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N300peTenne kacaeTcss TEXHUUCCKOW 00JIacTU TepOUIIUAOB, B YACTHOCTH TEPOUIMIOB IS CEICKTHBHBIX
Mep OOpBOBI C COPHAKAMH M COPHBIMH TPaBaMU B KYJIBTypaX MOJIE3HBIX PACTCHHUI.

N3 WO 2012/028579 Al m3BecTHBI amuapl N-(TeTpa3on-5-mi)- u N-(Tpruaszon-5-wmin)apuiakapOboHOBOH KH-
CIOTBI M WX TPHMEHEHHWE B KadecTBe TrepOmimmoB. WO 2012/126932 Al omumceiBaeTr amunmsl N-(1,3,4-
OKCaJMa30J-2-MT)apriIkapOOHOBOW KHUCIOTHI M MX TIPUMEHEHHE B KauecTBe repounuaos. OnmucaHHble TaM OHWO-
JIOTHYECKH aKTHBHBIE BEUIECTBA HE BCET/A MMOKA3bIBAIOT JOCTATOYHOE BO3ICHCTBUE HA BPEAHBIC PACTECHUS /TN
OHH HE MOJHOCTHIO COBMECTUMBI C OTIEIFHBIMU BKHBIMU KYJIBTYPHBIMH PAaCTCHUSMH, KaK 3€pPHOBBIC KYIIBTY-
PBIL, KYKypy3a H pHC.

3anmaveii JaHHOTO U300PETCHUS SIBIICTCS MOJyYCHHUE aNbTEPHATHBHBIX TEPOUIIUIHO NCHCTBYIOIIUX OHOIO-
THYCCKU aKTUBHBIX BEIIECTB. DTY 3aJ1a4y PEHIaloT ¢ TIOMOIIBIO OMMMCAHHBIX HUXKE COTJIACHO M300PETCHUIO aMHU-
JIOB apUIIKapOOHOBOM KUCIIOTHI, KOTOPBIC BO 2-i MO3HIUHU (D)EHIIIFHOTO KOJIBIIA CONCPKAT aJIKWITbHBIA HIIH ITHK-
JIOATKUIIBHBIA OCTATOK, B 3-i MO3ULIMK COAEPIKAT CEPHBIA OCTATOK U B 4-H MO3ULIMU COAEPIKAT HUKIOATKUIbHBINA
OCTaTOK.

Takum 00pazoM, MPEIMETOM JaHHOTO U300PETEHUS SABJISAIOTCS aMUJIBI ApHIIKAPOOHOBBIX KUCIOT (POPMYIIBI

(D) nmm ux conm
o X
Q. SO,R
\
H ),
z
/i€ CUMBOJIBI U HHAEKCHI UMEIOT CIEeIYIOUINe 3HAUCHUS:
Q o3nauaer ocrarok Q1, Q2 umu Q4

A ) B
SN SN RZ/AO) ~
R R

Qmn (Q2) (Q4)

X o3nauaert (C;-Cg)amku,

Z o3navaet (C3-Cg)IUKITOATKII,

R o3nauaer (C;-Cg)-ankmn,

R* o3nauaer MeTi1, STHIT WTH H-TIPOTIATT,

R” o3HauaeT MeTHI,

n o3Hauvaet 0, 1 nm 2.

B dopmyne (I) 1 Bo Bcex mocnemyromux GopMyiax aTOMBI yIiiepoia MOTYT ObITh HEpa3BETBICHHBIMH I
pa3BeTBICHHBIMH. AJIKAJIBHBIE OCTATKH 03HAYAIOT, HAIIPUMEDP, METHJI, ST, H- MM HU30IPONHI, H-, H30-, TPET-
WK 2-0yTHII, TICHTHII, TeKCWII, KaK H-TE€KCHJI, M30TeKCHI U 1,3-AMMeTHIOYTHII. AHAJIOTHIHO aTKeHWJI O3HAYaeT,
HanpuMep, ajuTii, 1-MeTHI-Tpon-2eH-1-m1, 2-MeTmi-nporn-2-eH-1-w1, 0yTt-2-eH-1-m1, 6yT-3-eH-1-wmi1, 1-meTun-
Oyt-3-eH-1-un u 1-meTnn-OyT-2eH-1-un. AJKWHUI O3HAYaeT, HapUMep, ponaprui, 0yT-2-us-1-wui, OyT-3-uH-
1-mn, 1-metun-0yt-3un-1-un. KpaTHas cBS3b COOTBETCTBEHHO MOXET HAXOAMTHCS B JIFOOOW MO3UIIMUA HEHACHI-
HICHHOT'O OcTaTKa. [[MKIIoamKmin o3Ha4aeT KapOOUMKIMYCCKYIO, HCHACKHIICHHYIO IIUKINYCCKYI0 CUCTEMY ¢ 3-6
C-aTomMamu, HapUMEp IUKIOMPOIIII, IUKIOOYTHII, ITUKIONCHTHIT WIIH UKIOTEKCHI. AHAJOTHYHO [UKIOATKE-
HUJI 03HAYACT MOHOIMKIIMYHYIO AIKCHWIIFHYIO TPYIIY ¢ 3-6 YIIepOJHBIMH KOJBIICBEIMY WICHAMH, HAIIPUMEDP
[UKJIOTIPOTICHIIT, IUKIOOYTCHIJI, IIMKIIOTICHTCHII U IIUKJIOTCKCEHUII, IPUYECM JIBOMHAS CBSI3b MOXKET HAXOUTh-
s B II00O0¥ MO3UITHH.

Ecmu rpynma HEOJHOKPAaTHO 3aMEIIeHA OCTaTKaMH, TO TOJ ATHM CIIEAyeT MOHWMAaTh, YTO 3Ta TPyIIa 3a-
MeIeHa OJHUM WM HECKOJIBFKUMH OJAWHAKOBBIMH WM PA3IMYHBIMU YIIOMSHYTBHIMH OCTaTKaMH.

Coenunenns obmieit Gopmyss! (I) MOTYT OBITH TIPEICTABICHBI B BUEC CTEPEON30MEPOB B 3aBUCUMOCTH OT
WX BUJA W COCTWHEHHMs 3aMmecturenei. Ecnu, Hampumep, MPUCYTCTBYET ONWH WIIM HECKOJBKO aCHMMETPHIHO
3aMEIICHHBIX aTOMOB YTIIEPOAa, TO MOTYT BO3HHUKATh YHAHTHOMEPHI U JHacTepeoMepsl. Takke BOZHUKAIOT CTe-
peonsoMepsl, eciu n o3HavyaeT 1 (cynbhokcunsr). CTepeon3oMepsl MOTYT OBITh MOTYYCHBI U3 CMecei, BO3HUK-
IIMX TPH TMOJTYYCHUH OOBIYHBIMH METOJAMH Pa3JICIICHU, HAPUMEp XpoMmarorpaguyeckuM pasaerneHueM. Tak-
K€ MOXKHO BHIOOPOYHO TOIYYaTh CTEPEOM3OMEPHI MPH MPOBEACHUHU CTEPEOCEICKTUBHBIX PEAKIHHA C HCIOIB30-
BaHUEM ONTHUYCCKH aKTUBHBIX UCXOJHBIX /WM BCIIOMOTATEIBHBIX BelecTB. M300peTeHre TakKe KacaeTcsl BCexX
CTEpPEOH30MEPOB M UX CMecei, KOTopble 0XBaueHb! oomeit Gpopmynoii (1), HO OTHENBFHO HE ONHMCAHEI.

Coenunennst Gopmyssl (I) moryt obpasoBsiBath coii. ConeoOpa3zoBaHue MOKET TIPOUCXOJIUTH B PE3YIIb-
TaTe BO3JIEHCTBHSA OCHOBaHUS Ha coeawHeHUs ¢opmynsl (I). [TomxoasamuMyu OCHOBAaHMSIMH SIBIISTIOTCS, HAIIPH-
Mep, OpTraHWYeCKHe aMUHBI, KaK TPHUANKWJIAMHHBL, MOP(OINH, TUIEPUINH W MUPHUINH, a TakKe THAPOKCHIBI
AMMOHWUS, IETOYHBIX WU IIEIIOYHO3EMEIbHBIX METAJIOB, -KapOOHATHl U -THIPOKapOOHATHI, B YACTHOCTH THJ-
POKCHI HATPUS M Kausd, KapOOHAT HATPHUA M KA, HATPUIl- U THAPOKapOOHAT Kalus. DTH COJH SBIAIOTCS CO-
eAVHEHISIMY, B KOTOPHIX KHCIOTHBIM BOJOPOJ 3aMEIICH KAaTHOHOM, IMOIXOMISIINM U CEIBCKOTO XO3SHCTBA,
HAIPUMEP COJIIMHA METAJUIOB, B YACTHOCTH COJISIMU IIEJIOYHBIX WITH IIEIOYHO3EMEIbHBIX METAIUIOB, B YACTHOCTU
COJISIMH HATPHS M KaJIUs, WIN TAKXKE COJIIMU aMMOHHUS, COJISIMA C OPTaHMYCCKHUMU aMUHAMH WM YCTBEPTHUUHBI-
MH COJISIMM aMMOHUS, HallpuMep, ¢ KaTHOHAMH (OPMYJIbI [NR*R°R°R", re R*-R? cooTBeTCTBEHHO HE3aBHCH-
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MO JIPYT OT JpyTa MPeACTABISAIOT COOOW OPraHMYCCKHUIA OCTATOK, B YACTHOCTH AJKHJI, apWJI, apaJIKUI MU AJIKH-
napwi. Taxke IPUHAMAIOT BO BHUMAHHE COJH aTKWICYTh()OHUS M aTKWICYTh()OKCOHHS, KaK HAIPUMED, COIH
(C4-Cy)-tpuankuncynbponrus u (C;-C,)-TpHankuiacyabHOKCOHHS.

[IpeamnodTuTeNbHBIMU SBISIOTCS coemuHeHus o0tmen hopmysl (1), rae

Q o3nauaer ocratok Q1, Q2 umu Q4

S B
WS SN RZ/QO) ~
b R
Q1 (Q2) (Q4)

X 03Ha9aeT METHJI WX 3THI,

Z 03HaYaeT MUKIIOMPOIIIII MITH IUKIO0YTHIL,

R o3HauaeT MeTHI WIIH STHII,

R* 03HauaeT MeTHII, STHIT MITH H-TIPOTIAII,

R? o3navaer METHII,

n o3Havaer 0, 1 wim 2.

Bo Bcex Ha3BaHHBIX (OPMYIIaX 3aMECTHTCIIA M CHMBOJIBI, €CIIH HE OINPEIEIICHO APYroro, HMEIOT T XKe
3HAYCHHUS, KOTOpBIE omucanbl B popmye (I).

CoelMHEHHST COTIIACHO M300PETCHHUIO, B KOTOPEIX Q o03HauaeT Q2, a TakKe aMUHOTETPA30JIbI H aMUHOT-
pHa30ibl, JCKAIIME B OCHOBE ITHX aMHUJIOB, MOXKHO IIONydYaTh, HAIPUMEp, COMIACHO YyKa3aHHBIM B WO
2012/028579 metonam.

CoerHeHHsI COTJIACHO N300peTeHuIo0, B KOTOphIX Q o3HadaeT Q4, MOXKHO TOJTydaTh, HAIIPUMEp, COTIACHO
ykazaabM B WO 2012/126932 metonam. Jlexamue B OCHOBE 3THX aMHUIIOB 2-aMUHO-1,3,4-0kcaaua3onibl MOTYT
OBITH MOJTyYeHBI KOMMEPUYECKHUM CIIOCOOOM WM MOTYT HaXOOUTHCS B CEPHUITHOM IPOU3BOACTBE U IIOTyYCHBI
CHHTETHYECKUM CII0COO0aMH, XOPOIIIO M3BECTHBIMHU B JIUTEPAType.

Jlexxamuye B OCHOBaHMH COSAMHEHHI COTJIACHO M300PETEHHIO XJIOPHUIBI OCH30HHBIX KHUCIOT WIH COOTBET-
CTBYIOIIHE OCH30MHBIC KUCIOTH MOXKHO TOJYYHTh, HATIPUMED, COTJIACHO YKa3aHHOMY B cxeme 1 merony (B Ka-
YyecTBe MpUMepa il octatka R=metmn). st aToro 1-6pom-3-hTopOEeH30I MOABEPTAIOT TUTHUPOBAHKIO, KOTO-
pO€ HAIMPAaBISAIOT BO 2-TO3HMIHUIO. 3aTeM KapOaHWOH MPEBpaIlaloT B THOd(HUp. 3aTeM BO BpeMs OPTOOPUCHTHU-
PYIOIIETO TUTHHUPOBAHUS C TIOCICIYIONIMM KapOOKCHIMPOBAHUEM, OMOCPEIOBAHHOTO aTOMOM (hTOopa, CHHTE3U-
pyrot 6en3oiinyto kucioty (Matthew D. Morrison et al, Organic Letters, 2009, 1. 11, # 5, c. 1051-1054; Qiuping
Wang et al., Journal of Medicinal Chemistry, 2007, 1. 50, # 2, c¢. 199-210). [Tocie cuHTe3a OKCa30JIUHOBOM
TPYIIIEI aTOM (TOpa MOXKHO MTOJIBEPTHYTh HYKJICO(DHIHFHOMY 3aMEIICHHIO Ha aJKIIBHBIC WM ITHKIOATKUIEHBIC
octatku (A.l. Meyers et al., Tetrahedron Letters, 1978, 3, 223-226; A.I. Meyers et al, Tetrahedron, 1994, 50 (8),
2297-2360; T.W. Greene, P.G. M. Wuts, Protective Groups in Organic Synthesis, 2-¢ u3n., John Wiley & Sons,
Inc. 1991, c. 265 et al.; Z. Hell et al., Tetrahedron Letters, 2002, 43, 3985-3987). Ilocienyroriee pacuierieHue
oKca3oyiMHa 00pa3yeT 3aMemeHHY0 4-0poM-3-MEeTHITHOOEH30MHYIO KHCIIOTY, KOTOPYIO UCTIONB3YIOT B KAYECTBE
METHIIOBOTO 3(upa B3auMHOTO codeTanns. CHHTe3 OCH30HHON KHCIOTHI 3aBEPIIAIOT BCTPANBAaHUEM 3aMECTUTE-
751 B 4-TTO3UIMHU M TTOCIICIYIOIIUM OMBIICHHUEM CIIOXKHOTO 3(upa.
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Jlanee THOA]HP MOKHO OKHCIISTH B COOTBETCTBYIOIIMH Cylb(poKcHR mwin cynbpoH (cxema 2). CrocoOsl
OKHCJICHHSI, KOTOPBIE HAIEJICHHO MPUBOIAT K CyIb()OKCHIYy Win Cyib(pOHY, U3BECTHHI B uTeparype. [Ipemara-
eTcsl OTpEJeNICHHOE KOJMYECTBO OKHCIMTENBHBIX CHUCTEM, HAlPUMEp HAJKHCIIOT, KaK MeTaxjoprepOeH3oiHas
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KUCIIOTa, TTPY HEOOXOAMMOCTH IOJIy4eHHas in situ (HanmpuMmep, HaAYKyCyCHasl KHCJIOTa B CUCTEME YKCYCHAs! K-
ciora/mepokcuy Bomopona/ Boibdpamar(VI) Harpums) (Houben-Weyl, Methoden der Organischen Chemie,
Georg Thieme u3z. llITytrapt, Bd. E11, nomonaenns k gerBepromy usnanuio 1985, ¢. 702 u np., ¢. 718 u np., a
Takxke c. 1194 u np.).

Kpome Toro, oT 3TanioHa 3aMeCTHTEINsI ¥ OKHCIUTEIIS 3aBUCUT, Ha KAKOM y4acTKe Kackaja CHHTe3a LeJeco-
00pa3HO MPOBOIUTH OKHUCIIeHHE THOAGUpa. OKHCIECHUE, HAPUMED, MOXKET TPOUCXOANTh Ha dTare CBOOOTHBIX
OCH30MHBIX KUCIIOT WU Ha dTane amuaa popmyist (I) ¢ n=0 (cxema 2).

Cxema 2
o X (o] X
SR SO R
HO' HO
—
r4 z
n=1wm?2
[o] X [o} X
Q. SR a, SO.R
| — |
H H
Z Z
n=1wumm?2

[enecooOpa3HbIM MOXKET OBITh M3MEHEHHE TMOCIEIOBATEIBHOCTEN CTamuid peakiuu. TaKuMH SBISFOTCS
OCH30IHBIE KHUCIIOTHI, COAEpKaIIne CyIb(POKCHA, KOTOpbIe HE MPEBPAIIalOTCs 3aT€M B XJIOPAHTHAPUIBI KHUCIIO-
Tel. CHavaja 3/ecCh IpeaararoT noxyuuts amun ¢popmynsl (I) ¢ B==0 Ha cTtaauu THO3QUpPa U 3aTEM OKHCIHUTH
THOA(HUD B CYIBHOKCHUI.

Perenepanuio COOTBETCTBYIONIMX PEAKIIMOHHBIX CMECEH TPOBOIAT, KaK IMPABUIIO, H3BECTHBIMH CITOCO0aMU,
HANpUMEp KPUCTAIUTH3ALUEH, BOMHO-IKCTPAKIIMOHHON pEereHepaueii, XxpoMaTorpaduuecCKUMi METOJaMU WA
KOMOWHAIIMEH 3TUX METOJIOB.

Hcnonp3yeMpie B KaueCTBE MPOMEKYTOYHBIX COCTUHEHUI MpH MOXy4YeHUU coenuHenuit popmyisr (1) co-
TJIACHO M300peTeHnto OeH30iHbIe KUCIOTH Gopmyisl (I1) u xsmopuasl 6eH30MHBIX KucaoT dpopmyisl (I11) sBis-
IOTCSI HOBBIMH H TaK)K€ ABJLFOTCS PEAMETOM JAHHOTO M300pETEHHS

o X

SO,R
HO

)

rme

X o3nauaer (C;-Cg)amkum,

Z o3navaet (C3-Cg)IUKITOATKII,

R o3nauaer (C;-Cg)ankui,

n o3Hayaer 0.

Coenunennst popmyast (I) u/mnm ux cosnm, KOTOpble MOXHO CHHTE3UPOBATH NPH MOMOIIM BBIIIEONHCAH-
HBIX PEakIHi, TaKkke MOXKHO IOJyYUTh CPAaBHUTEIBHBIM CIIOCOOOM, NPHYEM €0 MOXKHO HPOBOJIUTH BPYYHYIO,
YaCTHYHO aBTOMAaTH3UPOBAHHBIM WM MTOJHOCTHIO aBTOMAaTH3MPOBAHHBIM criocoboM. Hampumep, Taxske MOYKHO
ABTOMATH3MPOBAThH MPOBEACHUE PEAKIINH, PEreHEePAIHIO MM OYHCTKY BEIIECTB MUIM MPOMEKYTOUHBIX CTaIHH.
T.e. mox 3TUM MOHWMAIOT TaKOW 00pa3 AEHCTBUS, KOTOpHIA, Hampumep, ormmcaH D. Tiebes B Combinatorial
Chemistry - Synthesis, Analysis, Screening (u3a. Glinther Jung), m3a. Wiley 1999, c. 1-34. [lys mapaienbHOTO
MIPOBEICHUS PEAKIMU M PEreHepaluyd MOXKHO MPHUMEHSTH PSJI MMEIOMIHUXCS B MpoJake MPUOOPOB, HAIIPUMEP
peaknmonnbie 6moku Calpyso (Caylpso reaction blocks) ¢upmbr Barnstead International, Dubuque, AiioBa
52004-0797, CIIA, wnmm peakpoHHbIe CTaHIMH (aHTI.: reaction stations) ¢upmbr Radleys, Shirehill, Saffron
Walden, Essex, CB 11 3AZ, Auraus, win aBroMaTi3upoBanHble padoune cranimn MultiPROBE ¢upmer Perkin
Elmar, Waltham, Maccauycerc 02451, CHIA. [Iyns mapaniensHON pereHepaliy coequHeHnid oouel Gpopmystsl
(I) m ux coseit WM TPOMEKYTOYHBIX POAYKTOB, 0OPa3YIOIIUXCS NP M3TOTOBJICHUH, B PACIIOPSHKEHUH HaXO-
JUTCS Apyroe obopyaoBaHue Ui Xpomarorpaduu, B ToM yucie, Hanpumep, ¢pupmsl ISCO, Inc., 4700 Superior
Street, Lincoln, NE 68504, CIIIA.

YnomsiHyTOoe 000pyI0BaHHE NPUBOANUT K MOJIYJIBHOMY CHOCOOY JEHCTBHS, B KOTOPOM OTAEIBHBIC JTallbl
paboTHI ABIAIOTCS] aBTOMAaTH3NPOBAaHHBIMH, OJJHAKO MEKIY HIMH HEOOXOIMMO ITPOBOANTE HEKOTOPHIE OTIEPAIlH
BPYYHYIO. DTOTO MOXXHO M30€XaTh MPH HCIIOIB30BAHUN YACTUIHO WJIM TIOJHOCTHIO MHTETPHUPOBAHHBIX aBTOMa-
TU3UPOBAHHBIX CHCTEM, B KOTOPBIX COOTBETCTBYIOIINE aBTOMATH3UPOBAHHBIC MOYITH 0OCTYKUBAIOTCS, HAIIPH-
Mep, poboTamu. Takue aBTOMaTU3NPOBAHHBIE CHCTEMBI MOYKHO MpHoOpecTH, HanpumMep, y Gupmer Caliper, Hop-
kinton, MA 01748, CILIA.

OTenbHbIE MIIM HECKOJIBKO 3TAlloB CHHTE3a MOKHO MPOBOJAUTD C UCIIOJIb30BAHUEM MOJIEPKUBAEMBIX O~
JMMEpPOM PEarcHTOB/TIOTIIOTUTEIBHON CMOJBL. B crienuanbHON JHTepaType OmMcaH psii IPOTOKOJIOB HCCIIEI0-
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Baumi, Hanpumep, B ChemFiles, T. 4, Ne 1, Polymer-Supported Scavengers and Reagents for Solution-Phase
Synthesis (Sigma-Aldrich).

Kpome omucaHHBIX 3/1eCh METOMIOB, coeauHenus obmei gopmyisl (I) 1 UX COTU MOYXKHO MOJHOCTHIO FITH
YaCTUYHO IOJTydaTh METOIAMH, IOAICPKIUBAEMBIMHA TBepABIMH (hazaMu. i 3TO# menu oTAeIbHBIE MPOMEXKY-
TOYHBIE CTAINU WIIN BCE MPOMEKYTOUHBIC CTAINN CHHTE3a, WIH CUHTE3, TIOAXOIIIINN K COOTBETCTBEHHOMY Me-
TOIly, COCOUHSIOT C CHHTE3HOH CMOoil. MeToapl CHMHTEe3a, MOoIepKUBAaeMbIe TBEPABIME (pa3aMu, JOCTaTOIHO
OTIFICaHbI B CHEIHMALHOM JuTepaType, HanpuMep Barry A. Bunin B "The Combinatorial Index", u3a. Academic
Press, 1998 u Combinatorial Chemistry -Synthesis, Analysis, Screening (u3gatens Giinther Jung), m3a. Wiley,
1999. IIpuMeHeHHEe METOOB CHHTE3a, IMOIAEPKUBAEMBIX TBEPABIMH (DazaMu, KOTOpPBIE TaKKe MOXKHO BBIIIOJI-
HATh BPYYHYIO WJIM aBTOMAaTHYECKH, OIMCHIBACT Psi/i M3BECTHBIX B JIMTEpaType NMPOTOKOJIOB. Peakimun MOXHO
NPOBOJUTD, HanpuMep, ¢ nomouipio Texuonoruii IRORI B Mukpopeaktopax ¢pupmsl Nexus Biosystems, 12140
Community Road, IToseir, CA92064, CIIIA.

[TpoBeneHue OTAEIBHBIX MM HECKOJIBKUX ATAIIOB CHHTE3a MOXKHO ITOJIEP’KHBATH C MTOMOIIBIO MCIOIb30-
BaHMs TEXHOJIOTMH MHMKPOBOJH KaK Ha TBEPJOH, TaK M Ha JKUAKOW (hase. B cnenmanbHO# nuTeparype onucaH
psAI IPOTOKOB HCCienoBaHus, HampuMep B Microwaves in Organic and Medicinal Chemistry (m3gatens C.O.
Kappe u A. Stadler), uzn. Wiley, 2005.

CorJilacHO OTIMCAaHHBIM 31IeCh CIoco0aM MmoyqarT coenuHeHust Gopmyssl (I) 1 ux conm B Buze coOpaHuit
BEIIECTB, Ha3BaHHBIX B OnOmmoTekax. [IpeaMeTomM maHHOTO M300PETEHUS TaKKe SBJISIOTCS OMOIMOTEKH, KOTO-
pBI€ coep KaT Mo MEHbIIe Mepe aBa coeanHeHus popmysl (1) 1 ux comnm.

CoennHEHHsI COTJIACHO M300PETEHHIO MPOSBIIOT OTIMYHOE T'epOHIINAHOE NEHCTBHE NMPOTHUB IIHPOKOTO
CIEKTPa YKOHOMHYECKH BaXXHBIX MOHO- M JIBYZOJBHBIX OJHOJETHHX BPEIHBIX pacTeHWH. DTH OHOJIOrMYecKu-
AKTHBHBIC BEIIECTBA TaK)KE XOPOLIO JEHCTBYIOT Ha MHOTOJIETHHE BpPEIHBIE PACTEHUs], C KOTOPBIMH TPYIHO 0O-
POThCSI, C BPEHBIMHU PACTEHUSIMH, JTAIOIMMH ITI00ETH U3 PU30M, KOPHEBHIA WM IPYTUX 3UMYIOLIIX OPTaHOB.

[TosToMy 3anmaueii HacTOSAIIEro N300PETEHHMS SBIISIOTCS CIIOCOOBI OOPHOBI C HEXENIATEIbHBIMU PACTCHUSIMH
WM PETYINPOBaHUE POCTA PACTCHMH, MPEANIOYTUTEIBHO B KyJIbType PacTCHUMH, TAe OJHO Win Oojee coenuHe-
HUHM HAHOCSAT Ha pacTeHHs (HampuMep, Ha PacTCHHUA-BPEIUTEIH, KaK OJHO- U IBYIOJIFHBIC COPHSAKU FUTH HEXe-
JaTe’IbHbIE PACTUTEIbHBIE KYJIbTYPHI), TOCEBHOW MaTepuai (HampuMep, 3epHa, CEMEHa MIIH OpTaHbl BETeTaTHB-
HOTO pa3sMHOXKEHHS, KaK KIIyOHH TN YepeHKH) WIIM Ha TIOYBY, HA KOTOPOH pacTyT pacTeHus (HampuMep, Ha Mo-
CeBHOH Turomaan). [Ipu 3TOM coeaMHEHMSI COTTIACHO M300PETEHHIO MOKHO BHOCHTD, HAIIPUMED, MEpel] IIOCEBOM
(Taxoke Ipu HEOOXOAMMOCTH BHECEHHEM B TIOYBY), B IIPEIBCXOIOBHIH HITH ITOCIEBCXOIOBHIH NeproA. B kauecTBe
MPUMEPOB MOXKHO, B YaCTHOCTH, Ha3BaTh HEKOTOPHIX MPEACTaBUTENCH OJHO- U OBYIAOIBHBIX COPHBIX PACTCHHH,
POCT KOTOPBIX MOXHO KOHTPOJIMPOBAThH C IMOMOIIbIO COCTMHEHHUH COTJIACHO M300PETEHHIO, HE OTPaHUYUBAsCH
IIPY 9TOM Ha3BaHMSMH OIPEEICHHBIX BHJIOB.

OpHonoNbHBIE BpeHbIe pacTeHus BUIOB: Aegilops (armiornc), Agropyron (mbipeit), Agrostis (mosiesura),
Alopecurus (;tucoxBocTt), Apera (Mmemiuiia), Avena (oBec), Brachiaria, Bromus (koctep), Cenchrus, Commelina
(xommenuHa), Cynodon (cBuHOpOif), Cyperus (cbiTh), Dactyloctenium, Digitaria (pocuuxa), Echinochloa (exos-
Huk), Eleocharis (6omornuna), Eleusine (marycca), Eragrostis (momeBmuka), Eriochloa, Festuca (oBcsauma),
Fimbristylis, Heteranthera, Imperata, Ischaemum (6opozaau), Leptochloa, Lolium (ruresen), Monochoria, Pani-
cum (mpoco), Paspalum, Phalaris (kanapeeunuk), Phleum (apxanem), Poa (msatmuk), Rottboellia, Sagittaria
(ctpenomucrt), Scirpus (kambim), Setaria (eTHHHAUK) 1 Sorghum (copro).

JIBynonbpHBIE COpHBIE pacTeHUs BUIOB: Abutilon (kanatHuk), Amaranthus (amapant), Ambrosia (amMmOpo-
3us), Anoda, Anthemis (mymaBka), Aphanes, Artemisia (mosnbiab), Atriplex (e6ema), Bellis (Mapraputka),
Bidens (uepena), Capsella (mactymss cymka), Carduus (uepromonox), Cassia (xaccust), Centaurea (Bacuiek),
Chenopodium (maps), Cirsium (6omsk), Convolvulus (BrioHOK), Datura (mypman), Desmodium (Tenerpaduoe
pacrenne), Emex, Erysimum (kentymnuk), Euphorbia (Monouait), Galeopsis (mukynbauk), Galinsoga (ramus-
cora), Galium (nmogmapennuk), Hibiscus (6ammus), Ipomoea (unomes), Kochia (koxus), Lamium (scHOTKa),
Lepidium (knonoBHuk), Lindernia, Matricaria (pomamka), Mentha (msta), Mercurialis (nponecank), Mullugo,
Myosotis (He3a0ynaka), Papaver (mak), Pharbitis, Plantago (mogopoxuuk), Polygonum (roperr), Portulaca (mop-
Tynak), Ranunculus (;motuk), Raphanus (penpka), Rorippa (kepymauk), Rotala, Rumex (masens), Salsola (co-
nsiHKa), Senecio (KpecToBHHUK), Sesbania (cecOanus), Sida (cuaa), Sinapis (cecbanus), Solanum (macien), Son-
chus (ocort), Sphenoclea, Stellaria (3Be3muaTka), Taraxacum (oxyBanduk), Thlaspi (spytka), Trifolium (kneBep),
Urtica (kparmmuBa), Veronica (Beponuka), Viola (¢puanka) n Xanthium (aypHHUIITHUK).

Ecmu coennHeHNs cOTIacHO N300pPETEHHIO HAHOCAT Ha MTOBEPXHOCTH 3€MIIM TIEpeT IPOPACTAHUEM POCTKOB,
TO POCT POCTKOB COPHSIKOB MOJHOCTHIO TPEKPAIIAETCs M COPHIKH PACTYT A0 CTAIHH CEMSA0NHN, OTHAKO 3aTeM
UX POCT MPEKpaIaeTCs M B KOHIE KOHIIOB OHU MOTHOAIOT B TeUeHHE 3-4 HeleNb Ioclie Hadana pocTa.

[Tpn HaHeceHMM OMOJIOTMYECKH AKTUBHBIX BEIIECTB Ha 3€JICHBIE YacTH PACTEHUH MPHU IMOCIEBCXOJOBOM
NPUMEHEHNH Toclie 00pab0TKM HACTyIIaeT NMpeKpalieHue pocTa, U BpeIHbIe pacTeHHs Ha TOH CTaIWu pocTa, Ha
KOTOPOW OHHM HaXOJWINCh B MOMEHT IPHMEHEHUsI, ITOJHOCTHIO MOTHOAIOT Yepe3 ONpeeICHHBIN TPOMEKYTOK
BpPEMEHH, TAKUM 00pa3oM O4YEHb PaHO M HA MPOJODKUTEIBHBIN EPHO]] YCTPAHIIOT KOHKYPEHIIMIO B BU/E Bpell-
HBIX COPHBIX PACTEHUMH.

XOTS COTIACHO HM300pPETCHHIO COCTUHEHHS ITOKA3BIBAIOT OTIMYHYIO TEPOUIMIHYIO aKTHBHOCTH MPOTHB
OITHO- M IIBYIOJIBHBIX COPHSKOB, KYJIbTYPHBIC PACTCHHS, YKOHOMHYECKH Ba)KHBIE KYIBTYPHI, HAIIpUMEp IBY-
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JONBbHBIC KyInbTypbl Buma Arachis, Beta, Brassica, Cucumis, Cucurbita, Helianthus, Daucus, Glycine,
Gossypium, Ipomoea, Lactuca, Linum, Lycopersicon, Miscanthus, Nicotiana, Phaseolus, Pisum, Solanum, Vicia,
WM OJHOAOJBHBIC KyNbTYyphl BUaoB Allium, Ananas, Asparagus, Avena, Hordeum, Oryza, Panicum, Saccharum,
Secale, Sorghum, Triticale, Triticum, Zea, B gacTHocTH Zea u Triticum, TOJHKO HE3HAYHUTEIHHO 3aBHCST OT
CTPYKTYPBI 3THX COCIMHEHHUI COTJIACHO M300PETEHHIO U X HOPM pacxoja WM COBCEM He MoBpexmatorcs. 11o-
STOMY JaHHBIC COCIMHEHHS OUYEHb XOPOIIO MOIXOAAT IS CEICKTUBHON OOpHOBI C HEXKEJIaTeIFHBIM POCTOM pac-
TEHHUH B KyJIBTYpax TaKUX PACTEHHUI, KaK CEIIbCKOXO3SHCTBEHHBIE TIOJIE3HBIEC WIIH AEKOPATUBHBIC PACTCHUSI.

Kpome TOro0, CoenmuHEeHns COTIIacCHO M300PETEHUIO B 3aBUCHMOCTH OT MX COOTBETCTBYIOIIEH XUMHUECKOH
CTPYKTYpPBI H IPUMEHSEMOTO KOJIMYeCTBa OOHAPYKMBAIOT MPEBOCXOHBIE CBOMCTBA PETYIMPOBAHUS POCTa KYyJIb-
TYpHBIX pacTeHHi. OHM BMELINBAIOTCS U PETYIHPYIOT OOMEH BELIECTB PACTEHHUMH, M 3TO MOXKET MCIOIb30BATHCS
JUTSL [ICJICHATIPABICHHOTO BIMSHHS HA PAaCTUTCIbHBIC KOMIIOHEHTHI U JJIs O0JierdyeHus cOopa yposkas, Kak, Ha-
npumMep, 061aroaapsi NPUBEICHNIO B JICHCTBHE JAECUKALMK U MpeKpaleHus pocTa. [lanee OHM JIeNaroT BO3MOX-
HBIM 00I1lee PETYINPOBAHUE U 3aJeP)KKY HEXKEJIIAHHOTO BET€TaTHBHOTO POCTa, HE YHHUYTOXKAs NP 3TOM pacTe-
HUS. 3allepiKKa HEKEIAaHHOTO BETeTATUBHOTO POCTa UTPAaeT BO MHOTHX OIHO- U JIBYAOJBHBIX KYJIBTypax O0Jb-
IIyIO POJIb, TaK, HAIPAMEP, ITUM IIyTeM X PAcIPpOCTPAHEHNE COKPAIIACTCS FITH ITOJTHOCTHIO IPECEKaeTCsl.

Brnaromaps mx repOUIMIHBIM KauecTBaM M CBOMCTBAM, PETYIHPYIOUINM POCT, OMOIIOTHYECKH AKTHBHBIC
BEIIIECTBA TAK)Ke MOYKHO HCIIONB30BATH AJISI OOPHOBI C BPEAHBIMH PACTCHUAMHU B KyJIbTYpaxX H3BECTHBIX pacTe-
HUW WIK pacTeHUH, U3MEHEHHBIX C IMOMOIIbI0 TEHHOW WHXKEeHepHH. TpaHCTeHHbIE PACTeHHS OTJIMYAIOTCS, Kak
TIPaBUJIO, OCOOCHHO MPEATOYTUTEIHHBIMI CBOMCTBAMH, HAIPIMEP CBOCH PE3WCTCHIMEH K OIpEeAETICHHBIM IIec-
TUIAIAM, TIPSKAE BCETO, K ONpeIeIeHHBIM TepOnIiIaM, pe3uCTeHIINEeH K O0JIe3HAM pacTeHUN WIIA UX BO30YIH-
TEJSIM, TAKUM KaK OTIPEICICHHBIC HACCKOMBIC WM MUKPOOPTaHU3MBI, TAKHE KaK TPUOBI, OAKTCPHU WA BHPYCHI.
Jpyrue oco0Oble CBOMCTBa, Kak MPaBHIIO, KacaroTCsl COOPAHHOTO YpOjkasi OTHOCHTEIBHO KOJMYECTBA, KauecTBa,
CTaOMJIBHOCTH TIPH XpaHEHHH, COCTaBa M OCOOBIX KOMIOHEHTOB. Tak M3BECTHBI TPAaHCTCHHBIC PAaCTEHHS C MO-
BBIIIICHHBIM COJICPKaHHEM KpaxMalia WIIH H3MCHEHHBIM CBOMCTBOM Kpaxmalia FIIH PACTCHHUS C IPYTUM COCTaBOM
KHCIIOTHI )KUPHOTO psiia B COOpaHHOM yposkae. J[pyrue ocoOble kKauecTBa MOTYT 3aKIII0YaThCS B IEPEHOCHMOCTH
WA YCTOMYUBOCTH K a0HMOTHYECKOMY CTpecCy, HallpuMep JKape, X0JI0AY, CYXOCTH, COJH M YIbTPa(pHOIETOBOMY
W3IY9ICHHUIO.

[IpenmodTuTeNbHBIM ABISAETCS MPUMEHEHUE COSTMHEHUI COTIIacHO n300peTeHuto hopmysl (1) u ux conei
JUTS 5KOHOMHUYECKH 3HAYMMBIX TPAHCTEHHBIX KyJIbTypax IOJIC3HBIX W JIEKOPAaTUBHBIX PACTCHHUN, HALPUMED, VI
TaKWX 3JIaKOBBIX KYJIBTYp, KaK MIICHUIIA, SIMEHb, POXKb, OBEC, IPOCO, PUC, MAHUOK M KYKypy3a, FIIH TakKe I
KYJIBTYp caxapHOH CBEKJIBI, XJIOIKa, COM, parica, KapTodels, TOMaToB, TOpoxa U IPYTHX COPTOB OBOIICH.

[MpeanoYTnTeTEHO MOXHO NPUMEHATH coenuHeHuss popmysl (I) B kauecTBe repOUIMIOB B TEXHHYECKUX
KYJIbTypax, KOTOPBIC SBJISIOTCS YCTOHYUBBIMU K (PUTOTOKCUIHOMY JCHCTBUIO TePOUIMIIOB FITH CTAH YCTOWYH-
BBIMH OJIaroiapst METOAaM TeHHOU UH)KCHEPUH.

TpaaunuoHHBIC MYTH BHIPAIMBAHKS HOBBIX PACTCHUH, KOTOPHIC MOKA3BIBAIOT MOIUDUIIPOBAHHBIC CBOMI-
CTBa IO OTHOIICHHMIO K J0 CHX IO CYLIECTBYIOIINM PacTeHHSIM 3aKIII0YaI0TCs, HAlPUMEp, B KJIACCHYECKOM CHO-
co0e pa3Be/iecHHs M pa3BeICHUN MYTaHTOB. AJFTEPHATUBHO HOBBIE PAaCTCHMS C M3MEHEHHBIMH KaueCTBaMH MO-
TYT MMOJY9aThCs C TIOMOIIBIO TEHHOMH)XKEHEPHBIX CIoc000B (cM., Hanpumep, EP 0221044, EP 0131624). Hampu-
Mep, OBLTH ONICAaHBI B HECKOIBKHUX CIydasX:

TCeHHOMH)XCHEPHbIC M3MEHEHHUS KyIbTYPHBIX PACTEHHH C LENbI0 MOAM(UKAIINN B PACTCHUAX CHHTE3UPO-
BaHHOTO Kpaxmana (Hanpumep, WO 92/011376 A, WO 92/014827 A, WO 91/019806 A),

TPaHCTEHHBIE KYJIbTypHBIC PACTCHHSA, KOTOPHIC YCTOWYHBEI K OMPEACICHHBIM repOnInaaM TUIa TIro¢ocH-
HatoB (cp., Hanpumep, EP 0242236 A, EP 0242246 A) nim raudocatoB (WO 92/000377 A), nnm x cynbhoHMI-
mouesure (EP 0257993 A, US 5013659), win k KOMOMHAIIMH WJIM CMECH 3TUX TepOUIUIOB ¢ IOMOIIBIO "CT3-
KWHTa TeHOB', TaKue KaK TPAHCTCHHBIC KYJIbTYPHBIC PACTCHUS, HAPUMEP KYKYpy3a WJIH COS C OTPEACICHHBIMU
TOPTOBBIMU Ha3BaHUSAMHU WK 0003HaueHreM Optimum™ GAT™ (tonepanTtHbie k rimdocary ALS),

TpaHCTEHHBIC KYJIbTYPHBIC PACTEHHs, HAIPHMEP XJIOMOK, CO CIIOCOOHOCTBIO Mpou3BoAuThH Bacillus thur-
ingiensis-Toxine (Bt-TokCHH), KOTOpBIH IelaeT pacTeHHs YCTOWYMBBIMU K ompeseiieHHbIM Bpeautensim (EP
0142924 A, EP 0193259 A),

TpaHCTEHHBIC KYJbTYypHbIE PACTCHHUSI C U3MEHEHHBIM COCTaBOM KHCJIOTHI upHOro psxa (WO 91/013972
A),

KyJNbTypHBIC PACTCHHSA, N3MEHCHHBIE METOIaMH T€HHON WH)KEHEPHH, C HOBBIMH KOMIIOHEHTAaMH M BTOPHY-
HBIMH MaTepHajaMy, HampuMep HOBBIMH (PUTOAJIEKCHHAMH, KOTOPBIE CITy>KaT IMPUYWHON MOBHIIMIEHHON yCTOW-
guBoctH kK 6one3nsM (EP 0309862 A, EP 0464461 A),

pacTeHusl, I3MEHEHHbIE METO/IaMHU TeHHON WH)XEHEPHH, CO CHIDKEHHBIM (DOTOIBIXaHHEM, YTO CIIOCOOCTBY-
€T MOBBILIEHHBIM YpPOKasiM M HOBBIIIEHHOH cTpeccoycroiunBocTH (EP 0305398 A),

TPAHCTCHHBIC KYJIBTYPHBIC PACTCHUS, KOTOPBIC MPOHM3BOIAT (hapMaIlCBTHUCCKHE WM TUATHOCTHYCCKUC
Ba)XKHBIC MTPOTEUHEI ("MONEKYISApHBIN hapMuHr"),

TPaHCTCHHBIC KYJIbTYPHBIC PACTCHUS, KOTOPBIC OTIUYAIOTCS BEICOKOH YPOKAHHOCTBIO WIIM JTyYIIAM Kave-
CTBOM,

TPaHCTCHHBIC KYIbTYPHBIC PACTCHHUS, KOTOPHIC OTIMYAIOTCS COYCTAHUCM, HAIIPUMED, BBINICYIIOMSIHYTBIX
HOBBIX KauecTB ("'CTIKHHT TeHOB").
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MHOTOYHCICHHBIC MOJICKYISPHO-0MOIOTUICCKHE TEXHOJIOTHH, C TIOMOIIBIO KOTOPBIX MOTYT IMPOU3BOIHUTh-
Csl HOBBIC TPAHCTCHHBIC PACTCHUS C M3MECHCHHBIMH KaueCTBaMH, B MPHUHIIUIIC, H3BECTHHI (CM., Hampumep, 1. Pot-
rykus und G. Spangenberg (u3n.) Gene Transfer to Plants, Springer Lab Manual (1995), uzn. Springer bepnun,
T'eitnens6epr umu Christou, "Trends in Plant Science" 1 (1996) 423-431).

J11s TeHHOWHKEHEPHBIX MaHUITYJISIHA TAKOTO POa MOJICKYJIB HYKJICHHOBBIX KHCIOT MOTYT JOCTABIISATHCS
B TIUIa3MHU[bI, KOTOpBHIE IMIO3BOJISIIOT MYyTareHe3 WM BHECEHHWE W3MEeHeHMd B HykieotuaHyro JIHK-
nocienoBaTenbHOoCcTh. C NOMOIIBIO CTAHIAPTHBIX TEXHOJOTHH MOXET TPOBOIMTHCS, HANpPUMEpP, KaTHOHHBIN
00MeH, yIaAThCsl YaCTUYIHBIE ITOCIEIOBATEIHPHOCTH WIIN T00ABIATHCS MPUPOAHBIC WIIN CHHTETHYECKHE MOCTe-
noBarenbHocTH. st coemunenus JJHK-pparmeHToB Apyr ¢ apyrom k (parMeHTaM MOTYT HPUKPEILIATHCS
aJlanTephl WK JIMHKEPHI (CM., HanpuMep, Sambrook et al., 1989, Molecular Cloning, A Laboratory Manual, 2-¢
u3n1. Cold Spring Harbor Laboratory Press, Cold Spring Harbor, Hero-Hopk mm Winnacker "Gene und Klone",
VCH Baiinxaiim, 2-e uzn., 1996.

Co3zaHue KICTOK PaCTEHHIA CO CHIDKCHHOM aKTHBHOCTHIO TEHHOTO TPOTYKTa MOXKET, HAlPpUMeEp, OBITh J0-
CTUTHYTO SKCIPECCUEH M0 MEHBIIEH Mepe OHOTO COOTBETCTBYIOIEero aHTucMbiciaoBoro PHK, oxHoro cmeicio-
Boro PHK mis w3enedenns PHK-unTepdepenmm nnm sxcnpeccrel, mo MEHbIIeH Mepe, COOTBETCTBYIONICH CO-
3IaHHOH pUOOCOMBI, CTICITU(PIUECKIAM TPAHCKPHUIITOM BBIIIICHA3BAHHOTO T€HHOTO MPOAYKTA.

Kpome toro, MmoryT ucmonb3oBaThest Mosiekynsl JIHK, koTopble 0XBaTHIBAIOT OOITYIO KOJTUPOBAHHYIO TIO-
CIIeZIOBATENIFHOCTh TEHHOTO MPOYKTa, BKIIOYAs BO3MOXKHBIC UMeEONTHecs (GIaHKHUPYIOIINE MOCIeI0BaTeIFHO-
cTy, a Takke U Moiyekynsl JIHK, KoTopble 0XBaThIBalOT TOJBKO YaCTh KOAUPOBAHHOM I1OCIIENOBATEIBHOCTH,
MPUYEM 3Ta YacTh JOJDKHA OBITH JOCTaTOYHO JUTMHHOW, YTOOBI BHI3BATh B KJIETKAX aHTHCMBICIOBOH 3(dexT.
BosmoxkHo Takxke npumeneHue JJHK-mocnenoBaTembHOCTEH, KOTOPHIC YKA3bIBAIOT BHICOKYIO CTEIEHh TOMOJIO-
THH KOJWPOBAHHBIX MOCJIECIOBATEIEHOCTEH, HO HE MOJIHOCTHIO UIICHTHYHEI.

[pu 3kcmpeccuu MOJEKYJT HYKICHHOBBIX KHCIIOT B PACTCHHUSIX CHHTETUYCCKUN MPOTEHH MOXKET JIOKAJTU3H-
pOBaThCs B JIFOOOM OTIEJICHHU PACTUTEIBHOHN KiaeTku. HO YTOOBI JOCTHIHYTH JIOKATH3AalUU B OMPEIACICHHOM
OTJICIICHHUH, KOJUPOBaHHAS 00J1aCTh MOXKET, HAIpuMep, cBsa3biBaThes ¢ JJHK-mocnenoBaTenbHOCTSIMU, KOTOPBIE
00eCTIeYNBAIOT JIOKAIHU3ALHIO B OJTHOM OTIPENICIIEHHOM OTAETCHUH. Takue Mociae10BaTeNbHOCTH H3BECTHEBI CIIe-
nmuanucty (cM., Hanpumep, Braun et al., EMBO J. 11 (1992), 3219-3227; Wolter et al., Proc. Natl. Acad. Sci.
CIIIA 85 (1988), 846-850; Sonnewald et al., Plant J. 1 (1991), 95-106). Dxcnpeccusi MOJIEKYJ HYKJICHHOBBIX
KHCJIOT TaKXKe MOKET MMPOUCXOIUTH B OpTaHeIIaX PaCTUTEIBHBIX KIETOK.

TpaHCTeHHBIC PACTHTEIBHBIE KIETKH MOTYT PETCHEPUPOBATHCS W3BECTHBIMH CIIOCO0AMHM B IIENIBIE pacTe-
HUS. Y TPaHCTEHHBIX PaCTEHUH MOXKET MITH pedb MPUHIUINAIHHO O PACTEHHUX JTIOOBIX BHIOB, T.€. KaK O OJIHO-
JIOJBHBIX, TaK U O ABYIOJBHBIX.

Tak TpaHCTEHHBIC PACTCHHUS, UMCIOIUECS B MPOIaXKe, MOTYT UMETh H3MCHEHHBIC CBOWCTBA Olaroaapst mo-
BBIIIICHHOM SKCIPECCUH, MOJABICHUIO WM HHTHOUPOBAHUIO TOMOJIOTHYHBIX (=MPUPOIHBIX) TCHOB WM TEHHON
MOCJIEIOBATEIEHOCTH, WIIM DKCHPECCHH TETEPOJOTHUYCCKUX (=4yKEPOIHBIX) TEHOB WM MOCIEIOBATEIEHOCTH
TCHOB.

[IperMyIecTBEHHO B TPAHCTCHHBIX KYJIbTYPaX MOTYT HPUMEHSTHCS COTJIACHO M300PETCHUIO COCIMHCHHUS
(I), koTOpBIEC YCTOMYMBEI K POCTOBBIM BellleCTBaM, Kak, Harpumep, 2,4 D, nukamba, WU K TepOUIHIaM, KOTOPhIE
CICPKUBAIOT CYIIECTBEHHBIE PACTHTEIbHBIE YH3UMBI KaK, HampuMmep, arerosakrat cuarasza (AJIC), EPSP cunra-
3a, rmotamMuH cuHTasza (I'C) wmm ruapoxcudenmmupyBatr nuokcurenaza (I'®ITATN), wim k repOunuaam u3
Tpynmsl cynb()OHUIMOYEBHHEL, THdocaTa, TI0(OoCHHATa WM OCH30MIOKCa30jla M aHAJIOTWYHBIM aKTHBHBIM
JEHCTBYIOIINM BEI[ECTBAaM, HIIH K JTFOOBIM KOMOWHAITHAM 3THX OHOJOTHMYECKH aKTUBHBIX BEIICCTB.

OCOOCHHO TPEANMOYTUTEIFHO MOYKHO TPUMCHSATH COCIUHCHHUS COTIACHO HM300pPETCHHIO B TPAaHCTCHHBIX
KYJIbTypax, KOTOPbIC YCTOWYHMBEI K KOMOWHAINU TIH(OCaTOB U MIIO()OCHHATOB, TIU(POCATOB U CYIb()OHIIMO-
YCBUHBI WIIH UMHIA30JUHOHOB. BecbMa MpemovTHTEIFHO MOXKHO TMPUMEHATh COSAMHEHUSI COTJIAaCHO M300peTe-
HUIO B TPAHCTEHHBIX KYJIBTypaX, KaKk HapuMep, KYKypy3e WIH CO¢ ¢ TOPTOBBIMU Ha3BaHUSIMHU WM 0003HAYCHH-
eM Optimum™ GAT™ (rnmudocatsl, TonepanTHbie k ALS).

[Ipu npUMEHEHUHU COTIACHO M300PETCHUIO AKTUBHBIX JICHCTBYIOIINX BEIISCTB B TPAHCTCHHBIX KYJIBTypax
PAIOM C HaOIIFOJaeMBIMH Pe3yIbTaTaMHU IO OTHOIICHUIO K BPSIHBIM PACTCHUSM B APYTUX KYJIBTypax 4acTo BO3-
HUKAIOT PE3yJIbTAThI, KOTOPBEIC CHCIU(MUYIHBI ISl JAHHBIX TPAHCTCHHBIX KYJIBTYpP, HAIPUMEpP U3MCHCHHBIA WU
CHENHANGHO PACIIMPEHHBIA CIIEKTP COPHAKOB, YTO MOKET MOAABIATh M3MEHEHHOE PAcXOIyeMoe KOJIMYECTBO,
KOTOPOE MOJKET MCIIOJIB30BAThCA ISl MPUMEHEHNS, MIPEAIOYTUTENIFHO XOPOIIasi COYeTaeMOCTh C TepONIHUIAMH,
K KOTOPBIM TPAHCTE€HHBIE KYJIBTYPhI YCTOINYMBEL, a TAaKXKe BIMSIHUE HAa POCT U YpOXKal TPAaHCTEHHBIX KYIBTYD.

3amaueit N300pETCHHS MMOATOMY TAKXKE SIBJIICTCS NMPUMEHEHHE COTIACHO M300pETEHUI0 COeanHEeHUHN Gop-
myitel (1) kak repounmaa st 60pHObI ¢ BpEIHBIMU PACTEHUSMHU B TPAHCTCHHBIX KYJIBTYPHBIX PACTCHHSIX.

CornacHO HM300pPETCHUIO COCAMHEHHS MOTYT HCIIONB30BaThcs B ()OpME TMOPOIIKA JJIs BIPBICKUBAHUS,
SMYJIBTUPYEMBIX KOHIICHTPATOB, PACTBOPOB JUIS ONPHICKMBAHUSA, CPEACTB JUIS PACIBUICHUS WIN TPAHYJSITOB B
BUJIC JPYTHX IMPEmaparoB. 3amadcii W300pETEHUS MOITOMY TaKXKe SBJISFOTCS TSPOUIMIHBIC W PErYIHUPYIOIINE
POCT pacTeHHH CpeICTBA, KOTOPHIE COJEPKaT COEAMHEHHS COTJIACHO H300PETEHHIO.

CoeTMHCHHST COTJIACHO M300PETEHUIO MOTYT OBITH C(OPMYIIUPOBAHBI PA3TUYHBIMU CIIOCOOAMH B 3aBHCH-
MOCTH OT TOTO, KaKue OMOJIOTHYECKHE W/WIN XHUMUKO-(pH3HYecKUe mapaMeTphl 3aianbsl. Hampumep, mpumeHs-
IOTCSl B pacueT CJIIEAYIOIHE BapHAHTHI cMeceil: mopomku A onpsickuBanust (WP), BogopacTBOpHUMBIE TOPOTII-
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ku (SP), BomopacTBOpHMBIE KOHIIEHTpATHI, KOHLEHTpPaTHI, oopasytomue smynscun (EC), amynscun (EW), kax
SMyJIbCHU THIA "Macio B Boje" M "Boma B macie", pacTBOpHI Al ONPBICKMBAHUS, KOHIIEHTPAThl CYCHEH3HMH
(SC), nucnieprupoBanre B MacisSHOW WM BOJHOW (pase, pacTBOPHI MACISHBIX IMYJIbCHH, KalCylIbHBIE CYCIICH-
3un (CS), cpeactBo s pacnsiieHus (DP), mpoTpaBuTenu, TpaHysSThI ISl PaCCHIIAHUS U 00paOOTKH TTOYBHI,
rpanyyatel (GR) B ¢popMe MUKpoOTpaHysl, TPaHyIsaThl ISl PACCEUBAHUSA, TPAHYISTH B 000J0YKE W TPAHYIISATHI
JUTsE abcopOIK, BOAHO-AUCTIEpTHpYyeMble rpanyisaTel (WG), BogopacTBopuMbie Tpanynathl (SG), ULV mpena-
paTtuBHBIE ()OPMBI, MEKPOKAIICYJIBI U BOCKH.

OTH OT/AENBHBIEC TUIIHI TIPENapaTHBHEIX ()OPM, B IPUHIIUIIE, SIBISIOTCS W3BECTHHIMHU U OTIMCAHBI, HAIIPAMED,
B Winnacker-Kiichler, "Chemische Technologie", T. 7, C. u3n. Hanser MiouxeH, 4-¢ uzn. 1986, Wade van Val-
kenburg, "Pesticide Formulations", Marcel Dekker, N.Y., 1973, K. Martens, "Spray Drying" Handbook, 3-¢ u3x.
1979, G. Goodwin Ltd. London.

HeobxonuMbie BCIIOMOTATENBEHBIE CPEICTBA IS IPEMapaTUBHBIX (OPM, TaKue KaK WHEPTHBIC MaTCpHAJIbI,
ITAB, pacTBOpHUTEIH U JPYTUE HOTIOTHUATEIBHBIC BEIIECTBA, PAaBHBIM 00pa30M M3BECTHBI U OIMCAHBI, HAPHMED,
B Watkins, "Handbook of Insecticide Dust Diluents and Carriers", 2-e¢ u3z., Darland Books, Caldwell N.J., H.V.
Olphen, "Introduction to Clay Colloid Chemistry", 2-e u3x., J. Wiley & Sons, HL}O-fIOpK, C. Marsden, "Solvents
Guide", 2-e u3n., Interscience, HblO—ﬁOpK 1963, McCutcheon's "Detergents and Emulsifiers Annual", MC Publ.
Corp., Ridgewood N.J., Sisley and Wood, "Encyclopedia of Surface Active Agents", Chem. Publ. Co. Inc.,
Heio-Hopk 1964, Ilendens, "TIoBepXHOCTHO-aKTHBHBIC aIyKThl STHICHOKCHAA", Hayd. U3, oour., IlITyTrapT
1976, Winnacker-Kiichler, "Xumunueckas texaomorusa", T. 7, C. u3a. Hanser Mronxen, 4-e u3a. 1986.

[Mopourkamu A7st pacHbIICHAS SIBIITIOTCS MIPENapaThl, PABHOMEPHO IUCIEPTHPYEMBIE B BOJE, KOTOpPBIE Ha-
pAAy ¢ OMOJIOTUYECKH aKTHBHBIM BEIICCTBOM, KpOMe pPa30aBUTEINs MM WHEPTHOTO BEIICCTBA, TAKIKE CONCPIKAT
emie [TABBI HEHOHHOTO W/HMJIH MOHHOTO BHJA (CMaYMBATENH, TUCIICPTAaTOPHI), HAIPUMED MOTUOKCUITHIUPOBAH-
HBIC aTKWI()EHOIBI, MOJMOKCHATHIUPOBAHHBIC ATU(paTHICCKIE CIUPTHI, MOJTHOKCUITHINPOBAHHBIC amudarnie-
CKHE aMWHBI, MOIUTIUKOIBI(PUPCYIb(ATHl KUPHOTO CIUPTA, ATKAHCYIb(OHATHI, ATKUIOCH30JICYIb()OHATHI,
JUTHAHCYJIB(GOKUCIBIA  HaTpud, 2,2'-nuHadTiiMeraH-6,6'-1ucynb(QOKHUCIBIA  HATPUH, IUOYTHIHA(DTAIMH-
CyIMb(HOKUCTBI HATPUH WIIA TAK)KE OJICOIMETHITAYPUHKUCITBIA HATpHA. [[JIs1 M3rOTOBICHUS TIOPOIITKOB IS pac-
MBUICHUS TepOUITNIHBIE OMOIOTHYECKH aKTUBHBIC BEIIECTBA TOHKO M3MENPYAIOT, HAIIPUMEp, Ha TAKOM OOBITHOM
000pyI0OBaHNH, KaK MOJIOTKOBAs IpOOMIIKa, BO3IyXOAyBHAS U BO3AYXOCTPYHHAsI MEIHHHIIA, M CPa3y WM IIOTOM
CMEIIIHBAIOT CO BCIIOMOTATEIEHBIMHU CPEICTBAMH KOMITO3HITHH.

OMyIBrUpyeMble KOHIIGHTPATHI IIOIYYaloT IPH PACTBOPEHUH OMOIOTHYECKH aKTHBHOTO BEIIECTBA B Opra-
HHUYECKOM pacTBOpHUTENe, HapuMep OyTaHOJIe, IUKIOTeKCAHOHE, AUMETIIIGOopMaMHe, KCHIONE, FIIH TaKkKe B
BBICOKOKHITAIINX apOMAaTHYCCKAX COCTUHCHUSX HIIH YTICBOJOPOIaX, M CMECIX OPTaHUYECKOTO PACTBOPUTEIS
C HMCIIOJTb30BAHUEM OJTHOTO FUTH HeCKONbKUX [TAB MOHHOTO W/WIIM HEMOHHOTO BHJA (IMYJIBraTopoB). B kauecTBe
SMYJIBraTOPOB, HAPUMEP, MOXKHO HCIIONB30BaTh aKMIAPIICYIb(OKUCIOTH, TAKHE COMU KaNbLUs, KaK JOJe-
MUIIOCH30JICYTE(OHAT KANBLUS, W TaKHE HCHOHHBIC 3MYJIBraTOPBI, KaK MOJUTIHKOICBBIN 3QUp KUPHOH KH-
CJIOTHI, ATKUJIAPHITIOIHUTIIAKONICBBIA (U, MONUTIUKOICBBIA dQHUP KUPHOTO CIUPTA, MPOIYKT KOHICHCAIUU
MPOTHICHOKCUI-3THIICHOKCHU A, ANKHIIOIHI(PUD, COPOUTAHOBEIH 3(Hp, KaK HAIPUMED, CIOKHBIH 3up copou-
TAHOBOM KHCIJIOTHI XHPHOTO PSAAa FIIU CIOXKHBIA 3()Up HMOIMOKCHITWICHCOPONUTAHA, KaK HAIpUMEp, CIOKHBIHA
3(hUp NOTMOKCHITHICHCOPOUTAHOBOH KHCIOTHI )KHUPHOTO psAa.

CpencTBa 171l ONBUICHHS MONYYarOT NPH M3MEIbUCHHH OMOJOTMYECKH aKTHBHOTO BEIUIECTBA C TAKHUMHU
TOHKO H3MENBbYCHHBIMU TBEPABIMH BEIIECTBAMH, KaK HaIpHUMeEp, TaJdbK, TAKUMHU NPHPOIHBIMH TIIMHAMH, KaK
KaoJIMH, OCHTOHUT W MUPOPHILIUT, WIA AUATOMOBAS 3EMJISL.

CyCHeH3HOHHBIC KOHIICHTPATHI MOTYT UMETh BOJHYIO HJIM MACISHYE) OCHOBY. VIX MOXKHO MOJIyYUTbh, Ha-
TpUMEp, MPH BIAXKHOM HU3MEIBYCHHU C TOMOIIBIO CTAHJAPTHBIX OMCEPHBIX MENBHUI], TPU HEOOXOIUMOCTH C
nobasnenueM [TAB, kak HampuMep, yxke ObUIO Ha3BaHO B PYTUX THUITAX KOMIIO3HIIUH.

DMynbCUH, HampuMep sMylbcuu Tuma "Maciao B Boge" (EW), MOXXHO MOTYyYUTh ¢ MOMOIIBIO MELIANIOK,
KOJUTOMIHBIX METBHHUI[ W/WIH CTATUYCCKUX CMECUTEINICH MPH UCIIOIB30BAaHUU BOJHBIX OPTaHHYCCKUX PACTBOPH-
Tenel u npu HeooxomumocTH [TAB, kak HanprMep, yke ObLIO HA3BAHO B IPYTHX THUIMAX KOMITO3UIIHIA.

I'paHynATEI MOTYT IPOM3BOAUTECS ITyTEM PACIbUICHHS aKTHBHOTO JEHCTBYIOIIETO BEUIECTBA HA TPAHYIH-
pOBaHHBIC WHEPTHHIE aJICOPOCHTHI MM HAHECEHHEM KOHIICHTpaTa aKTUBHBIX JCHCTBYIONINX BEIIECTB IPH IIO-
MOIITH CBSI3YIONIUX BEUIECTB, HAIIPUMEP MOJUBHHHUIIOBOTO CIIUPTA, HATPHUS MOIUAKPUIOBOW KHCIOTHI HITH TaKKe
MHUHEpAIBHBIX Macej, Ha IOBEPXHOCTh TAKOTO HATOJHHUTENA, KaK IMECOK, KAOIWHUT WJIN TPaHyJIHMPOBAaHHBIN
WHEPTHBI MaTepuan. Takke Uil M3TOTOBJICHHUS TPAaHYJISATOB IS YAOOpPCHHWH HaJIUIe)Kallue aKTUBHBIC IEHCT-
BYIOIIHE BEIIECTBA APOOAT OOBITHBIM CIIOCOOOM, MPH JKETAHUH B CMECH C YIOOPECHHUSIMH.

BomHo-nucneprupyeMbie TPaHYJSIThl MPOU3BOMAATCS, KaK MPAaBHIIO, OOBIYHBIMH CHOCOOAMH, TAKHMMHU Kak
pACTIBUIUTENBHAS CYIIKa, TPAHYIUPOBAHKUE B KUILIIIEM CJIO€, TPAHYJIUPOBAHUE JUCKOBBIM TPAHYISAITOPOM, CME-
NIMBaHUE B BEICOKOCKOPOCTHOM MHKCEPE-TPaHYJIATOPE H AKCTPY3HsI O€3 TBEPIOT0 HHEPTHOTO BEIICCTRA.

O mpow3BOACTBE JWCKOBBIX I'PaHYJSATOB, TPAHYISATOB B KHUILAMIEM CJIOC, B DKCTPYJCPE M PACIBLIICMBIX
TPaHyJISITOB CM., HanpuMmep, crnocod B "Spray-Drying Handbook" 3-e m3n. 1979, G. Goodwin Ltd., Jlonnos, J.E.
Browning, "Agglomeration", Chemical and Engineering 1967, c. 147 u np., "Perry's Chemical Engineer's Hand-
book", 5-e u3z., McGraw-Hill, HL}O—fIOpK 1973, c. 8-57.

Jpyrue moapoOHOCTH O TpemapaTHBHBIX (opMax CpeICTB 3allMThl pacTeHWid cM., Hampumep, B G.C.
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Klingman, "Weed Control as a Science", John Wiley and Sons, Inc., HLm—ﬁOpK, 1961, c. 81-96 u J.D. Freyer,
S.A. Evans, "Weed Control Handbook", 5-e u3n., Blackwell Scientific Publications, Oxcdopa, 1968, c¢. 101-103.

ATpOXMMHYECKHE CTIOCOOBI MPUTOTOBIICHHUS COJIEPIKaT, Kak mpasuiio, ot 0,1-99 mac.%, B gyactHocTH, 0,1-
95 mac.% coeauHEHHU COTIIACHO H300PETCHHIO.

KonmeHTparuis akTHBHBIX IEHCTBYIOIINX BEIIECTB B IMOPOIIKAX ISl ONMPHICKUBAHMS COCTABISET, HAIPHU-
Mep, ot 10 1o 90 mac.% ocraTtka k 100 Mac.% cocrosiei 3 OOBIYHBIX KOMIIOHEHTOB CMECH. B AaMynbrupyeMbrx
KOHIICHTpaTaX KOHIICHTPAIMs OMOJIOTHYECKH aKTHBHOTO BEIIECTBA MOXKET COCTABIATH mpuMepHO 1-90 mac.%,
npeamoututensHo 5-80 mac.%. IIbueBuanbie Kommosummu conepxkar 1-30 mac.% Ouosorndeckd aKTHBHOTO
BEILlECTBA, NPeANoYTUTENbHO Yamnie 5-20 mac.% OMOJIOTHYECKH aKTUBHOTO BEIIECTBA, PacIbUIIEMbIE PACTBOPEI
conepxat npumepro 0.05-80 mac.%, mpemnourutensHo 2-50 Mac.% OHMONOTHYECKH aKTHBHOTO BemlecTBa. B
BOJIOZIMNCIIEPTUPYEMBIX TPaHyJISATaX COAEP)KaHNWE aKTHBHOT'O KOMIIOHEHTAa YaCTUYHO 3aBHCHUT OT TOTO, PUCYTCT-
BYET JICWCTBYIOIEE COEAMHEHUE B JKHIKOM HJIM TBEPIOM BHJE M KaKue I'PaHyJUPYIOLIHE BCIIOMOTATeNIbHbIC
BEILIECTBA, HAITOJIHUTEIH U T.JI. HCHOJIB3YIOT.

B mucneprupyeMsbIx B Bojie TpaHyJIsITaX CoJepKaHNe OMOJIOTNYECKH aKTUBHOT'O BEIIECTBA COCTABIISET, Ha-
npumep, 1-95 mac.%, npegnourutensHo 10-80 mac.%.

Hapsny ¢ »TuM Ha3BaHHBIE COCIOMHEHUS aKTHBHBIX ICHCTBYIOIINX BEMIECTB MPU HEOOXOAWMOCTH COAEP-
’KaT OOBIYHBIC CXBATHIBAIOIINE, CMAYUBAIOIINE, TUCIIEPTUPYIOIINE, AMYIGTHPYIONINE, IPOHUKAIONINE, KOHCep-
BUPYIOIINE BEIECTBA, BEIIECTBA, 3AIUINAIONINE OT MOPO3a, M PACTBOPUTEINH, HATIOJHUTENN, HOCUTENH, KpacH-
TEJH, TIEHOTACUTENH, TOPMO3HBIE HCTIAPUTENH W aHTUTPAHCIHPAHTHI U CPEACTBA, BIUIOMNE HAa ypoBeHs pH n
BSI3KOCTb.

Jlist IpUMeHEeHHsT KOMITO3UIIMH, HaxoAsIuecs B OOBIYHOM BHJE, pa30aBisIOT OOBIYHBIM CIIOCOOOM, Ha-
NpUMep HOPOIIKH ISl Pa3OpBI3THBAHUS, SMYJIbIHPYEMbIe KOHICHTPATHI, TUCTIEPCUH M BOJOANCIEPTHPYEMbIE
TPaHyJIATHl pa30aBisioT BoAOH. [IbuIeBHIHBIE penapaThl, TPAaHyJISATHl Ui BHECEHUS B TIOYBY WJIM [UIsl pa3odpa-
CBIBaHMS, a TAK)K€ pacIblIsIeMble PAacTBOPHI IEpej NMPHUMEHEHHUEM OOBIYHO OoJble He pa30aBIsIOT APYTHMH
WHEPTHBIMH BEIIECTBAMH.

Heobxonnmast Hopma pacxoaa coequHeHust GopMyiibl (I) MEHsSETCS B 3aBUCUMOCTH OT TaKUX BHEIIHUX yC-
JIOBUH, KaK TEMIIEpaTypa, BIaKHOCTh, BUJ IPUMEHIEMOro repourinaa u 1.1. OHa MOXKET KOoJIe0aThCs B IMUPOKUX
rpannnax, Hampumep 0,001-1,0 kr/ra wim 6osee MeHCTBYIONMIETO BENIECTBA, OJHAKO MPEANOYTUTEIHFHO OHA CO-
crasister 0,005-750 r/ra.

Crienyrotye IpuMepsl Pa3bICHIIOT H300peTeHNE.

A. XuMmuueckue npumephl.

4-Iuxnonpormi-2-mMeTri-3-(mermicynbduann)-N-(1-metwn-1H-tetpazon-5-nn)oenzamun (nmpumep Ne 1-
2).

Oran 1. Cuntes 1-6pom-3-prop-2-(MeTuicynb(hanm)oeH3oma.

1028 ma 2.5 M (2.57 Momnb) pacTBOpa H-OYTHIUTMTHSI B H-rekcane pactBopwi B 1600 mi cyxoro TI'®.
[pu 0°C mobasumu 400 mut (2.83 Moub) AMM3ONpONMIAMIHA. PeakMOHHYIO CMeCh NepeMEelINBalld B TEUCHHE
15 mMuH pu 3T0M TeMneparype. 3aTeM oxJyanuiu cMech 10 -78°C. IIpu 3Toi TemIiepaType 1o KarsiM 100aBHiIx
287 ma (2.57 moib) 1-6pom-3-propOen3ona. Cmech mepeMenmBaiy B TeUeHHE | 9 Tipu 3TOH TeMIieparype. 3a-
TeM go6aBwim 254 M (2.82 MONb) TUMETHIAUCYIbPUIA. 3aTeM PEaKIIMOHHYIO CMECh HArpeNu J0 KOMHATHOM
temrieparypbl (KT). ITocrme BoccTaHOBIEHHS BOAOH OCTaTOK opraHmdeckou ¢aspl mpu 0.5 MOap moaBeprim
¢dpaxumonnoit neperonke. [Ipu 87°C mosryunnu 504 r HEOOXO0IUMOTO TPOIAYKTA.

Oran 2. Cunres 4-6poM-2-¢ptop-3(MeTHICYIh(GaHMIT)OCH30MHON KUCTOTHI.

452 mn 2.5 M (1.13 Monb) pacTBOpa H-OyTHIITUTHS B H-TekcaHe IpH -78°C 1o karisiM 1o0aBHIIM K pac-
TBOpY 176 Mi (1.24 monb) mumzonponmnamuna B 550 mur cyxoro TI'®. PactBop mepememBaiy B TedeHue 5
MUH TIpU 3TOW TemmepaType U 3aTeM 15 mepememmBanu B TeueHue 0°C. 3areM pacTBOp CHOBA OXJIAIWIH IO
-78°C. 3arem no kamraM no6asuimm pactsop 250 1 (1.13 momb) 1-6pom-3-drop-2-(MeTricynbhannn)oeH3oa B
150 mi cyxoro TT'®. PactBop mepememnmBanu B TeueHue 1.5 4 mpu -78°C. 3atem no6asmimu 298 T (6.78 MoIb)
JMOKCHJA yTriiepoJa B BHJIE CYXOro Jibaa. PeakIMOHHYI0 CMECh MEUIEHHO PACTOIMIM 0 KOMHATHOW TeMIepa-
Typhl. st mepepaboTKu cMech MOAKUCIMIN pa30aBiICHHON COJSHOW KHCIOTOH J0 ypoBHs =1. 3aTeM MpOIyKT
MEeCTh pa3 dKCTPArHpPOBAIN JAUATHIOBEIM ddupoM. OO0bequHEHHBIE OpraHndeckue (pa3bl MPOMBLUTA HACHIIICH-
HBIM BOJIHBIM PAacTBOPOM ITOBAPEHHOW COJM. 3aTeM MPOAYKT TPIKIBI AKCTPArupoOBAId HACHIIIEHHBIM BOJHBIM
pacTBOopoM ruapokapboHara HaTpus. OObeTUHEHHBIE BOIHBIE SKCTPAKTHI NIPH YpoBHE pH 9 TPHKIbl MpOMBLTH
TUATHIOBBIM 3(UPOM U 3aTEM MEIJICHHO TOJKUCIMIIN KOHIICHTPUPOBAHHOW COJITHON KUCJIOTOH 10 ypoBHS pH
1. IIpoayKT TpMKIBI SKCTPAarHpPOBaIN ITUITWIOBEIM 3(UPOM, U MPOMBUIH 00BEIWHEHHBIE OpraHudecKue (aspl
HaCBIIIEHHBIM BOJHBIM PacTBOPOM IMOBAapeHHOW coiu. 3areM OoO0beAMHEHHBIC OpraHHYecKue (asbl BBICYLIHIIH
HaJl cynb(aToM MarHus, ¥ GUILTPAT OYUCTUIIN OT pacTBOpuTeNs. Jyis mocienyromeil OYMCTKY MPOIYKT Tepe-
KPHUCTAJUTU30BAJIN U3 BOJIBI, TPUYEM TOJNYIHIH 275 T HE0OOXOIMMOTO POIYKTA.

Oran 3. Cuntes 4-6pom-2-¢prop-N-(1-runpokcu-2-MeTHumnponan-2-mi)-3-(MeTuicyabhanmn ) OeH3amu a.

340 r (1.28 monb) 4-6pom-2-Prop-3-(MeTricynbhannt)doeH3oiHoit kucnotel B 1000 M1 cyxoro auxiop-
MmertaHa cMmerany ¢ 2 Mt N,N-qumeruindopMamuia 1 3ateM Harpenu 1o temreparypst 35°C. 271 mu (3.20 monb)
OKCAJTIIIXJIOPHIa MEAJICHHO U IO KaIlIsiM JT00aBWiIM MPH 3TOH Temmepatype. [locne 3aBepmienns razoodpa3osa-
HHS CMECh HarpeBajy 0OpaTHBIM IIOTOKOM, ITOKa KOHTPOJIb PEaKIny OOJbIIe He 00HApYKUBAJI UCXOIHBIC BEIIe-

-8 -



033898

cTBa. 3aTeM cMech 0cBOOOIMIN OT pacTBopuTels. K ocrarky mo6asuiau 600 Mt Toyosna U emie pa3 0CBOOOIHMIH
CMECh OT PacTBOPHUTENS. XJIOPAHTUAPHI KUCIOTHI moMecTwian B 600 mu Oe3BomHoro amxiopmerana. [Ipu 5-
25°C aTOT pacTBOp MO KarumsiM a06aBmin k cmecr u3 305 mut (3.20 Momb) 2-aMuUHO-2-MeTHmponan-1-oma u 100
MJI O€3BOJIHOTO UXJIOpMETaHa. PeakmMoHHy0 cMech nepeMernrBaii B Tedyenue 1.5 1 nmpu 0°C u 3ateM B Teve-
Hue 16 4 mpu KoMHATHOH TemrepaType. i1 mepepaboTKu cMeCh OTHUIBTPOBAIA U OCBOOOIMIIA (GUIIBTPAT OT
pactBopuTens. B xauectBe ocraTka mosrydmid 330 T mpoayKTa, KOTOPHIM MPUMEHSUIN Ha MOCICTYIONIeM dTare
0e3 TocneayIomeil OYNCTKH.

Oran 4. Cunres 2-[4-6poM-2-drop-3-(meTmincynbdanmn)permn]-4,4-mumeTin-4,5-murunpo- 1,3-okcazona.

330 r (0.98 moup) 4-6pom-2-pTop-N-(1-rHapoKcu-2-MeTHIIIponaH-2-1i)-3-(MeTHICY b aHmT)0eH3aMuAa
CMelIaJIy ITpU KOMHATHOH Temneparype ¢ 384 mu (5.3 monp) THoHmnxnopuaa. [locie 3aBepmenus razoo6paso-
BaHMs PEAKIMOHHYIO CMECh €IlIe Pa3 MepeMeNINBaIi B TedueHne 1 4 mpu KOMHATHOI Temneparype. s nepepa-
0OOTKM CMECh OCTOPO’KHO BBUIMJIM B BOIY. 3aT€M CMECh HKCTPAarHpOBAJIM TUATHIOBBIM 3dupoM. Boanyro dazy
oxaanumu a0 0°C u noamenaunnu 20%-HpIM HATPOBBIM LIEIOKOM. 3aT€M CMECh TOTYAC KE MOMEHTAIbHO HKCT-
parupoBaiy AUXJIOPMETaHOM. Bricymmnnm opranndeckyto ¢asy, n ocBodoammm ¢uiabTpar ot pactBoputens. Hc-
XOJIHBIA TIPOIYKT MEePEKPUCTAIUTH30BAIN U3 JUHU3O0NPOIHUIOBOTO dpupa, MpHIeM H30JUpOBau 165 Mr HeoOxo-
JIMOTO TPOIYKTA.

Oran 5. Cunates  2-[4-Opom-2-meTmi-3-(MeTwicynbdannn)permn]-4,4-mumetnn-4,5-muruapo-1,3-
OKCa3oJa.

45 v (141 w™momb)  2-[4-O6pom-2-drop-3-(MeTmincynbdanwmn)dennn]-4,4-numetn-4,5-muruapo-1,3-
OKcazoJia mpu KOMHATHOW TemmepaTtype B 440 M1 CyXoro IUATHIOBOTO 3¢upa U B aTMochepe 3alluTHOTO ra3a
MEJUICHHO U T10 KaIUIsIM CMELIAIM C MOAMIOM METWIMarHus (cpasy mpurotoBieHHoro u3 12.37 r (507 mmons)
maraus u 71.24 v (501 mmous) moamerana). OOpaniainy BHUMaHUE Ha TO, YTOOBI TeMIIepaTypa He IT0JHIMaIach
Beire 30°C. 3aTeM nepeMeIInBaiy Mpu KOMHATHOH TeMIlepaType, MoKa KOHTPOJIb PEeakiuy OoJbie He 0OHapy-
JKMBAJI HCXOIHBIX BemiecTB. s nepepabOTKH CMeCh MEUICHHO BBUIMIIM B CMECh W30 JIbJIa U pa30aBIeHHOH co-
JSTHOM KHCJIOTHI. 3aTeM J0OaBIIAIM HATPOBBIN IEJIOK, ITOKa ypoBeHb pH He ctan cocraBnsath 7-8. Boanyio dazy
JBaXKIBI SKCTPArHpOBAN JUITIIIOBEIM 3(hrupoM. Beicymmnm o0beniHeHHbIe opranndeckue ¢a3sl, 1 0cBOOOIN-
i GuiabTpaT OT pacTBopuTens. OCTaTOK MEPEKPHUCTAIUTM30BANIN W3 JUH30MPOMIIOBOTO 3(Hpa, MpHYeM I0ITy-
gy 38 T HEOOX0IUMOTO TIPOAYKTA.

Oran 6. CunTe3 4-0poM-2-MeTHII-3-(MeTWICYTb(QaHwT)OCH30HHON KUCIOTHI.

250 1 (0.8 w™omp) 2-[4-Opom-2-MeTnia-3-(MeTuicynbdanmi)dennn]-4,4-numetmn-4,5-muruapo-1,3-
okcazona cmemanu ¢ 1300 M 6 M ConsTHON KUCIIOTHI. PeakiMOHHYI0 CMeCh HarpeBajy B TeUeHHue 24 1 mpu 00-
patHoM moToke. [yt mepepaboTKH cMech IMOIIENIauMId M JBasKAbl MPOMBUTH JTUITHIIOBEIM 3(upoM. Boanyio
(ha3y MOJKHMCIHIN COISHOW KUCIOTON. BRIKpHCTaIM30BaI TPOAYKT M OT(HMIBTPOBAIN cMech. B Buae ocraTka
BeLICTIH 167 T HEOOXOUMOTO MPOAYKTA.

Oran 7. CuHTEe3 METWIOBOTO 3dupa 4-0poM-2-MeThI-3-(MeTIICYTb(haHIT)0CH30HHOW KUCIOTHI.

10.1 r (38.7 MMoub) 4-0poM-2-MeTHa-3-(MeTHIICYIb(Qanm1)0eH30iHH0M KucaoTsl B 100 Mir MeTaHoOa cMe-
Mand ¢ 5 MJI KOHIEHTPUPOBAHHON CEPHOM KUCIOTHI. 3aTeM HarpeBald B T€UEHHE 8 U IpU OOpaTHOM IOTOKE.
CMmech OXJIaguin 10 KOMHATHOH TEMIIepaTyphl 1 0CBOOOAMIN OT pacTBoputens. OCTaTOK IIOMECTHIN B BOAY U
OXJIaIIIN B JensHor BaHHe. CMech OTOIIBTPOBAIN, M MPOMBUIM OCTATOK HACBHIIICHHBIM BOJHBIM PacTBOPOM
rugpokapOoHara HaTpus. OCTaTOK BBICYIIMIIH, TIPHYEM TOTydmiH 9.82 r HE0OX0AMMOTO MPOIYKTA.

Oran 8. CuHTE3 4-IMHUKJIOTPONII-2-MeTHI-3-(METHIICY b (PaHIIT)0eH30MHON KUCIOTHI (TipuMep Ne 9-1).

B armocdepe 3amuTHOTO Ta3a cmemann 1.94 r (80.0 MMOiIb) MarHMEBOH CTPYXKKH C 5 MJT CYXOTO TeTpa-
rugpodypana. 3arem no6aBuim HeOoubIoe KoiaudecTBo 9.67 r (80.0 MMOIJIB) HMKIONPONMIOPOMHIA, @ TaKKe
KaTaJIMTHYECKOE KOJIMYCSCTBO MO JUTS MHUIMHPOBaHUs peakuuu [ punbspa. [locne Havana peakuuu [ puHbsipa
MEJUICHHO 10 KaIUIsiM J10OaBHIIM OCTaBIIHMICS [UKIJIONPONMIOPOMUJ, KOTOPBII IpeIBapUTENbHO ObUT pa30baBiieH
145 Mr cyxoro Terparuapodypana. 3aTeM Ul COBEPIICHCTBOBAHMS PEAKLMH CMECh €Ille HarpeBaJd B TEUCHHUE
15 mun oOpatHBIM MOTOKOM. CONEpKUMOE OXJIAAWMIN 10 KOMHATHOW TeMIIepaTypbl, 3aTeM nobasmwiu 800 mr
(18.9 mmonb) xsopuna nutus. [locine mogHOTo pacTBOPEHHUs XJIOpHAA JIUTUS cMech oxiaanin 1o -20°C. 3arem
MeIUIeHHO 110 Karsim gobaswm 114 i (0.7 M; 79.8 MMoItb) pacTBopa XJI0pHa IMHKA B CYXOM TeTparuapody-
pare. CMech IepeMenMBalIH eIle B TeYeHUe 15 MUH Ipu 3TOH Temreparype. 3aTeM COAEPKUMOE PACTOIMIH 0
KOMHATHOW TEMIIepaTyphl, 1 CHOBA CO3JaJH BaKyyM B PEakI[MOHHOHN KOJOe IS yAaIeHHs KHCIOPOAa M IPOLIy-
Banu aproHoMm. K stoii cmecu mo6asmimm pactBop 10.0 r (36.3 mmois) MeTmioBoro 3¢gupa 4-06pom-2-MeTHII-3-
(MeTrncynbhannn)0eH30iHHOW KUCTOTH U 2.35 T (2.04 Mmmons) Tetpakuc(tpudenmidochun)namianusa(0) 8 200
MJI CYXOro TeTparuapodypaHa (IIOJYIeHHOTO TaKUM 00pa3oM, YTO CHadaja PacTBOPUIIM 3aMEIIeHHBIN ddup
OeH301{HOM KHCIIOTHL, B COCY/IE JUIS YAAJICHUS KHCIOpOoa CHOBA YCTAaHOBHMIIM BaKyyM U IIPOAYIIH aprOHOM, 3aTeM
J00aBWIIN NAJUIINEBBI KaTaan3aTop, U MOTOM B COCYJIE ellle pa3 /Uil yJaJeHUs] KUCIOPOAa YCTaHOBIIIM BaKy-
YM ¥ TIPOJYNU aproHoM). PeakiimoHHyI0 cMech HarpeBaid 3 9 0OpaTHBIM ITOTOKOM M 3aTeM OXJAJHJIH 10 KOM-
HaTHOW TemIepaTypbl. JIsi COBEPUICHCTBOBAHUS PEAKLUK €Ie pa3 MOJYYMIH IOJOBHHY BBIMICYTTOMSHYTOTO
KOJIMYecTBa peareHTa ['puHbsIpa U npeoOpa3oBaly COOTBETCTBEHHO PacTBOPOM XJopuaa IuHKa. [locne Bbme-
ONMCAaHHOTO YAaJeHUs KHUCIOpOAa 3TO KOJMYECTBO peareHTa couyeTaHus J00aBMIM K II€pPEeKpPEeCTHO-
coueTaromnieicss cMecH. JJOMOoTHNTENFHO JOOABIITH €IIle TIOJIOBHHY BBIIICYIIOMSHYTOTO KOJIMYECTBA MaJIaIUeBO-
To KarannizaTtopa. PeaknnoHHyI0 cMech CHOBa HarpeBaji 0OpaTHBIM IOTOKOM J0 TOTO MOMEHTa, MoKa depe3 2 1
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Oonpe He OOHAPYKUBATIOCH MCXOMHOE BemlecTBO. i1 mepepaboTKH COMEPKUMOE OXJIATUIN IO KOMHATHON
TeMmepatyphl ¥ cmemanu ¢ S00 M HaCHIIEHHOTO BOJHOTO PAacTBOpPa XJIOPHIa aMMOHHS. 3aTEM CMECh JTBAXK]IBI
JKCTParupoBalid JUATHIOBHIM ddupoM. OObeaMHEHHBIE OpraHudeckue (a3bl BBICYIIMIN, OTQHILTPOBAIN H
3aTeM OCTOPOKHO OCBOOOIMIIN OT PAaCTBOPHUTEIIS, YTOOBI OOJIbIIIe HE IPOUCXOAMIIO TIpeBparieHue BemecTs. Oc-
taTok pactBopwid B 100 M1 meranona u cmemanu ¢ 0 mur 20% HaTpoBoro menoka. CMeck nepemMermuBany 16 a
MIpy KOMHATHOM Temmepartype u 3ateM 3 1 mpu 60°C. 3ateM cMech HarpeBaJii OOpPaTHBIM TOTOKOM, TTOKa KOH-
TPOJIb peakIiy O0JIbIe HE OOHAPYKUBAJ NCXOMHBIX BemecTB. CMech CIYCTHIIN, 1 OCTATOK IIOMECTHIIA B BOIY.
CMech POMBITH JTUXJIOPMETAHOM, H OTHUIBTPOBAIH BOIHYIO (pa3y depes nemwmut. PuiabTpaT MOAKUCIHIN 6 M
COJISTHOHM KHCJIOTHI M TPIKIBI SKCTparupoBaiu auxiopMeranoM. OObeJUHEHHBIC OpraHndYecKrue (a3bl BBICYIIIH-
T, U CTYCTWIH (QWIBTPAT MPUMEPHO O MOJOBUHBI 00beMa. OCTaTOK TPHKABI dKcTparupoBamu 10%-HeIM Ha-
TPOBBIM IIeJIOKOM. OOBbeIMHEHHBIC BOJHBIC (Pa3bl MOMKUCTIIN 6 M COJNITHOW KHCIOTOW M TIEPEMEIIIHBAIN B Jic-
JITHOW BaHHE, MPUYEM BEIIECTBO BBHIMAIO B 0cajoK. CMech OTGMIbTpoBanu U Beicyinwin. [lomyuunu 7.31 r He-
00X0AUMOTO MPOAYKTA.

Otan 9. Cuntes 4-nuknonponui-2-mMeTui-3-(Meruincynbpannn)-N-(1-metnn- 1 H-retpaszon-5-
nn)oenzamuaa (mpumep Ne 1-1).

330 mr (1.48 mMmomp) 4-TEKITIONPOITIII-2-MeTHI-3-(MeTHiICYynbhaHmT)0eH30itHOH kuciaoTsl u 191 mr (98%
qucTOThI; 1.89 MMomb) S-amuHO-1-MeTnin-1H-terpasona B 10 Mn mupuauHa cmermmanu ¢ 264 mr (2.08 MMoib)
UXIIOpUIA IaBeNieBON KUCIOThl. CMech iepeMemuBan 15 MUH P KOMHATHOW TEMIIEpAType U 3aTeM 2 4 TIPH
50°C. JInst coBEpIIEHCTBOBAHUS MPEBPAIIEHUSI CMECh OXJIQJIMITN 0 KOMHATHOM TEMIepaTyphl U elle pa3 moba-
BIJIM YETBEPTH BHIMICYIIOMSIHYTOI'O KOIMYECTBA JUXJIOPUIA IABEIeBOH KHCIOTH. CMech ele pa3 nepeMenIinBa-
mu B teuenue 2 4 ipu 50°C. s nepepabotkn cMech 0cBOOOAMIM OT pacTBopuTes. OCcTaToK IIOMECTHIIN B JH-
XJIODMETAaH W HACHIIICHHBIA BOJHBIA PacTBOp TUAPOKapOOHaTa HATpUs W pasmemanu. [locie pasneneHus das
OpraHudveckyro (azy ocBOOOAMIH OT pacTBOpUTeNss. OCTaTOK MOMECTIIIH B TONYOJ U €Ille pa3 CIYCTHIN CMECh.
OCTaTOK OYHCTHIIU C MTOMOIIBIO0 XpOMaTorpaduu, IpruieM H30JupoBaiu 320 Mr HEOOXOAMMOTO MPOAYKTA.

Otan 10. Cunres 4-muksonponui-2-mMetui-3-(Metumincynbhuani)-N-(1-metnn- 1 H-retpaszon-5-
nn)oenzamuaa (mpumep Ne 1-2).

107 wmr (0.35 wmmomnb)  4-mukIonponmi-2-MeTHI-3-(Metmicynbdanmn)-N-( 1 -metmn-1 H-retpazon-5-
nr)0eH3aMuia CMeIaNny Ipyu KOMHAaTHON Temriepatype B 10 mir measHo# ykcycHol kucioTsl ¢ 34.3 mr (35%,
0.35 MMoOJIB) BOJHOTO pacTBOpa MEpPOKCHIa Bogopoaa. Peakimonnyio cMech nepememuBany mpu 60°C 1o Toro
MOMEHTA, TI0Ka KOHTPOJIb peakinuu 0oJbIe He 0OHApYKUBAJl HCXOIHBIC BemecTBa. [ nmepepaboTku 100aBIIs-
T TBEPABIH MEeTaOUCYIb(GUT HATPHUS JO TOTO MOMEHTA, TIOKa KOHTPOJIb PEAKITUH OOJIbIIe HE OOHAPY KHBAII TIe-
pokcusl. CMech OCBOOOIMIIN OT PACTBOPUTEIIS, U OCTATOK MOMECTHIIM B HEOOJBIIOE KOIMIeCTBO BObL. [Tocme
nobasiieHUs 1 M cOJITHOM KHCIOTHI CMECh MepeMeInuBaiy B TeueHue 10 MuH u 3ateM ordmibTpoBanu. OcTaTok
BBICYIIMIN ¥ NOTydrid 80.4 Mr HE0OXOMMOTO TIPOIYKTA.

CoenHCHHS, HA3BAHHBIC B CIICAYIONINX TA0IHUIAX, SBISIOTCS OCOOCHHO MPEIIOYTUTEIEHBIMU.

Hcnonp3yeMbie COKpaIeHus: 03HAYAIOT:

Me - metuin, Et - atuin, Pr - nponun, c-Pr - nukionponus.
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Tabiuma 1
Coenunenus corinacHo n3odperenunto oomen popmysst (1),
rae Q o3Hauaer Q1, a R* o3nauaer MetnibHyto rpymmy

/N—N o X
(B
R )\’[‘J\@SO"R
|
4
CH, ,

Ne X n R Z
1-1 Me 0 Me c-Pr
1-2 Me 1 Me c-Pr
1-3 Me 2 Me c-Pr
1-4 Me 0 Et c-Pr
1-5 Me 1 Et c-Pr
1-6 Me 2 Et c-Pr
1-7 Me 0 c-Pr c-Pr
1-8 Me 1 c-Pr c-Pr
1-9 Me 2 c-Pr c-Pr
1-10 Me 0 CHac-Pr c-Pr
1-11 Me 1 CHac-Pr c-Pr
1-12 Me 2 CHac-Pr c-Pr
1-13 Me 0 CH>CH>OMe c-Pr
1-14 Me 1 CH,CHOMe c-Pr
1-15 Me 2 CH>CH>OMe c-Pr
1-16 Me 0 Me c-Bu
1-17 Me 1 Me c-Bu
1-18 Me 2 Me c-Bu
1-19 Me 0 Et c-Bu
1-20 Me 1 Et c-Bu
1-21 Me 2 Et c-Bu
1-22 Me 0 c-Pr c-Bu
1-23 Me 1 c-Pr c-Bu
1-24 Me 2 c-Pr c-Bu
1-25 Me 0 CHac-Pr c-Bu
1-26 Me 1 CHac-Pr c-Bu
1-27 Me 2 CHac-Pr c-Bu
1-28 Me 0 CH>CH>OMe c-Bu
1-29 Me 1 CH,CH,OMe c-Bu
1-30 Me 2 CH>CHOMe c-Bu
1-31 Et 0 Me c-Pr
1-32 Et 1 Me c-Pr
1-33 Et 2 Me c-Pr
1-34 Et 0 Et c-Pr
1-35 Et 1 Et c-Pr
1-36 Et 2 Et c-Pr
1-37 Et 0 c-Pr c-Pr
1-38 Et 1 c-Pr c-Pr
1-39 Et 2 c-Pr c-Pr
1-40 Et 0 CHac-Pr c-Pr
1-41 Et 1 CHac-Pr c-Pr
1-42 Et 2 CHac-Pr c-Pr
1-43 Et 0 CH,CH,OMe c-Pr
1-44 Et 1 CH,CH>OMe c-Pr
1-45 Et 2 CH:CH>OMe c-Pr
1-46 Et 0 Me c-Bu
1-47 Et 1 Me c-Bu
1-48 Et 2 Me c-Bu
1-49 Et 0 Et c-Bu
1-50 Et 1 Et c-Bu
1-51 Et 2 Et c-Bu
1-52 Et 0 c-Pr c-Bu
1-53 Et 1 c-Pr c-Bu
1-54 Et 2 c-Pr c-Bu
1-55 Et 0 CHac-Pr c-Bu
1-56 Et 1 CHac-Pr c-Bu
1-57 Et 2 CHac-Pr c-Bu
1-58 Et 0 CH>CH>OMe c-Bu
1-59 Et 1 CH,CH>OMe c-Bu
1-60 Et 2 CH>CH>OMe c-Bu
1-61 c-Pr 0 Me c-Pr
1-62 c-Pr 1 Me c-Pr
1-63 c-Pr 2 Me c-Pr
1-64 c-Pr 0 Et c-Pr
1-65 c-Pr 1 Et c-Pr
1-66 c-Pr 2 Et c-Pr
1-67 c-Pr 0 c-Pr c-Pr
1-68 c-Pr 1 c-Pr c-Pr
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1-69 c-Pr 2 c-Pr c-Pr
1-70 c-Pr 0 CHac-Pr c-Pr
1-71 c-Pr 1 CHac-Pr c-Pr
1-72 c-Pr 2 CHac-Pr c-Pr
1-73 c-Pr 0 CH>CH:0OMe c-Pr
1-74 c-Pr 1 CH,CH,OMe c-Pr
1-75 c-Pr 2 CH>CH,0OMe c-Pr
1-76 c-Pr 0 Me c-Bu
1-77 c-Pr 1 Me c-Bu
1-78 c-Pr 2 Me c-Bu
1-79 c-Pr 0 Et c-Bu
1-80 c-Pr 1 Et c-Bu
1-81 c-Pr 2 Et c-Bu
1-82 c-Pr 0 c-Pr c-Bu
1-83 c-Pr 1 c-Pr c-Bu
1-84 c-Pr 2 c-Pr c-Bu
1-85 c-Pr 0 CHac-Pr c-Bu
1-86 c-Pr 1 CHac-Pr c-Bu
1-87 c-Pr 2 CHac-Pr c-Bu
1-88 c-Pr 0 CH>CH,OMe c-Bu
1-89 c-Pr 1 CH>CH,OMe c-Bu
1-90 c-Pr 2 CH>CH,OMe c-Bu
Tab6muma 2

CoenuHeHHMs COTTIACHO M300peTeHnto obmmei popmynst (I),

rae Q osnauaer Q1, a R* o3nauaer sTunsHyro rpymmy
N—N

) o X

/

N »\ SO,R
-

Joow

H,C z

Ne X n R z

2-1 Me 0 Me c-Pr
2-2 Me 1 Me c-Pr
2-3 Me 2 Me c-Pr
2-4 Me 0 Et c-Pr
2-5 Me 1 Et c-Pr
2-6 Me 2 Et c-Pr
2-7 Me 0 c-Pr c-Pr
2-8 Me 1 c-Pr c-Pr
2-9 Me 2 c-Pr c-Pr
2-10 Me 0 CHac-Pr c-Pr
2-11 Me 1 CHac-Pr c-Pr
2-12 Me 2 CHac-Pr c-Pr
2-13 Me 0 CH>CH>OMe c-Pr
2-14 Me 1 CHCH,OMe c-Pr
2-15 Me 2 CHCH>OMe c-Pr
2-16 Me 0 Me c-Bu
2-17 Me 1 Me c-Bu
2-18 Me 2 Me c-Bu
2-19 Me 0 Et c-Bu
2-20 Me 1 Et c-Bu
2-21 Me 2 Et c-Bu
2-22 Me 0 c-Pr c-Bu
2-23 Me 1 c-Pr c-Bu
2-24 Me 2 c-Pr c-Bu
2-25 Me 0 CHac-Pr c-Bu
2-26 Me 1 CHac-Pr c-Bu
2-27 Me 2 CHac-Pr c-Bu
2-28 Me 0 CH,CH>OMe c-Bu
2-29 Me 1 CHCH>OMe c-Bu
2-30 Me 2 CH,CH,OMe c-Bu
2-31 Et 0 Me c-Pr
2-32 Et 1 Me c-Pr
2-33 Et 2 Me c-Pr
2-34 Et 0 Et c-Pr
2-35 Et 1 Et c-Pr
2-36 Et 2 Et c-Pr
2-37 Et 0 c-Pr c-Pr
2-38 Et 1 c-Pr c-Pr
2-39 Et 2 c-Pr c-Pr
2-40 Et 0 CHac-Pr c-Pr
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2-41 Et 1 CHac-Pr c-Pr
2-42 Et 2 CHac-Pr c-Pr
2-43 Et 0 CHCH>OMe c-Pr
2-44 Et 1 CH>CH>OMe c-Pr
2-45 Et 2 CH,CH,OMe c-Pr
2-46 Et 0 Me c-Bu
2-47 Et 1 Me c-Bu
2-48 Et 2 Me c-Bu
2-49 Et 0 Et c-Bu
2-50 Et 1 Et c-Bu
2-51 Et 2 Et c-Bu
2-52 Et 0 c-Pr c-Bu
2-53 Et 1 c-Pr c-Bu
2-54 Et 2 c-Pr c-Bu
2-55 Et 0 CHac-Pr c-Bu
2-56 Et 1 CHac-Pr c-Bu
2-57 Et 2 CHac-Pr c-Bu
2-58 Et 0 CH,CH,OMe c-Bu
2-59 Et 1 CH>CH>OMe c-Bu
2-60 Et 2 CH,CH,OMe c-Bu
2-61 c-Pr 0 Me c-Pr
2-62 c-Pr 1 Me c-Pr
2-63 c-Pr 2 Me c-Pr
2-64 c-Pr 0 Et c-Pr
2-65 c-Pr 1 Et c-Pr
2-66 c-Pr 2 Et c-Pr
2-67 c-Pr 0 c-Pr c-Pr
2-68 c-Pr 1 c-Pr c-Pr
2-69 c-Pr 2 c-Pr c-Pr
2-70 c-Pr 0 CHac-Pr c-Pr
2-71 c-Pr 1 CHac-Pr c-Pr
2-72 c-Pr 2 CHac-Pr c-Pr
2-73 c-Pr 0 CH,CH,OMe c-Pr
2-74 c-Pr 1 CHCH>OMe c-Pr
2-75 c-Pr 2 CH,CH,OMe c-Pr
2-76 c-Pr 0 Me c-Bu
2-77 c-Pr 1 Me ¢c-Bu
2-78 c-Pr 2 Me c-Bu
2-7% c-Pr 0 Et c-Bu
2-80 c-Pr 1 Et c-Bu
2-81 c-Pr 2 Et c-Bu
2-82 c-Pr 0 c-Pr c-Bu
2-83 c-Pr 1 c-Pr c-Bu
2-84 c-Pr 2 c-Pr c-Bu
2-85 c-Pr 0 CHac-Pr c-Bu
2-86 c-Pr 1 CHac-Pr c-Bu
2-87 c-Pr 2 CHac-Pr c-Bu
2-88 c-Pr 0 CH>CH>OMe c-Bu
2-89 c-Pr 1 CH,CH,OMe c-Bu
2-90 c-Pr 2 CH>CH2OMe c-Bu
Tab6muma 3

Coenunenus corinacHo n3odperenunto oomen popmysst (1),
rie Q osHauaer Q1, a R* o3nauaer H-mponuibHyIO rpymmy

/}\l— N o} X
N N)\ N SO,R
he J  H .

Ne X n R z
3-1 Me 0 Me c-Pr
3-2 Me 1 Me c-Pr
3-3 Me 2 Me c-Pr
3-4 Me 0 Et c-Pr
3-5 Me 1 Et c-Pr
3-6 Me 2 Et c-Pr
3-7 Me 0 c-Pr c-Pr
3-8 Me 1 c-Pr c-Pr
3-9 Me 2 c-Pr c-Pr
3-10 Me 0 CHac-Pr c-Pr
3-11 Me 1 CHac-Pr c-Pr
3-12 Me 2 CHac-Pr c-Pr
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3-13 Me 0 CH,CH>OMe c-Pr
3-14 Me 1 CH.CH>OMe c-Pr
3-15 Me 2 CH,CH>OMe c-Pr
3-16 Me 0 Me c-Bu
3-17 Me 1 Me c-Bu
3-18 Me 2 Me c-Bu
3-19 Me 0 Et c-Bu
3-20 Me 1 Et c-Bu
3-21 Me 2 Et c-Bu
3-22 Me 0 c-Pr c-Bu
3-23 Me 1 c-Pr c-Bu
3-24 Me 2 c-Pr c-Bu
3-25 Me 0 CHae-Pr c-Bu
3-26 Me 1 CHac-Pr c-Bu
3-27 Me 2 CHac-Pr c-Bu
3-28 Me 0 CH>CH,OMe c-Bu
3-29 Me 1 CH,CH>OMe c-Bu
3-30 Me 2 CH>CH>OMe c-Bu
3-31 Et 0 Me c-Pr
3-32 Et 1 Me c-Pr
3-33 Et 2 Me c-Pr
3-34 Et 0 Et c-Pr
3-35 Et 1 Et c-Pr
3-36 Et 2 Et c-Pr
3-37 Et 0 c-Pr c-Pr
3-38 Et 1 c-Pr c-Pr
3-39 Et 2 c-Pr c-Pr
3-40 Et 0 CHac-Pr c-Pr
3-41 Et 1 CHac-Pr c-Pr
3-42 Et 2 CHac-Pr c-Pr
3-43 Et 0 CH,CH>OMe c-Pr
3-44 Et 1 CH>CH>OMe c-Pr
3-45 Et 2 CH,CH>OMe c-Pr
3-46 Et 0 Me c-Bu
3-47 Et 1 Me c-Bu
3-48 Et 2 Me c-Bu
3-49 Et 0 Et c-Bu
3-50 Et 1 Et c-Bu
3-51 Et 2 Et c-Bu
3-52 Et 0 c-Pr c-Bu
3-53 Et 1 c-Pr c-Bu
3-54 Et 2 c-Pr c-Bu
3-55 Et 0 CHac-Pr c-Bu
3-56 Et 1 CHac-Pr c-Bu
3-57 Et 2 CHac-Pr c-Bu
3-58 Et 0 CH>CH,OMe c-Bu
3-59 Et 1 CH>CH.OMe c-Bu
3-60 Et 2 CH>CH.OMe c-Bu
3-61 c-Pr 0 Me c-Pr
3-62 c-Pr 1 Me c-Pr
3-63 c-Pr 2 Me c-Pr
3-64 c-Pr 0 Et c-Pr
3-65 c-Pr 1 Et c-Pr
3-66 c-Pr 2 Et c-Pr
3-67 c-Pr 0 c-Pr c-Pr
3-68 c-Pr 1 c-Pr c-Pr
3-69 c-Pr 2 c-Pr c-Pr
3-70 c-Pr 0 CHac-Pr c-Pr
3-71 c-Pr 1 CHac-Pr c-Pr
3-72 c-Pr 2 CHac-Pr c-Pr
3-73 c-Pr 0 CH>CH,OMe c-Pr
3-74 c-Pr 1 CH>CH.OMe c-Pr
3-75 c-Pr 2 CH>CH.OMe c-Pr
3-76 c-Pr 0 Me c-Bu
3-77 c-Pr 1 Me c-Bu
3-78 c-Pr 2 Me c-Bu
3-79 c-Pr 0 Et c-Bu
3-80 c-Pr 1 Et c-Bu
3-81 c-Pr 2 Et c-Bu
3-82 c-Pr 0 c-Pr c-Bu

c-Pr 1 c-Pr c-Bu
3-83 c-Pr 2 c-Pr c-Bu
3-84 c-Pr 0 CHac-Pr c-Bu
3-85 c-Pr 1 CHac-Pr c-Bu
3-86 c-Pr 2 CHac-Pr c-Bu
3-87 c-Pr 0 CH>CHOMe c-Bu
3-88 c-Pr 1 CH>CHOMe c-Bu
3-89 c-Pr 2 CH>CHOMe c-Bu
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Tabiuma 4
Coenunenus corinacHo n3odperenunto oomen popmysst (1),
rae Q oznauaer Q2, a R o3HauaeT METHIBHYIO IPYIITY

N (0] X
‘BN soR
~N n

Ny
CH, H .

Ne X n R z
4-1 Me 0 Me c-Pr
4-2 Me 1 Me c-Pr
4-3 Me 2 Me c-Pr
4-4 Me 0 Et c-Pr
4-5 Me 1 Et c-Pr
4-6 Me 2 Et c-Pr
4-7 Me 0 c-Pr c-Pr
4-8 Me 1 c-Pr c-Pr
4-9 Me 2 c-Pr c-Pr
4-10 Me 0 CHac-Pr c-Pr
4-11 Me 1 CHac-Pr c-Pr
4-12 Me 2 CHac-Pr c-Pr
4-13 Me 0 CH:CH.0Me c-Pr
4-14 Me 1 CH>CH,OMe c-Pr
4-15 Me 2 CH>CH,OMe c-Pr
4-16 Me 0 Me c-Bu
4-17 Me 1 Me c-Bu
4-18 Me 2 Me c-Bu
4-19 Me 0 Et c-Bu
4-20 Me 1 Et c-Bu
4-21 Me 2 Et c-Bu
4-22 Me 0 c-Pr c-Bu
4-23 Me 1 c-Pr c-Bu
4-24 Me 2 c-Pr c-Bu
4-25 Me 0 CHac-Pr c-Bu
4-26 Me 1 CHac-Pr c-Bu
4-27 Me 2 CHac-Pr c-Bu
4-28 Me 0 CH,CH,OMe c-Bu
4-29 Me 1 CH,CH.0Me c-Bu
4-30 Me 2 CH,CH,OMe c-Bu
4-31 Et 0 Me c-Pr
4-32 Et 1 Me c-Pr
4-33 Et 2 Me c-Pr
4-34 Et 0 Et c-Pr
4-35 Et 1 Et c-Pr
4-36 Et 2 Et c-Pr
4-37 Et 0 c-Pr c-Pr
4-38 Et 1 c-Pr c-Pr
4-39 Et 2 c-Pr c-Pr
4-40 Et 0 CHac-Pr c-Pr
4-41 Et 1 CHac-Pr c-Pr
4-42 Et 2 CHac-Pr c-Pr
4-43 Et 0 CH,CH,OMe c-Pr
4-44 Et 1 CH,CH>0OMe c-Pr
4-45 Et 2 CH,CH,0Me c-Pr
4-46 Et 0 Me c-Bu
4-47 Et 1 Me c-Bu
4-48 Et 2 Me c-Bu
4-49 Et 0 Et c-Bu
4-50 Et 1 Et c-Bu
4-51 Et 2 Et c-Bu
4-52 Et 0 c-Pr c-Bu
4-53 Et 1 c-Pr c-Bu
4-54 Et 2 c-Pr c-Bu
4-55 Et 0 CHac-Pr c-Bu
4-56 Et 1 CHac-Pr c-Bu
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4-57 Et 2 CHac-Pr c-Bu
4-58 Et 0 CH>CHOMe c-Bu
4-59 Et 1 CH>CHOMe c-Bu
4-60 Et 2 CH>CH,OMe c-Bu
4-61 c-Pr 0 Me c-Pr
4-62 c-Pr 1 Me c-Pr
4-63 c-Pr 2 Me c-Pr
4-64 c-Pr 0 Et c-Pr
4-65 c-Pr 1 Et c-Pr
4-66 c-Pr 2 Et c-Pr
4-67 c-Pr 0 c-Pr c-Pr
4-68 c-Pr 1 c-Pr c-Pr
4-69 c-Pr 2 c-Pr c-Pr
4-70 c-Pr 0 CHac-Pr c-Pr
4-71 c-Pr 1 CHac-Pr c-Pr
4-72 c-Pr 2 CHac-Pr c-Pr
4-73 c-Pr 0 CH,CH,OMe c-Pr
4-74 c-Pr 1 CH,CH,OMe c-Pr
4-75 c-Pr 2 CH>CH,OMe c-Pr
4-76 c-Pr 0 Me c-Bu
4-77 c-Pr 1 Me c-Bu
4-78 c-Pr 2 Me c-Bu
4-79 c-Pr 0 Et c-Bu
4-80 c-Pr 1 Et c-Bu
4-81 c-Pr 2 Et c-Bu
4-82 c-Pr 0 c-Pr c-Bu
4-83 c-Pr 1 c-Pr c-Bu
4-84 c-Pr 2 c-Pr c-Bu
4-85 c-Pr 0 CHac-Pr c-Bu
4-86 c-Pr 1 CHac-Pr c-Bu
4-87 c-Pr 2 CHac-Pr c-Bu
4-88 c-Pr 0 CH,CH,OMe c-Bu
4-89 c-Pr 1 CH,CH,OMe c-Bu
4-90 c-Pr 2 CH,CH.OMe c-Bu
TaGuma 7

Coenunenus coriacHo n3odpereHunto oomen popmysst (1),
rie Q osHauaer Q4, a R” 03HauaeT METHIBHYIO TPYIITY

N—N o X
I\
HSC/(O)\H“ SO,R
H
z

Ne X n R z
7-1 Me 0 Me c-Pr
7-2 Me 1 Me c-Pr
7-3 Me 2 Me c-Pr
7-4 Me 0 Et c-Pr
7-5 Me 1 Et c-Pr
7-6 Me 2 Et c-Pr
7-7 Me 0 c-Pr c-Pr
7-8 Me 1 c-Pr c-Pr
7-9 Me 2 c-Pr c-Pr
7-10 Me 0 CHac-Pr c-Pr
7-11 Me 1 CHac-Pr c-Pr
7-12 Me 2 CHac-Pr c-Pr
7-13 Me 0 CH>CH,OMe c-Pr
7-14 Me 1 CH>CH,0OMe c-Pr
7-15 Me 2 CH>CH.OMe c-Pr
7-16 Me 0 Me c-Bu
7-17 Me 1 Me c-Bu
7-18 Me 2 Me c-Bu
7-19 Me 0 Et c-Bu
7-20 Me 1 Et c-Bu
7-21 Me 2 Et c-Bu
7-22 Me 0 c-Pr c-Bu
7-23 Me 1 c-Pr c-Bu
7-24 Me 2 c-Pr c-Bu
7-25 Me 0 CHac-Pr c-Bu
7-26 Me 1 CHac-Pr c-Bu
7-27 Me 2 CHac-Pr c-Bu
7-28 Me 0 CH>CH,OMe c-Bu
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7-29 Me 1 CH>CH,0Me c-Bu
7-30 Me 2 CH>CH,0Me c-Bu
7-31 Et 0 Me c-Pr
7-32 Et 1 Me c-Pr
7-33 Et 2 Me c-Pr
7-34 Et 0 Et c-Pr
7-35 Et 1 Et c-Pr
7-36 Et 2 Et c-Pr
7-37 Et 0 c-Pr c-Pr
7-38 Et 1 c-Pr c-Pr
7-39 Et 2 c-Pr c-Pr
7-40 Et 0 CHac-Pr c-Pr
7-41 Et 1 CHac-Pr c-Pr
7-42 Et 2 CHac-Pr c-Pr
7-43 Et 0 CH>CH,0Me c-Pr
7-44 Et 1 CH,CH,0Me c-Pr
7-45 Et 2 CH,CH,OMe c-Pr
7-46 Et 0 Me c-Bu
7-47 Et 1 Me c-Bu
7-48 Et 2 Me c-Bu
7-49 Et 0 Et c-Bu
7-50 Et 1 Et c-Bu
7-51 Et 2 Et c-Bu
7-52 Et 0 c-Pr c-Bu
7-53 Et 1 c-Pr c-Bu
7-54 Et 2 c-Pr c-Bu
7-55 Et 0 CHac-Pr c-Bu
7-56 Et 1 CHac-Pr c-Bu
7-57 Et 2 CHac-Pr c-Bu
7-58 Et 0 CH>CH,OMe c-Bu
7-59 Et 1 CH>CH,OMe c-Bu
7-60 Et 2 CH,CH,0Me c-Bu
7-61 c-Pr 0 Me c-Pr
7-62 c-Pr 1 Me c-Pr
7-63 c-Pr 2 Me c-Pr
7-64 c-Pr 0 Et c-Pr
7-65 c-Pr 1 Et c-Pr
7-66 c-Pr 2 Et c-Pr
7-67 c-Pr 0 c-Pr c-Pr
7-68 c-Pr 1 c-Pr c-Pr
7-69 c-Pr 2 c-Pr c-Pr
7-70 c-Pr 0 CHac-Pr c-Pr
7-71 c-Pr 1 CHae-Pr c-Pr
7-72 c-Pr 2 CHac-Pr c-Pr
7-73 c-Pr 0 CH.CH;OMe c-Pr
7-74 c-Pr 1 CH2CH20Me c-Pr
7-75 c-Pr 2 CH.CH:OMe c-Pr
7-76 c-Pr 0 Me c-Bu
7-77 c-Pr 1 Me c-Bu
7-78 c-Pr 2 Me ¢-Bu
7-79 c-Pr 0 Et c-Bu
7-80 c-Pr 1 Et c-Bu
7-81 c-Pr 2 Et c-Bu
7-82 c-Pr 0 c-Pr c-Bu
7-83 c-Pr 1 c-Pr c-Bu
7-84 c-Pr 2 c-Pr ¢-Bu
7-85 c-Pr 0 CHac-Pr c-Bu
7-86 c-Pr 1 CHac-Pr c-Bu
7-87 c-Pr 2 CHac-Pr ¢-Bu
7-88 c-Pr 0 CH:CH:OMe c-Bu
7-89 c-Pr 1 CH,CH20Me c-Bu
7-90 c-Pr 2 CH,CH,OMe c-Bu
Tabnuna 8

CoenuHeHHs coriacHo u3odperenunto obmelt popmysst (I) B Bune
HaTpuesoii comy, rae Q o3mauaer Q1, a R* o3nauaer MetnibHyo rpymmy

/;\l— N o X
\
LA oo
CH,
Na' z
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Ne X n R zZ
8-1 Me 0 Me c-Pr
8-2 Me 1 Me c-Pr
8-3 Me 2 Me c-Pr
8-4 Me 0 Et c-Pr
8-5 Me 1 Et c-Pr
8-6 Me 2 Et c-Pr
8-7 Me 0 c-Pr c-Pr
8-8 Me 1 c-Pr c-Pr
8-9 Me 2 c-Pr c-Pr
8-10 Me 0 CHac-Pr c-Pr
8-11 Me 1 CHac-Pr c-Pr
8-12 Me 2 CHac-Pr c-Pr
8-13 Me 0 CH,CH,OMe c-Pr
8-14 Me 1 CH,CH,OMe c-Pr
8-15 Me 2 CH>CH,OMe c-Pr
8-16 Me 0 Me c-Bu
8-17 Me 1 Me c-Bu
8-18 Me 2 Me c-Bu
8-19 Me 0 Et c-Bu
8-20 Me 1 Et c-Bu
8-21 Me 2 Et c-Bu
8-22 Me 0 c-Pr c-Bu
8-23 Me 1 c-Pr c-Bu
8-24 Me 2 c-Pr c-Bu
8-25 Me 0 CHac-Pr c-Bu
8-26 Me 1 CHac-Pr c-Bu
8-27 Me 2 CHac-Pr c-Bu
8-28 Me 0 CH>CH,0OMe c-Bu
8-29 Me 1 CH,CH,OMe c-Bu
8-30 Me 2 CH>CH,0OMe c-Bu
8-31 Et 0 Me c-Pr
8-32 Et 1 Me c-Pr
8-33 Et 2 Me c-Pr
8-34 Et 0 Et c-Pr
8-35 Et 1 Et c-Pr
8-36 Et 2 Et c-Pr
8-37 Et 0 c-Pr c-Pr
8-38 Et 1 c-Pr c-Pr
8-39 Et 2 c-Pr c-Pr
8-40 Et 0 CHc-Pr c-Pr
8-41 Et 1 CHac-Pr c-Pr
8-42 Et 2 CHac-Pr c-Pr
8-43 Et 0 CH,CH,OMe c-Pr
8-44 Et 1 CH>CH>OMe c-Pr
8-45 Et 2 CH>CH,OMe c-Pr
8-46 Et 0 Me c-Bu
8-47 Et 1 Me c-Bu
8-48 Et 2 Me c-Bu
8-49 Et 0 Et c-Bu
8-50 Et 1 Et c-Bu
8-51 Et 2 Et c-Bu
8-52 Et 0 c-Pr c-Bu
8-53 Et 1 c-Pr c-Bu
8-54 Et 2 c-Pr c-Bu
8-55 Et 0 CHac-Pr c-Bu
8-56 Et 1 CHac-Pr c-Bu
8-57 Et 2 CHac-Pr c-Bu
8-58 Et 0 CH>,CH,OMe c-Bu
8-59 Et 1 CH>CH,OMe c-Bu
8-60 Et 2 CH,CH.OMe c-Bu
8-61 c-Pr 0 Me c-Pr
8-62 c-Pr 1 Me c-Pr
8-63 c-Pr 2 Me c-Pr
8-64 c-Pr 0 Et c-Pr
8-65 c-Pr 1 Et c-Pr
8-66 c-Pr 2 Et c-Pr
8-67 c-Pr 0 c-Pr c-Pr
8-68 c-Pr 1 c-Pr c-Pr
8-69 c-Pr 2 c-Pr c-Pr
8-70 c-Pr 0 CHac-Pr c-Pr
8-71 c-Pr 1 CHac-Pr c-Pr
8-72 c-Pr 2 CHac-Pr c-Pr
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8-73 c-Pr 0 CH,CH,OMe c-Pr
8-74 c-Pr 1 CH>CH,OMe c-Pr
8-75 c-Pr 2 CH>CH,OMe c-Pr
8-76 c-Pr 0 Me c-Bu
8-77 c-Pr 1 Me c-Bu
8-78 c-Pr 2 Me c-Bu
8-79 c-Pr 0 Et c-Bu
8-80 c-Pr 1 Et c-Bu
8-81 c-Pr 2 Et c-Bu
8-82 c-Pr 0 c-Pr c-Bu
8-83 c-Pr 1 c-Pr c-Bu
8-84 c-Pr 2 c-Pr c-Bu
8-85 c-Pr 0 CHac-Pr c-Bu
8-86 c-Pr 1 CHac-Pr c-Bu
8-87 c-Pr 2 CHac-Pr c-Bu
8-88 c-Pr 0 CH>CH,OMe c-Bu
8-89 c-Pr 1 CH>CH,OMe c-Bu
8-90 c-Pr 2 CH>CH,OMe c-Bu
Tabmmma 9
Bensoiinpie kucinots! popmyisl (11) cornacuo nzobdpereHuro
0] X
SO,R
HO
z

Ne X n R z

9-1 Me 0 Me c-Pr
9-2 Me 1 Me c-Pr
9-3 Me 2 Me c-Pr
9-4 Me 0 Et c-Pr
9-5 Me 1 Et c-Pr
9-6 Me 2 Et c-Pr
9-7 Me 0 c-Pr c-Pr
9-8 Me 1 c-Pr c-Pr
9-9 Me 2 c-Pr c-Pr
9-10 Me 0 CHac-Pr c-Pr
9-11 Me 1 CHac-Pr c-Pr
9-12 Me 2 CHac-Pr c-Pr
9-13 Me 0 CH,CH,OMe c-Pr
9-14 Me 1 CH,CH,OMe c-Pr
9-15 Me 2 CH,CH,OMe c-Pr
9-16 Me 0 Me c-Bu
9-17 Me 1 Me c-Bu
9-18 Me 2 Me c-Bu
9-19 Me 0 Et ¢-Bu
9-20 Me 1 Et ¢-Bu
921 Me 2 Et ¢-Bu
9-22 Me 0 c-Pr c-Bu
9-23 Me 1 c-Pr c-Bu
9-24 Me 2 c-Pr c-Bu
9-25 Me 0 CHac-Pr c-Bu
9-26 Me 1 CHac-Pr c-Bu
9-27 Me 2 CHac-Pr c-Bu
9-28 Me 0 CH;CH>OMe c-Bu
9-29 Me 1 CH;CH>OMe c-Bu
9-30 Me 2 CH;CH>OMe c-Bu
9-31 Et 0 Me c-Pr
9-32 Et 1 Me c-Pr
9-33 Et 2 Me c-Pr
9-34 Et 0 Et c-Pr
9-35 Et 1 Et c-Pr
9-36 Et 2 Et c-Pr
9-37 Et 0 c-Pr c-Pr
9-38 Et 1 c-Pr c-Pr
9-39 Et 2 c-Pr c-Pr
9-40 Et 0 CHac-Pr c-Pr
9-41 Et 1 CHac-Pr c-Pr
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9-42 Et 2 CHac-Pr c-Pr

9-43 Et 0 CH>CH,OMe c-Pr

9-44 Et 1 CH>CH,OMe c-Pr

9-45 Et 2 CH,CH,OMe c-Pr

9-46 Et 0 Me c-Bu
9-47 Et 1 Me c-Bu
9-48 Et 2 Me c-Bu
9-49 Et 0 Et c-Bu
9-50 Et 1 Et c-Bu
9-51 Et 2 Et c-Bu
9-52 Et 0 c-Pr c-Bu
9-53 Et 1 c-Pr c-Bu
9-54 Et 2 c-Pr c-Bu
9-55 Et 0 CHac-Pr c-Bu
9-56 Et 1 CHac-Pr c-Bu
9-57 Et 2 CHac-Pr c-Bu
9-58 Et 0 CH,CH,OMe c-Bu
9-59 Et 1 CH>CH,OMe c-Bu
9-60 Et 2 CH>CH,OMe c-Bu
9-61 c-Pr 0 Me c-Pr
9-62 c-Pr 1 Me c-Pr
9-63 c-Pr 2 Me c-Pr
9-64 c-Pr 0 Et c-Pr
9-65 c-Pr 1 Et c-Pr
9-66 c-Pr 2 Et c-Pr
9-67 c-Pr 0 c-Pr c-Pr
9-68 c-Pr 1 c-Pr c-Pr
9-69 c-Pr 2 c-Pr c-Pr
9-70 c-Pr 0 CHac-Pr c-Pr
9-71 c-Pr 1 CHac-Pr c-Pr
9-72 c-Pr 2 CHac-Pr c-Pr
9-73 c-Pr 0 CH>CH>OMe c-Pr
9-74 c-Pr 1 CH>CH,OMe c-Pr
9-75 c-Pr 2 CH,CH,OMe c-Pr
9-76 c-Pr 0 Me c-Bu
9-77 c-Pr 1 Me c-Bu
9-78 c-Pr 2 Me c-Bu
9-79 c-Pr 0 Et c-Bu
9-80 c-Pr 1 Et c-Bu
9-81 c-Pr 2 Et c-Bu
9-82 c-Pr 0 c-Pr c-Bu
9-83 c-Pr 1 c-Pr c-Bu
9-84 c-Pr 2 c-Pr c-Bu
9-85 c-Pr 0 CHac-Pr c-Bu
9-86 c-Pr 1 CHac-Pr c-Bu
9-87 c-Pr 2 CHac-Pr c-Bu
9-88 c-Pr 0 CH>CH,OMe c-Bu
9-89 c-Pr 1 CH>CH,OMe c-Bu
9-90 c-Pr 2 CH,CH,OMe c-Bu

Tabmuma 10
Xopunsl 6eH301HOM kucinoTsl hopmyisl (I11) cornacHo nzobpeTenuro
(o] X
SO.R
Cl
z

Ne X n R zZ

10-1 Me 0 Me c-Pr
10-2 Me 2 Me c-Pr
10-3 Me 0 Et c-Pr
10-4 Me 2 Et c-Pr
10-5 Me 0 c-Pr c-Pr
10-6 Me 2 c-Pr c-Pr
10-7 Me 0 CHac-Pr c-Pr
10-8 Me 2 CHac-Pr c-Pr
10-9 Me 0 CH>CH,OMe c-Pr
10-10 Me 2 CH,CH,OMe c-Pr
10-11 Me 0 Me c-Bu
10-12 Me 2 Me c-Bu
10-13 Me 0 Et c-Bu

-20 -



033898

10-14 Me 2 Et c-Bu
10-15 Me 0 c-Pr c-Bu
10-16 Me 2 c-Pr c-Bu
10-17 Me 0 CHac-Pr c-Bu
10-18 Me 2 CHac-Pr c-Bu
10-19 Me 0 CH,CH,OMe c-Bu
10-20 Me 2 CH,CH,OMe c-Bu
10-21 Et 0 Me c-Pr
10-22 Et 2 Me c-Pr
10-23 Et 0 Et c-Pr
10-24 Et 2 Et c-Pr
10-25 Et 0 c-Pr c-Pr
10-26 Et 2 c-Pr c-Pr
10-27 Et 0 CHac-Pr c-Pr
10-28 Et 2 CHac-Pr c-Pr
10-29 Et 0 CH,CH,OMe c-Pr
10-30 Et 2 CH2CH20Me c-Pr
10-31 Et 0 Me c-Bu
10-32 Et 2 Me c-Bu
10-33 Et 0 Et c-Bu
10-34 Et 2 Et c-Bu
10-35 Et 0 c-Pr c-Bu
10-36 Et 2 c-Pr c-Bu
10-37 Et 0 CHc-Pr c-Bu
10-38 Et 2 CHac-Pr c-Bu
10-39 Et 0 CH,CH,OMe c-Bu
10-40 Et 2 CHCH.0Me c-Bu
10-41 c-Pr 0 Me c-Pr
10-42 c-Pr 2 Me c-Pr
10-43 c-Pr 0 Et c-Pr
10-44 c-Pr 2 Et c-Pr
10-45 c-Pr 0 c-Pr c-Pr
10-46 c-Pr 2 c-Pr c-Pr
10-47 c-Pr 0 CHac-Pr c-Pr
10-48 c-Pr 2 CHac-Pr c-Pr
10-49 c-Pr 0 CH,CH,OMe c-Pr
10-50 c-Pr 2 CH>CH20Me c-Pr
10-51 c-Pr 0 Me c-Bu
10-52 c-Pr 2 Me c-Bu
10-53 c-Pr 0 Et c-Bu
10-54 c-Pr 2 Et c-Bu
10-55 c-Pr 0 c-Pr c-Bu
10-56 c-Pr 2 c-Pr c-Bu
10-57 c-Pr 0 CHac-Pr c-Bu
10-58 c-Pr 2 CHac-Pr c-Bu
10-59 c-Pr 0 CH>CH,0Me c-Bu
10-60 c-Pr 2 CH,CH,OMe c-Bu

K MHOTOYHCIICHHBIM Ha3BaHHBIM B BBINICYNOMSHYTBHIX TaOJIMIAX COCAMHCHHSIX COTJIACHO H300PETCHHIO
dopmynst (I) u (1) mpencraBnens! cuenyromue SIMP-1anHbIe B Tak Ha3pIBaeMOM criocooe crucko SIMP-nuka.
Ipu 5toM 'H-SIMP-1aHHbIe BHIGPAHHBIX IPUMEPOB 3aMICHIBAIOT B BH/E 'MHK0oBOro crucka H-SIMP. K kakmomy
CUTHAJIFHOMY IIHKY CHadaja MPUBOIAT O-BEJIMYHMHY B Y. HA THIC. M 3aTeM YKa3bIBAIOT MHTCHCHBHOCTH CHTHAJIa B
KpYIJIBIX cKoOKkax. Ilapa maHHBIX O-BeTMYMHA-WHTEHCUBHOCTH CHTHAJIA PA3IMYHBIX CUTHAJIBHBIX ITUKOB OTHAEJE-
HBI IPYT OT IpyTa TOYKOH C 3amsaToi. [l03TOMY IHKOBBIH CITICOK IIPUMEpPa HMEET CICTYIONTY0 hopMy:

0| (MHTEHCUBHOCTH ); O, (MHTEHCUBHOCTH));........ ; O; (MHTEHCHUBHOCT® ;);......; O, (IHTEHCUBHOCTH ;).

MHTEHCUBHOCTD YETKUX CUTHAIIOB HAaXOAWUTCS B OTHOIICHUSIX KOPPENSIMU C BHICOTOM CHUTHAJIOB B Ieyat-
HOM npumepe criektpa SIMP B cM U MOKa3pIBaeT AEUCTBUTEIHHOE COOTHOIIEHWE MHTEHCHBHOCTU CUTHaia. B
IIUPOKHUX CHUTHAJIAX MOTYT OBITh MPEICTaBICHB HECKOJIBKO MHKOB WM CepeliHa CUTHANA M €€ OTHOCHTEIbHAS
MHTEHCUBHOCTH 110 CPABHEHHUIO C CAaMBIM MHTEHCHBHBIM CHTHAJIOM B CreKTpe. CIIICKH ITHKOB '"H-SIMP cxoxu ¢
KITACCHYECKUMH TTedaTHbIMH crckamu 'H-SIMP i 06b19HO cojiepKaT BCe MUKHU, KOTOPbIE YIIOMUHAIOT KJIacCH-
yeckue AMP-untepnperaruu. Kpome Toro, oHM MOTYT, KaK M KJIACCUYECKUE TE€UYaTHbIE CITUCKU 'H-SIMP, moka-
3BIBATh CHTHAJIBI PACTBOPUTENEH, CTEPEOM30MEPOB HEOOXOIMMBIX COCTUHEHHH, KOTOPHIE TaKXKe SBISIOTCA
MPeIMETOM U300PECTEHUSI, W/UITH TIUKHA IPUMECCH.

B cBeneHMAX O CUTHAJNAX COCITUHCHUI B ACIBTAa-00JIACTH PACTBOPUTENCH W/YIH BOIBI B HAIIUX CITUCKAaX
'H-SIMP 1HMKOB HpOJEMOHCTPHPOBAHbI OOBIYHBIE MTHKH PacTBOpHTENeit, Hanpumep muku JIMCO B IMCO-Dg u
MUK BOJIBI, KOTOPBIC OOBIYHO UMEIOT BRICOKYIO HHTCHCHBHOCTb.

[Tuku crepeon3oMepoB COCIMHEHUI COTJIACHO M300PETEHHUIO W/MIIHM IIMKOB MPUMeEceil 00BIYHO UMEIOT 00-
Jiee HU3KYIO0 HHTCHCHBHOCTD, YeM IMHUKH COSAMHCHUI COTIACHO N300peTeHHIO (HampuMep, ¢ YucToTor >90%).

Takue crepeom3oMepsl W/HWIM MPUMECH MOTYT OBITH THIIMYHBIME IS COOTBETCTBEHHBIX CIIOCOOOB MOIY-
yeHns . TakuM 00pa3oM MX MUKW MOTYT ITOMOTAaTh MPH PAaclO3HaBaHUHM BOCIIPOM3BEICHHS HAIIETO crocoda Imo-
JTydeHUs TIPY TTOMOITH "OTIIEYaTKOB MAJBIEB" MTOOOYHOTO MPOTYKTA.
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DKCIepT, KOTOPBIH OIICHUBACT MUKH COCAMHEHUI COTTIACHO M300PETEHHUIO C MOMOIIBIO U3BECTHBIX CIIOCO-
60B (MestreC, ACD-monenupoBaHue, a TakKe C HMOMOIIBIO MOJTYYCHHBIX OIMBITHBIM IYyTEM aHAIH3UPYEMbIX
OKH/Ta€MBIX 3HAUYEHUH), 10 Mepe HEOOXOIMMOCTH MOXET M30JIHPOBATH MUKW HEOOXOIMMBIX COCANHEHHH, MTPH-
YeM IpH HEOOXOIMMOCTH MPHUMEHSIOT JOTONHUTEIBHBINA (QMIBTP HHTCHCUBHOCTH. Takoe M30JIMpoBaHuE OBLIO
OBI TOXO0’KE Ha YITOMSHYTOE 0TOOpaskeHHE TTMKOB B KJIACCHYECKON HHTEPIPETAIIUN 'H-SIMP.

Coenunenns Gopmyasl (1)
Ipumep 1-1: 'H-NMR(400,0 MHz, CDCls): 8= 7,556(0,8);7,535(0,8);7,519(0,6);7,2
694(0,6);7,2685(0,6);7,268(0,8);7,267(1,0);7,266(1,1);7,260(117,2);6,996(0,6);6,809
(0,9);6,789(0,9);4,101(11,9);2,840(0,8);2,789(7,6);2,307(16,0);2,267(0,7);1,547(4,4)
11,143(1,2);1,139(1,1);1,134(0,6);1,127(0,7);1,122(1,1);1,117(1,2);1,106(0,6);0,786(
0,5):0,775(1,2);0,770(1,2);0,762(1,1);0,757(1,3);0,008(1,5);0,000(54,5);-0,009(1,5)
Ipumep 1-2: 'H-NMR(400,0 MHz, CDCls): 8= 9,854(0,6);7,605(1,3);7,584(1,3);7,5
19(1,8),7,260(323,9);6,996(1,7);6,933(1,5);6,912(1,4);4,103(0,6);4,088(14,6);3,022(
16,0);2,831(0,7);2,708(8,1);2,307(0,6);2,096(3,3),1,545(16,5);1,254(0,5);1,195(0,6);
1,177(1,1);1,156(1,2);0,881(0,6):0,867(0,6);0,858(0,6);0,805(0,7):0,796(0,6);0,008(4
,6):0,000(137,8);-0,009(3,9);-0,150(0,5)
TIpivep 1-3: "H-NMR(400,0 MHz, CDCl5): 8= 7,704(0,8);7,683(0,9):7,262(29,8);7,
093(1,1);7,073(1,0);4,115(8,3);3,264(16,0);3,034(0,8);3,028(0,6);2,823(8,5);1,285(0,
7);1,256(3,3);1,215(0,7);1,203(1,6);1,199(1,6);1,194(0,9);1,187(0,9);1,182(1,5);1,17
8(1,5);1,166(0,6):0,880(0,8);0,874(0,9);0,862(1,9);0,859(2,0):0,849(1,8);0,845(1,8);
0,833(0,7);0,000(13,3)
Mpuwmep 2-1: 'H-NMR(400,0 MHz, CDCls): 8= 7,542(0,6);7,519(1,3);7,260(142,8);6
,996(0,8):6,800(0,8):6,780(0,8):4,486(1,0);4,468(3,1);4,450(3,1):4,432(1,0):2,850(0,
5),2,836(1,1);2,829(0,9);2,823(0,7);2,815(0,6);2,785(9,1);2,310(1,3),2,304(16,0);2,2
64(1,6)2,044(0,7);1,637(3,3):1,619(6,9);1,600(3,4);1,591(0,6);1,573(1,4);1,555(2, 1)
:1,259(0,6);1,151(0,6);1,140(1,6);1,135(1,7);1,130(0,9);1,124(0,9);1,119(1,7);1,114(
1,8):1,103(0,7);0,882(0,6):0,782(0,7);0,770(1,8)0,766(1,9):0,757(1,8):0,753(2,1);0,7
41(0,7);0,008(1,6);0,000(50,7);-0,009(1,5)
Tpumep 2-2: 'H-NMR(400,0 MHz, CDCl5): 8=7,605(1,1);7,585(1,2);7,519(1,2);7,3
74(0,5),7,260(199,6);7,248(0,6);6,996(1,2);6,921(1,5):6,900(1,4);4,454(0,8):4,437(2,
1);4,435(2,2);4,419(2,2);4,417(2,2);4,401(0,8);3,014(16,0);2,782(0,8);2,690(7,5);2,3
06(1,5);2,090(0,8);1,637(0,6):1,631(3,9):1,618(1,2);1,612(8,6);1,594(4,1);1,551(3,2)
;1,177(1,4);1,171(0,9);1,161(0,9); 1,156(1,4); 1,140(0,5);0,878(0,5);0,864(0,6);0,855(
0,6);0,794(0,6);0,786(0,6);0,771(0,5);0,008(2,4);0,000(71,6);-0,009(2,1)
Hpumep 2-3: 'H-NMR(400,0 MHz, CDCl3): &= 7,687(1,0);7,666(1,0);7,271(0,6);7,2
70(0,7);7,269(0,8);7,268(0,9);7,261(83,2);7,095(1,2);7,074(1,1);4,501(0,9);4,482(2,8
);4,464(2,8);4,446(0,9);3,264(16,0);3,043(0,7);2,834(9,0);2,006(1,2);1,642(3,4); 1,62
4(7,6);1,606(3,5);1,574(1,0);1,219(0,5);1,207(1,3);1,202(1,3);1,198(0,7);1,191(0,7);
1,185(1,2);1,181(1,3);1,170(0,6);0,873(0,6);0,862(1,3);0,858(1,4);0,848(1,3);0,844(1
,4);0,008(0,9):0,000(27,8);-0,009(0,8)
Hpumep 3-1: 'H-NMR(400,0 MHz, CDCls): 8= 7,519(1,3);7,495(0,7);7,2763(0,5);7,
2755(0,6),7,275(0,6);7,273(0,7);7,2723(0,8);7,2715(0,9);7,271(1,0);7,270(1,1);7,268
3(1,5),7,2675(1,7);7,267(1,9);7,260(158,8);6,996(0,9);6,800(0,9);6,780(0,9);5,300(4,
4):4,412(1,4):4,394(1,8):4,375(1,5);2,837(0,7);2,781(7,0);2,314(0,6);2,305(16,0);2,0
49(0,8);2,031(1,5);2,012(1,5);1,994(0,9);1,551(2,0);1,153(0,5); 1,142(1,3);1,137(1,3)
:1,132(0,7);1,126(0,7);1,121(1,3);1,116(1,3);1,105(0,6);1,003(3,1);0,984(6,6);0,966(
3,0);0,780(0,6);0,769(1,3),0,764(1,4),0,755(1,3);0,751(1,5);0,739(0,5);0,008(2,0),0,0
06(0,8);0,000(60,1);-0,006(0,7);-0,007(0,5);-0,009(1,7)

Tpumep 3-2: 'H-NMR(400,0 MHz, CDCls): 8= 7,584(1,0);7,564(1,0);7,519(2,2);7,2
92(0,6)7,276(1,4);7,273(2,0);7,260(387,6);7,252(1,5)7,250(0,9):7,249(0,9);7,210(0,
7Y:6,996(2,2);6,927(1,5);6,907(1,4);4,384(1,1);:4,381(1,2);4,366(2,0):4,36 1(1,9):4,34
7(1,2):4,344(1,2);3,247(1,2);3,016(16,0):2,834(0,7);2,702(7,1);2,093(0,9);2,044(1,1)
:2,025(2,1);2,007(2,1);1,988(1,2): 1,548(17,9); 1,189(0,5); 1,174(1,4);1,168(0,9): 1,153
(1,3);1,007(4,1);0,995(0,9);0,989(8,7);0,970(3,8);0,860(0,6);0,851(0,6);0,799(0,7)0,
791(0,6):0,008(4,3):0,000(134,5);-0,009(3,9)
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pumep 3-3: 'H-NMR(400,0 MHz, CDCls): 8= 7,664(1,0);7,644(1,1);7,519(0,7);7,3

11(0,8);7,273(1,0):7,272(0,9):7,261(126,8):7,237(1,0);7,211(0,6); 7, 183(1,0):7,176(0,
5):7,167(0,6);7,165(0,7),7,163(0,7);7,162(0,6);7,092(1,2);7,071(1,2):6,997(0,8);4,42
7(1,5):4,409(1,9),4,391(1,5);3,356(0,6):3,270(0,8);3,261(16,0);3,235(0,5);3,043(0,8)
:2,836(9,4);2,356(3,7):2,088(1,2);2,050(0,9);2,032(1,6);2,013(1,7);1,995(1,0); 1,56 7(
1,1);1,219(0,5);1,207(1,3);1,203(1,4);1,198(0,8);1,191(0,8);1,186(1,3);1,182(1,4); 1,1
70(0,6);1,010(3,5);0,991(7,4);0,973(3,3);0,869(0,6);0,857(1,4);0,854(1,6);0,844(1,4)
:0,840(1,5);0,828(0,6):0,008(1,4);0,000(45,9):-0,009(1,4)

Hpnmvep 4-1: 'H-NMR(400,0 MHz, CDCl3): 5= 7,519(1,2);7,494(1,8);7,456(0,9),7,4
36(0,9);7,260(214,1:6,996(1,1);6,777(1,0);6,756(1,0);3,880(10,0):2,830(0,7);2,757(
8,3):2,297(16,0):2,045(0,6);1,542(13,1);1,146(0,5); 1,134(1,2):1,130(1,2);1,125(0,6);
1,118(0,7);1,113(1,2):1,108(1,1);1,097(0,5);0,768(0,5):0,757(1,2);0,752(1,2):0,743(1
,1):0,739(1,3);0,008(2,8):0,000(95,1);-0,009(2,6)

pumep 4-2: 'TH-NMR(400,0 MHz, de-DMSO): 8= 10,987(1,4):7,877(2,3):7,562(0,7
Y:7,543(0,8);7,048(1,1);7,028(1,1):3,743(16,0):3,420(0,5);3,390(0,5);3,359(0,7);3,35
4(0,9):3,350(1,0;3,320(733,1):3,297(31,4);3,270(1,4);3,174(0,7);3,161(0,7);3,018(1

4.4),2,863(0,5):2,844(0,6);2,675(1,3);2,670(1,8):2,665(1,4);2,661(0,8);2,646(9,4):2,5
40(1,1);2,523(4,9):2,519(7,6);2,510(96,8);2,506(208,5);2,501(288,8);2,496(201,8):2,
492(89,9),2,474(1,2);2,469(1,1):2,460(0,8);2,456(0,8);2,451(0,9);2,447(0,5):2,337(0,
5):2,332(1,2);2,328(1,7):2,323(1,3);2,299(0,5): 1,094(0,5); 1,085(0,6);0,999(0,5); 0,92
6(0,6);0,913(0,7),0,735(0,6):0,720(0,6):0,000(0,5)

Ipumep 4-3: 'H-NMR(400,0 MHz, CDCls): 5= 7,604(0,8);7,584(0,9);7,410(1,1);7,2

61(52,3),7,063(1,1);7,042(1,1);3,890(9,3);3,230(16,0);3,042(0,7);2,815(9,1);2,055(0,
9):1,285(0,6);1,255(1,8):1,212(0,6);1,200(1,4):1,196(1,4);1,191(0,8); 1,184(0,8); 1,17
9(1,4);1,175(1,4);1,163(0,7);0,849(0,7):0,837(1,5);0,834(1,6);0,824(1,4);0,820(1,5);

0,808(0,5);0,008(0,7);0,000(23,5);-0,009(0,7)

Tpumep 7-1: "H-NMR(400,0 MHz, CDCls): 5= 7,261(70,3):6,751(1,2):6,731(1,2).5,

300(1,6):2,821(0,9):2,762(11,2):2,543(10,9);2,296(16,0):2,007(7,2); 1,56 1(2,5); 1,133
(0,6);1,121(1,4);1,117(1,4);1,112(0,8):1,105(0,8);1,100(1,4);1,095(1,4); 1,084(0,6);0,
759(0,7);0,748(1,6);0,744(1,6);0,735(1,5);0,731(1,6),0,719(0,5);0,008(0,9);0,000(28,
7):-0,009(0,7)

pumep 7-2: 'H-NMR(400,0 MHz, CDCls): 5= 7,532(0,7);7,520(0,7);7,511(0,8);7,2

61(98,5),7,228(0,7):6,997(0,5);6,871(1,5);6,851(1,4):3,001(16,0):2,655(7,4);2,547(1

5,5):1,333(0,7);1,285(1,0);1,255(0,7);1,119(0,6); 1,110(0,7);1,106(0,6);1,097(0,8); 1,0
87(0,5);1,076(0,5);0,834(0,6);0,768(0,5):0,758(0,6):0,744(0,5);0,008(1,0);0,000(34,6
):-0,009(1,0)

Tprvep 7-3: 'H-NMR(400,0 MHz, ds-DMSO): 8= 12,049(4,0):7,606(13,5):7,586(15
,1),7,145(13,9);7,124(12,9);5,755(10,3);3,352(147,7);3,3 14(712,8):3,290(37,0);2,89

4(7,6);,2,880(4,2):2,674(6,3);2,670(9,0);2,665(6,6):2,638(96,5):2,539(10,8);2,534(12,
5):2,530(10,5);2,523(23,2);2,518(34,1);2,510(496,8);2,505(1075,7);2,501(1494,7);2,

496(1040,4);2,491(467,1):2,475(130,1);2,332(5,6);2,328(8,5):2,323(6,0);2,073(13,1)
:1,335(2,9);1,298(3,0): 1,259(4,6);1,250(4,7); 1,235(4,9);1,118(4,6);1,107(12,3); 1,102
(13,3);1,091(7,4);1,086(13,0);1,081(13,4);1,070(5,8):0,864(5,7);0,848(16,0);0,835(1

4,5),0,824(4,3):0,034(2,6);0,008(15,2),0,000(516,1);-0,009(15,7)

Coenunennst popmyst (11)

Mpumep 9-1: 'H-NMR (400,0 MHz, d¢-DMSO):

6= 7,628 (1,5); 7,608 (1,6); 6,806 (1,3); 6,785 (1,2); 3,320 (3,2); 2,772 (0,6); 2,749
(9,5); 2,737 (0,9); 2,723 (0,5); 2,511 (4,4); 2,507 (9,5); 2,502 (13,3); 2,498 (9,6); 2,493
(4.,7); 2,478 (0,6); 2,258 (16,0); 2,029 (0,7); 1,078 (1,2); 1,072 (1,3); 1,068 (0,7); 1,062
(0,7); 1,057 (1,3); 1,051 (1,3); 1,041 (0,6); 0,752 (0,5); 0,741 (1,3); 0,736 (1,4); 0,728
(1,3); 0,723 (1,4); 0,712 (0,5); 0,000 (5,4)

B. IIpumeps! npenapaTHBHBIX GOpM.

a) CpencTBo Il ONBUICHUS MOyYatoT Mmpu cMemmmBanuu 10 mac.u. coenuHenust popmynsl (1) n/umm ero
coseit u 90 Mac.4. TanbKa B BUJE MHEPTHOTO BEIIECTBA M U3MENLUCHNH B yIapHOI MEIIBHHMIIE.

b) JlerkomucneprupyemMplii cMaduBaeMbIii B BOJIE IMTOPOIIOK MOJTYYaAIOT MPH CMEIIUBAHUU 25 BEC.4. COSIH-
Henus Gopmynsl (I) w/mmum ero coneit, 64 Mac.4. KAOJMHCOIEPIKAIIEro KBaplia B Ka4eCTBE HHEPTHOT'O BEIIECTBA,
10 mac.4. TUTHIHCYIB(GOHKHUCIOTO Kaausg U | Mac.d. OJICOMIMETHITAYPHHKICIOTO HATPHUS B Ka4eCTBE CMadH-
BAIOMIETO M TUCTIEPTUPYIOMIETO CPEACTBA M N3MENbYCHHUN B INTH(PTOBOW APOOHIIKE.

c¢) JlerkogucneprupyeMblii B BOAe AWCICPCHOHHBIN KOHIIGHTPAT MONY4YaroT Ipu cMemuBaHum 20 Mmac.d.
coenunenust popmyisl (I) w/mm ero coneit ¢ 6 Mac.4. ankuiapeHwnonurarkonesoro agupa (®Triton X207), 3
Mac.4. U30TpuaeKaHoanoauraukoieBoro 3¢upa (8 EO) u 71 mac.4. mapaduHOBOTO MUHEpATLHOTO Macia (aua-
Ma30H KHIEHWS, HapuMep, MpuMepHO 255-277°C) n U3MENbUYEHUH B TEPOYHON IIAPOBON MEIBHHLE A0 IHC-
MIEPCHOCTH MEHEE 5 MKM.
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d) DmynerupyeMslii KOHIIGHTpAT Hoy4aroT u3 15 mac.4. coequnennst Gopmyssl (I) w/mmm ero coneit, 75
Mac.4. IUKJIOTeKCaHOHa B KayecTBe pacTBopuTeis U 10 Mac.4. OKCHATHINPOBAHHOTO HOHMI(EHOA B KAYECTBE
SMyJnbraTopa.

e) Jlucnieprupyemslii B BOJE TPaHYJIISIT HOIy4YaroT IPH CMEITHNBAHUH

75 mac.4. coequHenust popmynsr (I) u/vmm ero conew,

10 Mac.4. TUTHUHCYTH(POHKUCIIOTO KabIIHS,

5 mMac.4. naypwicyibdaTa HaTpus,

3 Mac.d. MOJMBUHHUIOBOTO CIIUPTA U

7 Mac.4. KaoJIMHa,

N3MENbUCHUN B IITH(TOBOW ApOoOWIIKE M TpaHyIMPOBAaHWH MOPOIIKA B IICEBIO0KWKEHHOM CIJIO€ C pas-
OpBI3rMBaHUEM BOJIBI B KAUECTBE MPAHYJIUPYIOIEH JKUIKOCTH.

f) ucnieprupyeMslii B Bojie TpaHyIIsIT TAKXKe IOJTy4atoT IIPH TOMOT €HU3UPOBaHUHT

25 mac.u. coeauHenust popmyisl (1) n/umu ero comnet,

5 mac.u. 2,2'-quHad TriMeTaH-6,6'-1ucynb(hOHKHCIIOr0 HATPUS,

2 Mac.dq. OJICOMIMETHITAYPUHKUCIIOTO HATPHS,

1 Mac.4. TONMBUHUIOBOTO CIHPTA,

17 Mac.4. kapOoHaTa KaJIbIUS U

50 Mac.4. BOABI

B KOJUIOMJHON MENIPHHIE W IPEABAPUTEIHLHOM H3MEIBUCHUHU. 3aTEM €ro IepeMajblBalOT B OHCEPHOH
MEIBHHUIIE, PACTIBUISIOT MOIYYEHHYIO TAKHUM 00pa30M CYCIICH3HIO B CKpyOOepe ¢ MOMOIIBI0 OJHOKOMIIOHEHTHOH
HaCaJIKM ¥ BBICYIIHBAIOT.

C. buonoruueckue npuMepsl.

I/ICHOHL3yeMLIe 31€Ch COKpalICHNA O3HAYaI0T:
ABUTH KaHATHUK ABHUIIEHHBI ALOMY JIMCOXBOCT MBIIIIEX BOCTHKOBUIHBIN

AMARE  AmapaHT 3alpOKHHYThIH AVEFA OBCIOT OOBIKHOBEHHBIH

CYPES ChITb Kpyrias ECHCG E>kOBHHK OOBIKHOBEHHBI
LOLMU  Tlnesen MHOTOYKOCHBIH MATIN Pomamka Hemaxyvas
PHBPU Hnomes myprypHas PHBPU Hnomes mypmypHast
POLCO Toper BEIOHKOBBIH STEME 3Be3adaTKa CpemHsst

VERPE Beponunka nepcunckas

1. Bo3neiicTBue repOMIINIOB Ha BPEAHBIE PACTEHHS B ITPEBCXOAOBBII MEPHO.

CeMeHa OJTHO- WJIHM JIBYJIOJBHBIX COPHBIX WJIM KYJIBTYPHBIX PACTCHHH pacKJIaJbIBAlOTCS B TOPIIKU U3 Jpe-
BECHOTO BOJIOKHA B TIECYAHYIO 36MIIIO M YKPBIBAIOTCS 3eMJICH. 3aTeM COCTUHEHHS COTJIACHO M300pETEHHIO U U3-
BECTHBIC I CPAaBHEHUS M3 TEXHUYECKOTO ITOJIOXKEHUS, MPEICTABICHHBIC B BHIC MOPOIIKA JJIS CMAaYMBAHUS
(WP) nnm sMynsCcHOHHBIX KOHIIEHTPaToB (EC), NpUMEHSIOT B BHIe BOAHBIX CYCIICH3UH WIIM OMYIBCUI ¢ HOPMOK
pacxonma Bogsl B iepecuere 600-800 i/ra ¢ mobasmennem 0,2% cMaduBaromero CpeacTsa Ha MOBEPXHOCTH 0Opa-
6ateiBaeMoii 3emin. [Tocae 0OpabOTKH TOPIIKK CTABATCSA B TEIUIMILY M COAEPKATCS B XOPOIIMX YCIOBHAX IS
pocTa Ayl SKCIePHUMEHTAIBHBIX PAaCTCHUH. 3PUTENBbHYIO OLEHKY yIIepOa SKCIepUMEHTaIbHBIM PACTCHUSAM IO
CpaBHEHHIO ¢ HeOOPaOOTaHHFIMU KOHTPOIBHBIMU PACTCHUSIMH MIPOBOIAT TIOCHE 3 HEJeNb Hadana SKCIIepUMEeHTa
(repOunaHoe BiamsiHME B nponeHTax (%): 100% pesynbrar - pacrenus morudsm, 0% pesyiabraT - Kak KOH-
TPOJILHBIE PACTEHHUSL.

OMBITHI MOKA3aJIH, YTO UCTIBITYEMbIE COSTHHEHHS COTTIACHO N300PETEHUI0 OKa3bIBAIOT BEICOKOE TepOHIIHI-
HOE BO3JICHCTBHE Ha MHOTHE BpPEAHBIC PACTEHHS M OKa3bIBAIOT Ha KyJbTYpHBIC PAaCTCHHsS MEHBIIE BpeAa, uYeM
TIOXOJKHE I10 CTPYKTYPE COCAMHEHNS], N3BECTHBIC M3 TEXHUUECKOT'O MOJIOKEHUs. J|aHHbIe 3THX UCTIBITAaHUN TIpel-
CTaBJICHBI B CIIEIYIOINX TaOIHIIaX.
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Tabnuma A

CoenuHenne

Jlosuposka
[r/ra]

BosneiicTeue Ha
CYPES POLCO

I}\l—lil o CH,
N S—CH
\IN)\IN '
CH, H

Coermnenne Ne 1-1 cormacuo
U300peTeHHI0

320

90% 90%

NN o CH,

A

N $—CH

‘T)\T :
CH, H

Coenunenne Ne 4-78, n3BecTHoe 13
WO 2012/028579 Al

30% 0%

NN o CcH,
7\
N S—CH,
\’i‘)\’?‘)‘k@: 3
CH, H
N Br

Coenunenne Ne 4-122, u3BecTHoe 13

0% 70%

WO 2012/028579 Al

Tabmuma B

Coennnenne

Jlo3upoBka
[r/ra]

BospeiicrBue Ha

CYPES POLCO

NN Q CH,

(A

N S—CH

\N)\W '
CH, H

Coemnrenne Ne 1-1 cornmacHo
n300peTeHno

90% 90%

fbal a oo

[

N §—CH,
\ﬁ,)\NI :
CH, H

Coenunenne Ne 4-128, u3BecTHOE U3
WO 2012/028579 Al

320

0% 20%

/w—,i; o cH,

N\N)\N)‘\éiscw

(I:H3 ?I-i N e
&,

Coemuuenue Ne 4-429, uzsectHoe us
WO 2012/028579 A1l

30% 0%

o] CH,

/5\'_'{‘ ¢
N\N)\N S—CH,
| |
CH, H 0,
L

Coennrenne, ussectHoe 3 WO
2012/028579 Al

320

0% 30%

NN O CH,
oA\
N S—CH,
\W‘)\Nk@ c
CH, H
N CHO

Coenunenne, nssectHoe u3 WO

0% 0%

2012/028579 A1l
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Ta6umma C

Coenunenue

Jlosnpoeka
[r/ra]

BosgeticTeie Ha

ALOMY AMARE

MY §
N\N»\N SO-CH,

Coenunnenne Ne 1-2 cornacuo
HM300pETEeHHIO

320

90% 100%

/;\1—'% o cH
N SO-CH,
\N)\"\‘ 3
|
CH, H

Coenmnnenne Ne 4-79, u3BecTHOE U3
WO 2012/028579 Al

20% 20%

/9'_'{‘ O CH,
SO-CH.
N\hll/\w s
CH, H 0,
L
Coenunenne, nspectHoe u3 WO
2012/028579 Al

0% 0%

NN O CH,
[\
N\T)\N)Ké[socm
H
s CHO

Coennnenne, nspectHoe n3 WO
2012/028579 Al

320

0% 0%

Tabmuma D

CoenuHeHne

Jo3nupoBka
[r/ra]

Bosneticreue Ha
ALOMY POLCO

B P
N SOz CH
\II\] "\‘ 2 3

CH, H

Coenunenue Ne 1-3 cornacuo
U300peTeHHI0

100% 90%

NN o CH,
'’

N, »\ SO;CH,
Y

)

cH, H

Coenunenue Ne 4-79, u3BecTHOE U3
WO 2012/028579 Al

70% 40%

NN o cH
1
ANEN sorcn,
N
CH, H
0—CH,

Coennnenne Ne 4-439, usBectHoe u3

WO 2012/028579 Al

20% 60%

MN9 o
A
BN SO CH,
i
)
CH, H
cHo

CoenuneHue, u3pectioe uz WO
2012/028579 Al

0% 60%
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Tabnuna E
Coenunenne Jlosuposka Bosneiicteue Ha
[r/ra] AMARE VERPE
N\ O  CH,
&, H 320 100% 90%
Coemunenne Ne 4-1 cormacHo
H300pETEeHHIO
CH,
N
N/\ »\ §—CH,
o
H 320 80% 70%
CHy CN ’ ’
Coenunenne Ne 1-387, usBectHoe u3
WO 2012/028579 Al
CH,
N7
N( »\N S—CH,
D 320 60% 0%
CH, H
Coenunenne Ne 1-139, usBecTHOE U3
WO 2012/028579 Al
a CH,
B :
NG S—CH,
| NJ\@ 320 30% 0%
H
CH, cHO
Coenunenue, ussectnoe u3 WO
2012/028579 Al
320 0% 0%

ﬁfﬁ\‘ o CH,
N S—CH
\'I\‘ ,‘\‘ 3

CH, H o
5

Coenunenue, uzpectHoe uz3 WO
2012/028579 A1l
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Tabinuma F

CoennHeHne

JlosupoBka
[r/ra]

BosneticTBue Ha

AMARE

MATIN

o
N
No A SO-CH,
Yol

CH,

Coepunenue Ne 4-2 cornacHo
U300PETeHHIO

320

90%

80%

//—R‘ o cH,
N /\ SO-CH,
o
H
CH, -

Coenunenne Ne 1-120, usBecTHOe U3
WO 2012/028579 Al

320

70%

30%

o cH,

N
BN
3 CN

Coenvnenvie Ne 1-388, usBecTHoe U3
WO 2012/028579 Al

60%

0%

N o CcH,
N N SO-CH,
v
H
o CHO

Coenvnenve, n3pecTHoe 3 WO
2012/028579 Al

320

40%

0%

N O CH,
BN
)
CH, H o,
b
Coenunenue, n3pectHoe u3s WO
2012/028579 Al

320

20%

0%

Tabmuua G

Coennnenne

Jlo3uposka

[r/ra]

Bo3speiicTBue Ha

ECHCG

AMARE

N [e] CH,
BN 3
N, SO CH,
o)
CH,

'3

Coenunenue Ne 4-3 cornacHo
H300pETEeHNIO

320

90%

100%

T a CH,

F\ *

N )\N S07CH,
o

&, H

Coennnenne Ne 1-90, usBecTHOE n3
WO 2012/028579 Al

320

30%

10%

N\ o CH,
NQ »\ SOz CH,
vy
CH, H

SO;~CH,

Coenunenue Ne 1-188, usBecTHoe H3
WO 2012/028579 Al

0%

40%

N\ o cH,
AN »\ S07CH,
o
CH, H
CHO

CoenuHenue, u3pectHoe u3 WO
2012/028579 A1l

20%

0%

N O CH,
N so-on,
o
CH, H 0,
)
Coenunenue, u3BecTHoe u3 WO
2012/028579 A1

320

40%

60%
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Ta6imuma H
| CoenuHenue Josuposka BosneticTBue Ha
[r/ra] AVEFA LOLMU
YA o
N 5
ok 320 100% 90%

CoenuHenne Ne 2-1 cornacuo
M300PETEHHIO

N\N»\N S-CH,
J 4 320 60% 30%
Ho cH

Coenunenue, nuzpectHoe us WO
2012/028579 A1

Ta6umma I
CoenuHenne Jlo3uposka BosaeiicTeue Ha
[r/ra] LOLMU PHBPU

N— 3
/,
N }\N SO-CH,
N
Jh 320 100% 100%
H3C

Coeannenue Ne 2-2 cornacHo
n306peTeH:o

N\N»\N SO~CH,
Jh 320 30% 60%
H,C CH

Coenvnenre Ne 5-391, u3BecTHOE M3
WO 2012/028579 Al

Ta6nuua J
| Coenunenue Jlosnposka Bosneiicrere Ha
[r/ra] CYPES ABUTH

N— o cH
y

3
Joh 80 80% 100%
H,C

Coenunenne Ne 2-3 cornacHo
n300peTeHIio

Z~

N—N 0 CH,
N

Hac)

80 40% 80%

Z~.
4
>¢
I—=
(e} 13
09
(o)
s

Coennnenve, nzsectHoe u3 WO
2012/028579 Al

2. Bo3neiicTBre repOHMIINIOB Ha BPEAHBIC PACTEHHS B ITOCIEBCXOIOBBIH EPHOI.

CeMeHa OJTHO- WJIH JIBYJIOJBHBIX COPHBIX WJIM KYJIBTYPHBIX PACTCHUH pacKJaJbIBAlOTCS B TOPIIKU U3 Jipe-
BECHOTO BOJIOKHA B IECUAHYIO 3€MJIIO M YKPBIBAIOTCS 3€MJICH M BBIPALIIMBACTCS B TEIUIMIIE B XOPOIIMX YCIOBHAX
JUISL pocTa. 2-3 Helenr NocJe ToceBa IKCIIEPUMEHTAIbHBIE PACTEHUsI 00pabaThIBalOTCS Ha CTAWH IIEPBOTO JIHC-
Ta. 3aTeM COEAMHEHHUS COTIACHO M300PETeHHIO, TIPEICTABICHHBIC B BUIE TIopomka st cMadnBanust (WP) wim
IMYJILCHOHHBIX KOHIIeHTpaToB (EC), pacblIsSIOT B BUJIE BOJHBIX CYCTICH3UH WU OMYJILCHH ¢ HOPMOM pacxoja
Bonbl B mepecuere 600-800 i/ra ¢ mobapnerneM 0,2% cMadMBaIOIIETO CPEACTBA Ha 3€JICHBIC YAaCTH PACTCHHM.
ITo ucredennu okoyo 3 HEIENb HAXO0XKIACHHUS HKCICPUMECHTANBHBIX PACTEHHH B TEIUIMIE MIPHU ONTHMAJIBHBIX YC-
JIOBUSAX POCTa ACHUCTBHE MperapaTa B CpPaBHCHHM C HEOOPaOOTaHHBIMH KOHTPOJBHBIMH PAaCTCHHUSMH 3aMETHO
BU3yanbHO (repOunuaHoe neiictBue B npoueHTax (%): 100% pesynbrar - pacrenust norudnu, 0% pesynbrar -
KaK KOHTpPOJIbHBIC pacTeHus). ONBITHI IOKa3alH, YTO HCIIBITYEMbIC COCIMHEHHS COTJIACHO HM300pETEHHIO He
TOJIBKO OKAa3bIBAIOT XOpollee repOrINAHOE BO3ICHCTBIE Ha BAXKHBIE BPEIHBIE PACTCHUS, a IaXke OOHAPYKUBAIOT
BO3JICHCTBHE BBIIIE, YEM IIOXOXKHE 0 CTPYKTYpE COCIUHEHHMS, M3BECTHBIC M3 TEXHHYECKOro MoyoxeHus. [lan-
HBIE 9THX UCTIBITAaHUH MPEJCTABIICHBI B CIIETYIONINX TaONnIax.

-29 -



033898

Ta6muma K
CoenuHeHve Josnpoeka BosneiicTere Ha
[r/ra] MATIN STEME
N—N o  CH,
I\ -
Hsc/Lo)\N S—CH,
i 80 80% 90%
Coennnenne Ne 7-1 cornacHo
n300peTeHHI0
N—N 0  CH,
(I
S—CH
Hac/éo)\n# ’ 80 60% 70%
H
cl
Coemunenne Ne 2-116, usBectHoe U3
WO 2012/26932 Al
N—l{l o CH,
/ —
AN I oo
) 80 40% 60%
H
Br
Coenunenue Ne 2-130, u3BecTHOE U3
WO 2012/26932 Al
Tabmuma L
Coenunenie Josuposka BosaeiictBue Ha
[r/ra] MATIN POLCO
N—[{J o] CH,
/ -
H3C/< O)\N $—CH,
4 80 80% 60%
Coennnenne Ne 7-1 cornmacuo
u300peTeHH o
7—»\1 o CH,
Hac/<o)\N S—CH,
) 80 60% 20%
H
|
Coennnenne Ne 2-136, u3BecTHOE U3
WO 2012/26932 Al
N—Rj (o] CH3
/ -
H3C/4 O)\N S—CH,
) 80 60% 0%
H
CF,
Coenunenne Ne 2-143, usBectHoe U3
WO 2012/26932 Al
OOPMVIJIA U30OBPETEHUA

1. AMuns! 6eH30MHON KUCIOTH (popmyssl (1) wim ux conm
o X

Q. SO,R
)
H 0,
z
I/l CUMBOJIBI U UHAEKCHl UMEIOT CIeIYIOUINe 3HAUCHUS:
Q o3nauaer ocratok Q1, Q2 umu Q4

NN 7\ N—N
N\'l\l»\ N\IT‘)\ RZ/QO)\
R R

Qn (Q2) (Q4)
X o3nauaer (C;-Cg)amkui,
Z o3navaet (C3-Cg)IUKIT0ATKII,
R o3nauaer (C;-Cg)anku,
R* o3nauaer merwi, s Wt H-TIPOTINIL,
R” o3nauaer meTu,
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n o3Havaer 0, 1 wm 2.
2. AMusl 6€H30MHOM KHCIIOTHI 10 I1. 1, T/1e
Q o3nauaer ocrarok Q1, Q2 umu Q4

N—N N
7\ //_\ N—N
N\N)\ N\N)\ RZ/«Q \ .
Lok
Q1) (Q2) (Q4)

X 03HaYaeT METHJI WX 3THIL,

Z 0o3HavaeT UUKJIONPOIHI WIN IUKIO0YTHII,

R o3Havaet mMeTw1 WM TUN,

R* o3mauaeT MeTHI, STHI WIH H-TIPOTIH,

R” o3navaer METHII,

n o3Havaer 0, 1 wm 2.

3. 'epOunmanoe cpencTBo, OTIMYaroIIeecs IrepOrIUIHO-aKTHBHBIM COJIEpP)KaHHEM 0 MEHBILIEH Mepe of1-
Horo coeaunenust popmyasl (1) mo oxHOMy 13 1. 1 wim 2.

4. I'epOuIIHOE CPEACTBO 1O 1.3 B CMECH CO BCIIOMOTATENIbHBIMH CPEJICTBAMH NPENapaTUBHON (POPMEL.

5. benzoiinbie kucnotsl popmyist (11)
o X

SO,R
HO

(n
rae
X o3nauaer (C;-Cg)ankum,
Z o3HauaeT (C3-Cy)IUKI0aTKIIT,
R o3nagaet (C;-Cg)amku,
n o3Hayaer 0.

@ EBpa3suiickasi naTeHTHas opraHusauus, EAMB

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