBOPUMBIX I'paHyJ, TpaHyJ Ui pa3OpackiBa-
HUS, CyCIIOAMYJICHOHHBIX KOHIIEHTPATOB, IIPUPOIHBIX BEIIECTB, MMPOITUTAHHBIX AKTUBHBIM COCIHHEHUEM, CHH-
TETHYECKNX BEUIECTB, MPOIHUTAHHBIX AKTHBHBIM COCIWHEHHEM, yIOOpEHHUH, a TakKe MHUKPOKAICYIHPOBAHHBIX
BEIIIECTB B MOJMMEPHBIX BemecTBaXx. Hanecenne MOXeT OBITH BBIITOITHEHO, HAIIPUMED, MTOJITUBOM, OTIPHICKUBAHH-
€M, pacmbUICeHHEM, pa30pachIBaHHEM, ONBUICHHEM, 3alleHUBAaHHUEM, PACCHIIaHMEM M T.II. Tarke SBIseTCS BO3-
MOJKHBIM HaHECEHHE aKTHBHBIX COCIMHEHHH CIIOCOOOM CBEPXHHM3KOTO 00BeMa MM BBEICHHEM IperapaTa ¢ ak-
TUBHBIM COCIMHEHHUEM HITH CAMOTO aKTUBHOT'O COCAMHCHHS B MTOYBY.

CocTaBbl, cofepKaliiue COSIMHEHUS 0 N300PETECHUIO, MOTYYalid U3BECTHBIM CIIOCOOOM, HAIIPUMEp, CMe-
NIMBaHUEM COCMHCHUNA C HAMTONHUTEISIMU (HATIPUMED, KUIKAMH PACTBOPUTEISIMU H/VJIH TBEPABIMH HOCHUTEIIS-
MH), He00A3aTENFHO ¢ IPUMECHEHUEM TIOBEPXHOCTHO-aKTHBHBIX BEIIECTB (HAPUMEp, IMYJILIATOPOB W/IITH JHC-
MepraTopoB, W/wiu neHooOpa3oBateneii). CocTaBbl MOTyYald WK Ha (aOpUKax/TMPOMBIIUICHHBIX TPEAIPUSITH-
SIX, VI QIETCPHATHBHO JIO WIH BO BpeMsI TPUMCHCHHS.

BcmomorarensHple KOMIIOHEHTHI TPEICTABIIIOT COOOW BEIIECTBA, KOTOPBIE MOIXOAAT Ui MPUOAHUS ca-
MOW KOMIIO3WITMH W/WJIHM TOMYyYEHHBIM W3 Hee TpemnaparaM (HampuMep, CIPEeBBIM KXHIKOCTSAM) KOHKPETHBIX
CBOWCTB, TaKMX KaK OIpeesIeHHbIC TEXHUIECKHE CBOMCTBA W/IIIM TAKXKe ONpe/eIeHHbBIe ONOJIOTHYECKUE CBOM-
cTBa. THUNMWYHBIMY NOIXOAAIIMMH BCIIOMOTATEIHHBIMA KOMIIOHEHTAMH SIBIISIOTCS] HATIOJHUTENH, PACTBOPUTEIN
1 HOCHUTEIH

IMoxxoasmMy HATTOTHUTEIISIMHA SIBIISFOTCS, HAIPUMED, BOJIA, TOISPHBIC U HETOJIIPHBIC OPTaHIMYCCKUE XU-
MHUYECKUE JKUAIKOCTH, HANIPUMED, U3 KIACCOB apOMATHUYCCKUX U HEAPOMATHUYCCKUX YTIICBOJOPOJOB (TaKUE Kak
napauHbI, aTKAI0CH30IIbI, ANKITHAQTAIHHEL, XJIOPOCH30bI), CIUPTHI U MOIUOJBI (KOTOpEIE, IPH HEOOXOIH-
MOCTH, TaKXKE MOTYT OBITh 3aMEIICHEI, 3TCPUGUIIMPOBAHBI H/WIH ICTCPUPHUIIMPOBAHBI), KETOHBI (TaKHe KaK are-
TOH, ITUKJIOTEKCAHOH), CJI0XHBIC 3(QUpPHI (BKIIFOYAs )KUPHI U Macia) U (ToJn)3(Quphl, He3aMeIICHHBIC U 3aMCIICH-
HBIC AMUHBI, aMUJIBI, JIAKTAMBI (Takue Kak N-aJKUIMUPPOIUIOHBI) U JIAKTOHEI, CYIb(OHBI U CYIb()OKCUIBI (Ta-
KM€ KaK TUMETHIICYIb(POKCHI).

Ecim ucnonp3yeMbIM HAIIOTHUTENEM SBISICTCSA BOJA, TAK)KE€ MOYKHO HCIIONB30BATh, HAIIPHMEp, OpraHHye-
CKHE PaCTBOPHUTEIHM B KAa4eCTBE BCIIOMOTATEIBHBIX pacTBopuTeneil. [1o cymecTBy, MOIXOAAMIMMH KUIKAMHU
PacTBOPUTEISAMH SIBIISIOTCS: apOMaTHICCKHE COSAWHEHMS, TaKHe KaK KCHJIOJN, TOJYOJI FUTH aJKITHA(TAIIIHEI,
XJIOPUPOBAHHBIE aPOMATHUYECKUE M XJIOPHUPOBAHHBIC aMU(paTHIeCKUe YIIeBOAOPOAbI, TaKHe KakK XJIOPOEH3O0JBI,
XJIOPATHIICHBI WIIM METIJICHXJIOPU, aTu(aTHdeckue yrieBOAOPOIbI, TAKHE KaK IUKIOreKCcaH WIH MapaduHsL,
Hanpumep, HeTsaHbIe (HpaKIyK, CIUPTHI, TAKHE KaK OYTAHON WM TJIMKOJb, @ TAK)KE UX IPOCTHIC U CIIOKHBIC
3(UpBI, KETOHBI, TAKHAC KaK alleTOH, METIIITHIKCTOH, METIITN300yTHIIKCTOH MM IUKIOTCKCAHOH, CHIIBHO II0-
JSIPHBIC PACTBOPHUTENH, TAKHE KaK JUMETII(HOPMAMUIT i TUMETUICYITH(OKCH]T.

IMoxxoasmMu TBEPIBIMU HOCUTEISIME SIBIITIOTCS: HAIPUMEP, COJIM aMMOHHSI M M3MEIbYCHHBIC TIPHPO/I-
HBIC MUHEPAJIbI, TAKUE KaK KAOJUHBI, TTIHHA, TAIBK, MEJ, KBapIl, aTTAyJIbI'UT, MOHTMOPHUIOHHUT WJIH THATOMO-
Bas 3¢MJIS, M M3MEIbUCHHBIC CHHTCTUICCKHE MUHEPAJIBI, TAKHE KaK TOHKOIMCIICPCHBIA AMOKCUI KPEMHUS, OK-
CHUJT QIIOMUHIS ¥ CHJIMKATHI, MTOIXOAAIINMA TBEPABIMH HOCHUTEISIMH IUIS TPAaHYIl SIBISTIOTCS, HAIPUMED, pa3Mo-
JIOTBIE W pa3JieIeHHBIE €CTECTBEHHBIE TOPHBIE MOPOJBI, TAKUE KaK KaJbIIUT, MPaMop, IIeM3a, CEMHOINT U J0JIO-
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MUT, & TAKXKEC CHHTCTHYCCKHE TPAHYJIBl HCOPTAHUYCCKOW M OPTaHWMISCKON MYKH, U TPAHYJIBl OPTraHUYECKOTO Ma-
TepHaia, TAKOro Kak Oymara, OMUIIKH, KOKOCOBash CKOPJYIa, MOYATKH KYKYPY3bl H YCpEHKHU Ta0aka; IMoIXOIsl-
IIAMHU SMYIBIaTOPaMH W/MITH TIEHO00Pa30BaTEISIMHU SIBIISIOTCS, HAIIPUMEpP, HEHOHOTCHHBIE U aHWOHHBIC dMYIIb-
TaTopbl, TaKWE KaK ITOJMOKCHITHIICHOBBIC CIIOXKHBIE 3(HUPHI KUPHOH KHCIOTHI, HNOJIHOKCHITHICHOBHIH 3(hHp
JKUPHBIX CIIUPTOB, HANIPHMEDP AJKMIAPIIIIOINTINKOIEBEIE 3(UpPEI, alKWICyIb(OHATHI, aNKIICYIb(ATHI, apui-
CyIb(OHATHI, a TAK)KE THAPOIM3ATHI OeKa; MOIXOAAIINMI TUCTIEPTaTOPaMH SBIISIOTCS HEHMOHHbBIC W/FITH Bellle-
cTBa, Harmpumep, u3 knaccoB cnupT-POE w/mmu -POP a¢upos, kuciotsl w/mwm POP-POE cnoxHBIX 3¢QUpOB,
ankwiapwia n/unu POP-POE a¢upos, xupHbix- n/uma POP-POE amnykroB, POE- w/mnmn POP-monnomoBeix
nponsBoHbIX, POE- w/umu POP-copOuTan- mim -caxapHbIX aJUTyKTOB, QJIKWJI WM apuiCyib(ara, alKuil- I
apwicyb(hOHATOB M aJTKWI- WK apwidocdaTtoB Wi cooTBeTCTBYOMMX PO-3¢upHbIX aanykroB. boiee Toro,
TOJIXOISAIIMMH OJIUTO- FUTH MOJIUMEPAMHU SBISIOTCS TaKUe, KOTOpPhIC, HAPUMEp, MOTYYCHBI U3 BUHHIOBBIX MO-
HOMEpPOB, W3 aKpwioBOW kucioTel, u3 EO wwmu PO oTaenpHO wWinm B KOMOHWHAIMHM, Hampumep, ¢ (Io-
JIM)CIUpTaMK WK (TIOJTH)aMHHAMU. TakKe MOXKHO HCIOJb30BAThH JIMTHUH U €T0 CYTb(OKHCIOTHBIC TPOU3BO/-
HBIC, HEMOAU(DUITUPOBAHHEIC U MOTU(PHUIIMPOBAHHEIC [EILTIOIO3BI, APOMATHUYCCKHIE H/HITH ATA(ATHICCKUE CYITb-
(hOHOBBIE KUCIIOTHI U UX aJAYKTHI C (POPMAITBACTHIIOM.

B cocTtaBax MOryT OBITH HCITONB30BAHBI BEIIECTBA JUIS MOBBIMICHUS KIICHKOCTH, TaKMe Kak KapOOKcHMe-
THJILIEJUTIONO03a ¥ TPUPOJHBIE W CHHTETUYECKHE TOJIMMEPH! B (hopMe MOPOIIKOB, TPaHYN WM JIATEKCOB, TaKHe
KakK apaBHiCKasKkaMelb, TIOJIMBUHIIIOBHIN CITUPT M MOJMBHHMJIALETAT, a TaKXKe MPUPOAHbIE (HOoCOMUIUIbL, Ta-
KHe Kak ne(aJliHbl U JICIUTUHBI, U CHHTeTHYeCKHUE (POCHOTUTIHIEI.

JomomautensHbIME 100aBKaMH MOTYT OBITh MHHEPAJIbHBIC U PAaCTUTEIBHBIC Macia. Takke SBIsIeTcs BO3-
MOJKHBIM J00aBJICHHUEC KpacUTENlel, TaKUX KaK HEOPraHWYCCKHE MUTMCEHTHI, HAPUMEpP OKCHI JKeJe3a, OKCHI
TUTAaHA U OCPIHMHCKAS JTa3ypbh, H OPTaHHMYCCKHUE KPACUTEIH, TAKAC KaK alli3apUHOBEIC KPACUTEIH, a30KPACUTEIH
U MeTaJuTn4eckue (TalONUAaHNHOBBIC KPACHTEIH, a TAKKE MUKPOAJICMECHTBI, TAKUE KaK COJH JKeJe3a, MapraHiia,
Oopa, memau, kobanpTa, MOJIHOACHA W IMHKA. JpyrUMH BO3MOXHBIMH JOOaBKAMU SIBIISTIOTCS OTIYIIKH, MUHE-
PaJBbHBIC W PACTHTENBHBIC, HEO03aTEIEHO MOAUDUIIMPOBAHHBIC Maciia U BOCKH.

CocTaBbl TaKkKe MOTYT COJEpKaTh CTaOWIM3aTOpBI, HAPUMEP HHU3KOTEMIIEPATypHBIC CTaOMIN3aTOPHI,
KOHCEPBAHTHI, aHTHOKCHIAHTHI, CBETOCTA0MIN3aTOPHl WIH JAPYTHE areHThI, KOTOPhIE YIyJIIAloT XHMHUYECKYIO
1/ pU3NIecKyto CTaOMIIbHOCTD.

CocraBel 00baHO comepxkat ot 0,01 mo 98 mac.% akTHBHOTO coemuHEeHUs, mpeanouTutenbao ot 0,1 1o
95% u ocoberno npeanouTuTensHOo oT 0,5 10 90%.

AKTUBHBIC COCTMHEHUS M0 M300PETECHHUIO TAKKE MOTYT OBITH MCTIOJIH30BAaHBI B BUAE CMECH C APYTUMH H3-
BECTHBIMH TepOHIIUIaMU, HATIPUMED, ISl YBEIUMYCHUS CIICKTPa aKTUBHOCTH WIIH ISl CHHDKCHHUS WITH 3aMEIJICHUS
Pa3BUTHS CTOUKOCTH.

Takxe BO3MOKHA CMECh C IPYTUMHU M3BECTHBIMU aKTHUBHBIMH COCIUHCHUSMHU, TAKAMHU KaK HEMATOLHIEI,
AKapUIUABI, (YHTHIUABI, HHCEKTUIMIIBI I OAKTSPHUIIUIBI, WK C YIOOPCHUSAMH U PETYIATOPAMHU POCTA, aHTH-
JIOTAMH WIA XUMAYECKHUMHU CUTHAJLHBIMH BEUICCTBAMHU.

[IpuBoaMMBIE B KauecTBEe MPHUMEpa JAO3MPOBAHHS AKTHUBHBIX COCIMHCHUN MO W300PETECHHUIO COCTABJISIOT
cienyromue: nmpu oopadorke muctheB: ot 0,1 g0 10000 r/ra, mpeamourutenpHo ot 10 mo 1000 r/ra, ocobeHHO
npennoututebHo ot 50 mo 300 r/ra (koraa HaHECeHWE MPOBOAMIN MOJUBKOW WM pa3OpBhI3TUBAHUEM, CTaHO-
BUTCSI J1a)K€ BO3MOXXKHBIM YMEHBIICHHE TO3MPOBKH, OCOOCHHO €CIIM MCIIOJB3YIOT MHEPTHBIE CYOCTPAaThl, TaKue
KaK KaMEHHas BaTa WM NepauT); ipu oopadotke moussl oT 0,1 mo 10000 r/ra, mpeamoururenpHo oT 1 g0 5000
r/Ta.

CocTaB, KOTOPBIl MOXKET OBITh HCIIOJB30BAH IS BBEJICHUS COCIUHCHUMN, B YACTHOCTH, B KOHTEKCTE UCIIEI-
TaHWs Ha aKTHUBHOCTB, OyneT oOecrieunBath Bce coenuueHus B Buae 10% pactsopa B DMSO. Ecnu Bo3HHKAOT
mpoOJIEMBI C PAaCTBOPHUMOCTBIO, OHA MOTYT OBITh PEIICHBI IMyTeM JOOABIICHUS aleTOHa (HampuMep, pa30aBHUTh
DMSO pactBop/cycnen3uto Ha 50%, nmpuBoas k 5% pactBopy coeaunenus B DMSO/anerone). CocraB 1i1s BBe-
JICHUS 3aTeM TosTydanu 1myteM pobasienus pactBopa DMSO (mmm DMSO/anerona) k 0,1% pactBopy Tween
20™ B Boje ¢ TONy4YeHHEM TpeOyeMol KOHIEHTpAIliH. BeposTHBIM pe3yabTaToM OyIeT SMYJbCHS, KOTOpas
MOJKET OBITh pacrhbUIeHa. ECITH MPOMCXOIUT KPUCTAIUIA3ALNS, YTO MPUBOIUT K IPOTUBOPCUYHUBEIM PE3yJIETATaM,
K UCCIICTYEMOMY PacTBOPY MOXKET OBITh JOOABIICHO JOMOJTHHUTENbHOE KonnaecTBo DMSO.

Kommnozuiun o n300peTeHuio NOAX0MIT AT 3alIUThI JII000TO BUA PaCTCHUHN, KOTOPBIC HCIIONB3YIOTCS B
CEJIbCKOM XO3SHCTBE, B TEIUIUIIE, B JiecaX MIIM B CaJI0OBOJCTBE M, B YACTHOCTH, IS 3€pHOBHIX (HaIpuMmep, IIIe-
HUIIBI, STAMEHS, PXKH, TIpOoca U 0Bca), KYKypy3bl, XJIOTIKa, COEBBIX 0000B, puca, KapTodes, MoICOTHETHHKA, 00-
00B, Ko(e, CBEKIIBI (HampuMep, caxapHO# CBEKIIBI I KOPMOBOM CBEKJIBI), apaxuca, OBoIIeH (Hampumep, IoMHUI0-
POB, OTYPIIOB, JTyKa M cajlaTa), Ta30HOB, PPYKTOB M OPEXOILUIOIHBIX IEPEBLEB (HApUMeEp, IOJ0HbB, TPYIII, IEPCH-
KOB, HCKTaPHHOB, a0pUKOCOB, JICIIMHEI, ICKaHa, MAKaJaMUuH, QUCTAIIKH), Aro.l (HapuMep, KITyOHUKH, MaJIAHBI,
YEPHOW CMOPOIMHBI, KPACHOW CMOPOJIMHBI), BAHOTPATHOM JT03bI, 0aHAHOB, KAKA0 M JJCKOPATHBHBIX PACTCHUH.

AKTHBHBIC COCTUHECHUS TI0 W300PETCHUIO B KOMOMHAIIMY C XOPOIICH TOJCPAHTHOCTHIO PACTCHUI U MIPUEM-
JIEMON TOKCHYHOCTBIO IO OTHOIICHHIO K TEIUIOKPOBHBIM XHBOTHBIM M KOTOPBIC XOPOIIO HMEPEHOCHUMEI OKpPY-
JKArOIEH CPeIoi, OIXOMAT A 3aIMUTHl PACTCHUN M OPTraHOB PACTCHHUH, IUTS YBEIUYCHUS YPOXKAWHOCTH, VIS
VIIY4IICHUS. Ka4eCTBa COOMPAEMOro MPOAyKTa U Il OOPHOBI ¢ BPEIUTEIIMH KUBOTHBIX, B YACTHOCTH HEMATO-
JaMH, KOTOPBIE BCTPEYAIOTCS B CEIBCKOM XO3SIMCTBE, CalOBOICTBE, KMBOTHOBOJCTBE, JIecaX, calaXx M MecTax
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OTJIBIXA, B 3alIMTE XPAHSIIIUXCS MPOIYKTOB U MaTEPHUAIOB, a TAKXKE B 00JIaCTU TUTUEHBI. [IpeIIOYTUTEIFHO X
MOXHO IIPUMEHATh B KAa4eCTBE CPEJICTB 3aIIUTHI CEIbCKOXO3IHCTBEHHBIX KYJIbTyp. IIpuMmeHeHne B KadecTBe
repOuIaIoB

CoenuHeHHsI 10 U300PETEHUIO MOXKHO MPHUMEHSTh B KauyecTBe repOUIMIoB. HekoTopbie coeMHEHUs 110
M300pETEHHIO TAK)KE MOTYT 00JIaaTh repOHIUAHON aKTUBHOCTBIO MO OTHOIICHUIO K IUPOKOMY CIEKTPY KO-
HOMHYECKH Ba)XKHBIX OJIHO- M JIBYCEMSIOJNBHBIX BPEOHBIX pacTeHuidl. HekoTopble COeMUHEHHS M0 HACTOSIIEMY
M300pETEHHI0 MOTYT 00JIalaTh TepOUIMIHON aKTUBHOCTHIO MO OTHOIICHHIO K OJHOCEMSOJBbHBIM PACTCHHSM,
HO He 00Janath win 00aaaTh HEOONBIIOH AKTUBHOCTHIO MO OTHOLICHHIO K JABYCEMSIONBHBIM CEIbCKOX035HCT-
BEHHBIM KyJbTypaM. Jlpyrue coeauHeHus Mo M300pEeTeHUIO MOTYT OBITh CEJICKTUBHBIMH, 00J1a1aTh MPEBOCXOI-
HOW TepOUIMIHOW aKTUBHOCTHIO 10 OTHOIICHHUIO K JABYCEMSITONBHBIM PACTCHUSIM, HO HE 00JIaaTh WK 00JIaaaTh
HHU3KOH aKTUBHOCTBIO 110 OTHOLIEHHIO K OJJHOCEMSIOJILHBIM CEITbCKOXO3SIHCTBEHHBIM KYJIBTYPaM.

TpyaHO KOHTPOJIUpPYEMBblE MHOTOJIETHHE COPHSKH, KOTOPbIE AI0T OOErn U3 pU30M, KOPHEBHII HIIH JIPY-
THUX MHOTOJICTHAX OPTaHOB, TAK)KE MOTYT KOHTPOJIMPOBATHCS TEPOUIMIHBIMU COeTUHECHUAME. [Ipu 3TOM Bere-
CTBa MOTYT OBITh HAHECEHBI IPEANOCEBHBIM CIIOCOOOM, JOBCXOIOBBIM CHOCOOOM W/MIIM TOCIIEBCXOAOBBIM CIO-
co0oM.

Jlanee mpejcTaBlieHbl HILUTIOCTPATUBHBIC TIPUMEPBI OJHOCEMSIIONBHBIX COPHIKOB, KOTOPBIE MOTYT KOHTPO-
JUPOBATLCS TEPOUITUIHBIMU COeTMHEHUsIMU Avena spp., Alopecurus spp., Brachiaria spp., Digitaria spp., Lo-
lium spp., Echinochloa spp., Panicum spp., Phalaris spp., Poa spp., Setaria spp., a Taxoke Bromus spp., Hanpumep
Bromus catharticus, Bromus secalinus, Bromus erectus, Bromus tectorum u Bromus japonicus u Buasl Cyperus
onHosieTHe# rpynmel, u Agropyron, Cynodon, Imperata m Sorghum, a Takyke MHOTONeTHHE BUABI Cyperus MHO-
TOJICTHEH TPYIIIIEL.

Jlanee mpeacTaBiIeHBl WITIOCTPATHBHBIC TIPUMEPBI JIBYCEMSJONBHBIX COPHIKOB, KOTOPbIE MOTYT KOHTpPO-
JIMPOBATHCS TePOUIUAHBIMU coenuHeHussMu Abutilon spp., Amaranthus spp., Chenopodium spp., Chrysanthe-
mum spp., Galium spp., Hanpumep Galium aparine, Ipomoea spp., Kochia spp., Lamium spp., Matricaria spp.,
Pharbitis spp., Polygonum spp., Sida spp., Sinapis spp., Solanum spp., Stellaria spp., Veronica spp. u Viola spp.,
Xanthium spp., B cimydae ogHosieTHUX, B Convolvulus, Cirsium, Rumex 1 Artemisia B cirydae MHOTOJIETHHX.

Ecnu repOULnAHbIE COSTUHEHHS BHOCHIM B TIOBEPXHOCTH MOYBHI 10 HJIK BO BPEeMsl IPOPACTAHHSI, CAXKEHIIBI
COPHSIKOB MHTHOMPOBAIKCH MJIM HOJHOCTHIO MPEAOTBPALIATIOCh UX MOSBICHHUE, WK B MPOTHBHOM CIlydae cop-
HSIKH POCIIH, JIO TEeX IMOp, OKa He JOCTUTAIN CTaIUH CEMSIIOINH, a 3aTEM UX POCT OCTaHABIHMBAJICS U, B KOHEYHOM
UTOTE, OHHU MOJHOCTHIO MTOTHOAITH.

Ecnu repOWIMIHbIE COCIMHEHHsT HAHOCWIIM MOCIEBCXOJOBBIM CIIOCOOOM Ha 3€JIeHbIC YacTH PACTEHHH,
POCT, Kak MPaBIIO, OCTAHABIHMBAJICS MOCIe 00pabOTKH, M COPHSIKU OCTABAINCH MPAKTUYECCKHA B TOM TOYKE CTa-
MM POCTa, MPU KOTOPOH ITPOBOAMIN OOpabOTKY, WM OHU HOJHOCTBIO MOTHOANH, OATOMY, TaKUM 00pas3oM,
KOHKYPEHILIUS CO CTOPOHBI COPHSIKOB YCTpaHsSeTcst OICTPO U YCTOWYHBO.

HcnpiTanye repOMIMI0B OOBIYHO HE IIPOBOAAT B BUJE CTEPMIILHOTO JlabopaTopHOro Tecta in vitro. Kak
MPaBUJIO, UCIIBITAHUE TePOUIMIOB MPOBOASAT MYTEM OINPBICKUBAHMS JKUBBIX PACTCHUI MU TOYBHI, B KOTOPYIO
OBUTH MTOCEsTHBI ceMeHa. Kak MmpaBuiio, MOJyYCHHBIC Pe3yIbTaThl TAKMX UCIBITAHUN BapbUPYOTCS CHIIBHEE, YeM
B 00Jiee KOHTPOJIUPYEMBIX PEeKUMaX MPOBOAUMBIX in Vitro UCTIBITAHHM.

IMonpoOHoe onucanue - CHHTE3

CrienMaiucToM B JJaHHOUM 00nacTu OyJeT OompelesieHo, 4TO MPH MOIyYeHUH COSANHEHUH M0 HACTOSIIeMY
n300pEeTEHNIO MOXKET OBITH IPUMEHEHA aalTaIlis CIIOCOO0B, M3BECTHHIX B JAHHOW 00J1aCTH TEXHUKH.

Hanpumep, crieruanuct B JaHHOH 00acTé OyJeT HeMmOoCPEeICTBEHHO 3HAKOM CO CTAHIAPTHBIMH PYKOBO-
ncrBamu, TakuMu kak "Comprehensive Organic Transformations - A Guide to Functional Group Transforma-
tions", RC Larock, Wiley-VCH (1999 or later editions); "March's Advanced Organic Chemistry - Reactions,
Mechanisms and Structure", MB Smith, J. March, Wiley, (5th edition or later); "Advanced Organic Chemistry,
Part B, Reactions and Synthesis", FA Carey, RJ Sundberg, Kluwer Academic/Plenum Publications, (2001 or
later editions); "Organic Synthesis - The Disconnection Approach", S Warren (Wiley), (1982 or later editions);
"Designing Organic Syntheses" S Warren (Wiley) (1983 or later editions); "Heterocyclic Chemistry", J. Joule
(Wiley 2010 edition or later); "Guidebook To Organic Synthesis" RK Mackie and DM Smith (Longman) (1982
or later editions) u T.1I., ¥ CCBUUIKAMH B HACTOSIIIEM ONMCAHUH B KAYECTBE CIPABOYHOTO MaTepuaa.

Crienpaiuct B JaHHOW 00JaCTH 3HAKOM C PSIOM CTpPATeruil Ui CHHTE3a OPraHHYECKHX U TPEKIE BCEro
TeTEPOLUKINYECKUX MOJIEKYJI, ¥ OHHU MPEACTABISIOT CO0O0il MIMPOKO pacpoCTpaHEHHBIE OOLIKME 3HAHUS, H3JI0-
JKeHHBIE B yueOHMKax, TakuxX kak Warren "Organic Synthesis: The Disconnection Approach"; Mackie and Smith
"Guidebook to Organic Chemistry"; u Clayden, Greeves, Warren and Wothers "Organic Chemistry".

KpamuduuupoBaHHBIH CHCIUATICT B 00JACTH XUMHUH MPOBEPUT CBOIO OICHKY M 3HAHHC OTHOCHTEIBHO
Han6Oounee 3¢ PeKTHBHOHN TTOCIIEeI0BATEIBHOCTH PEAKLIUH Ul CHHTE3a MIPEACTAaBICHHOTO 1I€JIEBOT0 COSANHEHNUS U
OyneT 3aeliCTBOBATh 3aIIUTHBIC TPYIINBI IO Mepe HEOOXOAMMOCTH. DTO OyeT 3aBUCETh, B YACTHOCTH, OT TaKUX
(hakTOpOB, KaK MPUPOAa OPYTUX (PYHKIUMOHAIBHBIX TPYII, MPUCYTCTBYIOIIMX B KOHKpETHOM cyOcTpate. Oue-
BUJIHO, YTO THII 33JICHICTBOBAHHON XUMHH OYIET BIHMATH Ha BBIOOP pearcHTa, KOTOPBIA MCIOJNB30BAIH HAa YKa-
3aHHBIX CTAUSIX CHHTE3a, HEOOXOIMMOCTh M THII MCIOJB3yEMBIX 3allIUTHBIX TPYII, a TAKXKE MOCICI0BATEIb-
HOCTb BBITIOJTHEHUsSI CTAINI BBECHUS/CHATHS 3allIUTHBIX TPYNIL. DTH U JPYyrUe napamerpbl peakiyu OyayT ode-
BUJIHBI JUTS CIICLHATICTa B AaHHOHW 00JNIAaCTH MPH MOMOIIM CCHUIKM Ha CTAaHIAPTHBIE PYKOBOJCTBA U TPEICTAB-
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JICHHBIC B HACTOSIIEM JTOKYMCHTE IIPUMEPHI.

UyBCTBUTENBHBIC ()YHKIIMOHAIBHBIC TPYIIBI MOXET OBITh HEOOXOMUMO 3alUTHTh M CHSTH 3aIIUTHBIC
TPYIBI BO BPEMsI CHHTE3a COSIUHEHHS 110 U300PETEHHI0. DTO MOXKET OBITh JOCTUTHYTO TPAJUIMOHHBIMH CIIO-
cobamu, HampuMmep, Kak ommcaHo B "Protective Groups in Organic Synthesis" by TW Greene and PGM Wauts,
John Wiley & Sons Inc (1999) n npuBeneHHBIX B HEM CCHUIKAX.

ITo BceMy AaHHOMY OIMCAHUIO YKa3aHHbIe a00pEBUATYPBI UMEIOT CIICAYIONUE 3HAUYCHUS:

Boc - Tper-byruinokcukapOoHimt

DMF - N,N-pumerundopmamus
DMAP - N, N-auMeTunaMuHONUPHUIIH,
EtOAc - sTunauerar

PE - nerponeiinsiii adup

DCM - guxnopmeran

DIPEA - nuu3onponuisTUIaMHH
DMSO - numeruncynbhokcun
KOHLI. - KOHLIEHTPHPOBAHHbIH

THF - rerparunpodypan

TFA - TpudTOopyKCycHasi KUCIOTA MeOH - metanon

BDXX - BeicOK0d (P heKTHBHAS JKUIKOCTHAS X poMATOrpadst
RT - koMHaTHas Temneparypa

9 -4ac
HATU - 1-[buc(aumerunamuno)metmieH]-1H-1,2,3-tpua3zono[4,5-b Jrupuananii-3-okcuy rekcaropdoc-
(ar
HekoTopblie coeAMHEHUS 10 M300PETEHUIO MOTYT OBITh MOJYYeHbI B COOTBETCTBHUH CO CICAYIOIIUMH 00-
IIMMHU CXeMaMU CUHTe3a. HeKoTophIe COeMHEHMSI TI0 H300PETCHUIO MOTYT OBITh ITOJYYCHBI B COOTBETCTBHH CO
crioco0amMu WIIA aHAJIOTMYHO croco0aM, ONMCaHHBIM B ipuMepax 1-34.
OO0mue cxeMbl CHHTe3a
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HexoTopble npoMeXyTOYHbIE COSAMHEHUs, MOJIE3HbIC Ul CHHTE3a COCAMHEHUI M0 M300peTEeHUI0, MOTYT
OBITh TIOJTYYCHBI B COOTBETCTBHU cO cxeMoit A. CoenuHenne GopMyssl A MOXKET B3aUMOJICHCTBOBATh C COCIH-
HeruneM ¢opmynsl B (roe X npencrasnseT coboit O, S nim NR®) B MIPUCYTCTBUU OCHOBaHHUSA (HAMIPUMED, TUIPU-
Ja HaTpus M 15-kpayH-5 mpu temmeparype B quanasoHe oT 0°C 10 KOMHAaTHOH TeMIiepaTrypsl) ¢ 00pa3oBaHHEM
coenunenust popmyisl C. Coeannenne C MOXKeT OBITh MOABEPTHYTO BOCCTAHOBJIEHUIO (HAIPUMED, C UCIIOIb30-
BaHneM Fe m ykcycHo# kuciotsl mpu 60°C) 1 3aTeM IUKIN3yeTcs ¢ oOpazoBaHueM coenuHerus Gopmynsr D.
Coenunenne D MoxeT OBITH 30THPOBAHO (HATIPHMEP, C HCIOIH30BAHUEM a30THON KHUCIOTH M CEPHON KHCIOTHI
npu 0°C) ¢ oGpasoannem coexunenus Gopmyist E. Coenunenne E Moxxer Berymats B peaxumio ¢ R-LG (LG
npencTaBisieT coboit yxomsmyto rpymy, HanpuMep Cl mwnu Br) B mpucyTcTBUN OcHOBaHUS (HampumMep, Kapoo-
Hata kanus B DMF npu koMHaTHOW Temmeparype) ¢ oOpasoBaHueM coenuHeHus Gopmynsl F. Hurporpymma
coequHeHUS F MOXeT OBITH BOCCTAHOBJICHA JI0O aMHHOTPYIIIBI, AaBas coenuHeHne Gopmynsl G (Hampumep, ¢
ucnonszoBanuem Fe, NH,Cl B meranone, THF, H,O npu 70°C).
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Jlpyrue IpoMeKyTOUHBIE COCIMHEHMS, MOJIE3HBIE TSl CHHTE3a COSAUHEHHH 10 N300pETEHHIO, MOTYT OBITH TIO-
Jy4eHBI B COOTBETCTBHU cO cxemoi B. HurtpodenompHoe coemunenue Gopmyiasl H MOkeT B3aMMOIEHCTBOBATH C
JIByOpOM3aMEIICHHBIM CIIOKHBIM 3PHUpoM (HopMyITel J B MIPUCYTCTBUU OCHOBaHUWS (HampuMmep, KapOoHaTa Kavis B
DMF npu koMHaTHOU Temmeparype) ¢ obpasoBanueM coenuaeHus Gpopmyisl K. Coenuaenne K Moxer ObIThH 1moI-
BEPrHYTO PEAKIMH IUKIN3AlNK B MPHCYTCTBUM OCHOBaHWS (Hampumep, TpeT-0yrokcuna kamus B THF npu xomHar-
HOM Temrieparype) ¢ oopazoBanueM coenuHeHust popMyitsl L. Coequnenne L MokeT OBITH MOBEPTHYTO BOCCTAHOB-
JICHHIO B IPHCYTCTBUH BOCCTAHABIIMBAIOIICTO areHTa (Harnpumep, Fe u ykcycHol kucnots! ipu 60°C) 1 UKIM3anin
in situ ¢ o6pazoBanueM coenrHeHns popmyabl M (noxHabop coenuaeHui Gopmyisl D n3 cxeMbl A 1 KOTOPOE MOKET
OBITH IIPEBPAILICHO B COOTBETCTBYIONIHI aMHHOOCH30J1, KaK OITHCAHO Ha CXeMe A).
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Jlpyrue npoMeXyTOUHbIE COSINHEHNS, TTOJIE3HbIE ISl CHHTE3a COEANHEHUH 10 N300PETEHUI0, MOTYT OBITH
HOJy4eHbl B cooTBeTCTBHHU co cxemoit C. Coenmnenue hopmynsl N MOXKET B3aUMO/ICHCTBOBATh C COSAMHEHUEM
dopmyner O (rme X npencrasiser codoit O, S miu NR®) B npucyTcTBHE OCHOBAHMS (HAIPUMED, TPHITHIAMUH B
JUXJIOpMETaHe TIPY KOMHATHOH TemIeparype) ¢ oopazoBanueM coeanHenus: popmyisl P. Coenunenue P moxer
OBITH MOJJBEPTHYTO BOCCTAHOBIICHHUIO (C MCHOJB30BAHUEM, HAlPUMEp, Najulausl Ha YIiie U BOJOPOAA B STaHOJE
Y AMOKCaHe NPH KOMHATHOHM TeMIlepaType), U MOCIEAYIoNas IIMKIM3aLis MOXXET 00eclieuuTs 00pa3oBaHue CO-
emuuenns Gopmynsl Q. Coenurenne Q MOXKET BCTYHATh B Peakimio ¢ R*-X B MPHCYTCTBMH OCHOBaHHS (HATIPH-
Mep, ruapuaa Hatpus B DMF npu koMHaTHOM TeMmieparype) ¢ oOpa3oBaHHeM coennHeHUsT GopMyIibl R.
Cxema D
H
HN N0
Q L e
HO™ SRy, s ] R, O e
R4 O/\ U

s Br
T

JloToTHUTEIBHEIC TPOMEKYTOYHBIC COCTUHEHUS, HCIIOIb3yeMbIC B CHHTE3€ COCIMHCHUI 110 H300PETCHUIO,
MOTYT OBITh IMOJYYECHBI B COOTBETCTBUU co cxemol D. CoenmHenne GopMysbl S MOKET B3aMMOJICHCTBOBATH C
coenuHenueM Gopmynsl T (Hampumep, B npucyTctBuu KF B DMF nipu koMHaTHOM Temmieparype) ¢ oopazoBa-
HUeM coenubenus Gopmyna U (mognabopa coenuHeHnit popmynasl D u3 cxeMbl A U KOTOpO€ MOXKET OBITh TIpe-
BpAaIlIeHO B COOTBETCTBYIONINH aMHHOOCH30JI, KaK OMTMCAHO Ha cxeme A).
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HexoTopsle coenuHEeHNs 0 M300PETEHNI0 MOTYT OBITh MOJY4EHBI B COOTBETCTBUH co cxeMmoi E. Coenn-
HeHue Gopmynsl W (koTopoe, HalpuMep, MOXKET OBITh, ITOJIY4YEHO B COOTBETCTBHHU CO cxeMoil A mimu cxemoit C)
MOXET B3aMMOJICHCTBOBATh C COeANHEHNEM (GOpMYIIB Y B IPUCYTCTBHH YKCYyCHOH KHCIOTHI, ipu 120°C ¢ obpa-
30BaHUEM COEAMHEHUH (popMyisl Z (mogHabop coepnnenuii popmynst I u popmysr I1).
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HexoTopble coenuHeHus 0 M300pETEHHIO MOTYT OBIThH TIOJIy4EHBI B COOTBETCTBHHU co cxemolt F. Coenn-
HeHue Gopmyisl W (KOTopoe, HarpuMep, MOXKET OBITh TIOJIy4eHO B COOTBETCTBHHU CO cxeMoi A uim cxemoit C)
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MOKeT OBITH MpeBpalneHo (Hampumep, ¢ momonibio i) NaNO,, HCI mpu 0°C u ii) SnCl,, HCI mpu 0°C) B coenu-
Hernue (opmyisl Al. Coenuaenne Al MOXeET BCTyNaTh B peaknuio ¢ coenuHenneM Gopmyisl Bl B npucyrcrBun
OCHOBaHUS (HapuUMep, TPHUITWIAMHUH B IUXJIOPMETaHe NMPH KOMHATHON TeMIepaType) ¢ oOpa3oBaHHEM COEIH-
Herust popmyiel Cl. Coequnrenne C1 MoxeT B3auMoeicTBOBaTh ¢ TpudocreHom B Tomyoste ipu 110°C ¢ obpa-
30BaHMEeM coequHeHui ¢popmynbl D1 (momHabop coequnenuit popmyisl I u popmyisr IT). AnbTepHATHBHO, CO-
equHeHne Al MOXXeT B3aWMOJEWCTBOBaTH ¢ coenuHeHueM (Gopmynsl E1 (Hampumep, B MPUCYTCTBUU arerara
Hatpus npu 0°C) ¢ obpazoBanuem coeaunenus ¢popmynbl F1. Coemunenue F1 mMoxeT B3amMoaeiicTBOBAaTh C
TpudpeHmIpochuHOBEIM coeauHerneM ¢opmynsl Gl (Hampumep, B TOJYy0JIE B MHUKPOBOJHOBOW IE€YH TIPH
110°C) ¢ obpazoBanueM coeauneHmit hopmyisl H1 (moxuadop coequuenuit hopmymst I u popmynsr II).
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HexoTtopeie coerHEHUS MO M300PETEHUIO MOTYT OBITh MOJYYCHBI B COOTBETCTBUH co cxeMoit G. Coenu-
HeHue Gopmyssl Al MOXeT B3aMMOJICHCTBOBATh ¢ coenrHeHreM J1 B Boje TIpu KOMHATHOH TeMIleparype ¢ 00-
pazoBanuem coeauaeHus Gopmynbl K1. Coenunenne K1 mMokeT OBITH MeperpynmipoBaHO H ITUKIU30BAHO C
ncnoib3oBanueM nudenmidochopunazuna, TpudTIIaMUHA B Toayoste pu 100°C ¢ obpazoBaHuEM COSTUHEHUS
dopmyner L1. Coequnrenne L1 moxet B3aumopeiictBoBate ¢ CHCIF,, kapbonatom kamus 8 DMF npu 100°C ¢
obpazoBanuem coeauHenus Gopmyisl Ml (mograbop coennuenuit opmyist [ u popmysr II).
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HexoTopble coenuHeHHs 0 M300pETEHNIO MOTYT OBITH HOJyYeHBI B COOTBETCTBHH co cxemoit H. Coenn-
HeHue Gopmynsl W (KoTopoe, HarpuMmep, MOXKET OBITh MOJY4E€HO B COOTBETCTBHHU €O cxeMoi A uimm C) MOxeT
ObITH 00paboTano TpudocreHoM U npormIaMuHoM (Hanpumep, B npucyrctBun NaHCO;, THF, mpu 0°C) u 3a-
TeM 00paboTaHO OKCATHIXIOPUIOM (HampuMmep, B MPUCYTCTBUU TpuMeTniaamuHa B THF mpu xomHaTHO# TeM-
neparype) ¢ oopazoBanreM coenuHeHus popmyasl N1 (mogaadop coemunenuit popmynsi (I)).

Cxema I.

HexoTtopseie coennHeHns M0 H300pETEHNIO MOTYT OBITh HOJTYYEHBI B COOTBETCTBHHU co cxemoii 1. Coemume-
aue Gopmynsl W (KOTOpoe, HalmpuMep, MOXKET OBITh MOIYYEHO B COOTBETCTBHH co cxeMoil A mmm C) Moxker
ObITH 00pabotano TpudocreHom wim CDI n amuHOKHCHOTOH O1 (Hanmpumep, B npucytctBun DIPEA u pactBo-
puresns, Hanpumep, DCM unu THF) u 3atem o6paboTano kucnoroit (Hanpumep, 4M HCl B trnokcane npu 70°C)
¢ obpazoBanueM coeauHenust popmyisl P1 (moguabop coenunenuii popmyist (1)).

Ipumepsr
OO0mue cnoco0bI

Oiur-xpomarorpad o NPOBOAWIN ¢ HCIOIb30BaHneM Xpomarorpada Isolera 4 Biotage ¢ xapTpumkamu
Biotage® SNAP KP-Sil, ymakoBaHHBIMU YaCTHIIAMH CHJTUKAreys pazMepoM 50 MKM ¢ TUIOMAAbI0 MOBEPXHOCTH
500 M*/r, WIH aTbTepPHATHBHBIMU KapTpumKamu (Harpumep, Puriflash mpoussoactsa Interchim), rie 310 oroso-
pPEHO, WM C WCIOJB30BaHUEM CHJIMKarels (JacTuibl pazmepoMm 40-63 Mxm). Buzyamuzanuto nmpoBoamimn Y-
n3mydeHueM (254 HM) W OKpamMBaHWEM pacTBOpaMH IepMaHraHaTa Kaius, (HochoMOarOaeHOBONH KHCIOTHI
(PMA) unm HUHTHAPWHA.

Bcee 'H SIMP criexTps! monyuanu Ha criekrpomerpe Bruker AVIIT 400 ¢ 5-mm QNP wmn Bruker AVI 500 ¢
5 MM QNP. XuMudeckue CABUTH BBIPAKEHBI B aCTSIX HA MUJUTHOH (5) M OTHOCATCS K pacTBOpUTeNio. KoHcTaH-
THI cBsI3W J BeIpaxkeHsbI B repriax (I'm).

MS npoBoaumu ¢ npuMeHeHneM mpudopa Waters Alliance ZQ MS ¢ ucnonms3zoBanuem LC xomonku YMC-
Triart C18 50x2 mmM, 5 MkM, (pacTBOpHTENb: TpagueHt 5-90% anetonutpmia B Bozae (¢ 1 00.% 28% (mo macce)
BOJIHOTO pacTBOpa amMmmHuaka)) mo Merony A wnu B, wim (pactBoputens: rpaaueHt 5-90% aneToHUTpHIA B BOJE
(¢ 1% mypaBsuHO# kucnoroit) o Meroxy C wnu D. Ckopocts motoka 0,8 mu/mus. J{imiuHa BomHb! 254 11 210 HM.
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Meron A (5 MunyT npu ocaoBHoM pH)
Komonka YMC-Triart C18 50x2 MM, 5 MKM.

Ckopocrtb noroka: 0,8 min/muH. OOBEM BIPBICKA: 5 MKIL.
MNonewkHas paza A H,O

B CH3;CN
C 50% H»0/50% CH3CN + 1,0% ammuax (BoaH.)
Bpewms )
AC) |BE) | C©)
(MuH)
0 95 0
4 0 95 5
4.4 0 95 5
4.5 95 5 0
4.5 OcTtaHOBKa
Merton B (15 mun npu ocHoBHOM pH)
Kosnonka YMC-Triart C18 50x2 MM, 5 MKM.
Ckopoctb notoka: 0,8 Mi/muH. O0beM BIPBICKA: 5 MKIT.
INonpmwxnas paza A H,O
B CH5;CN
C 50% H,0/50% CH;3CN + 1,0% NHj3
Bpewms ) )
A% | B | €@
(mMuH)
0 95 0
2.0 95 0 S
12.0 0 95 S
14.0 0 95 S
142 95 0 5
Meron C (15 muH npu kuciiom pH)
Komonka YMC-Triart C18 50x2 MM, 5 MKM.
Ckopoctb noroka: 0,8 mi/muH. OOBEM BIPBICKA: 5 MKIL.
[MonBmxkHast pasa A H,O
B CH3CN
C 50% H20/50% CH3CN + 1,0% MypaBbUHOIT KMCIOTHI
Bpema )
A() | B(%) C (%)
(muH)
0 95 0 5
4 0 95 5
4.4 0 95 5
4.5 95 5 0
4.5 OcrtaHoBKa
Merton D (15 mun nipu kuciiom pH)
Komnonka YMC-Triart C18 50x2 MM, 5 MKM.
Ckopoctb notoka: 0,8 Mi/mMuH. O0bEeM BIPBICKA: 5 MKIT.
TlonsuxHas daza A H,O
B CH3CN
C 50% Hy0/50% CH3CN + 1,0% MypaBbHHOIT KHCIOTbI
Bpems )
A@%) | B(%) | @)
(mMuH)
0 95 0 5
2.0 95 0 5
12.0 0 95 5
14.0 0 95 5
142 95 0 5

B kagectBe anprepHaTuBBl, MS BhImonHsAIM Ha cucteme Waters Acquity UPLC-QDA UV-MS, ncnions3ys
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meron E (Beicokuit pH) mnu meron F (an3kuii pH):
Meron E (3,5 Mmunytsr npu ocaoBaoM pH)
Ioxsuxusie dhazsr: Boga (A)/anerorutpma (B), oba ¢ 0,1% (06./06.) ammuaka

Bpems %A %B CkopocTe  moTOKa
(Ma/muH)
Hauanbhoe | 98 2 1.0
02 98 2 1.0
2.5 2 98 1.0
3.0 2 98 1.0
3.1 98 2 1.0
35 98 2 1.0

Komnonka: BEH C18 2,1 x 50 mm, 1,7 Mmxkm @ 50°C
Merton F (3,5 munyTtsl ipu kuciiom pH)
[onsmxueie ¢a3er: Boga (A)/anerorntpui (B), 06a ¢ 0,1% (06./06.) MypaBBHHOI KHCIIOTHI

Bpemsi %A %B CkopocTs  mOTOKa
(mJ1/MunH)
Hauanproe | 98 2 1.0
02 98 2 1.0
25 2 98 1.0
3.0 2 98 1.0
3.1 98 2 1.0
35 98 2 1.0

Komnonka: BEH C18 2,1x50 mm, 1,7 mxm @ 50°C

Bce peareHThl ObUTH HONYYEHBI OT KOMMEPUECKHX ITOCTABIIUKOB U UCIOIb30BAHbI B TOM BHJE, B KOTOPOM
MOCTABJISUIMCH, €CITU HE YKa3aHO WHOE.

Bce npumeps! HazBaHbI ¢ ucnoas3oBanueM ChemBioDraw Ultra 14.0.

[Ipomexyrounoe coequaenue 1: It 1-(5-prop-2-HUTPOPEHOKCH ) ITUKIIONPOIIaH- | -kapOOKCHIaT

E o OEt
[e]

Orun-1-rugpoxcunmkinonponankapookcmnart (0,491 r, 3,77 mmons) pactBopsiin B THF (5 mir) n oxnaxna-
m 1o 0°C. Ho6asmsim ruapun Hatpus (0,181 1, 4,53 MMOIIB) 1 peakIIMOHHYIO CMECh TIEPEMEIINBAIN B TEUCHHE
20 muH. 3atem mobaBmsutu 2,4-mudropautpodenszon (0,414 mn, 3,77 mmons), a 3atem 15-kpayHs-5 (0,015 mo,
0,075 MMONB) M peakIIMOHHYIO CMECh MepeMELINBAIU TP KOMHATHON TeMmIepaType B TeueHue 18 u. Peakunon-
HyI0 cMech o0pabatsiBany BoaHbIM pactBopoM NH4Cl u sxcrparupoBanm DCM. Opranudeckne BelecTsa Cy-
i Hax MgSOy4 1 KoHIIEHTpUpoBany B Bakyyme. ChIpod MpoayKT ouynimiaiu xpomarorpadueit (SiO,, 0-50%
EtOAc B PE) 1 ykazaHHOE B 3arojIOBKE COCIMHEHHUE BBIIEISUIA B BHJIE JKEJITOTO TBEPIOTO BemecTBa (622 wmr,
61%).

'H SIMP &y (500 MI', CDCl3)8 7.94 (dd, J=9.1, 5.9 I', 1H), 6.86 (dd, J=10.1, 2.5 T'u, 1H), 6.78 (ddd,
J=9.1,7.3,2.5 'y, 1H), 4.21 (q, J=7.1 'y, 2H), 1.74-1.64 (m, 2H), 1.49-1.38 (m, 2H), 1.20 (t, J=7.1 I'u, 3H).

[Ipomexxyrounoe coequnenue 2: 7-dropocrmpo[oen3o[b][1,4]okcasnn-2,1'-muknonponan]-3(4H)-on

H
0%
AL
IMpomexyrounoe coequuenne 1 (394 mr, 1,46 MMOIIB) pacTBOPSUTH B yKCYCHOH KucioTe (5 mir) u go0asis-
71 TIOpoIIoK >kene3a (817 mr, 14,6 mmons). Peakunonnyto cmecs HarpeBanu 10 60°C B Teuenue 3 4. Peakunon-
HYIO cMech oxyaxaanu, punmbtpoBanu depe3 Celite® u mpombeiBaim DCM. Opranndeckre BelecTBa MpOMbIBa-
mn NaHCO; u pacconom, cymmnn Hax MgSO, U KOHIIEHTPHPOBAIH B BaKyyMe C NOJy4YeHHEM YKa3aHHOTO B
3aroJIOBKE COSAMHEHUS B BUJIEC TBEPOTO BEIIECTBAa KPEMOBOTO IiBeTa (283 MrI, KOJMYECTBEHHBIH BBIXO/).
'H SIMP &y (500 MI'u, CDCl5) 8.87 (s, 1H), 6.75 (dd, J=8.6, 5.3 T'i, 1H), 6.68 (td, J=8.4, 2.7 'y, 1H), 6.62
(dd, J=9.0, 2.6 T'u, 1H), 1.49-1.41 (m, 2H), 1.28-1.21 (m, 2H).
[Ipomexyrounoe coequaenue 3: 7-Otop-6-HUTPO-4-(Tipon-2-uH-1-wmr)crupo-[6en3o[b][1,4]-okcazun-2,1'-
nukionpomnan]-3(4H)-on P
/

4
F OE
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Cranus 1: I[IpomexxyrouHoe coequnenue 2 (250 mr, 1,29 MMoJIb) pacTBOPSUTH B KOHII. CEpHOM kucnore (2,5
w1, 47 mmons) 1 oxiaxaanu 1o 0°C. JloGaBisuti KOHI. a30THYIO KHCIOTYy (85 Mk, 1,3 MMoJIb), a 3aTeM KOHII.
CEpHYIO KUCJIOTY (2,5 M1, 47 MMOJIb) B peaklMOHHYI0 cMech nepeMentBaiy pu 0°C B Tedenne 30 muH. Peak-
IIMOHHYIO CMECh BBUIMBAJIH B JIEASHYIO BOJy W IIPOMCXOAMIO 00pa3oBaHue xkenroro ocanka. [Tocne nepemernn-
BaHMsA B TeueHHe 10 MHUH CycrmeH3uio GUIBTPOBAIH, U TBEPAOE BELIECTBO MPOMBIBaNU BoJOH. TBepaoe BemecT-
BO CYIIWIN IPH KOMHATHOH TEMIIEpaType MoJ] BAKyyMOM B TeueHHE 1 1 (¢ HOTOKOM a30Ta) C MOTy4YCHHEM CBHIPO-
ro 7-¢prop-6-aHuTpoctupo-[6en3o[b][1,4]Jokcasun-2,1'-uknonponan]-3(4H)-oHa B BUAE KEITOTO TBEPAOTO Be-
mectBa (252 mr, 82%).

Cranus 2: [IponyxT, monmyuenHsiit Ha Craguu 1 (252 mr, 1,06 mmous), pactBopstiit B DMF (2,5 mur). [do-
6aBisn kapOonat kamus (175 mr, 1,27 mMmozns), a 3atem nponapruinbpomua, 80% B tomyone (137 mxim, 1,27
mMonb). [locie nmepemennBanus MpU KOMHATHOW TeMIlepaTrype B T€UCHHE 18 4 peakIMOHHYIO cMech pacmpese-
msum mexnay EtOAc u Bomoit. Bomusrit cinoit skcrparuposann EtOAc (x 3). O6wsenunennsie cion EtOAc npo-
MbIBaNM (paccon), cymmmm (MgSO,) n KOHLIEHTpHpoBagM B Bakyyme. OcTaTok ouumiaau xpomatorpaduei
(Si0,, 0-25% EtOAc B PE) u yka3zaHHOe B 3ar0JIOBKE COCIMHCHHE BBIICILIN B BHJIC OpaHkeBoro macia (189
Mr, 65%).

'H SIMP &y (500 MI'u, CDCl3) 7.96 (d, J=7.0 T'u, 1H), 6.83 (d, J=10.9 I'n, 1H), 4.77 (d, J=2.5 'y, 2H),
2.37 (t,J=2.5 T, 1H), 1.58 (dd, J=8.6, 5.6 'y, 2H), 1.34 (dd, J=8.5, 5.5 I';, 2H).

[Ipomexxyrounoe coemuHeHue 4: 6-AMuHo-7-QpTop-4-(Tpor-2-uH-1-num)crmupo[6en3o[b][1,4]-okcazun-2,1'-
nukionpomnan]-3(4H)-on

-~

Z
HoN N0
LS
[Mpomexyrounoe coequuenue 3 (189 wmr, 0,684 mmons) pactBopsiin B cmecu THF (4 M) 1 MeOH (2 mu).
Xnopun ammonust (110 mr, 2,05 mmons) pactBopstiau B Boae (0,75 Mi1) ¥ J0OaBISUIH K PEaKLIMOHHOM CMeCH BMe-
cTe ¢ nopomkoM xenes3a (115 mr, 2,05 mmons). Peakionnyto cmecs HarpeBanu 1o 70°C B Teuenue 5 4, 3aTeM
OXJIKJAIH 10 KOMHATHOW TemriepaTyphl. Peaknmonnyo cMech paszbaBimsuin EtOAc u BomoH, u GMIBTpOBAIH
yepe3 aukanut. Bomuelid cioit skctparupoBanu EtOAc (x 3). O6benunennsie cion EtOAc mpombiBanu (pac-
con), cymuinn (MgSQO,4) 1 KOHIIGHTPUPOBAIH B BaKyyMe C MOJIYICHHEM YKa3aHHOTO B 3ar0JIOBKE COCTMHEHUS B
BUZIe KOPUIHEBOTO TBepIoro BemecTna (135 mr, 80%).
'H SIMP §;; (500 MI'u, CDCl3) 6.67 (s, 1H), 6.65 (d, J=3.5 I'n, 1H), 4.64 (d, J=2.5 I'u, 2H), 3.55 (v br s,
2H), 2.29 (t,J=2.5T'w, 1H), 1.41 (dd, J=8.3, 5.3 I';, 2H), 1.21 (dd, J=8.3, 5.3 I'y, 2H).
[Ipomexxyrounoe coeaunenne 5S: 7-Drop-6-ruapazunenn-4-(mpomn-2-uH-1-wr)crnupo[6ens3o-[b][1,4]ok-
caszuH-2,1'-nuxionponan]-3(4H)-on

x
e
HN" I):
L5
[Ipomexxyrounoe coexuuenue 4 (100 mr, 0,406 MMoms) U consHyto Kucinoty (37% BomHbIif pacTBop, 580
MKJT) T00aBJISUTA B KPYTIIOAOHHYIO K00y, Konby oxnaxknanmu mo 0°C, morpy»xkas ee B JeAsSHyI0 0aHI0, U 110 Karl-
nsM to6aBis HUTpUT Hatpus (33,6 mr, 0,487 MMoinb) B Buae pacTBopa B Bojae (1,25 Mi) W peakIMOHHYIO
CMECh OCTaBJISUTH JUTA TTpoTekanus peakiuu B Tedenue 1 1 nmpu 0°C. KonOy oxnaxkaamm o -35°C, morpyxas ee B
Ganro ¢ cyxum Jbpa0M/IPA, n mobasnsuti pactBop auruapara xiopuna ojiosa (II) (458 mr, 2,03 MMob) B coJIsI-
HOH kuciaote (37% Bomubli pacTBop, 499 MK, 16,2 MMoOIb), a 3aTeM pEakIMOHHYIO CMECh OCTaBIISLIM Harpe-
BaThCsl IO KOMHATHOW TEMIIEPATyphl B TEUCHUE 2 U TIPU MHTCHCHBHOM IepeMeInBaHuy. [10dy4eHHBIA 0CaIoK
(bUIBTPOBANHU, TIPOMBIBAITU TUATHIOBBIM 3¢upoM (15 MiIT) ¢ moTydeHHEM YKa3aHHOTO B 3ar0JIOBKE COCTUHCHUS B
Buzie Oenoro nopouika (64 mr, Bexox 61%).
'H SIMP &y (500 MTI';, DMSO-de) 8 9.91 (s, 2H), 8.01 (s, 1H), 7.19 (d, J=8.0 T'i, 1H), 7.04 (d, J=11.1 Ty,
1H), 4.64 (d, J=2.3 T'u, 2H), 3.33 (t, J=2.4 I'n, 1H), 1.28 (dd, J=8.3, 5.3 T'u, 2H), 1.24 (dd, J=8.2, 5.3 'y, 2H).
IIpomexxyrounoe coemamueHne 6:  N'-(7-Drop-3-okco-4-(mpon-2-uH-1-mwn)-3,4-quruapocnupo-[oeH-
30[b][1,4]okca3un-2, 1 '-IuKI0NpOITaH |-6-1I)TUBaJIOT UAPAZUT
A

e%N,
MeMeH
F O

Ipomexyrounoe coenuuenue 5 (106 mr, 0,406 mmons) 1 DCM (4 mi1) 100aBIsUTA B KPYTIOJOHHYIO KOJI-
0y. TpmTmmamus (62 Mk, 0,45 MMoIb) 100aBISIT Tiepel JOOaBICHHEM IO KaIluIsiM TPUMETHITYKCYCHOTO aH-
ruapuaa (86 mki, 0,43 MMmonb). PeaknmoHHYI0 cMeCh OCTaBIISTM IS TIPOTEKAHWS PEaKIUyd NMPH KOMHATHOU
TeMIlepaTrype B TeueHue npuoimsurenbHo 16 dacoB. K peakimonno#t cmecn mob6asisinu Boxy (10 mi) u EtOAc
(10 mu), n cnou paznesnsiin. Bogsslit cioit mosropHo 3kctparuposainu EtOAc (3x10 mir) n 00beIMHEHHbBIE OpTa-
HUYECKHUE CIIOW CYIIWIH C HCIIONB30BaHNEM 06e3BogHOTO Na,SO4 U KOHIIEHTPUPOBAIN MIPH MOHMKEHHOM JIaBJe-
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HUU C TIOJy4YEeHHUEM YKa3aHHOTO B 3ar0JIOBKE COSAMHEHHUS B BUE JKENTOro TBepaoro Bemectsa (140 mr, > 99%).
LCMS (Meton F): 1,61 mun (346,1, MH").
IIpomexxyrounoe coemunenue 7: (E)-7-Drop-4-(npon-2-uH-1-mn)-6-(2-(3,3,3-tpudrop-2-okconpormu-
JieH ) runpasuaenn)crupo| 6enso[b][ 1,4 ]okcazun-2,1'-uknonponan]-3(4H)-on
X

N
F.C
O
F O

BesBonuelit anerar Harpus (57 mr, 0,69 mMoins) u Boay (1,3 Mi1) 100aBIAIM B pEeaKIMOHHBIN cocyn JUIs
MHUKpOBOJIHOBOH neun. Cocy 3akpbIBasv M oxiaxaanu 1o 0°C, norpyxas ero B JiesHyto 0aHio. 3aTeM 100aB-
s 1,1-mubpom-3,3,3-tpudropaneron (0,04 mi, 0,3 MMOJIB) 1 peakIIMOHHYIO cMech Harpeaiu 1o 80°C B Te-
yeHne | 4. 3aTeM peakIMOHHYIO0 cMech cHOBa oxnaxaanu jao 0°C mepen nobaenenueM [IpoMexyTo4HOrO CO-
equHenus 5 (64,8 mr, 0,248 MMOITb) OHOM MOpIIEH, U 3aTEM PEAKIIMOHHYIO CMECh OCTABIISIIM HATPEBATHCS JIO
KOMHATHOW TeMIlepaTypsl B TeueHHe 2 4. PeaknmoHHyI0 cMech (GMIbTpOBAIH depe3 QUIbTPOBAIBHYIO OyMary,
ocaiok mpoMbIBa Bogoi (15 mur) u renranoM (15 MIT) ¥ OCTaBISIA CYIIUTBCS. DTO 00ECIIEUMIIO TIOydeHUE
YKa3aHHOTO B 3aroJIOBKE COCTMHEHHS B BHIE TBEPAOTO BEUIECTBA )KENTOTO 1BeTa (44 mr, 48%).

'H SIMP &y, (500 MI't, DMSO-dg) 8 12.33 (s, 1H), 7.71 (s, 1H), 7.43 (d, J=7.6 T, 1H), 7.13 (d, J=11.3 Ty,
1H), 4.66 (d, J=2.3 I'u, 2H), 3.32 (t, J=2.5 'y, 1H), 1.31 (dd, J=8.3, 5.3 I'y, 2H), 1.26 (dd, J=8.2, 5.3 I's, 2H).

[IpomexxyTounoe coeMHeHnE 8: 1-(7-®Top-3-okco-4-(mporn-2-uH- 1 -m)-3,4-TUruIpoCIupo-
[6en30[b][1,4]okcazun-2, 1'-uKIOTPOTIaH |-6-11)-3 -IPONMHATHOMOYECBIUHA

X

g
Me/\/N\n/ND[NEO
s F )

IMpomexyrounoe coeaunenue 4 (100 mr, 0,406 mmous), Tuapokap6onat Hatpus (119 mr, 1,42 MMonb) u
THF (2,0 M) no6asnsiiin B KpyrinoioHHyI0 kKon0y. Konby oxnaxnanu no 0°C, norpyxas ee B JIeAsHYI0 0aHIo, 1
3aKpBIBAJIA MEMOpPaHOU U IPOJTyBAITU a30TOM. 3aTeM 10 KarmiM go6aeisu Tuodocred (0,034 mi, 0,45 MMos),
HOJJIep)KNBasi BHYTPEHHIOIO TeMueparypy peakuuu Hike 10°C. 3areM peakIMOHHYIO CMECh OCTaBJISUIM Harpe-
BaTbCS 10 KOMHATHOM TEMIEpaTyphl, a 3aT€M OCTaBIISLIM Ul MPOTEKaHMs PEaKIUM B TEUCHHE 2 Y. 3aTeM II0
KarsiM 1o6aBisuty pornwiamuH (100 mxon, 1,22 MMOIB) W PEaKIMOHHYIO CMECh OCTABIISLIIN JUISA TIPOTEKAHHUS
peakiuu B Tedenne 2 4. 1 M kB. K peakumonHoi cmecu pobasmsuin 1M Bogn. HCI (3 mur) u citon pasmemsuim.
Boanslit cioii moBTopHO 3KcTparnposaan EtOAc (3x10 mir) u oObeqMHEHHBIE OpraHUYECKHE CIIOW CYIIWIIH,
ucronb3ys 6e3BonHbI Na,SOy4, M KOHIIEHTPHUPOBAIH TIPH HOHIKEHHOM JIABJICHUH C MOJIYYCHHEM YKa3aHHOTO B
3aroJIOBKE COCIMHEHUS B BUJIE TBEPOTO BEIIECTBA CBETIO-KenToro meeta (131 mr, 93%).

'H SAMP 8y (500 MI', DMSO-de) 8 9.15 (s, 1H), 7.83 (s, 1H), 7.43 (d, J=6.2 T'u, 1H), 7.00 (d, J=10.2 Ty,
1H), 4.67 (d, J=2.3 I'u, 2H), 3.30 (t, J=2.4 I'u, 1H), 1.60-1.45 (m, 2H), 1.43-1.18 (m, 5H), 0.89-0.80 (m, 4H).
LCMS (Meton F): 1.70 mun (348.2, MH").

IIpomexyrounoe coequnenue 9: 1-I'mapokcuukiio0yTan-1-kapOoHUTPUIT

OH

PactBop Oucynshura Hatpus (9,65 r, 93,0 mmons) B Boge (10 Mi1) o KarwisiM J00aBISUTH K PACTBOPY K-
nobytanoHa (5,33 M, 71,3 MMoub) u tnanuaa Hatpus (4,54 t, 93,0 mmois) B Boge (25 mur) mipu 0°C, U peakiiu-
OHHYIO CMECh MEPEMELIMBAIIN TIPH KOMHATHOH TemIiieparype B TeueHre 90 MuH. BoHbIi pacTBOp 3aTeM dKCTpa-
rupoBaiu 3pupom, U 00beIMHEHHBIC opraHudeckue ¢pakiuu 3ateM cymmwm (MgSO,) 1 KOHIIEHTPUPOBAIU B
BaKyyMe C TOJy9YCHHEM YKa3aHHOTO B 3aT0JIOBKE COSTMHEHHS B BUIE OieHO-kenToro Macna (5,45 r, 78%).

'"H SIMP 8y (500 MI'ti, CDCly) 2.72-2.62 (m, 2H), 2.41-2.31 (m,2H), 2.06-1.91 (m, 2H).

[Ipomexyrounoe coequaenre 10: benswn 3-nmnano-3-ruapokcuaseTuauH- 1 -kapookcuaar

N

\
%OH
N

/

Cbz
INomyyanu B COOTBETCTBHM C SKCHEPUMEHTANBHON METOAMKOM, onucaHHOH s [IpoMexyTouHoro coenu-
HeHus 9, ¢ ucnosnb3oBanueM oucyibdura Hatpus (3,30 T, 31,7 mmous) B Bone (10 mir), GeH3MII-3-0KCOA3ETHANH-
1-xap6okcunara (5,000 r, 24,36 mmonb) n manuga Hatpus (1,55 r, 31,7 mmous) B Boge (20 Mi1) ¢ mosrydeHneM
YKa3aHHOTO B 3aroJIOBKE COCTMHCHHUS B BUJIC BI3KOTO OpamxkeBoro macna (4,41 r, 78%).
'H SIMP &y (500 MI', DMSO-d) 7.60 (s, 1H), 7.44-7.27 (m, 5H), 5.07 (s, 2H), 4.41 (d, J=6.9 ', 2H),
4.00 (d, J=6.9 T'm, 2H).

-20 -



043615

IMpomexyrounoe coeaunenue 11: 1-(5-drop-2,4-auHUTpOodeHOKCH ))INKI00yTaH- 1 -KapOOHUTPHIT
OZN: : :Noz
F &//N

Tpustunamun (3,44 mi, 24,7 mmons) nobasmsim K pactBopy 1,5-mudrop-2,4-nuauTpobenzona (5,04 T,
24,7 mmois) u [Ipomexyrounoro coemunaenus 9 (2,00 r, 20,6 mmons) B DCM (25 mur) mpu KOMHaTHO# Temriepa-
Type, U PEaKIIMOHHYIO CMECh NIepeMeIIuBalIN B TeueHue 18 4. 3aTeM peaklMOHHYI0 CMECh KOHLEHTPUPOBAIHU B
BaKyyMe U OCTaToK ouynmain ¢mnr-xpomarorpadueii (SiO,, 0-66% EtOAc B PE) ¢ nomyuennem ykazaHHOTO B
3aroJIOBKE COCJIMTHEHUS B BHJIC TBEPIOTO BEIIECTBA OpaHkeBoro 1Bera (4,53 r, 78%).

'H SIMP &y (500 MI', DMSO-dg) 8.92 (d, J=7.8 T'u, 1H), 7.56 (d, J=12.0 T'u, 1H), 3.17-3.02 (m, 2H),
2.72-2.61 (m, 2H), 2.12-2.00 (m, 2H).

[Ipomexyrounble coequHerus 12-13:

Crnenyromue IpoMeXyTOYHBIE COSIMHEHHUS MOIyYald C MCIOIB30BAHWEM OOIIEro crnocoda, ONMMCaHHOTO
s [IpomesxxyrogHoro coeauHeHHs 11, M3 COOTBETCTBYIOIMIETO IPOMEXYTOYHOTO COCTMHEHHUS:

HOro

TpomexyTtou- | Coexunenue 'H NMR/LCMS

Hoe

coeuHeHne

Ne

12 Bensun  3-yuano-3-(5-¢pmop- | (500 MI', CDCl3):

i K} 2,4-ounumpodenorcu)- 6890(d, /J=76Tu, 1H), 743 —7.34
IpomexyTod- | azemudun-1-xapooxcuiam (m, 5H), 6.88 (d, J = 10.6 T'y, 1H),

5.16 (s, 2H), 4.75 (dd, J = 103, 1.0

coequHenus 10 T, 2H), 4.50 (dd, J = 104, 0.7 T'yg,

d/’ 2H).
N
cbd
13 Memua 1-(5-pmop-2,4- | (500 MI'y, DMSO-dk):
ounumpodenoxcu)- 68.80(d,J=77Tu, 1H), 7.04(d, J=

yuxionponan-1- 11.7 Tu, 1H), 3.83 (s, 3H), 1.88 —

Kapookcuiam 1.78 (m, 2H), 1.56 — 1.46 (m, 2H).

F 6}

o]
OMe

[Mpomexyrounoe coeaunenne 14: 6-AmunO-7-¢Topocnupo[6eH3o[b][1,4]okcasnn-2,1'-1uKIonponaH]-
3(4H)-on
H
N

HzN: : o
F OE

B kpyriononnyio kondy odbemoM 50 My 100aBIsIM NMaJUTaAuii Ha akTHBUpoBaHHOM yrie (89 wmr, 0,083
mmonb) u IIpomexxyrounoe coenunenue 13 (500 mr, 1,67 mmois). Konly repMeTHYHO 3aKpbIBaM PE3MHOBOM
MeMOpaHoO#l ¥ poyBalld a30TOM Tepes godasieHneM dTanona (11 min) n nuokcana (11 min). KonOy Bakyymu-
poOBain, COEANHSIIN C OAJJIOHOM C BOAOPOJIOM, 3aIIOJIHSS PEAKIIMOHHBIN COCY]] BOJIOPO/IOM, a 3aTE€M PEaKIHOH-
HYIO CMECh OCTaBIISUIM JUIS MPOTEKAaHMs PEaKklHy IIPU KOMHATHOW TEMIIepaType B TeUEHHE NPUOIM3NTENBHO 22
4. Peakmmonnyro cmech ¢puibpTpoBam depe3 Celite®, npomsiBas EtOAc (100 mi) ¢ mosydenneM (uibTpara,
KOTOPBIH CYIIMJIM C HCTIOJIb30BaHHEM 0e3BogHOro Na,SO4 ¥ KOHLEHTPHUPOBAIHM NPU NMOHWKEHHOM AABJIECHUH C
MOJIy9YeHNEM YKa3aHHOTO B 3aTOJIOBKE COSIMHECHHS B BH/IE KOPUYIHEBOTO TBEpAOTo BemecTsa (635 mr, 91%).

'H SIMP 8y (500 MI', DMSO-d) 10.56 (s, 1H), 6.64 (d, J=11.4 ', 1H), 6.37 (d, J=8.9 I', 1H), 4.76 (s,
2H), 1.22-1.07 (m, 4H).

IIpomexxyTouHoe
3(4H)-on

coemuHeHne 15: 6-AmuHO-7-pTopocnmpo[6en3o[b][1,4]okcaszun-2,1'-1ukino0yTaH]-

H
HoN N.__O
FIZOE

Comsnyro xucnoty (37% BonH., 19,92 M, 645,0 MMois) MeIIeHHO T00aBIsIH K pacTBopy IIpomexyrod-
Horo coexauuenus 11 (4,53 r, 16,1 MMoib) u mopomky xenesa (5,40 r, 97,0 mmons) B THF (40 mur), meranose
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(20 M) u Boge (10 mi), u mepemenuBany mpu 70°C B TeueHne 18 4. 3aTeM peakIMOHHYIO CMECh HEUTPATH30-
Bayn NaOH (1M) u ¢unstpoBamu uepe3 cnoit Celite®. 3arem ocamox Ha ¢unsTpe mpomsBamm 10% MeOH:
EtOAc, mocne 4ero KOHIEHTpUpPOBaIK B BakyyMme. Ocrarok ounmann xpomatorpadueii (SiO,, 0-66% EtOAc B
PE) ¢ monmydeHuneM yKka3aHHOT'O B 3ar0JIOBKE COSAMHEHUS B BU/IE ceporo TBepaoro Bemectsa (0,621 r, 17%).
'H SIMP &y (500 MI't, DMSO-dg) 10.40 (s, 1H), 6.76 (d, J=11.4 T, 1H), 6.33 (d, J=8.9 I'n;, 1H), 4.88 (s,
2H), 2.46 - 2.38 (m, 2H), 2.15 (ddd, J=13.2, 10.3, 5.2 I';, 2H), 1.88 (dd, J=10.3, 4.8 I'ny, 1H), 1.80-1.72 (m, 1H).
IIpomexyrounoe coenuHenue 16: benswn 6'-amuHO-7'-GTOp-3'-0KC0-3',4'-MUrHAPOCTIMPO-[a3eTUANH-3,2'-

6enso[b][1,4]okca3un]-1-kapOokcuart
HZNIIH 0]
S5
N\Cbz

ITonydeHo B COOTBETCTBUU C 3KCIEPUMEHTAIBLHOM METOIMUKOM, onucanHo# ansa [IpomexyToyHoro coenu-
HeHus 15, ¢ ucnosp30BaHrEM CoJisTHOM KucioTHl (37% BomH., 6,88 mi1, 223 MMoub), [IpomMexxyTogHOTO coenn-
Henus 12 (2,32 1, 5,57 Mmmoinb), mopomika xenesa (1,87 r, 33,4 mmons), THF (40 mu), MeOH (20 mut) u Bogs (10
mir). CeIpoit ocTaTok oummianu xpomarorpadueit (Si0O,, 0-66% PE:EtOAc) ¢ momydeHneM yKa3aHHOTO B 3aro-
JIOBKE COEMHEHUS B BHIE ceporo Teepaoro emectsa (0,711 T, 36%).

'H SIMP 8H (500 MI', DMSO-dg) 10.80 (s, 1H), 7.45-7.24 (m, 5H), 6.87 (d, J=11.3 I'u, 1H), 6.36 (d,
J=8.8 ', 1H), 5.08 (s, 2H), 5.00 (s, 2H), 4.35 (d, J=18.3 I'g, 2H), 4.03 (dd, J=14.2, 7.1 'y, 2H).

[Ipomexxyrounoe coeamnenne 17: 6-AmuHO-7-QTop-4-(Tipon-2-uH-1-wmr)crnupo[6en3o[b]-[1,4]okcazun-

2,1'-nuknobyran]-3(4H)-on
o

H,N N.__O
FD[O:E

PactBop IIpomexyrounoro coemunenus 11 (295 mr, 1,33 mmoins) B DMF (4,5 mit) mo6aBiisiiy mo KarwisiM K
cycneHsun ruapuna Hatpus (60% aucnepcus B MEUHEpadbHOM Macie, 53 mr, 1,3 mmons) B DMF (2 M) mpu
KOMHATHOW TEMIIEpaType U MepeMemmBany B Teuenne 30 MuH. 3aTeM 10 KarisaM A00aBIsUIA TPOIapTuIOpOMHU/T
(0,126 mm, 1,33 mmomns, 80% pactBop B PhMe) n peakimoHHYyI0 cMech IepeMennBaiy B TeueHne 18 4. 3atem
peakIuio racwiy Booi u skcrparupoBanu EtOAc, 3atem cymmmm (MgSO4) 1 KOHIEHTPUPOBAIN B BaKyyMe C
MOJIy9eHHEM yKa3aHHOTO B 3arosioBke coenuHerns (0,338 , 99%).

'H SIMP &y (500 MI'y, CDCl3) 6.61 (d, J=10.6 T'n, 1H), 6.51 (d, J=8.2 I'n, 1H), 4.47 (d, J=2.2 I'n, 2H),
2.49-2.35 (m, 2H), 2.16-2.04 (m, 3H), 1.79 (tdd, J=11.2, 9.8, 4.4 'y, 2H). LCMS (metox B): 2.62 mun (261.3,
MH"). TIpoMexyTouHble coeuHenus 18-22:

Crnenyromue IpOMEeKYTOYHBIC COSAUHCHHS MONyJalld, UCIONb3ys 00uii croco0, omucanusiid 1 [Ipo-
MEKYTOYHOTO COCTUHEHUS 17, U3 COOTBETCTBYIOIIETO MPOMEKYTOUHOT'O COSAMHEHUSI U alIKAITAIOTCHUIA!
Hpomexyrou- | Coenunenne 'H NMR/LCMS

HOE

coexnHeHue Ne

18 Bensun 6'-amuno-7'-pmop-3'- | (500 MI'u, DMSO-ds):
okco-4'-(npon-2-un-1-un)- 8741 — 727 (m, 5H), 6.97 (d, J =
34" 11.1 Ty, 1H), 6.69 (d, J = 8.5 I'y,
Quzudpocnupofazemuoun- 1H), 5.13 (s, 2H), 5.08 (s, 2H), 4.63
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3,2"-6enso[b][1,4Jokcasun]-1- | (d, J =24 Ty, 2H), 433 (d, /=538
Kapboxcuiam Ty, 2H), 4.03 (d, J = 7.1 T'u, 2H),
/// 3.39-331 (m, 1H).
HZND[N 0
F O/VE\N\CbZ
19 6-Amuno-4- (500 MI'ty, DMSO-dk):
(uuriobymuimemu)-7- 86.69(d,J=11.1Tu, 1H), 6.64 (d,J
¢pmopocnupofoensofb][1,4/- =8.7Tu, 1H), 492 (s, 2H), 3.89 (d, J
okcasun-2,1'-yurnonponanf- | =73 I'y, 2H), 2.64 (m, 1H), 1.94 (m,
3(4H)-on 2H), 1.84 — 1.78 (m, 2H), 1.74 (m,
(D 2H), 1.17 (m, 2H), 1.11 (m, 2H).
H,N N__O
ACLE
20 6-Amuno-7-gpmop-4- (500 MI', DMSO-ds):
nponuncnupofoensofb][1,4]- |6672(d,J=11.1TIy, 1H), 6.67 (d,J
okcasun-2,1"-yurionponanj- | = 8.5 I'y, 1H), 5.09 (s, 2H), 3.78 —
3(4H)-on 3.72 (m, 2H), 1.63 — 1.54 (m, 2H),
Me 1.20 — 1.15 (m, 2H), 1.14 — 1.09 (m,
H 2H), 0.89 (t, J =7.4 'y, 3H).
H,oN N.__0O
LG
21 Memun 2-(6-amuno-7-¢pmop- | (500 MI'y, DMSO-dk):
3-okcocnupofbensofb][1,4]- 8676 (d,J=11.1Ty, 1H), 6.56 (d, J
okcazun-2,1"-yurnonponan- | = 8.5 I'm, 1H), 5.02 (q, J = 6.9 I'm,
4(3H)- 1H), 4.95 (s, 2H), 3.63 (s, 3H), 1.49
ui)nponanoam (d, 7 =70 Ty, 3H), 1.26 — 1.22 (m,
o) 1H), 1.20 — 1.16 (m, 1H), 1.14 — 1.10
Mej)konne (m, 1H), 1.07 (m, 1H).
HoN N._O
b s
22 Omui 2-(6-amuno-7-pmop-3- | (500 MI'u, DMSO-ds):
okcocnupofoensofb][1,4]- 6676 (d, J=11.1Twy, 1H), 6.57 (d,J
okcasun-2,1"-yuknonponanf- | = 8.5 I'm, 1H), 499 (q, ] = 6.9 I',
4(3H)-uy)nponanoam 1H), 4.94 (s, 2H), 4.16 — 4.02 (m,
(0] 2H), 1.49 (d, J = 7.0 T'y, 3H), 1.25 -
Mej)koa 1.06 (m, 7H).
H,N N.__O
B e

[Mpomexyrounoe coeaunenue 23: 2-(Anmernnamuno)-4-(tpudropmernn)-6H-1,3-okca3nH-6-on
Nﬁ/O
Me V" Me
®docren gumermnumuHui xmopun (4,97 1, 30,6 MMOnb) n00aBIUIM K pacTBOpy 3-amuHO-4,4,4-
tpudTopkpoTonara (4,00 r, 21,8 mmons) B CHCl; (14,5 Mi1) M peakimoHHYyI0 cMech nepememmBany npu 60°C B
Teuenne 18 4. 3arem peakumoHHyI0 cMech pazdasisutn DCM (20 min) n npomeiBain HCI (1M). Opranudeckyro

(a3y 3arem cymnu (MgSO,) ¥ KOHIEHTPUPOBATIH B BaKyyMe C MOJYYEHHEM YKA3aHHOTO B 3arOJIOBKE COE/IHU-
HCHHS B BUJIC KenToro mopoka (3,608 r, 64%).

-23-



043615

'H SIMP &y (500 MI', CDCl3) 5.88 (s, 1 H), 3.25 (s, 3 H), 3.20 (s, 3H).
IMpomexyrounoe coenunenune 24:  4-((7-Drop-3-okco-4-(pon-2-un-1-wmmn)-3,4-muruapocnupol 6eH-
30[b][1,4]okcazun-2,1'-uKI0NpoOnan|-6-mi)aMuHO )-4-0KCOOyTaHOBAsT KHCIOTa

~
o H
HOMNJ@N:/%O
© F O

IIpomexyrounoe coeaunaenue 4 (30 mr, 0,12 mmons), quruapodypan-2,5-nuon (14,6 mr, 0,146 Mmons) u
ykcycHyto KucioTy (1,6 M) nobasisuim B 10 MiI KpyriaoqoHHYIO KOJI0y. PeakimoHHYI0 cMech HarpeBalid TpH
80°C B TedyeHne 6 4. PeakIMOHHYI0 CMECh OCTABIISIIIN OXJIAXKIATHCS JI0 KOMHATHON TEMITepaTyphl, H K PeaKIu-
oHHOHN cMecHu no6armsu Boxy (20 mu) u EtOAc (20 mun), u cinom pasnensuid. BoaHbpli ¢liol dKCTparupoBain
EtOAc (3x20 mu), oObeqMHEHHBIE OpraHuYeckue ciou cymmimn Hax MgSO, 1 KOHIEHTPHPOBAIU TPH TTOHH-
JKeHHOM IaBJICHHHM C TOJYYCHHEM YKa3aHHOTO B 3aroJIOBKE COCAWHEHHA B BHJE OpPaH)KEBOTO/KOPHUYHEBOTO
TBEpAOTO BelecTsa, coaepsxkaiero EtOAc (47,6 mr, 113% (1o Macce; MpOIyKT HE YUCTHIN)).

'H SIMP &y (500 MI't, DMSO-dg) 12.11 (s, 1H), 9.78 (s, 1H), 7.77 (d, J=7.4 T'n;, 1H), 7.01 (d, J=10.7 T,
1H), 4.64 (d, J=2.6 T'y, 2H), 3.32 (t, J=2.5 'y, 1H), 5 2.66-2.61 (m, 2H), 1.35-1.22 (m, 6H).

IMpomexyrounoe coenunenue 25:  5-((7-Prop-3-okco-4-(npon-2-un-1-wmn)-3,4-muruapocnupol 6eH-
30[b][1,4]okcaszun-2,1'-IIUKIONPOIAaH |-6-1IT)aMHHO -3 -METHII-5-OKCOTICHTAHOBAsT KUCIOTa

-~
H
O Me OF OL

ITonyyanu B COOTBETCTBUM C AKCIIEPUMEHTAIILHOW METOIUKOM, nmpuMeHsemoil aig [IpoMmexxyTouHoro co-
equHenus 24, ¢ ucnoib3oBanueM IIpomexyrounoro coeamnense 4 (30 mr, 0,12 MMOIB), METHIITITYTapOBOTO
aarunpuna (18,7 mr, 0,146 MMOJIb) U YKCYCHOM KHCTOTHI (1,6 MII) ¢ MOJTydeHHEM YKa3aHHOTO B 3aroJIOBKE CO-
eJMHECHHS B BHJIE OpaHXKeBOW/KOPUIHEBOK CMOJIBI, coneprkamieit EtOAc (62 mr).

'H SIMP &y (500 MI', DMSO-dg) 12.08 (s, 1H), 9.72 (s, 1H), 7.66 (d, J=7.4 T, 1H), 7.00 (d, J=10.5 T,
1H), 4.67 (d, J=2.2 T, 2H), 3.31 (t, J=2.5 T'm, 1H), 5 2.40-2.25 (m, 4H), 2.10 (m, 1H), 1.28 (dd, J=3.9, 2.2 T,
2H), 1.25 (dd, J=3.8, 2.1 I'u, 2H), 0.96 (d, J=5.9 ', 3H).

[Ipomexxyrounoe coemunenue 26: 5-Orop-2-(7-prop-3-okco-3,4-muruapocnupo[denso[b]-[1,4]okcazun-
2,1'-nukionponat|-6-ui)u30uHA0INH- 1 ,3-1MoH

E O
H
N N._O
Y 0%
F O

ITonyyanu B COOTBETCTBUHU C IKCIIEPUMEHTAIILHOW METOAUKOU, mpumeHsemoin B I[Ipumepe 7, ¢ ucnomnb3o-
BaHueM 4-propdranesoro anruapuna (144 mr, 0,865 mmons), [Ipomexxyrounoro coenuaenus 14 (150 mr, 0,721
MMOJIb) U YKCYCHOU KUCJIOTHI (7,2 MJT) C TIOSydEHUEM YKA3aHHOTO B 3ar0JIOBKE COCTUHEHUS B BUJIE KOPUIHEBO-
ro TBepzoro BemecTsa (237,8 mr, 93%).

'H SIMP &} (500 MI'u, DMSO-dg) 11.06 (s, 1H), 8.07 (dd, J=8.3, 4.5 I'ny, 1H), 7.92 (dd, J=7.5, 2.2 T'u, 1H),
7.78-7.73 (m, 1H), 7.12 (d, J=10.2 T'm, 1H), 7.09 (d, J=7.2 ', 1H), 1.30 (dd, J=6.5, 2.7 T'n, 2H), 1.26 (dd, J=6.4,
2.8 I'y, 2H).

IIpomexxyrounsle coeaunenus 27-30:

CJ'IG,HyIOHII/IC MPOMCIKYTOYHBIC COCAMHCHUA MMOJydaJin, UCIOJIb3Ys 06H11/II>1 CHOC06, OIMMCAHHBIN JIIsL HpO—
MCIKYTOUYHOI'O COCANHCHUA 17, N3 COOTBETCTBYIOIICTO MPOMEIKYTOUYHOT'O COCAMHCHUA U aJIKWJITAJIOTCHUA:
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IlpomexyTrou- | CoenuHenue TH NMR/LCMS

Hoe

coeaMHEHHe

Ne

27 6-Anmuno-4- (500 MTI'u, DMSO-ds):
(uuknonponuimemu)-7- 86.76(d,J=8.7Tu, 1H),6.71 (d, /=
pmopocnupoféenso[bjf1,4]- 11.1 T, 1H), 494 (s, 2H), 3.72 (d, J
okcazun-2,1'-yuxronponan]- | = 6.9 T'y, 2H), 1.24 — 1.05 (m, 5H),
3(4H)-on 0.54 — 0.42 (m, 2H), 0.41 — 0.29 (m,

2H).
HoN NKAO LCMS (Meroxn F): 1.63 mun (263.1,
I:[ E [MH").
F O

28 2-(6-Amuno-7-pmop-3- (500 MI', DMSO-dk):
okcocnupof6ensofb][1,4]- §6.81(d,J=11.1Tu, 1H), 6.68 (d, J
okcazun-2,1'-yuxronponan]- | = 8.4 I'y, 1H), 5.11 (s, 2H), 4.97 (s,
4(3H)- 2H), 1.27-1.23 (m, 4H).
ur)ayemonumpun LCMS (Meton F): 1.44 mun (246.1,

rCN [MHT).
H,N N.__O
AL

29 6-Amuno-7-pmop-4-(3- LCMS (Merox F): 1.83 mun (277.1,
memuabym-2-en-1- [MH]").
ui)cnupofoensofbj[1,4]-
okcazun-2,1'-yuxionponan]-

Me Me
|
H,N I:[N o)
3(4H)-on F O:/%

30 6-Amuno-7-pmop-4- (500 MI'r, DMSO-ds):
(okcupan-2-uamemua)cnupo- | 8 6.74 (d,J=19Tu, 1H),6.72(d,J =
[6enzo[b][1,4]okcazun-2,1'- 4.4 T, 1H), 4.94 (s, 2H), 4.16 (dd, J
yuraonponanf-3(4H)-on =152, 3.6 I'y, 1H), 381 (dd, J =

Q 152, 53 I'n, 1H), 3.18 — 3.15 (m,
KA 1H), 2.79 (dd, T = 4.9, 4.1 Ty, 1H),
HzNj@N = 2.63 (dd, J = 5.0, 2.6 Ty, 1H), 1.20 —
F oE 1.12 (m, 4H). LCMS (Meron F): 1.36
muH (265.0, [MH]Y).
IIpomexxyrounoe  coemmuenue  31:  2-(6-AmumHO-7-dTop-3-okcocnupo-[6en3o[b][1,4]okcazun-2,1'-

ruktonporad |-4(3H)-mn)nponaHoBas KUCIIOTa

0]

Mej)kOH
H2N: : :N 0]
F OE

Meranon (1,6 mi) no6asismu k [Ipomexyrounomy coenunennto 21 (147 mr, 0,500 MMOIIB) U THAPOKCUILY
Hatpus (100 mr, 2,50 MMOINB), U MOJIyYEHHYIO CMECh NIepeMEIINBaId TP KOMHATHOI TeMIepaType B TeUeHHE
20 4. lo6asmsm Boxy (30 mur), HacwimeHHsI paccoin (2 mir), 1M BoxH. HCI (2 M) u EtOAc (20 M) u cioun
pasnemsa. Bomueiii croit skerparupoBanu EtOAc (3x10 mi1) 1 oObenUHEHHBIE OPTAHUYECKUE CIIOHW CYITHIIH
Hag MgSO, 1 KOHLIEHTPUPOBAIIU B BaKyyMe C MOJIy4eHHEM YKa3aHHOI'O B 3arOJOBKE COCAMHEHMS B BUJE TBEp-
JIOTO BEIIECTBa CBETIIO-opamkeBoro nsera (102 mr, 73%).

'H SIMP & (500 MI', DMSO-dg) 12.82 (s, 1H), 6.74 (d, J=11.1 I'n, 1H), 6.56 (d, J=8.6 I', 1H), 5.00 -
4.90 (m, 3H), 1.47 (d, J=7.0 ', 3H), 1.26-1.05 (m, 4H). LCMS (Meton F): 1.34 mun (281.0, MH").
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Ipomexxyrounoe coemauuenue 32: 4-(ILukmonponummmerwn)-7-¢pTop-6-iionocnupo[Oen3o[b]-[1,4]okcazun-
2,1'-nuxnonponan]-3(4H)-on

LG

[Ipomexxyrounoe coequuenue 27 (500 mr, 1,91 mmomns), Boga. HC1 (37% pactsop, 1,5 mir) 1 MeCN (8 M)
BHOCWJIM B KPYTJIOJOHHYIO KOOy o0beMoM 25 mi. KonmOy oxmaxnmamu mo 0°C u 1mo KarisMm A00aBisuId TPeT-
OytuaHUTPUT (230 MK, 1,91 MMOITB) U pEaKIIMOHHYIO CMECh OCTABIISITH I TIPOTEKAHUS Peakiluu B TeueHue |
g ipu 0°C. 3atem mo kamisaMm ao0aBisuy Honua kanms (633 mr, 3,81 MMonb) B BHle pacTBopa B Boje (5 M)
nepen nobasnerneM MeCN (5 MiT) 1 peakIMOHHYIO CMECh OCTaBIISUIM HarpeBaThCs 10 KOMHATHOM TEMITEpaTyphl
B TeueHue 2 4. PeaknmonHyro cMmech 100aBmsmu Kk 20%-HoMy BogHOMY pactBopy Na,S,0; (100 mi) u EtOAc
(50 mum), BomHBIN cioit dkcTparupoBanu EtOAc (3x50 mut), 1 oObenIUHEHHBIE OPTaHUYECKHE CJIIOW CYIIFIN
(MgS0O,) n xoHneHTpUpoBan B Bakyyme. Chipoit octatok pactopsuti B EtOAc (10 mur) u Habironanocs obpa-
3oBaHue Oenoro ocagka. Ocaok OT(QIIBTPOBBIBAINA U BEIOpPACHIBAU, a (IIBTPAT CHOBA KOHIICHTPUPOBAIU B
BaKyyMe C MOJIyuYeHHEM He COBCEM OeJioro TBepAoro BemecTsa (644 mr, 91%).

'H SIMP &y (500 MI', DMSO-de): & 7.68 (d, J=6.1 T'mi, 1H), 7.00 (d, J=8.2 I'u, 1H), 3.87 (d, J=6.9 T'y,
2H), 1.32-1.15 (m, 4H), 1.14-1.00 (m, 1H), 0.52-0.38 (m, 2H), 0.37-0.24 (m, 2H). LCMS (Meton F): 2.27 mun
(374.0, MH").

[Ipomexyrounbie coequHeHus 33-34.

Crnenyromue IpoMeXKyTOYHBIE COSTIMHEHHUS TOIyYall C HCIIOIB30BAHNEM OOIIEro crocoba, OMMCaHHOTO B
ITpumepe 32, u3 cootBeTcTBYIOMEro [IpoMexxyTouHoro coequHeHus 1 [I[poMeKyTOTHOTO coemnHeHus 23:

7-¢pmop-3-oxco-3,4-
Quzuopocnupofoenso[b][1,4]-
okcazun-2,1'-yuxionponan]-
6-ut)-6-(mpupmopmemu.i)-
nupumuoun-2,4(1H,3H)-

ouon

Mpomexyrou- | Coenmnenne 'H NMR/LCMS

Hoe

coequHeHHe No

33 3-(4-(Huxnonponuamemun)- | (500 MI'n, CDCl3) 6.93 (d, J = 6.8

T, 1H), 6.79 (d, J = 9.6 Ty, 1H), 6.67
(d, J = 108 Ty, 1H), 6.23 (s, 1H),
3.86 — 3.76 (m, 2H), 1.39 (ddd, J =
207,8.0, 4.7 Ty, 5H), 1.32 — 1.20 (m,
2H), 117 (d, J = 5.1 T'y, 2H). LCMS
(Meton C): 3.10 mun, (426.1 MH").

F3CW

HNiﬂ,N ° NKAO
LG

Memun  2-(6-(2,6-0uoxco-4- | (500 MI'y, CDCls) § 6.84 (d, J =9.5

34 (mpugpmopmenmui)-3,6- I'n, 1H), 6.66 (t, J = 6.4 T'y, 1H), 6.26
ouzuoponupumuoun-1(2H)- (d, J =44 Tu, 1H), 530 — 5.26 (m,
u)-7-pmop-3- 1H), 3.72 (d, J = 3.6 I', 3H), 1.61
oxcocnupofoenso[bl[1,4]- (dd, J =72, 1.8 I'y, 3H), 1.32 - 1.20
okcazun-2,1'"-yuxkronponan]- | (m, 4H). LCMS (Merox C): 2.89
4(3H)- muH, (458.1 MH").
u)nponanoam

(0]
FscWo Mew/u\ ol
HN\H/NI:[N O
Ipumep 1. 2-(7- ®top-3-okco-4-(npon-2-un-1-mn)-3,4-muruapocnupo[6enszo[b][ 1,4]okcazun-2,1'-

UKJIOTIpOTIan]-6-mn)-4,5,6,7-retparuapo- 1 H-m3ounnon-1,3(2H)-auon
o =Z
N N _O
F LG
F O
3,4,5,6-Terparunpodranessiii auruapua (37 mr, 0,24 Mmons) nobasisum K pactBopy IIpomexyrodnoro
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coequaeHus 4 (50 mr, 0,20 Mmmoinb) B ykcycHOU kucmore (2,0 M, 35 MMoITh). PeakImoHHYI0 cMech HarpeBaiu
10 120°C B Teuenue 2 4, 3aTeM OXJIKIAIH 10 KOMHATHOW TeMIepaTypsl M pa30aBisuti Bojoi. BoaHslil pacTBOp
skctparupoBasn EtOAc (x 3). O6beaunennsie cion EtOAc npomsiBamu (BoxH. NaHCOj3), cymmmu (MgSO,4) u
KOHIIEHTPUPOBaK B Bakyyme. OcTtaTtok ounmanu xpomartorpadueii (SiO,, 0-25% EtOAc B PE) n yka3anHoe B
3aroJIOBKE COEIMHEHHUE BBIICIISUTN B BHE JKEJITOTO TBEpAOTO BemecTsa (63 mr, §2%).

'H SIMP &y (500 MI'u, CDCl3) 7.04 (d, J=6.8 T'u, 1H), 6.81 (d, J=9.6 T'u, 1H), 4.68 (d, J=2.5 'u, 2H),
2.51-2.44 (m, 4H), 2.31 (t, J=2.5 'y, 1H), 1.90-1.82 (m, 4H), 1.49 (dd, J=8.5, 5.4 T'n, 2H), 1.28 (dd, J=8.4, 5.4
I'm, 2H). LCMS (Metox A): 3.29 mum (381.1, MH)).

[Tpumep 2. 1-(7-®Top-3-okco-4-(nmpon-2-un-1-mn)-3,4-muruapocnupo[6enszo[b][ 1,4 ]okcazun-2,1'-
[IUKJIOTIPOTIaH |-6-1T) -3 -TTPOIHII-2-THOKCOMMHUIa30 U ANH-4, 5- THOH

N
Me/\/NTND[N O
SF o:/%

[Ipomexyrounoe coemunenue 8 (50 mr, 0,14 MMoIIb) TOOABISUTA B KOJIOY, CONEPIKAITYIO TPUATHIAMUH (44
Mk, 0,32 mmons) 1 THF (2,5 mur). KonOy 3akpbeiBayin pe3smHOBOH MeMOpaHOW W MPOAYBAIHM a30TOM IEepe J0-
OaBiieHHeM 110 KarusiM okcanmnxiopuaa (13,4 Mk, 0,158 Mmons). PeakiimoHHYI0 cMeCh OCTaBIISUTH JJISL POTE-
KaHWS peaKIWK IPH KOMHATHOHN TeMIepatype B TeueHue npudimsutensHo 20 4. K peakimonHoi cmecu n1ooas-
nsum Boxy (10 mum) m EtOAc (10 mun) u ciiou pasaensuin. Bonuslii cioii moBTopHO dKcTparupoBanu EtOAc (3x10
MJI) U O0BbEIMHEHHBIE OpPTraHUYECKHE CIIOW CYIIWIN, UCTONB3ys 0e3BoAHbIH Na,SO,, ¥ KOHIICHTPUPOBAIH TPH
MOHM)KEHHOM JaBIICHUH C TIOJIYYECHHEM JKEITOTo TBepaoro BemiecTBa. CHIPOi MPOTYKT OYMINAIN XpOMAaTorpa-
¢ueii (SiO,, 0-20% EtOAc B PE) ¢ monmydeHrneM yka3zaHHOTO B 3arojOBKE COCIMHEHHS B BHIE JKEITOTO TBEPIO-
ro BemiecTBa (42 mr, 73%).

'H SIMP &y (500 MI', DMSO-dg) 7.38 (d, J=6.8 'y, 1H), 7.22 (d, J=9.9 I'i, 1H), 4.65-4.55 (m, 2H), 3.85
(td, J=7.0, 1.9 T'u, 2H), 3.36 (t, J=2.4 T'u, 1H), 1.74-1.65 (m, 2H), 1.39-1.30 (m, 4H), 0.94 (t, J=7.4 I'u, 3H).
LCMS (Meton F): 2.06 mun (402.2, MH").

Mpumep 3. 6-(5-(tper-byrmin)-2-okco-1,3,4-okcagnazon-3(2H)-mn)-7-¢pTop-4-(npon-2-un-1-mi)crnu-

po[6en30[b][1,4]okcazun-2,1'-uknonponan]-3(4H)-on
A

0 X
Me O \
Me \Ntﬁ N._O
hpees
F O

[Ipomexyrounoe coemunenue 6 (140 mr, 0,405 MMoIb) 1 6€3BOAHBIN TOTYOI (4 MIT) TOOABISUIA B pEaKIIH-
OHHBIH COCY JUII MUKPOBOJHOBOH Tieun. Cocy 3aKphIBaid KPBIIKOH, IPOIYBaIl a30TOM H IO KaIuisiM 100aB-
nsima Tpudocrer (120 mr, 0,405 MMob) B BUae pactBopa B 6e3BogHOM Toyoste (0,5 mir). 3areM peakinoHHYIO
cMmech HarpeBasin A0 110°C B Teuenue 4 4. PeakiimoHHYI0 cMeCh OCTaBIISUIM OXJIAXJIAThCs A0 KOMHATHON TeM-
neparypbl, K peakIMoHHO# cMecH jpobasisii Boxy (10 M) M HacBILEHHBIH paccod (3 MiT), M CJIOW pa3lessuii.
Bonusriii cioii moBTopHO 3KcTparupoBanu EtOAc (3x10 mMi) u oObeAMHEHHBIE OPTaHUYECKUE CIIOW CYIIWJIH,
ucronb3yst Oe3Boaublii MgSO4, M KOHIEHTPHPOBAIM IPH TOHMXEHHOM [aBJICHUH C IIOJydeHHUEM OJeIHO-
JKEJITOTO TBEPAOTO BemecTBa. CHIPOil OCTATOK MPOITyCKAIN Yepe3 KOPOTKUH CIIOM THOKCHAA KPEMHHS, SITIOUPYS
50% EtOAc B PE (10 M) ¢ mosrydeHHeM yKa3aHHOTO B 3ar0JIOBKE COCAMHEHHUS B BUJE KEITOTO TBEPAOTO Bellle-
ctBa (59 mr, 39%).

'H IMP &y; (500 MI'y, DMSO-dg) 7.54 (d, J=7.1 T, 1H), 7.22 (d, J=10.3 T'u, 1H), 4.71 (d, J=2.3 T'u, 2H),
2.30 (s, 1H), 1.39-1.21 (m, 13H). LCMS (Meton F):2.01 mun (372.1, MH").

IIpumep 4. 7-®top-6-(5-MeTnin-6-okco-4-(Tpudropmerin)mupunazus- 1 (6H)-wmn)-4-(mpor-2-uH- 1 -ni)crm-
po[6en3o[b][1,4]okcaznn-2, 1'-nuknonponan]-3(4H)-on

=

Me
F3C\(Kf0

IOCT

F O

[Ipomexyrounoe coenunenue 7 (44 mr, 0,12 Mmob), (kapbeTokcudTHIUACH)-TpUdeHundocdopan (64,8
Mr, 0,179 Mmmoib), 6€3BOIHBIN TOTYO0I (1,2 MIT) ¥ TOPOITKOOOpa3HbIe MOJIEKYJISIpHBIE cuTa (50 MT) mobaBsH B
PEaKIMOHHBIN COoCyX Al MUKPOBOIHOBOH meun. Cocys 3aKphIBaIM KPHIIKOH, MIPOAYBAINA a30TOM U 3aTe€M pe-
aKIMOHHYI0 cMech HarpeBanmu o 110°C B TedueHne nmpubau3utenbHo 16 4. PeaknuonHyo cMech (GUIbTPOBAIIH,
npomeisasi EtOAc (10 mir) ¢ nomrydenueM ¢uibTpara, KOTOPBIH KOHIEHTPUPOBAIN MPU MOHMKECHHOM JaBICHUH
C TOJIyYECHUEM KENTOTro TBepAoro BemectBa. Crpoit ocTaTok ouninanu xpomarorpadueii (SiO,, 0-25% EtOAc B
PE) ¢ nomy4eHuem yka3aHHOTO B 3aT0JIOBKE COEIMHEHHUS B BUJIE JKEITOT0 TBEPIOTro BemecTna (28 mr, 58%).

'H SIMP &y (500 MI'ti, DMSO-dg) 8.33 (s, 1H), 7.47 (d, J=6.9 I'u, 1H), 7.22 (d, J=10.1 T, 1H), 4.70 (s,
2H), 3.32-3.30 (m, 1H), 2.32 (s, 3H), 1.36-1.33 (m, 4H). LCMS (Metox F): 1.95 mun (408.1, MH").

/
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IIpumep 5.

CoelMHECHHS 110 CIEIYIONMM IpUMepaM MOTydald ¢ HCIOJIb30BAHUEM OOIIEro crocoda, OMHCAHHOTO B
npumepe 7, u3 [IpoMexyTodHoro coennHeHNs 4 M COOTBETCTBYIOIIETO MPOU3BOTHOTO aHTH]

043615

Ipumep Ne

Coeaunenne

'H NMR/LCMS

5

5-®mop-2-(7-pmop-3-okco-4-
(npon-2-un-1-un)-3,4-
Quzuopocnupofbensofb][1,4/-

okcasun-2,1"-yuxironponanf-

(500 MI'wt, CDCls):

§7.99 (dd, J = 8.2, 4.4 Ty, 1H), 7.65
(dd, 7=6.9,2.2 T, 1H), 7.49 (td, J =
8.5, 2.1 Tu, 1H), 7.11 (4, T = 6.7 T'y,

6-ur)uszoundonun-1,3-
OuoH

F o X

N: : :N 0}
O
F O \f‘;

1H), 6.85(d, J =9.6 I';, 1H), 4.68 (d,
J=23Tu 2H), 229 (d, J = 23 I'y,
1H), 1.50 — 1.47 (m, 2H), 1.27 (dd, J
=9.9,43 Ty, 2H).

LCMS (Meton F): 1.92 mun (395.1,
[MH]").

IIpumeps! 6-26.

COC,HI/IHCHI/IX o cjaeaAyrmuM mnpuMepam mnojydajau € UCIIOJIb30BAHUEM 06H161"0 cn0c06a, OIIMCAHHOT'O B
npumepe 1, N3 COOTBETCTBYIOUICTO MPOMEIKYTOYHOTO COCAUHCHUA U TPOU3BOAHOI'O aHTUAPpUAA:

Mpumep Ne

Coenunenne

'H NMR/LCMS

6

4-Omop-2-(7-pmop-3-oxco-4-
(npon-2-un-1-un)-3,4-
ouzudpocnupofoensofb][1,4]-
okcazun-2,1"-yuxronponan]-

6-un)uzounooiun-1,3-

o) ///

. N N.__O
O

F 0:2'7

ouon

(500 MI'y, CDCls):

§7.83 (m, 2H), 7.51 — 7.46 (m, 1H),
711(d,J=67Twy, 1H), 6.85(d, J =
9.6 Ty, 1H), 4.67 (d, T = 2.4 Ty, 2H),
229 (t,J=24Tu, 1H), 1.49 (dd, J =
8.4,5.4 T, 2H), 1.28 (dd, T=8.3, 5.4
T, 2H).

LCMS (Meton F): 1.88 mun (395.1,
MH").

2-(7-®mop-3-oxco-4-(npon-2-
un-1-uit)-3,4-
Quzudpocnupoloensofbf[1,4]-
okcasun-2,1"-yukionponanf-

6-un)uzounooaun-1,3-ouon
o /
N ‘ : :N O
O
F O :;

(500 MI ', DMSO-d):

58.03 (dd, J = 5.5, 3.0 T, 2H), 7.96
(dd, J=55,3.1 T, 2H), 7.53 (d, J =
7.0 T, 1H), 7.23 (d, J = 9.9 I'y, 1H),
4.65(d, J =24 T 2H), 331 (¢, J =
24T, 1H), 1.42 - 1.29 (m, 4H).
LCMS (Meron F): 1.90 yun (377.1,
MH-).

2-(7-®mop-3-okco-4-(npon-2-
un-1-u)-3,4-

(500 MT', CDCl3):
5786 (d, J=177Tn 1H), 7.78 (s,

-28 -
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ouzudpocnupoféensofbj[1,4]-
okcazun-2,1'-yuxionponan|-
6-UJ1)-5-Memuu30UHOOIUH-
1,3-

ouon
Me 0 /
N: : :N O
O
F O :;

1H), 7.61 (d, J=7.7 I, 1H), 7.12 (d,
J=67Tw, 1H), 6.84 (d, J=9.6 I'y,
1H), 4.67 (d, J = 2.5 Ty, 2H), 2.56 (5,
3H), 228 (t, J = 2.5 I'm, 1H), 1.48
(dd, J=8.5, 5.4 T, 2H), 1.27 (dd, J =
84,54 Ty, 2H).

LCMS (Merton F): 2.04 mun (391.1,
MH").

9 2-(7-®mop-3-oxco-4-(npon-2- | (500 MI'n, DMSO-ds):
un-1-u)-3,4- § 11.31 (s, 1H), 7.72 (dd, J = 8.4, 7.2
ouzudpocnupoféenso[bjf1,4]- | Tu, 1H), 748 (d, J = 7.1 I'y, 1H),
okcasun-2,1"-yuxronponanf- | 741 (d, J=67Tu, 1H), 731 (d, J =
6-un)-5- 7.9 Ty, 1H), 7.20 (d, J = 9.9 T, 1H),
2UOPOKCUUZOUHOONUR-1,3- 4.66 (d,/J=16Tu, 2H), 330 (1, J =
ouon 2.4Tu, 1H), 1.34 (m, 4H).
HO o / LCMS (Meron F): 1.81 mun (393.1,
N N_o | M)
I LG
F (0]
10 2-(7-@mop-3-okco-4-(npon-2- | (500 MI'n, DMSO-ds):
un-1-un)-3,4- 8794 (d,J=83TIu, 1H), 754, J
ouzuopocnupoféenso[bjf1,4)- | =23 I'y, 1H), 751 (d, J = 7.1 T'ny,
okcazun-2,1'-yuxnonponanf- | 1H), 7.43 (dd, J = 84, 2.3 I'y, 1H),
6-i)-5- 722(d,J = 9.9 Ty, 1H), 4.66 (d, J =
MemoKcuu30unooaun-1,3- 2.3 T, 2H), 3.97 (s, 3H), 3.30 (t, J =
ouon 2.4Tm, 1H), 1.39 - 1.29 (m, 4H).
MeO o / LCMS (Meton F): 1.96 mun (407.2,
N N_o | MH).
&L
F O
11 2-(7-@mop-3-okco-4-(npon-2- | (500 MI'y, DMSO-d):

un-1-ui)-3,4-
ouzuopocnupoféenso[b][1,4/-

§ 7.30 — 7.16 (m, 2H), 6.37 (s, 2H),
471 (s, 2H), 3.33 — 3.28 (m, 1H),
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okcazun-2,1'"-yuxionponan]-
6-un)-3a,4,7, 7a-mempazuopo-
1H-4,7-memanouzounooi-

1,3(2H)-ouon
0 /
N N 0}
&L
F O

3.23 (s, 2H), 2.95 (s, 2H), 1.61 — 141
(m, 2H), 1.36 — 1.28 (m, 4H).

LCMS (Merox F): 1.83 mun (393.1,
MH").

12 1-(7-®@mop-3-oxco-4-(npon-2- | (500 MI', CDCls):
un-1-ui)-3,4- 8703 (d, J =68 I'y, 1H), 6.92 (s,
ouzuopocnupofoensofbjf1,4]- | 2H), 6.81 (d, J = 9.6 T', 1H), 4.66 (d,
okcasun-2,1'-yuxronponanf- |J = 2.5 I'y, 2H), 2.29 (t, ] = 2.5 I'y,
6-un)-1H-nuppon-2,5-ouon 1H), 1.47 (dd, J = 8.5, 54 T'y, 2H),

0 / 126 (dd, J = 8.4, 5.4 Ty, 2H).
{;N( N. O LCMS (Merox F): 1.70 mun (327.0,
S o g
F 0]

13 3-(7-®mop-3-okco-4-(npon-2- | (500 MI'u, DMSO-ds):
un-1-ui)-3,4- 8729(d,J=71Tu, 1H),7.13(d,J =
ouzudpocnupoféensofbf1,4]- | 10.0 I'y, 1H), 4.66 (d, J =2.4 'y, 2H),
okcasun-2,1"-yuxionponanf- | 3.31 (m, 1H), 2.80 (dd, J = 8.1, 3.6
6-u1)-3- Ty, 2H), 2.53 — 2.51 (m, 1H), 1.72
aszabuyurnof3.1.0Jzexcan-2,4- | (m, 1H), 1.32 (t, J =2.5T'y, 2H), 1.30
ouon (t,J=2.4Tu, 2H).

o) / LCMS (Meton F): 1.62 mun (341.2,
X;N( N.__O MH").
&L
F (0)
14 1-(7-@mop-3-oxco-4-(npon-2- | (500 MI'y, DMSO-db):

un-1-uir)-3,4-
ouzudpocnupoléensofbj[1,4]-
oKkcazun-2,1'-yuxionponanf-
6-uit)-3-(mpupmopmemu.i)-
1H-nuppon-2,5-ouon

§7.22(q, T=1.7Tw, 1H), 7.04 (d, T =
6.7 T, 1H), 6.83 (d, T = 9.6 T', 1H),
4.67(d, T=2.5Tu, 2H), 2.31 (1, T =
2.5Tw, 1H), 1.49 (dd, T=8.5, 5.5 T,
2H), 1.28 (dd, J = 8.4, 5.4 'y, 2H).
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0 /
4
Facg N.__O
I 1 fv
F 0

LCMS (Meton F): 1.91 mun (395.1,
MH").

15 Memui 2-(6-(1,3-0uoxco- | (500 MI', DMSO-dk):
1,3,4,5,6,7-zexcazudpo-2H- 6732(d,J=70Tu, 1H),7.18(d,J=
U30UHOO/-2-Uit)-T-hmop-3- 99Ty, 1H), 5.05(q, J =69 I'y, 1H),
okcocnupofoenso[b]f1,4]- 3.63 (s, 3H), 2.38 — 2.32 (m, 4H),
okcazun-2,1'-yuxnonponan]- | 1.74 (m, 4H), 1.48 (d, J = 6.9 I'y, 3H),
4(3H)-un)nponanoam 1.34—1.20 (m, 4H).

o] LCMS (Meton F): 2.01 mun (4292,
0
i Me%OMe MH").
N N._.O
&I
F O

16 Memun 2-(7-¢pmop-6-(5- | (500 MI'y, CDCls):
¢pmop-1,3- 5798 (dd, J = 8.3, 4.4 'y, 1H), 7.64
ouokcousoundowmn-2-uir)-3- | (dd, J =69, 22 T'u, 1H), 7.51 — 7.46
oxcocnupofoenso[bj{1,4]- (m, 1H), 6.87 (d, T =9.6 Ty, 1H), 6.74
okcazun-2,1'-yuxnonponan]- | (d, J = 6.6 I'm, 1H), 530 (q, J =72
4(3H)-un)nponanoam I'm, 1H), 3.75 (s, 3H), 1.64 (d,J =72

0 T'w, 3H), 1.55 - 1.52 (m, 1H), 1.39 —
F O Me
OMe | 1.22 (m, 3H).
N N._O
Ij LCMS (Meron F): 1.98 mun (443.2,
(6]
F 0 MH").
17 Memua  2-(6-(2,5-0uokco-3- | (500 MI', CDCls):

(mpupmopmemur)-2,5-
ouzuopo-1H-nuppon-1-un)-7-
¢pmop-3-
okcocnupofoenso[b][1,4]-
okcazun-2,1'"-yuxionponan]-

4(3H)-ur)nponanoam

§7.20(q,J= 1.6 T, 1H), 6.85 (d, J =
9.6 'y, 1H), 6.66 (d, J = 6.6 ', 1H),
5.29(q, J=7.1 T, 1H), 3.75 (s, 3H),
1.63 (d, J = 7.2 Twy, 3H), 1.55 — 1.51
(m, 1E), 1.40 — 1.34 (m, 1H), 1.33 —
1.21 (m, 2H).

LCMS (Meron F): 1.97 mun (443.2,
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F30~§/;( OMe

MH).

18

Dmun 2-(6-(1,3-0uokco-
1,3,4,5,6,7-zexcacuopo-2H-
U30UHOO0I-2-Ui1)-7-hmop-3-
okcocnupoléenso[bf[1,4]-
okcazun-2,1'-yuxionponanf-

4(3H)-un)nponanoam

Qj yaoa

(500 MI', CDCl5):

56.81(d, 1 =9.6T'u, 1H), 6.66 (d, ] =
6.7 Ty, 1H), 5.23 (q, T = 7.2 Ty, 1H),
426 — 4.14 (m, 2H), 2.46 — 2.41 (m,
4H), 1.86 — 1.81 (m, 4H), 1.62 (d, T =
7.2 T, 3H), 1.50 (m, 1H), 1.37 — 1.31
(m, TH), 1.30 — 1.21 (m, 2H), 1.19 (i,
J=17.1Tu, 3H).

LCMS (Meron F): 2.06 mun (443.2,
MH"),

19

Omun 2-(7-¢pmop-6-(5-pmop-
1,3-0uokcouszoundoun-2-ui)-
3-oxcocnupo[benso[b]{1,4]-
okcasun-2,1'-yuxronponanf-
4(3H)-un)nponanoam

0
F 0

oo
Yoy

(500 MI'y, CDCls):

57.98 (dd, J =83, 4.5 Ty, 1H), 7.64
(dd, J=6.9,22 Ty, 1H), 7.51 - 7.46
(m, 1H), 6.86 (d, J = 9.6 T'yy, 1H), 6.76
(d,J=66Tu, 1H), 525 (q, ] = 7.2
I'y, 1H), 4.27 - 4.15 (m, 2H), 1.64 (d,
J=72Tuy, 3H), 1.54 — 1.50 (m, 1H),
1.39 — 1.34 (m, 1H), 1.33 - 1.22 (m,
2H), 1.20 (t, J=7.1 T'y, 3H).

LCMS (Meroxn F): 2.06 mun (457.2,
MH").

20

Dmun 2-(6-(2,5-0uokco-3-
(mpugpmopmemui)-2,5-
ouzudpo-1H-nuppoin-1-un)-7-
¢pmop-3-
okcocnupofoensofb]f1,4]-

okcazun-2,1'-yuxnonponarn]-

(500 MI', CDCls):

87.20(q,J=1.6Tw, 1H), 6.85(d, ] =
9.6 'y, 1H), 6.69 (d, ] = 6.6 ', 1H),
526 (q, ] = 7.2 T, 1H), 4.27 — 4.14
(m, 2H), 1.63 (d, J = 7.2 Ty, 3H), 1.52
(m, 1H), 1.40 — 1.34 (m, 1H), 133 -

-32 -




043615

4(3H)-un)nponanoam

OEt

y 0 Mew)k
FBC‘?N( N
LG
F (0]

o}
O

1.23 (m, 2H), 120 (t, J =7.1 Ty, 3H).
LCMS (Meton F): 2.02 mun (457.1,
MH").

21

2-(4-(Huxnobymuamemu)-7-
¢pmop-3-oxco-3,4-
ouzuopocnupofoensofb]f1,4]-
okcazun-2,1'"-yuxnonponan-
6-u)-5-pmopuzoundonun-

1,3-0uon

F o)

(500 MI'w, CDCy):

6799 (dd, J =82,44 Ty, 1H), 7.65
(dd, J =6.9,2.1 I'y, 1H), 7.51 - 7.46
(m, 1H), 6.85 (d, T = 6.8 T', 1H), 6.81
(d, J=9.6Tm, 1H), 398 (d, ] = 7.3
Ty, 2H), 2.74 — 2.66 (m, 1H), 2.02
(m, 2H), 1.90 — 1.76 (m, 4H), 143
(dd, J=84,54Tu, 2H), 123 (dd,J =
83,53 Iy, 2H).

LCMS (Meroa D): 9.78 mun (425.2,
MH").

22

5-®mop-2-(7-pmop-3-okco-4-
nponui-3,4-
ouzuopocnupofoensofb]f1,4]-
okcazun-2,1'"-yuxnonponan-
6-un)uzounoonun-1,3-ouon

Me
F O

N: : :N 0]
o
F (0] ;

(500 M, CDCl3):

§7.99 (dd, J = 8.2, 4.4 T, 1H), 7.65
(dd, T=6.9, 2.1 Ty, 1H), 7.51 — 7.47
(m, 1H), 6.86 (d, T = 6.7 ', 1H), 6.82
(d, J = 9.6 'y, 1H), 3.89 — 3.83 (m,
2H), 1.70 (m, 2H), 1.44 (dd, J = 8.4,
5.4Tu, 2H), 1.23 (dd, T=8.3, 5.3 Ty,
2H), 0.96 (t, J = 7.4 Ty, 3H).

LCMS (Meton D): 9.26 mun (399.2,
MH").

23

5-Omop-2-(7-(pmop-3-oxco-4-
(npon-2-un-1-un)-3,4-
ouzuopocnupoféenso[b][1,4/-
okcazun-2,1'"-yurxnoéyman]-6-

un)uzounoonun-1,3-ouon

(500 MI'u, CDCls):

5801 (dd, J= 8.2, 44 T'y, 1H), 7.67
(dd, J=6.9,22 Ty, 1H), 7.51 (td, J =
8.6,23 I'm, 1H), 7.10 (d, J = 6.8 Iy,
1H), 6.99 (d, J=9.7 'y, 1H), 4.70 (d,
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aUad /
e

J=25Tn, 2H), 2.75 — 2.62 (m, 2H),
2.44 - 232 (m, 2H), 230 (t, /=25
Ty, 1H), 2.06 — 1.97 (m, 2H).

LCMS (Merton B): 3.57 mun (409.2,
MH").

24

1-(7-®mop-3-okco-4-(npon-2-
un-1-un)-3,4-
ouzuopocnupoléensolbj[1,4]-
okcazun-2,1'"-yuxiooyman]-6-
uit)-3-(mpupmopmemu.)-1H-

nuppon-2,5-0uon

o) =
N 7 /
N N.__.O
F
(0]
F O

(500 MI'n, CDCl3):

8724 (q, J=16Tu, 1H), 7.03 (t, J=
5.8 T, 1H), 6.97 (d, J = 9.7 [, 1H),
4.68 (d, J = 2.5 Tu, 2H), 2.74 - 2.60
(m, 2H), 2.44 - 2.32 (m, 2H), 2.31 (t,
J=2.5Tu, 1H), 2.05 - 1.94 (m, 2H).
LCMS (Meroxn B): 3.56 mun (409.2,
MH").

Bensun 7'-hmop-6'-(5-hmop-
1,3-0uoxcouzoundonun-2-u)-
3'-0kco-4'-(npon-2-un-1-u.)-
34"
ouzuopocnupofazemuoun-
3,2'-6enso[b][1,4]oxcazun]-1-

K(lpﬁ()KL‘u/l{l"’l

W WLI
N N.__O
Cbz

(500 MI'u, CDCls):

8 7.96 — 7.88 (m, 1H), 7.58 (dd, J =
6.9,22Tu, 1H), 743 (td, /= 8.6, 2.3
[, 1H), 7.34 — 7.24 (m, 5H), 7.07 (d,
J=6.6Ty, 1H), 6.98 (d, J = 9.4 I'y,
1H), 5.07 (s, 2H), 4.63 (s, 2H), 4.49
(d,/J=9.6Tu, 2H), 4.11 (dd, J=9.7,
0.9 T, 2H), 2.23 (t,.J= 2.5 ', 1H).
LCMS (Meton A): 3.60 mun (544.3,
MH).

[Tpumepsnr 26-27.

COC,HI/IHCHI/ISI Mo CJaeAyromuuM npumMepam nojiydajin ¢ UCIIOJIb30BaHUEM 06H16F0 cn0c06a, OIIMCAHHOT'O IJIA
HpOMe)KyTO‘IHOFO COCIMHCHUA 17, 13 COOTBETCTBYIOIICTO MPOMEKYTOYHOTO COCAMHCHUA U aJIKWJITaJIOTCHUAA:

Ipumep Ne

CoennHeHue

'H NMR/LCMS

26

2-(4-(Luknonponuimemui)-

7-¢pmop-3-oxco-3,4-

(500 MI'y, CDCL3):
§7.99 (dd, T = 8.3, 4.4 Ty, 1H), 7.65

-34 -




043615

ouzuopocnupoféensofbj[1,4]- | (dd,J =70, 2.1 I'y, 1H), 7.51 — 7.46
okcaszun-2,1"-yuxronponan]- | (m, 1H), 7.02 (d, J = 6.8 I'y, 1H), 6.83
6-us1)-5-hmopusoundonun- (d,J=97Tu, 1H), 3.82 (d, ] =6.9
1,3-0uon T'm, 2H), 144 (dd, J = 84, 54 I'n,

] o KA 2H), 124 (dd, J = 83, 5.3 T, 2H),
119 = 1.13 (m, 1H), 0.57 — 0.52 (m,
N N O
d I:[ [ 2H), 0.43 — 0.39 (m, 2H).
F (6]

LCMS (Metox D): 9.41 mun (4112,
MH").

27 5-Omop-2-(7-pmop-4-(2- (500 MI'y, CDCls):
MemorcuImui)-3-okco-3,4- 6798 (dd, J =8.2, 4.4 I'u, 1H), 7.65
ouzudpocnupoféensofbj[1,4]- | (dd,J=6.9,23 'y, 1H), 748 (td, J =
okcazun-2,1'-yuxaonponanl- | 8.5, 2.3 T'u, 1H), 7.21 (d, T = 6.9 I',
6-u)uzounooiiun-1,3-0uon 1H), 6.80 (d, J = 9.6 T'y, 1H), 4.07 (4,
OMe |J=55Tu, 2H), 3.65 (t, J = 5.5 T'y,
F‘Q;(O H 2H), 3.34 (s, 3H), 1.44 (dd, J = 8.4,
N:@N O 54T 2H), 1.25(dd, J =84, 53 'y,
L 2H).
LCMS (Metog D): 8.67 mun (415.2,
MH").

ITpumep 28. 1-(7-®1op-3-okco-4-(npon-2-un-1-mn)-3,4-quruapocnupol 6enzo[b][ 1,4 ]okcasun-2,1'-
IUKJIOIIPOTIaH | -6-1J1) TUPPOJIU IUH-2, 5- THOH

o) =
YOG
[Ipomexyrounoe coemunenne 24 (126 wmr, 0,363 mmons), HATU (173 wmr, 0,454 mmomnp) m N,N-
nmuusonpornmnTwiamMud (0,190 mi, 1,09 mmons) pactBopsiin B DCM (2,4 Mut) B KpYTJIOAOHHOM KOJIOE 00BEMOM
10 mu. Konby repMeTHIHO 3aKpBIBATId PE3NHOBOM MeMOpaHO! M peaKIIMOHHYIO CMECh OCTABJISLTH TS TIPOTEKa-
HUS PEaKIUU B TEUCHHE MPUOJIM3UTEIHHO 18 9 mpu KOMHATHOW TeMIieparype. PeakImoHHYI0 cMeCh pa30aBIsuIn
DCM (10 M) u no6asmnsumm k cmecu Boasl (10 mut), 1M Boxu. HCI (4 M) u HackimeHnHoro paccoina (2 mur). Crnoun
paszensuii 1 BOAHBIN citoi sxctparupoBain DCM (3x10 mir). OObeAnHEHHBIE OpTraHUYECKHE CIION CYIIMIH Hall
MgSO,, bunpbTpoBAM W KOHIICHTPUPOBAIH MPH MOHIKEHHOM JIaBJICHUM C TOTyYeHHEM OECIIBETHOW CMOJIBI.
CeIpoii octaTok ounmianu xpomarorpagueii (SiO,, 0-40% EtOAc B PE) ¢ monmy4yeHnueM yka3aHHOTO B 3ar0JIOBKE
COCJIMHEHUS B BHJIC HE COBCEM OeJIoro TBeporo BemecTsa (73 mr, 61%).
'H SIMP &y (500 MI't, DMSO-dg) 6.99 (d, J=6.7 'y, 1H), 6.81 (d, J=9.7 ', 1H), 4.65 (d, J=2.5 I', 2H),
2.97 (d, J=4.2 T'n, 4H), 2.29 (t, J=2.5 'y, 1H), 1.46 (dd, J=8.5, 5.4 'y, 2H), 1.26 (dd, J=8.4, 5.4 T'u, 2H). LCMS
(Metox F): 1.52 mun (329.1, MH").
ITpumep 29. 1-(7-®r1op-3-okco-4-(npon-2-un-1-mn)-3,4-nuruapocnupol 6enzo[b][ 1,4 ]okcasun-2,1'-
[UKJIOTIPOTIaH |-6-11)-4-MEe THIUTICPUANH-2 ,6- THOH
Me e} &
BEGE
[Tosrydanu B COOTBETCTBUH C METOIMKOH, MPUMEHSIEMO B ipuMepe 28, ¢ ucmoip3oBanueM [IpoMexyTod-
Horo coeawnenus 25 (152 wr, 0,406 mmons), HATU (193 wmr, 0,508 mMoib), N,N-Tuu30mpOonmdTHIAMHHA
(0,212 M7, 1,21 mmonp) 1 DCM (2,7 Mi1) ¢ TIOTydeHHEM CBIPOH sKkeATOl ¢cMOJIbI. ChIpOii OCTaTOK OYMINAIH XPO-
Mmatorpadueit (Si0,, 0-35% EtOAc B PE) ¢ monydennem yka3aHHOTO B 3aTOJIOBKE COCTUHCHUS B BHJIE KEITOTO
TBepIoro BemecTna (89 mr, 62%).
'H SIMP &y (500 MI'u, CDCly) 6.88 (t, J=7.0 T'u, 1H), 6.76 (dd, J=9.5, 2.9 T, 1H), 4.65-4.61 (m, 2H),
2.94 (m, 2H), 2.61-2.41 (m, 3H), 2.26 (t, J=2.4 I'y, 1H), 1.46 (dd, J=8.5, 5.4 T'u, 2H), 1.25 (dd, J=8.5 I', 2H),
1.20 (t, J=6.4 Tu, 3H). LCMS (Meton F): 1.67 mun (357.2, MH").
[pumep 30. 5-@rop-2-(7-dTop-4-(3-fiogonpon-2-uH-1-mm)-3-0kco-3,4-gurunpocnupo-[0en3o[b][ 1,4 ]ok-
caszuH-2,1'-uukionponaH|-6-un)U30uHI0IUH-1,3-1noH
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Hurpar cepebpa (2,58 mr, 0,015 mmonsb), a 3arem N-tioncykiuaumug (35,9 mr, 0,160 MMoIb) 106aBIIsIIH K
pactBopy Ilpumepa 5 (60 mr, 0,15 mmoins) B 6e3Bogaom DMF (0,3 min). PeakmoHHYI0 cMECh OCTaBIISLTH IS
NPOTEKaHUs! PeakLK TP KOMHATHON TemIiieparype B TedueHue 4 4. K peakipionHol cmecu 100aBisui Boay (3
MIT), HachIeHHbIH paccon (0,5 mi) u EtOAc (3 M), u ciou pasnensiin. Bogssrii cioit skcrparupoBamu EtOAc
(2%3 mm).

OOBeHEeHHBIE OpraHrYecKre ciion npoMbiBasin HackeHHBIM NaHCO; (3 M) u coneBbIM pacTBopoM (3
MiT), cymmid Hax MgSO, 1 KOHIIEHTPUPOBAIH B BAKYyMe C TIOyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHHUS B
BUJI€ TBEPJOTO BEIIECTBA CBETIIO-XKEIITOTO I[BETA.

'H SIMP &y (500 MI', CDCl3) 8.00 (dd, J=8.3, 4.3 ', 1H), 7.67 (dd, J=6.9, 2.2 T'u, 1H), 7.49 (td, J=8.6,
2.3 T, 1H), 7.07 (d, J=6.7 I'u, 1H), 6.84 (d, J=9.6 I'y, 1H), 4.80 (s, 2H), 1.49 (dd, J=8.5, 5.4 I'u, 2H), 1.28 (dd,
J=8.4,5.4 T, 2H). LCMS (Metox D): 9.34 mum (521.1, MH").

[Tpumep 31. (Z)-7-D1op-6-((3-okcorerparunpo-1H,3H-[1,3,4]tnanuazono3,4-a]mupuaasun-1-
WIHJIEH )aMUHO )-4-(TIpori-2-uH- | -um)crmmpo[ 6en3o[b][ 1,4]okcasnn-2, 1 '-nukmonponan]-3(4H)-on

o]
A
N__$ =
v
N N._O

IIpomexyrounoe coequnenue 4 (100 mr, 0,414 mmons), ruapokapoonat Harpus (119 mr, 1,42 MMoib) U
THF (2 mut) noGaBmsuin B KpyriogoHHYI0 K00y oobemoMm 10 mur. Konby oxmaxmanu qo 0°C, morpyxas ee B
NeasHyo 0aHI0, M TIPOAYBAIHM a30TOM. 3aTeM 1o KarmiM go0asisutd Tnodocred (0,034 mi, 0,45 MMonb). 3aTem
PCaKIMOHHYIO CMECh OCTABJISUIM HarpeBaThCsl 10 KOMHATHOW TeMIIEpaTyphl, a 3aTeM JaBajld IPOTEKaTh PEaKIun
B TeueHue 2 4. 3aTeM 100aBIsUTN JUTHIPOXJIOpH] rekcaruaponupuaaszuna (71,1 mr, 0,447 MMoib) U peakuun
MO3BOJISUTH MPOTEKAaTh B TeueHue 1 4. 3areM Kk peakimoHHON cmecu no6aemsuin THF (2 mi) u tpudocren (181
mr, 0,609 MMOJIB) M peakIyH MO3BOJIBIIM poTeKkaTh B TeueHue 18 4. K peakunonHo# cmecn nobasinsum Boay (10
MJI) B CITOM pazaersuid. Bomusriid cioit sxcTparupoBaim EtOAc (3x10 mi1) u 00beIMHEHHBIE OPTAHUIECKUE CIION
CYIINIIHN, UCTIONB3Ys 6e3B0oHBIN Na,SOy4, 1 KOHIEHTPHPOBAIM NPH HOHMKEHHOM JaBJICHHUH C MOJy4eHHeM Oec-
nBetHoro macna. Celpol octatok ounmiainu xpomarorpagueit (SiO,, 0-25% EtOAc B PE) ¢ monmyuenunem yka-
3aHHOTO B 3aTOJIOBKE COSAMHEHHS B BUE XKEITOTO TBepAOTO BemecTa (57 mr, 35%).

'H SIMP 8y (500 MI', DMSC-dg) 7.01 (d, J=10.5 T'u, 1H), 6.91 (d, J=7.9 T'u, 1H), 4.72 (d, J=2.3 Ty, 2H),
3.81-3.73 (m, 2H), 3.73-3.64 (m, 2H), 1.89-1.79 (m, 2H), 1.79-1.65 (m, 2H), 1.30 (dd, J=8.3, 5.3 I'u, 2H), 1.26
(dd, J=8.3, 5.2 Ty, 2H). LCMS (Metox F): 1.97 mun (401.2, MH").

[Tpumep 32. 3-(7-®top-3-okco-4-(npon-2-uH-1-mn)-3,4-muruapocnupo[6enzo[b][ 1,4 ]okcazun-2,1'-
[UKJIOTIPOTIaH |-6-1)-6-(Tpud Topmerrn)mupumuana-2,4(1H,3H)-auon

.
FaCa O /
H\’\ETTI:[N O
IIpomexyrounoe coeamaenue 4 (80 mr, 0,33 mmons), Ilpomexyrounoe coemunenue 23 (81 wmr, 0,39
MMOJIb) U YKCYCHYIO KHUCJIOTY (3,3 Mi1) MOOaBISIM B KPYIVIOAOHHYIO KOJIOy oObemMom 10 mi. PeakimonHyro
cMmech HarpeBasn 10 120°C B TeueHue 2 4. PeakIMOHHYIO CMECH OCTaBIISTM OXJIQXKIAThCS 10 KOMHATHOM TeM-
neparypsl U paz0aBisui Bogoit (5 mir), n cMeck akctparupoBanu EtOAc (3x10 mir). O0beAnHEHHBIE OpraHnye-
CKH€ BEIECTBA MMPOMBIBAIIM HACHIIEHHBIM BOIHBIM pacTBopoM NaHCO; (10 M) u HackIieHHBIM paccosioM (10
M), ey Hax MgSO4 1 KOHIIEHTPUPOBATM TIPH ITOHIDKSHHOM JAaBJICHUH C TIOIYYEeHHEM yKa3aHHOTO B 3aro-
JIOBKE COCIMHEHUS B BUIE KOPHYHEBOTO TBepaoro Bemiectsa (119 mr, 89%).
'H SIMP 8y (500 MTI', DMSO-de) 12.77 (s, 1H), 7.38 (m, 1H), 7.14 (d, J=9.8 T'n, 1H), 6.35 (s, 1H), 4.64
(q, J=18.0 'y, 2H), 3.28 (d, J=2.1 'y, 1H), 1.33 (m,4H).
ITpumep 33. 3-(7-®rop-3-okco-4-(pon-2-un-1-un)-3,4-nuruapocnupo[ 6enzo[b][ 1,4 ]okcasun-2,1'-
UKJI00yTaH |-6-m)-6-(TpudTopmerrin)nupumuani-2,4(1H,3H)-1non

Pz
g
7
HN\n/N N.__O
I 1 X
F OE
[Tony4anu B COOTBETCTBUH C IKCIIEPUMEHTAIBLHOW METOAUKOMN, MpUMEHsieMoi Asisi mpumepa 32, ¢ UCTOJb-

3oBaaneM [Ipomexxyrounoro coemumuenuss 17 (0,050 r, 0,19 MMonb), YKCyCHOW KHCIOTHI (2 MI) U 2-
(mameTtnnamuHO)-4-(TpudTopmetin)-6H-1,3-okcazun-6-ona (0,048 r, 0,23 mmoins). Xpomarorpadus (SiO,, 0-
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33% EtOAc- B PE) ocraTka obecrieunia rmojay4eHrne yKa3aHHOTO B 3ar0JIOBKE COEMHEHHS B BHJIE KpeMooOpas-
Horo Macna (0,04 T, 49%).

'H SIMP &y (500 MI', CDCl;) 9.61 (s, 1H), 7.02 (d, J=6.8 I', 1H), 6.97 (d, J=9.7 T'u, 1H), 6.29 (s, 1H),
4.67 (d, J=3.9, 2.5 I'n, 2H), 2.75-2.62 (m, 2H), 2.44-2.32 (m, 2H), 2.28 (t, J=2.5 I'n, 1H), 2.04-1.90 (m, 2H).
LCMS (Meton B): 3.01 mun (422.4, MH)).

[Tpumep 34, 3-(7-®top-3-okco-4-(npon-2-uH-1-mn)-3,4-muruapocnupo[6enzo[b][ 1,4 ]okcazun-2,1'-
UKIIOTIPOTIaH |-6-1)- 1 -MeTmin-6-(tpudropmernn)mupumuana-2,4(1H,3H) mnon

p

FaC O /

YT
O¢ o

Coenunenne mo [Ipumepy 32 (80 mr, 0,33 mmons), kapboHaTt kamus (100 mr, 0,726 MMoIb), HoAMETaH
(90,0 Mk, 1,45 mmone) 1 DMF (2,9 mi1) 106aBisuii B KpyriiofoHHYIO Kos0y oobemom 20 M. KonOy 3akpeiBa-
JIM Pe3MHOBOW MEeMOpaHOl M peakIMOHHYI0 CMECh OCTABIISUH JUTS MPOTEKAHMs PEAKIMX P KOMHATHOH TeMIte-
parype B Teuenue npubmmsntensHo 18 4. K peakumonHoit cmecn no6asimsmn Bogy (30 min) 1 DCM (20 mi), n
ciou pasnensiid. Bognbri cioit skctparupoBanu 3x20 ma DCM, n o0bequHEHHBIE OpTaHUIECKHUE CIION TPOMBI-
Bayn Bozo# (20 mu), cymmnm Hag Na,SO, M KOHIEHTPHPOBAIH TIPH MOHI>KEHHOM JIaBJICHHUH C MTOJYYEHHEM yKa-
3aHHOTO B 3aT0JIOBKE COCAMHEHI B BUE OEIOro TBepA0ro BemecTsa (76 mr, 62%).

'"H SIMP 8y (500 MI'u, DMSO-dg) 7.37 (d, J=7.0 Ty, 1H), 7.17 (d, J=9.9 ', 1H), 6.60 (s, 1H), 4.62 (m,
2H), 3.43 (s, 3H), 3.31 (t, J=2.4 T'n;, 1H), 1.39-1.28 (m, 4H). LCMS (Metozx F): 1.86 mun (424.1, MH").

ITpumep 35.

CoequHEHME M0 CIEIYIOMEMY NPUMEPY TOJTydall ¢ UCIOIb30BaHUEM OOIIEro crocoda, OMMCaHHOTO I
npuMepa 7, U3 COOTBETCTBYIOMIETO MPOMEKYTOUHOTO COCTUHEHHMS 1 IPOU3BOIHOTO aHTUAPHIA:

Mpumep Ne CoexuHenne 'H NMR/LCMS

35 2-(7-@mop-6-(5-pmop-1,3- (500 MI'y, DMSO-db):
OUOKCOU3OUHOOAUN-2-UU]T)-3- 6 12.92 (s, 1H), 8.10 (dd, J = 8.3, 4.6
okcocnupofoensofbjf1,4]- Ty, 1H), 795 (dd, J = 74, 2.3 I'y,
okcasun-2,1"-yuxnonponanf- | 1H), 7.82 - 7.77 (m, 1H), 7.47 (d, J =
4(3H)-u)nponanosas 7.0y, 1H), 723 (d, /= 9.8 'y, 1H),
Kucioma 494 (q, J=72Tn, 1H), 1.49(d, J =

o 7.0 T, 3H), 1.38 - 1.19 (m, 4H).
O
F Me\HkOH LCMS (Meton D): 8.18 mun (429.1,
ool
O
F O

[pumep 36: 5-@rop-2-(7-prop-4-(okcupaH-2-uameTnn)-3-0kco-3,4-muruapocnupo|oenzo-[b][1,4]okca-

3UH-2, | '-IUKIIOTIPOTIaH |-6-11) U30MHAO0IHH- 1 ,3- THOH
0
o
F
oG
F 0

N,N-Tumonponmwmtuiaamud (0,765 mi, 4,39 MMoib) 100aBIsIH K pacTBOpy [IpoMexyTOYHOTO COeHHe-
Husg 30 (193 wr, 0,732 mmons), HATU (835 wmr, 2,20 mMons) u 4-¢propdranesoit kuciotsr (135 mr, 0,732
mmoinbs) B DCM (5 min). CMmeck nepeMeInnBaiy pu KOMHATHOW Temmeparype B TeueHue 18 4. PeakumoHHyro
cmeck pazdasismt DCM (10 mun) u no6asisumu k Boge (10 mi), 1M Boan. HCI (4 M) m HacklieHHOMY paccoiry
(2 mun). Crom paszensiiia ¥ BOAHBIN cioid akcTparupoBain DCM (3x10 mi). OO0benquHEeHHbIE OpraHUIeCcKIe Be-
mectBa npombiBanu 1M BogH. HCI (2x5 mi), cymmm Hag MgSO4 M KOHIIGHTPHPOBAIH B Bakyyme. OcTaTok
OYMINAIHA KOJIOHOYHOU Xxpomatorpadueii (SiO,, 0-60% EtOAc +1% NEt; B PE) ¢ momyueHneM yka3zaHHOTO B
3aroJIOBKE COCMHCHUS B BHJIC HE COBCEM 0elioro TBepaoro Beriectsa (52 mr, 17%).

'H SIMP 8y (500 MI'u, CDCl3) 7.98 (dd, J=8.3, 4.4 I'u, 1H), 7.64 (dd, J=6.9, 2.2 T'u, 1H), 7.48 (td, J=8.5,
2.3 T'n, 1H), 7.25 (d, J=7.0 'y, 1H), 6.82 (d, J=9.6 ', 1H), 4.64 (dd, J=15.3, 2.4 I'y, 1H), 3.51 (dd, J=15.3, 6.4
I'm, 1H), 3.23 (m, 1H), 2.86 (t, J=4.4 ', 1H), 2.66 (dd, J=4.6, 2.6 I'y, 1H), 1.38-1.23 (m, 4H). LCMS (Meton
D): 8.75 mun (413.1, MH").

ITpumepsnr 37-38.

CoenuHEHHS 10 CIEAYIONNM IpUMepaM IMOTydald ¢ HCIOJIH30BAaHHEM OOIIEro crocoda, OMMCAaHHOTO B
npumepe 31, u3 COOTBETCTBYIOMETO [IpOMEKYTOUHOTO COSAMHEHHUS:
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Mpumep Ne

CoeauHenne

H NMR/LCMS

37

(Z)-4-(L{uknonponuimemu,)-
7-pmop-6-((3-
oxkcomempazuopo-1H,3H-
[1,3,4]muaouasonof3,4-aj-
nupuoazun-1-
uauden)amuio)-
cnupof6ensofb][1,4]oxcazun-
2,1"-yuknonponan]-3(4H)-on

(500 MI', DMSO-d):
$6.99(d,J=80TIm, 1H), 6.97(d, J=
10.5 Ty, 1H), 3.82 (d, J = 6.9 Ty,
2H), 3.77 - 3.72 (m, 2H), 3.72 — 3.62
(m, 2H), 1.87 — 1.79 (m, 2H), 1.78 —
1.71 (m, 2H), 1.28 — 1.24 (m, 2H),
1.23 — 1.19 (m, 2H), 1.16 — 1.09 (m,
1H), 0.50 — 0.42 (m, 2H), 0.35 — 0.28
(m, 2H).

LCMS (Meron F): 2.05 mun (417.2,

e
G
LG

MH").

38

Memun (2)-2-(7-pmop-3-
0KC0o-6-((3-0KComempazuopo-
1H,3H-
[1,3,4]muaouazonof3,4-aj-
nupuoasun-1-
UAHOEH)AMUHO)CRUPO-
[6ensofb][1,4]okcazun-2,1'-
uuxionponan]-4(3H)-

wi)nponanoam

o
Q S Mew)J\

Y

| OMe
N: : :N 0]
F OE

(500 MT't;, DMSO-db):

§7.02(d, J= 104 I'y, 1H), 6.90 (d, J
=78 Tu, 1H), 5.10 (g, J = 6.9 I'y,
1H), 3.77 - 3.71 (m, 2H), 3.68 (td, J =
5.8, 1.4 I'y, 2H), 3.62 (s, 3H), 1.86 —
1.79 (m, 2H), 1.78 — 1.71 (m, 2H),
147 (d, J= 69T, 3H), 1.31 - 1.16
(m, 4H).

LCMS (Merton F): 1.96 mun (449.1,
MH").

ITpumepsr 39-43.

COC,HI/IHCHI/ISI o cjaeaAyrmuM mnpuMepam nojydajau C¢ UCIIOJIb30BAHUEM 06HICI‘O cnoco6a, OIIMCAHHOT'O B

npumepe 34, u3 coorBercTByIONIero ITpoMexxyTouHOro COeAMHEHNsI U AJIKUITaJIOreHIA!

Ipumep Ne

Coeaunenue

'"H NMR/LCMS

39

3-(4-(Huraonponuaimemu.)-
7-¢pmop-3-oxco-3,4-
ouzuopocnupofbensofbf[1,4]-
okcazun-2,1'-yuxnonponarn-
6-u1)-1-memu-6-
(mpupmopmemu.)-

nupumuoun-2,4(1H,3H)-

(500 MI'n, CDCl3):

56.83 (d, /=95 Ty, 1H), 6.64 (dd, J
=83, 67 I'y, 1H), 637 (d, J = 3.1
Iy, 1H), 5.31 - 5.20 (m, 1H), 3.72 (d,
J=122Tu, 3H), 3.58 — 3.54 (m, 3H),
1.61 (d, /= 7.2 Twy, 3H), 1.55 — 1.49
(m, 2H), 1.41 — 1.20 (m, 2H)
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LCMS (Meton C): 3.30 mun (472.0,
MH").

40 Memun 2-(7-¢pmop-6-(3- | (500 MI'y, DMSO-ds):
Memuit-2,6-0U0KCo-4- 8749(d,J=7.1Tu, 1H), 7.12(d, J =
(mpugpmopmemun)-3,6- 9.9 I'y, 1H), 6.60 (s, 1H), 3.83 — 3.65
ouzuoponupumuoun-1(2H)- (m, 2H), 343 (s, 3H), 1.29 (dd, J =
ui)-3- 7.8, 4.6 'y, 4H), 1.10 (tt, /= 7.8, 4.3
okcocnupofeenso[b]f1,4/- T'w, 1H), 0.47-0.44 (m, 2H), 0.34-0.31
okcazun-2,1'-yurronponanf- | (m, 2H).
4(3H)- LCMS (Meton C): 3.55 muH (440.1,
u1)nponanoam MH").

o}
HCWO Me\Hk ol
Me/N\ﬂ/NIjN o)
§LE

41 3-(7-®mop-3-oxco-4-(npon-2- | (500 MI', DMSO-dbs):
un-1-un)-3,4-ouzudpocnupo- | 5744 (d,J=7.0Ty, 1H), 7.19(d, J=
[6enso[b][1,4]okcazun-2,1'- 9.9 T'y, 1H), 6.69 (s, 1H), 4.74 — 4.50
uukionponan]-6-un)-1-(npon- | (m, 4H), 3.45 (t, /= 2.3 I'y, 1H), 3.30
2-un-1-u)-6- (t, J =24 Iy, 1H), 1.37 — 1.30 (m,
(mpudpmopmemun)- 4H).
nupumuoun-2,4(1H,3H)- LCMS (Meton F): 1.82 mun (446.1,
OuoH MH).

SN
\\\/N\H/N N._.O
42 Memun 2-(3-(7-¢pmop-3-oxco- | (500 MI', DM SO-dk):

4-(npon-2-un-1-un)-3,4-
ouzudpocnupoféensofbj[1,4]-

§7.39(d,J=7.0Tu, 1H), 7.19(d, J =
9.9 Ty, 1H), 6.76 (s, 1H), 4.86 — 4.53
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okcazun-2,1'-yurionponan]-
6-un1)-2,4-0uoxco-6-
(mpupmopmemu.)-3,4-
ouzuoponupumuoun-1(2H)-
ur)ayemam

=
FiCas Z

N.__N N . _O
MeOLO\[O]/F:OiOE

(m, 4H), 3.71 (s, 3H), 3.31 (t, /=23
T'w, 1H), 1.41 — 1.25 (m, 4H).

LCMS (Meron F): 1.79 mun (482.1,
MH").

43 3-(7-®mop-3-okco-4-(npon-2- | (500 MI'y, DMSO-ds):
un-1-un)-3,4- 8§741(,J=71Tu, 1H), 717 (d, J=
ouzuopocnupofoensofbj[1,4]- | 9.8 I'y, 1H), 6.60 (s, 1H), 471 — 4.33
okcazun-2,1'-yuxnonponanf- | (m, 1H), 3.86 — 3.68 (m, 2H), 1.75 —
6-uj1)-1-nponui-6- 1.54 (m, 4H), 1.38 — 1.29 (m, 4H),
(mpudpmopmemu.)- 0.89(t,J=7.4Tu, 3H).
nupumuoun-2,4(1H,3H)- LCMS (Metox F): 2.00 mun (452.1,
ouon MH").
-~
japeet
[Tpumep 44. 2-(7-Dr1op-3-okco-4-(pon-2-uH-1-un)-3,4-muruapocmnupo[6enso[b][ 1,4 ]okcazun-2,1'-

UKJIOTpoIIaH |-6-mwi)terparuapo- 1 H-muppoino|[ 1,2-clumunazon-1,3(2H)anon
0 Z
F 0

N,N'-Kapoonunnuumuaazoit (296 mr, 1,83 MMomb) 100aBIIsIH K pacTBOpY [IpOME)yTOTHOTO COSAMHEHUS
4 (150 wmr, 0,609 mmonb) u TpudTHIamMuHa (0,127 M, 0,914 mmons) B MeCN (10 mur). PeakninonHyro cMech Ha-
rpeBasi ipu 80°C B Teuenue 1 4. 3atem gobasmsuin DL-niposmn (70,1 Mr, 0,609 MMOJIB) B peakImuio MpoIoJKa-
i ipu 80°C B TeueHue 2 4. PeakIMOHHYIO CMECh OCTaBIISIIN OXJIAXKAATHCS 10 KOMHATHON TeMIepaTyphl, BHUIH-
Banu B 1M Bomu. HCI, u skctparupoBaiim EtOAc (3x20 mur). Opranudeckne BeniecTBa cymmin Hax MgSOy u
KOHIICHTPUPOBaIH B BakyyMme. ChIpoii ocTaTok pacTBopsuid B anokcane (5 mut) u gobasmsumm HCI (4M pacrtBop
muokcana, 0,30 mur, 1,22 mmons). PeaknmonHyto cMech HarpeBanu npu 70°C B TeueHue 2 4. PeakumoHHYyIO
CMECh OXJIAXKJAIM 10 KOMHATHOW TeMIlepaTypbl M KOHIIEHTPHPOBaIM B BakyyMme. CHIpOH OCTAaTOK OYHIIAIIH
xpomarorpacgueii (SiO,, 0-50% EtOAc B PE) ¢ nmonyyeHneM yka3aHHOTO B 3ar0JIOBKE COCAMHEHUS B BHJE Oelo-
ro TBepaoro BemecTsa (52 mr, 23%).

'H IMP &} (500 MI'u, DMSO-dg) 7.37 (d, J=7.0 T, 1H), 7.17 (d, J=10.0 ['ny, 1H), 4.74-4.60 (m, 2H), 4.45
(t, J=8.3 I'y, 1H), 3.61-3.52 (m, 1H), 3.33 (s, 1H), 3.31 (t, J=2.3 I'u, 1H), 3.25 (ddt, J=10.9, 8.5, 3.9 T'u, 1H),
2.21 (s, 1H), 2.11 (d, J=10.4 T'm, 1H), 2.10-2.01 (m, 1H), 1.35-1.28 (m, 4H). LCMS (Meton C): 2.93 mun
(370.1, MH").

[Tpumep 45. 2-(7-®top-3-okco-4-(npon-2-uH-1-mn)-3,4-muruapocnupo[6enszo[b][ 1,4 ]okcazun-2,1'-
I_II/IK.HOHpOHaH]-6—I/IH)TeTpaFI/I,£[pO—1H-I/IMI/I,I[aSO[S 1-c][1,4]okcaszun-1,3(2H)aron

SN
rﬁfv

Ipomexxyrounoe coeauuenue 4 (50,0 mr, 0,203 mmons) u 6e3Bonusiii THF (2 mum) noGapnsiim B Kpyriio-
JIOHHYIO KOJIOy o0beMoM 5 mit. KonOy 3akpeiBaiy pe3anHOBOW MeMOpaHOH 1 MPOAYBalK a30TOM Iepea no0aBe-
HueM TpudTHinamuHa (0,059 mi, 0,42 MMois) u Tpudocrena (63,3 mr, 0,213 MMmoib, B BUsie pacTBopa B 6€3BOI-
HoM THF (0,4 mu1)) n peakMOHHYIO CMECh OCTABIISUTH JUIS IIPOTEKAHMS PEAKIMH B TEUCHHE 2 4 P KOMHATHOH
temmieparype. JJobaBnsaau 3-MmopdonuHkapOoHOBYI0 KHUCIOTY (32,0 Mr, 0,244 Mmons), 6e3Boaubiidi DCM (5 M)
u tpmytuiaamud (0,0590 mi, 0,426 MMOJIB) U PEaKIIMOHHYIO CMECh OCTaBIISUTH JIJISl IPOTEKAHUS PEaKIUU B Tede-
Hue 18 4 mpu KOMHATHOW TeMriepatype. Peaknmonnyto cmech nodasmsum B 1M Boana. HCI (20 M) m EtOAc (10
MIT), U CJIOM pa3aeisuti. Bomusiid cnoit skcrparuposanu EtOAc (3x10 mur), 00beTMHEHHBIC OPTaHUYCCKHIE CIIOH
CYIIHJIH ¢ uctonb3oBanueM MgSO, 1 KOHIIEHTPUPOBAIN B BaKyyMe C IOJIYICHHEM CHIPOTO KOPHIHEBOTO Macia.
Cripoii ocTatok pactBopsuid B auokcane (12 mui), mo6asmsumm HCI (4M pactBop B amokcane, 0,609 mu, 2,44

- 40 -



043615

MMOJIb) ¥ PEaKIIMOHHYI0 cMech HarpeBaiu npu 70°C B TeueHue 3 4. PeakIMOHHYIO CMeCh KOHIICHTPHPOBAIH B
BaKyyMe C MOJyYCHHEM ChIPOTO KOPHYHEBOTO TBEPOTO BemiecTBa. ChIPOi OCTATOK OYHUINAIH XpoMaTorpadueit
(Si0,, 0-60% EtOAc B PE) ¢ momy4yeHreM yKa3aHHOTO B 3ar0JIOBKE COCTMHEHHUS B BU/IEC HE COBCEM OENIoro TBEp-
noro BermecTsa (62 mr, 80%).

'H SIMP &y (500 MTI', DMSO-dg) 7.36 (d, J=6.5 T'ny, 1H), 7.18 (d, J=10.0 I'u, 1H), 4.73-4.59 (m, 2H), 4.54
(dd, J=8.7, 4.3 T'u, 1H), 4.19 (dd, J=10.8, 4.5 T'u, 1H), 3.96-3.85 (m, 2H), 3.68-3.38 (m, 2H), 3.31 (t, J=2.4 'y,
1H), 3.20 (td, J=13.4, 4.0 Ty, 1H), 1.38-1.27 (m, 4H). LCMS (Metox F): 0.96 mun (386.1, MH").

[Tpumepsnr 46-52.

CoeHEeHHS TI0 CIICIYIONIMM TIPHMepaM IONIyYald ¢ UCIOJIb30BaHUEM OOIIero crocoba, OMMCaHHOTO B
IIpumepe 45, u3 cooTBeTCTBYOMEro [IpOMEXyTOYHOTO COSTUHEHMSI M TPOU3BOTHOTO AMHHOKHCIIOTHI:

un-1-u1)-3,4-
ouzuopocnupofoenszo[bf[1,4]-
okcazun-2,1'-yuxionponanf-
6-
un)mempazuopoumuoasofl, -
afnupuoun-1,3(2H,5H)-

ouon

Mpumep Ne Coenunenne '"H NMR/LCMS

46 2-(4-(Huxronponuamemui)- | (500 MI'u, DMSO-ds):
7-pmop-3-okco-3,4- 6747(d,J=72Tu, 1H),7.12(d,J=
ouzudpocnupofoensofbff1,4]- | 10.0 'y, 1H), 538 (s, 1H), 4.58 (s,
okcasun-2,1'"-yuxronponanj- | 1H), 3.87 —3.68 (m, 3H), 3.09 (d, J =
6-u1)-6- 11.6 Ty, 1H), 2.54 (t, /= 5.6 'y, 1H),
zuopokcumempazuopo-1H- 2.09 (s, 1H), 1.36 — 1.04 (m, 6H),
nupponofl,2-clumuoazon- 0.55 — 0.41 (m, 2H), 0.40 — 0.26 (m,
1,3(2H)-ouon 2H).
HO o KA LCMS (Meron F): 1.55 mun (402.2,

Q;ﬁ O o
FIZL
47 2-(7-®mop-3-okco-4-(npon-2- | (500 MI', CDCl3):

§7.05(d,J=6.8 'y, 1H), 6.79 (d, J=
9.7 T, 1H), 4.66 (d, J = 2.5 I'y, 2H),
433 - 421 (m, 1H), 4.05 - 3.93 (m,
1H), 2.94 (td, J = 12.5, 3.6 Ty, 1H),
2.38 — 2.24 (m, 2H), 2.08 (d, J = 7.0
Iy, 1H), 1.81 (d, J = 11.4 T, 1H),
1.65-1.56 (m, 3H), 1.48 — 1.40 (m,
2H), 1.30 — 1.18 (m, 2H).

LCMS (Metorn C): 3.14 mun (384.1,
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‘Z]/FDioE

MH").

48 2-(4-(HQuxknonponuamemus)- | (500 MI'u, DMSO-db):
7-¢pmop-3-oxco-3,4- 6748 (d, /=711y, 1H),7.14(d, J=
ouzuopocnupoféenso[bj[1,4]- | 10.0 T'y, 1H), 4.53 (s, 1H), 4.19 (s,
okcazun-2,1'-yurnonponanf- | 1H), 3.94 — 3.88 (m, 2H), 3.86 — 3.75
6-ur) mempazuopo-1H- (m, 2H), 343 (td, J =117, 3.2 I'yy,
umuoasofs,1-cJf1,4Joxcasun- | 1H), 3.20 (td, J = 13.4, 4.0 'y, 1H),
1,3(2H)- 1.34 — 1.10 (m, 6H), 0.50 — 0.45 (m,
ouon 2H), 0.38 — 0.34 (m, 2H).

o] 0 KA LCMS (Meron F): 1.66 mun (402.2,
&}};ﬁ O
¥ L

49 Memun 2-(6-(1,3- | LCMS (Meron F): 1.50 mun (434.1,
ouoxcomempazuopo-1H- MH).
umuoasofs,1-cfJ[1,4Joxcazun-
2(3H)-un)-7-¢pmop-3-
okcocnupofoenzofb][1,4]-
okcasun-2,1"-yuxionponan|-
4(3H)-
wi)nponanoam

(0]
{ijﬁ*\(p Me\rJ\OMe
NW/N N._O
F XK
50 2-(6-(1,3- (500 MI', DMSO-ds):

Muoxcomempazuopo-1H-
umuoasofs,1-cJ[1,4Joxcazun-
2(3H)-un)-7-¢pmop-3-
okcocnupofoensolb][1,4]-

§7.49(d,J=7.0Tw, 1H), 7.25(d, J =
9.9 T, 1H), 5.02 (s, 2H), 4.57 (tt, J =
14.6, 7.5 Ty, 1H), 4.23 (dd, J = 10.7,
4.7 T, 1H), 3.99 — 3.85 (m, 2H), 3.67
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okcazun-2,1'-yuxionponan]-
4(3H)-

ui)ayemonumpu.
SSINe
NYN Nr O
BoNs

F O

—3.38 (m, 2H), 3.28 — 3.15 (m, 1H),
1.47 — 1.29 (m, 4H).

LCMS (Meron F): 1.48 mun (387.1,
MH").

2-(7-Omop-4-(3-memunbym-
2-en-1-uir)-3-0xco-3,4-
ouzuopocnupofbensofbj[1,4]-
okcazun-2,1'-yuxionponan]-
6-ust) mempazuopo-1H-
umuoasofs,1-cf[1,4Joxcazun-
1,3(2H)-

OUOH

Ot L
g

(500 MI'y, DMSO-dk):
§7.19(d,J=6.9 T, 1H), 7.13 (d, J =
10.0 I', 1H), 5.10 (t, J = 6.5 I'm, 1H),
4.63 — 439 (m, 3H), 4.19 (dd, J =
10.7, 4.4 T, 1H), 3.91 (dd, J = 11.5,
3.47Tw 2H), 341 (td, J=11.8, 3.1 I'y,
1H), 3.19 (td, J = 13.2, 4.0 Ty, 1H),
1.73 (s, 3H), 1.67 (s, 3H), 139 — 1.19
(m, 5H).

LCMS (Meroan F): 1.80 mun (416.2,
MH).

52

2-(4-(L{ukonponuiimemui)-
7-tpmop-3-oxco-3,4-
ouzudpocnupofbensofb][1,4]-
okcazun-2,1'-yuxionponan]-
6-ust) mempazuopo-1H-
nupponofl,2-cJumuoason-

1,3(2H)-ouon
O 2N
[ ws
O
F O

LCMS (Meron F): 1.73 mun (386.2,
M)

53

2-(7-Dmop-3-okco-4-(npon-2-
un-1-u)-3,4-
ouzuopocnupoféenso[b][1,4]-

(500 MT 1y, DMSO~ds):
§733(d,T=6.6Tu, 1H), 7.18 (d, T =
10.0 T, 1H), 4.66 (s, 2H), 4.43 (s,

oKkcasun-2,1'-yuriionponan-
6-u1) mempazuopo-1H-
umuoasofs,1-cj[1,4]muazun-

1,3(2H)-ouon
S .
SN
7fN N ]
¥ LG
F o)

1H), 4.29 (dt, J = 13.2, 2.8 T'y, 1H),
332(t, 1 =24 T 1H),3.13 (td, ] =
13.3, 29 T, 1H), 3.01 — 2.94 (m,
1H), 2.80 — 2.71 (m, 1H), 2.69 — 2.62
(m, 2H), 1.36 — 1.28 (m, 4H). LCMS
(Meron F): 1.71 mun (402.2, MH").

CpaBHHTEBHBIA  TIpUMED.

3-(7-®Top-3-okco-4-(npon-2-un-1-mn)-3,4-guruapocnupo[6enszo-[b][ 1,4]Jok-

caszuH-2,1'-mukonponat]|-6-un)-1,5-1uMeTnn-6-Tuokco-1,3,5-rpuazunan-2,4-mmoH

SY,LYO

/

_N_N N0
¥ LT

Tpuxnopmermnxiaopdopmuar (36 mxi, 0,30 Mmoip) gobasmsu K pactBopy [IpomexyrodHoro coenune-
HuA 4 (66 mr, 0,27 MMoIb) B Toityoste (2,5 Mir) M peakIMOHHYI0 cMech HarpeBanu a0 110°C B Teuenue 6 4. Pe-
aKIIMOHHYIO CMECh KOHIIEHTPHPOBAIN B BaKyyMe M OCTaTOK IOBTOPHO pacTBOPsUIM B Tosryoste (2,5 mi). Hobas-
msum N,N'-mumermntuomoueBuny (34 wmr, 0,32 mwmonb), TpudtwiamuH (37 wmxi, 0,27 mmone) m N,N'-
KapOoHMIIMuMuaason (87 mr, 0,54 MMonb) n peakuoHHy0 cMech HarpeBain 1o 80°C B Teuenue 18 4. [Tocne
OXJIKJICHUS JI0 KOMHATHOH TeMIIepaTyphl pEaKIIMOHHYIO0 cMeCh pacnipeaensuim Mexay EtOAc u Bogoii. BoaHbrit
cioit axcrparupoBanu EtOAc (x3). O6bennnennsie cion EtOAc npomeiBanu (BoxHblit pactBop NaHCO;, 3atem
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paccom), cymmnn (MgSOy4) 1 KoHIEeHTpHpoBan B BakyyMme. OcTtaTok ouninany xpomarorpagueit (SiO,, 0-40%
EtOAc B PE), u yka3aHHOE B 3aroJIOBKE COCIMHCHHUC BBIACISUIA B BHJC JKEITOTO TBEPAOTO BelecTBa (54 Mr,
50%).

'H SIMP &y, (500 MI'ni, CDCl3) 7.10 (d, J=6.8 Ty, 1H), 6.85 (d, J=9.6 ', 1H), 4.67 (d, J=2.5 ', 2H), 3.82
(s, 6H), 2.31 (t, J=2.5 I', 1H), 1.51 (dd, J=8.5, 5.5 T'uy, 2H), 1.30 (dd, J=8.4, 5.4 I';, 2H). LCMS (Meton E):
1.91 mun (6€3 HOHHU3AIUH).

[Ipumep 54. MccrenoBanue TepOUITMIHON aKTUBHOCTH COSTUHEHHH 110 N300PETCHHUIO

CoeauHeHHs TIOJIBEPTalii CKPUHUHTY MpH Tpex KoHneHTpamusx (0,2, 1 u 5 kr/ra) npoTuB 2 BUIOB COPHS-
koB (Stellaria media - 3Be3quaTka u Lolium perenne - TureBesr MHOTOJICTHH ).

CeMeHa BBICEBAJIH B TUCHKH 96-TTYHOUHBIX JIOTKOB (4-6 ceMsH Ha sdelKy). JInsa aHanm3a, mpoBOIUMOTO JI0
MOSIBIICHUS BCXOJIOB, 75 MKJI CYCHCH3UH TECTHPYEMOT0 COCAMHCHUS B YKa3aHHBIX BBIIIC J03aX BHOCHIIU HA TO-
BEPXHOCTbH TOYBHI 4uepe3 1 JeHb mocie mocesa. [l aHamu3a, MPOBOJAUMOTO MOCTIC MOSBICHUS BCXOIOB, paccaiy
ornpbickrBaiy 200 MKJI CyCTIEH3MH TECTHPYEMOTO COCIMHEHHMS Yepe3 JIBE HeJleH Ioce rmocesa. Vcrnonbp3yemblid
coctaB couepxkuT 25% anerona u 75% Boane1/0,01% Tween 20.

Kaxmyro 006paboTky ny0OimpoBaimu Tpu pa3a. PacTeHus copepikaid B CTCKISTHHOHN Terumuie (HEKOHTPOIH-
pyeMble YCIIOBUSI) U OTICHUBAIIN Yepe3 7 AHel mocie 00padboTku. HeGombimoe KoIMIecTBO COSAMHEHU TECTHPO-
BaJIM B NICPBOM HCITBITAHUH. Pe3ylbTaThl IepBOro UCTIHITAHNS TIOKa3aHbI B Ta0I. 1. bombiee KommaecTBo coemu-
HEHHUH TECTUPOBAIIN BO BTOPOM HCIIBITAHIH. Pe3ymbTaThl BTOPOTO NCIBITAHUS IPUBEIEHBI B Ta0II. 2.

Orerka OblJIa OCHOBaHA Ha % KOHTPOJb pOCTa PACTCHHUHN B KaXI0# yHKe. JlaHHBIC TIpeACcTaBIeHBI B Ta0I.
1 u 2, rne A mpencTaBiseT MPOIEHTHHIN KOHTPOJb, cocTaBiustomuii 80-100%; B mpeacraBnseT mporeHTHBIN
KOHTPOJb, cocTaBiarouii 20-80%; C mpexacraisieT MponeHTHBIH KoHTponb Hivke 20% u D obo3HaudaeT, 9To
COCJITHCHUE HE TECTUPOBAIH MPH STON KOHIICHTPAIIHH.

Bce coeauHeHMs MoKa3aiu HEKOTOPYIO TepOUITUIHYI0 aKTHBHOCTh MMPOTUB YKa3aHHBIX BHJIOB COPHSIKOB.

Tabiuma 1
J10 mosiBJIeHUsI BCXOI0B Ilocjie mosiBJieHHSI BCXOA0B
Stellaria Lollium Stellaria Lollium
Mpumep\ kr/ra| 0,2 | 1 51021 51021 51021 5
CpaBHHTeIbHBI c c c c B Alc B B B B A
npuMep

1 C c|c|{B|B|B|C|B|B]|]C]|B A
2 B B|B|C|C|C|[B|B|B|C]|C C
3 B A|A|J]C | B|A|[B|B|B|B]|A A
4 A A|lA|lA|A|]A]|B]|B B|A | A A
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B

B

Tlocae nosiBeHHsI BCXOA0B

Stellaria

A|A|A|A

A|lA|A|A

Lollium

B

B

043615
Tabiuma 2

0,2

w

Z[O MOosIBJICHUSI BCX0A0B

Stellaria

0,2

B

Ilpumep\ kr/ra
npumMep

CpaBHuTENbLHBIH

w;

A
A
A

A
A
B
A

C
C
B
B
B
B
C
B
C
C
B
C
C
B
B
C
C
C
C

Al A|A
A|A|A
A|A|A
Al A|A
A|A|A
A | A
A|A|A]A
A|A|A
A|A|A
A|A|A
A|A|A

MmHorue u3 COCHHHCHI/IIZ IMoKa3aJiu MpeBOCXOAHYIO Fep6I/IHI/IL[HyIO AKTUBHOCTD IIPOTUB BCEX MOABCPIrHYTHIX

UCTIBITaHUIO BUIOB (mipumep 4, 8, 15, 18, 19, 26, 27, 28, 29, 31, 34, 39, 41, 43, 44 u 47).
R,

A|A|A|A
A|JAJA|A|A|[A|A|A]A|A
A|lA|A|A
A
o}
R5

X

B
B
B
B
B
A
D
D
D
D
D
R3
N
O
1011,
CR'R";

A|A|A|A|A

A|lA|A|A]|A
A|A|A|A|A
A|lA|A|A|A

B
B
D
D
D
D
D
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B
B
B

B
;I/I-N

~

A
A
A
A

AJAJAA|A[A|A|A]|A|A
-~

A|A|JA|A|A|A|A|A
A|JA]lA A A[A]A|A
A|A|A|A|A|A|A|A
AJAJA|A|A|A|A|A]|A|A

OOPMVIIA U30BPETEHUA

A
A
A
A
A
A

10
13
14
15
16
17
18
19
20
21
22
23
24
26
27
28
29
30
31
33
34
36
37
38
39
40
41
42
43
44
46
47
48
49
50
52

1. Coenunenne hopmyisl [V
R' HezaBHCHMO BBIGpaH 13
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rae R' u R'' BMecte ¢ atoMom yriaepoa, kK KOTOPOMY OHH TIPHCOSIHHEHBI, 0OPa3yIOT 5-9-uieHHYI0 OH-
MUKITHYCCKYIO MU MOHOIMKINYECKYIO TeTePOUUKIMIBHYIO TPYIIY, MPH 3TOM YKa3aHHas T'eTCPOIMKIMILHAS
TpyIIa SBIsSETCS HeoOs3aTeIbHO HEHACHIIIEHHON 1 MPH 3TOM yKa3aHHAs TeTePOUUKIIIFHAS TPYIIa COMSPKHUT
IO MEHBIIEH Mepe OJTMH aTOM a30Ta B KOJIbIE i He0Os3aTeIbHO 3aMelIeHa ot 1 1o 6 rpymmaMu R’;

rae === MpeACTaBIsIeT cO00H TMOO0 YrIepoa-yTiIepoIHyI0 TBOWHYIO CBS3b, OO YIIepoI-yIriepoaHyo
TIPOCTYIO CBSI3b;

=Y? npexcrasmsier coGoii =0 i =S;

X' HesaBucumo otcyrerByer mim Beiopan m3 NR'? u CR*R*;

X? HE3aBHCHMO OTCYTCTBYET MM TpesicTaBiseT coboit CR*';

KoJbIo B mpencrapnset coboii S- Wiu 6-wWICHHYIO TeTePOIUKIMIBHYIO TPYIIILY,

IIPHU 3TOM yKa3aHHAs TeTePOLUKIMIbHAS TPYIa HEoOsI3aTeIbHO KOHACHCUPOBAHA C 5- WM O-WICHHBIM
IMK/TOATKHIBHEIM HIIM TETEPOIHKIOANKHILHBIM KOIBIIOM H TIPH 9ToM rpyma R' Heobss3arensHo 3amerrena ot 1
10 5 rpymmamu R’;

R? HesaBHCHMO BeIOpaH u3 (C;-C,)ankmna, (C;-C4)ranoreHaikmuia U rajioreHa;

R? BeiOpaH u3 (C;-Cg)amkmma, (C,-Cq)ranoreHankmna, (Cs;-Cq)mknoankumna, (Cs-Cg)amkenumna, (Cs-
Cg)anKHHIIA, 4-6-9IeHHOTO reTepoukIoankina, (Cy-Cs)amkmen-OR " u (C,-Cs)ankmien-R*; rae R™ BeiGpan
13 [HaHo, 3-6-4JIeHHOTO TeTeponuKIoankimia, (Cs-Cq)ITUKI0aTKIIA U COlesa;

R’ u R’ BMecTe ¢ aTOMOM yriiepo/a, K KOTOPOMY OHH TPHCOCIHHEHbI, 06Pa3yloT MHKIMYECKYIO IPYIIIY,
BEIOpaHHYI0 U3 (C3-Co)IMKITOANKIIIA U 4-6-4JICHHOTO TE€TEPOIMKIIOATKHIIA, TIPH 3TOM YKa3aHHAasl TETePOIHKIIO-
ANKWIbHASA TPYIIa CONEPXKUT MO MEHBIIEH Mepe OAWH reTepoaroM, BeIOpaHHbIi 3 N, O u S u npu 3TOM yKa-
3agHaﬂ TUKIOANKWIbHAS TPYIA WIK TeTePOUUKIOANKIIbHAS TPYIa Heo0sI3aTeIbHO 3aMenicHa 1-4 rpynmaMu
R

R’ B kaxzoM cilyvae He3aBHCHMO BhIOpaH m3 =0, =S, :NRB, (C;-Cg)ankmina, (C;-C¢)ranoreHankuna, ra-
norena, mutpo, OR', SR S(O),R", S(O),NR"R" S(O)NR™R" SO)R", CO)R", CONR"R",
C(O)OR13 nmano, (C,-Cg)ankennna, (C,-Cq)ankunmna u NRPR';

R'? B kaxmom cmyuae HesaBucumo BbIOpaH u3 H, (C,-Cg)amkmma, (Cs-Ce)umkmoankmna, (C;-Cg)ra-
JIOTEHAJIKMIIA U 4-6-1JIEHHOTO TeTePOITUKIIOATKIIIA;

R" B kaxnom ciydae He3aBUCUMO BbIOpaH u3 H, 6ensuna, (Cs-Cg)uuxoankuna u (C-Cq)ankuna;

HIIM KOTZa ABe rpymmsl R mprcoenuHeHbl K 0OXHOMY M TOMY K€ aTOMy a30Ta, yKasaHHbIe Tpymmsl R
BMECTE C YKa3aHHBIM aTOMOM a30Ta 00pa3yioT 4-, 5-, 6- Win 7-4IeHHOE TeTePOIUKIOATKIIIEHOE KOJIBIIO;

R mezaBucumo BbIOpaH u3 H, (C3-Cg)umxmoankmna u (C;-Cq)ankuna;

R B kaxgom cinyvae HezaBHCUMO BbIOpaH u3 H, Oensmna, (C;-Cg)ankmna, (Cz;-Ce)uuknoankuna, C(O)-
(C-Cg)ankuina, S(0),-(C-Cg)ankmna u 4-6-4JICHHOTO TeTePOLUKIOANKHIIA;

i koraa rpynma R u rpynma R' nprcoenuuens! k 01HOMY H TOMY 5Ke aTOMy a30Ta,

ykasanHsle rpymsl R” u R' BMecTe ¢ yka3aHHBIM aToMOM a30Ta 06pasyloT 4-, 5-, 6- MM 7-4IEHHOE Te-
TEPOIMKIIOATKIIEHOE KOJIBIIO;

R" B kaxmom ciy4ae He3aBHCHUMO BBIOpaH u3 =0, =S, :NRB, (C-Cg)ankmina, (C;-Cq)ranorenankmnia, ra-
norena, mutpo, OR'Z, SR, S(O),R", S(0O),NR"“R" SO)NR™R", SOR", COR", CONR"R",
C(O)OR13 , nano, (C,-Ce)ankenuna, (C,-Cg)amkuHuna u NRBR”;

R" mezaBucumo BeiOpan m3 H, (C;-Cy)anxuma, (C;-Cy)ramorenankmna, (Cs;-Cq)mukmnoankuna, (C;-Cg)an-
kennna, (Cs;-Cq)ankuanma, 4-6-4JIEHHOTO TeTEPOITUKIIOATKAIA, (Cz—C3)aHKI/IHeH-OR13a i (CI-C3)aHKHHCH—nga;
e R BBIOpaH U3 IIMaHO, 3-6-1wIeHHOTO reTeporukioankuia, (Cs-Ce)IUKIIoaKIIa 1 COZRBa;

R*' HesaBucumo BbIOpaH u3 H, ranorena, (C;-C,)ankmna u (C;-C,)ranoreHaikuna;

win 1Be rpymmsl R*! BMecTe ¢ aToMaMu yrizepo/a, K KOTOPBIM OHH IIPHCOEIHHEHBI, 06pa3yioT (eHHIbHOE
KOJTBIO, (C;3-Cg)IUKIOATKUIEHOE KOJBIIO, 5-7-UJICHHOE TeTePOUUKIOATKHIBHOES KOJBIO HIH S5- HITH 6-4WICHHYIO
MOCTHKOBYIO OHIIMKITUYCCKYIO ITUKIOATKWIBHYIO WIIN [IUKIOATKCHWIEHYIO KOJBIICBYIO CUCTEMY, TIPH 3TOM yKa-
3aHHOE KOJBII0 WIIH KOJIBIIEBAs CHCTEMA HE00A3aTeIbHO 3aMeleHs oT 1 10 6 rpymmamu R’

i R" u oxua rpymma R*' BMecte ¢ aromamu a30Ta M yriaepoaa, K KOTOPEIM OHH IPHCOCAHHEHBI, 00pa-
3YIOT 5-7-4JIEHHOE TeTePOIMKIOATKAIHLHOE KOJIBII0, TP 3TOM yKa3aHHOE KOJIBI[0 HEOOsI3aTebHO 3aMeteHo 1-6
rpynmnamu R’ u

R* B Kax1oM ciydae HesaBucuMmo Bbiopan u3 H u (C;-Cy)ankma;

TIPH 3TOM JIF00asl BRIMIEYIIOMSHYTAsI AJIKFIIbHAS, ATKEHWIbHAS, aTKHHUJIbHAS, alTKUIICHOBASI, [TMKJIOATKIIIb-
Hasl, TeTePOLMKIOATKIIBHAS (B TOM urcle, koraa ase rpymmst R wm rpymma R i rpymma R Bmecre ¢ aso-
TOM, K KOTOPOMY OHH TPHCOEAMHEHBI, 00pa3yloT reTepOIUKIOATKAIBLHOE KOJIBI0) TpyIa HeoOs3aTeapHO 3a-
MEIIeHa, TIIe 3TO BO3MOXKHO XUMHUYECKH, 1-4 3aMECTUTENSAMU, KaXIbIH U3 KOTOPBIX B KAXKJIOM CIIydac HE3aBH-
CUMO BBIOpaH M3 Tpymmsl, cocrosmei u3 =0; =NR®, =NOR®, (C;-C,)ankunia, rajoreHo, Hurpo, nuano, (C;-
C,)anorenoankuna, (C,-Cy)ankenmia, (C,-Cy)ankuumma, NR'R®, S(0),R?, S(O)R?, S(O)(NRYR?, S(0),NR°R?,
CO,R?, C(O)R?, CONR*R" u OR?,

rae R* nezasucumo Boibpan u3 H u (C,-C,)ankuna u

R’ HesaBrucHMO npencrapisier coborr H, (C-Cy)ankmi, C(0)-(C-Cylankmn, S(O),-(Ci-Cy)amkmr;, wim ero
arpOHOMHYECKH TIPUEMIIEMYIO COJTb MITH N-OKCHUJT;, H

IJie y-WICHHAs TeTePOIUKIIOANKIIIbHAS TPYIIa OTHOCUTCS K MOHOITMKIMYECKON MM OMIMKINISCKON Ha-
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CBIILIEHHOW MJIM YaCTUYHO HACHIIIEHHOW rpyIie, UMEIoIIed y aTOMOB B KOJBIEBOW cUCTeME U colepikamieit 1
WK 2 TeTepoaroMa, He3aBUCHMO BhIOpaHHBIX U3 O, S 1 N B KOJIBIIEBOI cuCTEME.
2. Coeguuenue 10 1.1, OTIUYaroIeecs TEM, YTO R! umeer CTPYKTYPY

NR'®_O
R, 7/
N ‘f
O ,
rae R' B kaxaom ciydae Hesasucnmo BsiGpan u3 (C,-C,)ankmna, (C,-C,)raloreHanKkuia i rajoresa u n
MpeCTaBIsIeT COO0H IIesT0e YUCII0, He3aBUCUMO BhiOpanHoe n3 0, 1 u 2;
TIpH 5TOM, KOTIa n paBHo 2, aBe rpymmsl R'® BMecte ¢ aTomamu yrimeposa, K KOTOPSIM OHY IIPHCOEINHEHBI,
MOTYT 00pa30BbIBaTH OCH30IbHOE KOJIBIIO.

3. CoemmHeHHe 110 11. 1, oTimgaromeecs TeM, uto R' mMeer cTpykTypy
R21

4. Coenmrenwe 1o 11 1, oTnrgaromeecst Tem, 4to R' nmeer ctpykrypy

0
D
N
)
\& ;
rae koubplo D mpenctaBisier co0oi 5-7-4JeHHOE TeTePOIMKIOATKHUIBHOE KOJBI0, TIPU 3TOM YKa3aHHOE

KOJIBII0 HeoOs3aTeNbHO 3aMeteHo ot 1 1o 6 rpymmamu R’.
5. CoemmHenue 110 11. 1, oTmgaromeecst Tem, uto R' mveer CTPYKTYPY

/O
B

6. CoenuHeHre 1O JIOOOMY M3 M. 1-5, oTIMYaromieecs TEM, YTO R? BeIOpaH m3 (C,-Cg)anmkmma, (Cs-
Cg)ankennna, (Cs-Cg)ankunnia, (C,-Cs)ankmren-OR"™* u (C,-Cs)ankmnen-R*; rae R* Bei6pan u3 upauo, 3-6-
YJICHHOTO TeTeponnkioankmia, (Cs-Cq)IHKIT0OANTKIIA U COZRBa.

7. CoenuneHre 10 1.6, OTJIMYAIONIEECS TEM, YTO R’ BBIOpaH u3 mpomnapruia, CH,muxionpomnia,
CH(Me)C(O)OR"™ u CH,CH,0Me.

8. Coezmuenue no moGoMmy u3 miw. 1-7, oTnnuaromeecs tem, uto R* u R” BMecTe ¢ aTomoM yrieposa, K Ko-
TOPOMY OHH MPHUCOCTUHCHBI, MOTYT 00pa30BbIBaTh (C;3-C¢)IMKIOANKIIBHYIO TPYIILY; TPU 3TOM ITUKIOATKHIb-
Hast PPYIIIa HeoOsM3aTebHO 3aMentena ot 1 10 4 rpymmamu R,

9. CoemuHenue 1o 1.8, oTanyaronteecs teM, uto R u R’ BMecte ¢ aToMoM yriaepona, K KOTOPOMY OHH
MPUCOCTUHEHBI, 00Pa3yIOT HUKIOMPONIIBHYIO TPYIITY; MPH 3TOM IHMKIOMPOMIIbHAS TPYIIa HeoOsI3aTeIbHO
3amemmena ot 1 10 4 rpymmamu R'.

10. Coexunenue mo moboMy u3 L. 1-7, ormmaaromeecs Tem, ato R* i R® BMecte ¢ yriaepogom, Kk KoTopo-
MY OHU MPUCOCTUHEHBI, MOTYT HMETh CTPYKTYPY

%,

(e Dk
Z(R12)y

e Z He3aBHCHMO BhIOpaH u3 -NR'®-, -O-, -S(0)-, -S(0),-, -S(O)NR'"- 1 -S-;

R'® HesaBucumo BbIOpaH u3 H, (C;-C,)ankua, S(0),R", C(O)RB, (C5-Cy)ankenmna u (C;-C,)ankuHuna;
R'” HesaBucumo BeIOpaH u3 H, (C;-Cy)ankuina, (C;-Cy)ankenuna u (C;-Cy)amkuHuna;

y IpECTaBISIET OO0 Iestoe uucio, BeiopanHoe u3 0, 1, 2 u 3;

I ¥ S, KaX]IbIi, IPEJICTABIICT COOO0H Leoe Yrcio, BeiOpanHoe u3 1, 2 u 3; u

IIPHU ATOM CyMMa I U S paBHa 2, 3 uu 4.

11. Coeaunenue 1o 1.10, oTHyaroieecst TeM, 9To Z MpeacTaBiIseT co0oi NR'S,

12. Coenunenue no 1.10, oTHyaromieecst TeM, 9To Z npencrasiseT codoit O.

13. Coenunenue o aro6omMy u3 mir. 10-12, oTaugatomeecs: TeM, 4TO CyMMa I M S paBHaA 2.
14. Coenunenue 1o gro6omMy u3 mir. 10-12, oTaugatomeecs: TeM, 4TO CyMMa I M S paBHa 3.
15. Coenunenue o aro6omMy u3 mir. 10-12, oTaugatomeecs: TeM, 4TO CyMMa I M S paBHa 4.
16. Coenuuenue 1o 1.1, oTnuJaromeecs TeM, 4To coenuHenue Gopmysl (IV) BeiOpaHo u3
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17. Coco6 60pb0BI C COpHSIKAMH, BKIIIOUAIONNH HAaHECCHHE COSTUHEHHS 110 TFo0oMy u3 1. 1-16 Ha camu

pacTeHus WM Ha Y4acTOK, IPpeJHa3HAUYCHHBIN [ BBIPAIIMBAHUS PACTEHHUSI.
18. [IpumeHneHne coequHeHwS Mo JIIoOoMy U3 M. 1-16 B kauecTBe repounua.

19. TepOunumHas KOMITO3HUIKSA, coaepxamas dQGEeKTHBHOE KOJUIECTBO aKTHBHOTO COSAMHEHHUS TI0 JIFO-

6omy u3 1. 1-16 ¥ BcrmoMorarteibHbIe KOMITOHCHTHI.

@ EBpa3suiickasi naTeHTHas opraHusauus, EAMB

Poccus, 109012, MockBa, Manblii Yepkacckuii nep., 2
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