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e R’ npezacrasiser codoit H, C;-C; ankui, C;-Cg ankmikapoonmnaikui, Cs;-Cg aTKOKCHKapOOHIITATKII,
OCH3WI WK (CHIUIT, R? npezacrasisger coboit H, ramoren, -CN, C,-C; ankwi, C;-C; raJoreHaakui,
C,-C; ankokcu wnu (GeHua, HeoOs3arenbHO 3amenteHHbd ranoreHoMm, Ci-C, amkwiom wiu C-Cy
rajoresankuiomM; X npezncraeiser codoit O, S wmi NR’; umm X npencrasnser coboii -C(R*=C(R")-, rae
aToM yrieposa, cBa3aHHbIA ¢ R, Takoke cBs3aH ¢ aToMOM yryeposa, cBa3aHHEIM ¢ RY, u atom yrepona,
ca3annbli ¢ R7, Takke cBs3aH ¢ pparMeHToM (eHIITBHOTO Konbla B hopmye 3; kax bl R’ He3aBucHMo
npencrasisier coboit ramores, -CN, Hutpo, C;-Cs ankun, C,-Cs ankunui, C;-Cs muxnoankwui, Ci-Cs
ranorenankui, C;-Cs ankokcn, C,-Cs ranorenankokcn; R*, R® u R” neszaBucumo npescrapnsior co6oii H,
ranoreH, HUTpo, C;-Cs ankun C,-Csranorenankui, C,-Cs alKokcu; R’ npezacrasiser codoit C-C; anku;
n pasusiercs 0, 1, 2, 3 unm 4; R¥ MPEeACTaBIsIeT COO0H METHI WiTH 3T M300peTeHre TakKe OTHOCUTCS
K crioco0aM nosyueHus: coeiuHeHuid Gopmysisl 3 U popmyisl 1b. 3asBieHHbIE COSAUHEHNS MOTYT OBITH
UCIIOJIB30BaHbI OJId KOHTpOJ'lH He)KeHaTeHLHOﬁ paCTI/ITeﬂbHOCTI/I.
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O0J1acTh TEXHHKH, K KOTOPOi OTHOCHTCS M300peTeHHe

Hacrosimee n3o0pereHne OTHOCUTCS K ONpENesICHHBIM HPHIa3HHOHAM, MX N-OKCHIaM, COJSAM M CIOCO-

06am uX TIOy4YeHusl.
[peanockliku n300peTeHns

KonTtponb HexenaTeIbHOM PACTUTENBHOCTA YpPE3BBIUAHO Ba)XK€H B JOCTH)KEHHMHM BBICOKOM MPOM3BOJIU-
TENBHOCTH CEIBCKOXO3SIMCTBEHHBIX KYNbTyp. JlocTikeHne M30MpaTeNnbHOTO KOHTPOJS POCTa COPHSKOB, OCO-
OCHHO B TaKUX TOJIE3HBIX CEBCKOXO3SMCTBEHHBIX KYJIBTypax, KaK pUC, COs, caxapHasi CBeKJIa, MauC, KapToQels,
MIIEHUIA, TIMEHb, TOMAT W IUIAHTAIIMOHHBIC KYJIBTYPBI, CPEIH MIPOUHX, SBISIETCS KpaifHe HeoOXoauMbIM. bec-
KOHTPOJIbHBIH POCT COPHSIKOB B TaKUX IOJIE3HBIX CEBCKOXO3SIIICTBEHHBIX KYJIbTYpaxX MOKET BbI3bIBaTh 3HAUM-
TENBHOE CHUKCHUE MPOJYKTHBHOCTH W, TAKUM 00pa30M, IPUBOJUTH B PE3YNIbTATEC K MOBBIIICHUIO CTOUMOCTH
Uit moTpeduTenss. KoHTponbh HeKeNnaTelbHOW PACTUTENFHOCTH Ha HE3aCEBACMBIX Y4YacTKaX TAaKXKE SBIACTCS
Ba)XHBIM. [ 3THX 1enedl KOMMEpUYECKH JOCTYITHO MHOXKECTBO MPOAYKTOB, OJHAKO OCTACTCS MOTPEOHOCTH B
HOBBIX COCIMHCHUIX, KOTOPBIC ABISIOTCS Ooiee 3P PEKTUBHBIMH, MCHEE TOPOTOCTOSIIUMHE, MCHEE TOKCUIHBIMH,
Ooee 0e30MaCHBIMH JJISI OKPYKAFOIICH CPE/Ibl WIIM MMEIOT Pa3IMYHbIC YYACTKU IPUIIOKEHUS ICHCTBUS.

Kpartkoe onucanue n300peTeHust
Hacrosimee n300peTeHmsI OTHOCHUTCS K COSTMHEHUSAM (HOPMYJIIBI 3
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ux N-OKCHIaM U COJISIM,

rae R' npencrapusiet coboit H, Ci-C; ankun, C;-Cg ankunkapoormnankui, C;-Cg alKOKCHKapOOHUITATKII,
OeH3m WK GeHnIT;

R? npezacrasisgetr coboit H, ramoren, -CN, C;-C; ankun, C;-C; ranorenankmi, C;-C; alkokcH win QeHu,
Heo0s3aTebHO 3aMelneHHbIi ramorenoM, C-C4 ankumom uin C;-C, raoreHaaKuaoM;

X mpencrasisier coboit O, S nmm NR’; unu

X npexcrasisier co6oii -C(R*)=C(R’)-, rae aTom yriaepona, cBsi3aHHbIH ¢ R®, Takke CBA3aH ¢ aTOMOM yT-
JIepoa, CBI3aHHBIM C R*, i atom yriIeposa, cBs3aHHblii ¢ R’, Take cBsi3aH ¢ pparMeHTOM (EHHIBHOTO KOIbIa
B hopmyre 3;

kaxpii R HesaBrcnmo npeacrasisieT coooi ranoreH, -CN, Hutpo, C;-Cs ankwmi, C,-Cs amkuani, Cs;-Cs
nuknoankui, Ci-Cs ranorenankui, C;-Cs ankokcu, C;-Cs rajoreHaaKoKCH;

R4, R® u R’ HesaBucHMoO npeacTaBisioT codoit H, ranoren, autpo, C;-Cs ankmnC,-Cs ranorenankmi, C;-Cs
AJIKOKCH;

R’ npezactasiset coooi C;-C; amku;

n pasusierca 0, 1, 2, 3 wiu 4; u

R MPEJCTaBISACT COOON METHII MITH ITHIL.

N3o0perenune Takxke pacKpbIBaeT CIIOCO0 MOIyIeHUs coennHeHusT GopMyItbl 1b

®%),

1b

rae

R! npencrasisier coborr H, C,-C; anxun, Cs;-Cg ankunkapOormnankmi, Cs;-Cg aqKkoKCUKapOOHMIIATKUI,
OeH3WIT WiTH (PeHMIT;

R? npezacrasistetr coboit H, ramoren, -CN, C;-C; ankun, C;-C; ranorenankmi, C;-C; alTkokcH win QeHu,
Heo0s3aTeNbHO 3aMelneHHbIH ramorenoM, C-C4 ankumom uin C;-C, ratoreHaaKuaoM;

X mpexacrasisiet coboit O, S wu NR®; nin
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X npexcrasnser codoit -C(R*)=C(R")-, rae aTom yriepona, cBsizansbli ¢ R®, Takxke CBA3aH ¢ aTOMOM yr-
nepoa, ces3aHHBM ¢ R, 1 aTom yriepona, cessannsiii ¢ R’ Takke cBsasan ¢ gparmMeHToM QEHHIBHOTO KOJbIA
B (hopmye 1b;

kaxpii R HesaBrcnmo npeacrasisieT coooit ranoreH, -CN, Hutpo, C;-Cs ankwi, C,-Cs ankuani, Cs;-Cs
nukaoankui, C,-Cs ramorenankwmi, C;-Cs ankokcH, C;-Cs rajjoreHaJKkoKCH;

R4, R® u R” HezaBucumo npeacTaBisaioT coooi H, ramoren, autpo, C;-Cs ankun, C,-Cs ranorenankun, C-
C5 aJIKOKCH;

R’ npeacrasiseT coooit Ci-C; amkui; u
n pasusiercs 0, 1, 2, 3 wnu 4,
BKITIOYAFOIIUI [UKITH3AIHI0 COSTMHEHUS (GOPMYIIBI 3 B IPUCYTCTBUH PACTBOPUTEIS M OCHOBAHHS
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rae

R' npeacrasister codoit H, Ci-C; amkmn, C;-Cg anxunkapoonmnankmi, Cs;-Cg alKOKCHKapOOHWIANIKILI,
OeH3mI WK QeHnIT;

R? npencrapisietr coooit H, ramoren, -CN, C;-C; ankmi, C;-C; ramorenankwi, C;-C; aKOKCH Wi (CHHUI,
HeoOs3aTeNnbHO 3aMeleHHbIi rajorenoM, C,-C, ankmioMm mwin C,-C, rajioreHajJKkuiaoMm;

X mpencrasisier coboit O, S nmm NR’; unu

X npexcrasisier co6oii -C(R*)=C(R’)-, rae aTom yriepoma, cBsi3aHHbIH ¢ R®, Takxke CBA3aH ¢ aTOMOM yT-
JIepoa, CBSI3aHHBIM C R*, 1 atom yriIepona, cBs3aHHblii ¢ R’, Take cBsi3aH ¢ pparMeHTOM (EHHIBHOTO KOIbIa
B hopmyre 3;

kaxpii R HesaBucumo npencrasisier coboit rajoreH, -CN, Hutpo, C;-Cs ankwmn, C,-Cs anmkuann, Cs;-Cs
nuknoankui, Ci-Cs ranorenankui, C;-Cs ankokcu, Ci-Cs rajoreHajaKkoKcH;

R4, R® u R’ HesaBucumo mpeacTaBisioT coboit H, ranoren, aurpo, Ci-Cs amkwmi, Ci-Cs ranorenankmi, C;-
Cs ankokcu;

R’ npencrapuset cobot Ci-C; amkwm;

n pasuserca 0, 1, 2, 3 wiu 4; u

R MIPEICTaBISAET COOOH METHUT WIIH STHIL.

Hacrosiee n300peTeHmsI OTHOCUTCS K CIIOCO0Y TIOyYeHUs CoequHEeHHs PopMyIsI 3
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rae

R' npeacraBisier codoit H, Ci-C; amkmn, C;-Cg anxunkapoonmnankmi, Cs;-Cg alTKOKCHKapOOHWIIAIKILI,
OeH3WIT WiTn (PeHMIT;

R? npencraisier codoit H, ramoren, -CN, C,-C; anmkun, C;-C, ranoreHankui, C;-C; aJKOKCH WU QESHII,
HeoOs3aTeNnbHO 3aMenieHHbIi ragorenoM, C-C, ankmr win C,-C, ragoreHaakun,

X mpencrasisier coboit O, S nmm NR’; unu

X npexcrasisier co6oit -C(R*)=C(R’)-, rae aTom yriepoma, cBsi3aHHbIH ¢ R®, Takxke CBA3aH ¢ aTOMOM yT-
nepoza, cesi3aHHBIM ¢ R”, 1 aTom yriepona, cessanHsIii ¢ R, Takke cBsizaH ¢ gparMeHTOM (QEHUIBHOTO KOJbIA
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B opmyie 3;

Kaxaplii R™ He3aBucumo mpencrasisier coboit ranoreH, -CN, Hurpo, Ci-Cs ankuin, C,-Cs ankunami, C;-Cs
nukaoankui, C;-Cs ranorenankmi, C;-Cs ankokcn, C;-Cs raaoreHaaKkoKCH;

R4, R® u R’ uesaBucumo npeacraBisaioT coboir H, ramoren, murpo, C,-Cs amkmi, C;-Cs raJoreHanIKum,
C,-Cs ankokcwu;

R’ npencrasiseT coooit Ci-C; anmkum,

n paBusiercs 0, 1, 2, 3 wm 4; u

R TIPEACTaBISAET COOOM METHIT UJIH DTHIT,

BKITIOYAFOIIUI B3aMMOJICHCTBHE CIIOKHOTO d(upa runpa3una GopmyIsl 4

1
R\NH

RI. N
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4
rae
R! npencrasiser coboit H, C;-C; amkmn, C3;-Cg ankmikapOoormnankmi, Cs;-Cg aTKOKCHKapOOHUITATKHI,
OeH3WIT WiTH (PeHMIT;
R? npezacrasistet cooboit H, ranoren, -CN, C;-C, ankuin, C;-C; ranorenankmi, C,-C; ankokcu; U
R* MPEJCTABISACT COOON METHII WM DTHI,
C TUAPOXJIOPUAOM POPMYIIBL 5

Ry,

rmie

X mpencrasisier coboit O, S nmm NR’; unu

X npexcrasisier co6oii -C(R*)=C(R’)-, rae aTom yriepoma, cBsi3aHHbIH ¢ R®, Takke CBA3aH ¢ aTOMOM yT-
neposa, cBs3aHHbBIM ¢ RY, i aTom yriepona, ces3ammbiii ¢ R, Taxke cBs3aH ¢ hpparMeHTOM (PEHHIBHOTO KOMbIA
B opmyie 5;

kaxpli R’ HesaBrcHMO npencrasiser codoi ranoreH, -CN, aurpo, C-Cs ankui, C,-Cs ankuamn, C;-Cs
nuknoankui, Ci-Cs ranorenankui, C;-Cs ankokcu, Ci-Cs rajoreHaaKoKCH;

R4, R® u R’ HesaBucmmo npencTaBisitoT coboit H, ramoren, mutpo, C-Cs ankmi, C;-Cs raaoreHaIKmui,
C,-Cs ankokcu;

R5 npencrasnsier co6oit C;-C; ankur; u

n paBusiercs 0, 1, 2, 3 wim 4,

B IIPUCYTCTBUH PACTBOPUTENS M OCHOBAHHSI.

Bonee koHKpeTHO, HacTosIee H300pPETEHHE OTHOCUTCS K COeAMHEHHIO GopMyIbl 3 ero N-OKCHIY WM CO-
JIHL.

JeTanbHoe onucanue U3o0peTeHUst

Hcnonp3yeMmsle B TaHHOM JOKYMEHTE BhIpakeHUs "comep:kut", "comepxamuii”, "Bkmrouaer", "BKIIOUAIO-
mmit", "umeer", "umeronuii”, "BMemaet", "BMernaonmii”, "XxapakTepu3yoIuics TeM, 9To" Win TI0bIe IpyTue
WX BapHaHTBI PACIPOCTPAHIIOTCS HA HEHCKIIOYHTEIBHOE BKIIFOUCHHE, TIPU YCIOBUH, YTO JTHO00OC OrpaHHYCHHE
YeTKO ykaszaHo. Hampumep, mporecc win croco0, KOTOPBIC BKIOYAKOT IEPEUCHb JIEMEHTOB, HE00A3aTEIIEHO
OTPaHUYEHBI TOJEKO STHMHU 3JIEMEHTaMH, HO MOTYT BKIIFOYATh IPYTHE SJIEMCEHTHI, IBHO HE MEPCYUCIICHHBIC W
HE MPUCYIIUEC TAKUM KOMITO3UIIMH, CMECH, TIPOIIECCY WK CIOCOo0y.

[Tepexomnas ¢pasa "cocTosmuii u3" UCKIIOYAET 000 HeYKa3aHHBIN JIEMEHT, CTAIWIO WM HHTPEIUCHT.
IIpu Hanwuuu B MyHKTE (HOPMYIIBI H300peTeHus Takas (pa3a He OyAeT HOMycKaTh BKIIIOUEHUE B IYHKT (GOpMY-
JIBI M300PETeHNSI MaTepHAJIOB, OTIMIHBIX OT T€X, KOTOPBIE ITEPEUHCIICHEI, 32 UCKIIOUEHHUEM IIpuMecel, 00BITHO
CBSI3aHHBIX ¢ HUMHU. Ecnu ¢paza "cocrosmmii n3" MOSBISAETCS B OTIWYATEIHLHOW YacTH MyHKTa (GOPMYIIBI H30-
OpeTeHns, a He cpasy MOCIe OrPaHUIUTEIBHOM YaCTH, OHAa OTPAHWYHBACT TOJIBKO AJIEMEHT, U3JI0KEHHBINA B 3TOH
OTIMYUTEIHHON YacTH; MPH 3TOM JPYTHE JICMEHTHI B IICIOM HE MCKIIOYAIOTCS U3 TMyHKTa (HOpMYIBI H300peTe-
HUSL.

Iepexomnas ¢gpasa "cocTosAMMUI TTaBHBIM 00pa3oM u3" MpUMEHseTCs A 0003HAYCHHST KOMITO3UIIMU HJTH
cnioco0a, BKITFOYAIOIIUX MAaTCPHANIb, CTAINH, MPU3HAKHA, KOMIIOHCHTHI HITH 3JICMCHTHI B IOTIOJTHEHHUE K OYKBaJIb-
HO PacKpBIBACMBIM, TIPH YCIOBHH, YTO STH JOIOJHUTEIHHBIC MATCPUAIIBI, CTA/INHU, IPU3HAKU, KOMIIOHCHTHI W
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JJIEMEHTHI HE BIHSIIOT CYIISCTBEHHO HA OCHOBHYIO (OCHOBHBIC) M HOBYIO (HOBBIC) XapaKTEPUCTHKY (XapaKTepH-
CTHKH) 3asBJISIEMOTO U300pCTCHUSI.

Bripakenue "cocTosmuid TTaBHBIM 00pa3oM 3" 3aHUMAeT MPOMEKYTOUHOE TIOJIOXKEHHE MEXIY '"coep-
skammin” u "cocrosmmii u3'.

Ecnu 3asBuTeNN ONpenenuiN HacTOAIIee H300pEeTeHNE WIH €TI0 YacTh HEOTPaHNYNBAIOIINM BEIPAKCHUEM,
TaKuM Kak "cojaepikamuit”, HeoOX0IUMO YETKO TIOHUMATh, UTO (€CJIM He YKa3aHO MHOE) ONHUCAaHUE CIEeIyeT TOM-
KOBaTh KaK TaKXe OIHCHIBAIOIIEE TAKOE N300peTeHNE C IPUMEHEHHUEM BBIPXEHHUH "COCTOSANTNI TTIaBHBIM 00pa-
30M u3" wian "cocrosAmuii u3'".

Kpowme Toro, ecnu npsiMmo He yka3zaHo oOpaTHOe, "I OTHOCHUTCS K BKJIIOHaronieMy "win'", a He K UCKITIO-
yaroniemy "win". Hampumep, ycinosue A winm B ynoBierBopsieT moObIM U3 CIEOYIOIINX YCIOBHHA: A HCTHHHO
(vm npucyTcTByeT) M B ommbouHo (Mim He IpUCYTCTBYET), A OMMOOYHO (MM HE IPUCYTCTBYET) U B MCTHHHO
(WM IpUCYTCTBYET), U Kak A, Tak ¥ B HCTHHHBI (MK IPUCYTCTBYIOT).

Taxxe, YIOMHHAHUE DJIEMCHTA WIH KOMIIOHEHTa U300PETCHUS B SIMHCTBCHHOM YHUCIIC HE MOJIPAa3yMeBacT
OTPAaHUYCHUS B OTHOIICHUH YHUCIIA IPUMEPOB (TO €CTh, CIyYaeB) DIICMCHTA WIIM KOMIOHEHTa. [103TOMY enuHCT-
BEHHOE YHCJIO CJIEAYyeT MOHMMATh KaK BKIIIOYAIOIIee OHO WM IT0 MEHBIIIEH Mepe OHO, a (hopMa eTNHCTBEHHO-
To YHcia Js 0003HAUYeHUs HJIEMEHTa WIIM KOMITOHEHTa TakKe BKII0YaeT MHOKECTBEHHOE UHCIO, 38 MCKIIOYe-
HHEM CITyJaeB, KOT/Ia IBHO TOpa3yMeBaeTCs €IMHCTBEHHOE YUCIIO.

Hcmonb3yeMoe B TaHHOM JTIOKYMEHTE BhIpaKeHHE "aJKMIMPYIOIUNA" OTHOCHTCS K PEaKIUH, B KOTOPOH
HYKIEO(HT 3aMeIaeT yXOIIyio TPYIITy, TaKylo KaK TaJOTeHUI WIN CyIb(OHAT, U3 COAEPKAIIETo YIIeposT
pagukana. Ecny He yka3aHo WHOE, BRIpaKECHHE "aIKIIUPYIOMUK" HE OTPAaHUIUBACT COJCPIKAIINKA yriepoa pa-
JTIKAIT IO aTKWIIA.

B BhIIICYKa3aHHBIX MEPEYUCICHUAX BhIPAXKCHUE "amKmI", UCIIONB3yeMOe JTHOO OTIACIBHO, INOO B COCTAB-
HBIX CJIOBaX, TAKUX Kak "alKWITHO" WM "TaloreHaqKui'", BKIIOYaeT MPSMOM WK pa3BETBICHHBIN alKWl, TAKOH
KaK MCTHJI, 3TUJI, H-IIPOIIMI, H30MPOIHI WM Pa3IMIHbIC H30MEphl OyTHIIA, TIEHTHIA WK rekcuia. "AnkeHut"
BKITIOYACT MPSIMBIC WJIM Pa3BETBJICHHBIC ANIKCHBI, TAKUE KaK TCHHJ, |-TPOICHWI, 2-TPOTEHUII, U Pa3IHYHbIC
n3oMephl OyTeHHMJIA, TICHTCHWJIAa M TeKCeHWn a. "ANKeHHWn"' TakKe BKIIOYACT IIOJIMCHBI, Takue Kak 1,2-
TpoNagueHI U 2,4-rekcaqueHm. "AJKUHWIT" BKIIIOYAET MPSMbIE WM Pa3BETBICHHBIC alIKUHBI, TAKHE KaK 3TH-
HWI, |-pONAHWI, 2-TIPOTTMHWII U pa3iInIHbIE M30MEphl OYTHHWIA, TICHTUHWJIA U TeKCHHIIIA. "AJNKUHWIT" TakKe
BKITIOYAeT ()parMeHTHI, CoIeprKallie HECKOJIBKO TPOWHBIX CBA3EH, TaKHe Kak 2,5-TeKCaIuuHHI.

"AnkokcH" BKIIOYAET, HAPUMEP, METOKCH, 3TOKCH, H-TIPOTIHIIOKCH, H30TIPOTIMIIOKCH U Pa3INIHbIE H30Me-
pBI OYTOKCH, TIEHTOKCH U TEKCHIIOKCH. "AJKOKCHATKMI" 0003HaYaeT 3aMeIeHIe alIKOKCH 110 alkuity. [TpuMepsr
"ankokcuankmna" Bkmouaror CH;0CH,, CH;0CH,CH,, CH;CH,0OCH,, CH;CH,CH,CH,OCH, u
CH;CH,0CH,CH,. "Ankokcuankokcu" 0003Ha4YaeT 3aMEIECHUE AJKOKCH IO aJKOKCH. "ANKUITHO" BKIIOYAET
Pa3BETBIICHHBIC WK MPSIMbIC (PPAarMEHTHI AIKAITHO, TAKUE KaK METHITHO, STUITHO U PA3JIUYHBIC H30MEPHI MIPO-
MUJITHO, OYTHIITHO, TICHTHUIITHO M TeKCHITHO. " AJTKUITHOANKII" 0003HAYAET 3aMCIICHUE AIKIITHO IO AJKHITY.
IIpumepsr "anxuntuoankuna" Bkmouator CH;SCH,, CH;SCH,CH,, CH;CH,SCH,, CH;CH,CH,CH,SCH, u
CH;CH,SCH,CH,. "Ilnanoankun" 0603Ha4aeT aJIKWIBHYIO TPYIITY, 3aMEIIEHHYI0 OQHOW nuaHorpynmoi. [Tpu-
Mepsl "mmanoankmia” Bmrodaror NCCH, u NCCH,CH, (ansTepHaTtuBHO 0003Hadaembrii kak CH,CH,CN).

"Iukmoankmn" BKIIOYAET, HATPUMED, ITUKIOMPOINI, MUKIOO0YTHII, IUKIOTICHTUI U ITUKJIOTeKchi. Beipa-
JKeHUe "TMKITOTKIIIATKII" 0003HaYaeT 3aMeleHIe IMKI0aIKmiIa o GpparMenTty ankwia. [Ipumeps! "ukmoan-
KAJaJIKuIa" BKIIIOYAOT HUKIONPOIMIMETII, IIUKIONICHTINIITHI U APYTHe (HParMeHTHl HUKIOANKHIIA, CBA3aHHBIE
C IIPSIMBIMU WJIH Pa3BETBICHHBIMHE ANKIIIFHBIMH TPYIIIaMH.

Bripaxenue "ranoren" mud0 OTAEIHHO, THOO B COCTABHBIX CIIOBAX, TAKUX KaK "TaJlOTCHATIKWI", WIH B CIIy-
Yyae WCIOJB30BaHUS B (POPMYIMPOBKAX, TAKUX KaK "aJIKWJI, 3aMCICHHBIA raloreHoM", BKIItOYaeT (rop, XJop,
opom wiu iion. Kpome Toro, B ciiy4ae HCIOIB30BAHUSA B COCTABHBIX CJIOBAaX, TAKUX KaK "TaJOTCHANKIII', WA B
cllydac WCIONb30BaHUSA B (DOPMYJIHMPOBKAX, TAKUX KaK "aJKWJ, 3aMCIICHHBIA TaJoreHoM", YKa3aHHBIN ajKuil
MOJKET OBITh YaCTHYHO HJIM MOJHOCTBIO 3aMEIICH aTOMaMU TaJloreHa, KOTOPBIE MOTYT OBITh OJMHAKOBBIMH WA
pasaeiMu. [lpumepsr "ramorenankwia" wid "anmkwia, 3amerieHHoro ramoreHoMm" BrmouaroT F;C-, CICH,-,
CF;CH,- u CF;CCl,-. Boipaxkenus "ramoreHankokcH", "TaJoreHaTKuiaTHo", "rajoreHankeHui", ""rajJoreHaaKu-
HUT" ¥ T.JI. ONPEEIICHbl aHAJIOTUYHO BBIpAXKEHHIO "TamoreHankmi". [Ipumepsl "TaloreHaTKOKCH" BKITIOYAIOT
CF;0-, CCl;CH,0-, HCF,CH,CH,0- u CF;CH,O-. IIpumeps! "ranorenankwmwirno” BkimodaioT CCl;S-, CF;3S-,
CCLCH,S- wu  CICH,CH,CH,S-. TIlpumepst ‘"ramorenankenwna"  BkmtogaioT (Cl),C=CHCH,- wu
CF;CH,CH=CHCH,-. Tlpumeps '"ramorenankuamia" Bkimrouator HC=CCHCIl-, CF;C=C-, CCLC=C- wu
FCHzcECCHz-.

" ATKOKCHUKapOOHWIT" 0003HAYaeT MPSIMbIC WU Pa3BETBICHHBIE (parMeHTHl aIKOKCH, CBsI3aHHBIE ¢ (par-
meatom  C(=0). Tlpumepsr  "amxokcmkapbonwmma"  Bkmouaior CH;0C(=0)-, CH3CH,OC(=0)-,
CH;CH,CH,OC(=0)-, (CH3),CHOC(=0) - u pa3nudHbie n30Mepbl OYTOKCH- UITH IIEHTOKCUKApOOHMUIIA.

OO6miee yKkCIO aTOMOB YIJIeposa B TPyIIe 3aMecTuTeNs 0603HavaroT npucraskoit "Ci-C;", B koTOpoif i 1 j
ABISIOTCS yucnamu oT 1 1o 7. Hampumep, Ci-C,ankmicyab(pOHUI ONpeneseT TPYIIIBI OT METHICYIb(OHMIA IO
oyruncynbdonuna; Crankokcuankmn onpenenser CH;OCH,-; Csankokcuankun onpezaenser, Hanpumep, CH;CH
(OCHj;)-, CH30CH,CH,- nnn CH3;CH,OCH,-; u C4alKoKCHANKII ONpEeisieT pa3IuiyHble H30Mephl aJKUIbHON
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TPYIIIEI, 3aMEIICHHOW alIKOKCH-TPYIIIOH, CONEpIKalleil BCEro YeThIpe aroma Yriepojia, IPU ITOM HpPUMEPHI
Brirovaror CH;CH,CH,OCH,- u CH;CH,OCH,CH,-.

Ecmm coenmHenne 3aMemIeHO 3aMECTHTENIEM, COACPIKAIIIM HHICKC, KOTOPBIH YKa3bIBaeT Ha TO, 9TO YUCIIO
yYKa3aHHBIX 3aMECTUTENICH MOJKeT MPEBBIIATh |, TO yKa3aHHBIC 3aMECTHUTENH (€CIM WX YHCIIO TIPEBHImacT 1)
HE3aBHCHMO BBIOPAHBI W3 TPYIIIBI ONPEICICHHBIX 3aMecTuTenei, nanpumep (RY),, rae n pasmsiercs 1, 2, 3 win
4. Ecii TpyIna CONEPIHUT 3aMECTHTENb, KOTOPBIM MOKET ObITh BOZOpos, Hanpumep R? mmm RY, To B ciyuae,
KOTJ]a 3TOT 3aMECTHTENb SBISACTCA BOJOPOAOM, 3TO CUHTAIOT KaK PABHO3HAYHOE TOMY, UYTO yKa3zaHHAas IpyIIa
SBIISICTCSA He3aMeUIeHHOW. Ecim mepeMeHHas rpymma, Kak MoKa3aHo, Heo0sS3aTeIbHO PUCOSANHEHA K MOJIOXKe-
uuio, Hanmpumep, R(),, r1e n MoxkeT paBHsAThC 0, TO BOJOPOT MOXKET HAXOMUTHCS B JAHHOM MONOKEHHH, 1aXe
€CJIM 3TO HE YKa3aHO B ONPEACICHUU MEPEMECHHOW rpymmbl. ECIIM 0THO WIIM HECKOJBKO MOJIOKCHHUH B TPYIIIE
yKa3aHbl Kak "0e3 3aMmecTHTeNcH" WU "He3aMeleHHEIE", TO aTOMBI BOJIOPOJa MPUCOSAUHECHEI C 3all0JTHCHUEM
00071 CBOOOIHOW BAICHTHOCTH.

Coenunenus GopMyIibl 3, Kak IPaBUIIO, CYIIECTBYIOT B Ooiee yeM oJHOM (opme, U Gpopmyna 3, ciieqoBa-
TEJNBHO, BKJIIOYACT BCE KPHCTAIUITMYCCKUEC W HEKPUCTALUTUYECKUE (POPMBI COCTUHEHUI, B KOTOPHIX OHH MpPEI-
ctaBieHsl. Hekpucrammmaeckne GOpMBI BKIIIOYAIOT BApHAHTHI OCYIECTBICHHS, KOTOPBIE MPEICTABIIIOT co00i
TBEpJIBIC BEIIECTBA, TaKMEe KaK BOCKH M CMOJIBI, a TaKkKE€ BAPHAHTHI OCYIIECTBICHHUS, KOTOPHIE IPEACTaBIAIOT
co0OM XKUIKOCTH, TaKHWe KaK PacTBOPHI M paciuiaBsl. Kpucrammmaeckue (popMBl BKIIIOYAIOT BAPUAHTHI OCYIIECT-
BJICHHS, KOTOPBIE MIPEACTABILIIOT COO0I MPaKTHYECKH OTACTBHBIN KPUCTAIUINIECKUN THII, U BAPUAHTHI OCYIIECT-
BIICHUSI, KOTOPBIE TIPEICTABIISIIOT CO00K cMech MOJMMOP(]OB (T.€. pa3sITUIHBIX KPUCTAIUTMYECKUX THTIOB). BhIpa-
skeHue "moauMopd" OTHOCHUTCS K ONpeNeTIeHHONH KPUCTAUIMIECKON (opMe XUMHUIECKOTO COSTMHEHHS, KOTOPOE
MOJKET KPUCTAJUTU30BATHCSA B Pa3IMYHBIC KPUCTAIUTMICCKHE (HOPMBI, IIPH STOM JaHHBIC ()OPMBI HMEIOT pa3HBIC
PACTIONIOKEHUS W/ KOH(POPMALUK MOJEKYJ B KPHCTAILTMYECKON pemeTke. XOTs MOIUMOP(GBI MOTYT UMETh
OJIMHAKOBBI XUMUYECKUH COCTaB, OHHU TaK)Xe MOTYT OTIMYATHCS IO COCTABY B CBSI3U C MPUCYTCTBHEM HIIH OT-
CYTCTBHEM COBMECTHO KPUCTAJUTM30BAHHOM BOJBI WM JIPYTHX MOJEKYJ, KOTOPBIC MOTYT OBITh CJIA00 WIIU CHIIb-
HO CBsI3aHBEI B permeTke. [1omuMop(dhbl MOTYT OTIMYATHCS IO TAKUM XUMHUYECKUAM, (QU3UYCCKUM U OHOIOTHYC-
CKHM CBOWCTBaM, Kak (popMa KpHcTamia, INOTHOCTh, )KECTKOCTh, I[BET, XUMHYECKast CTAOMIBHOCTh, TEMIIEpaTy-
pa IUIaBJICHHUS, THTPOCKONIMYHOCTD, CIIOCOOHOCTh K CYCIIEHAMPOBAaHUIO, CKOPOCTh PAaCTBOPEHHUS W OMoJormye-
cKas 1ocTynHoCTh. CrienuanucTy B TaHHOW 00JlacTi OyAeT MOHATHO, YTO TOIUMOP( COeMUHEHUS (GOPMYIIBI 3
MOJKET MPOSABIISTH MOJOXKHUTEIbHBIE (P (PEKTH (HapuMep, BO3SMOKHOCTD MIPUMEHEHHS TSI TIOTYICHHUS ITOJIE3HBIX
COCTaBOB, YJIy4IlleHHas Owonorudeckas 3QQeKTUBHOCTD) IO CPABHEHHIO C APYTUM IMOJUMOP(POM HIH CMECHIO
nouMopdoB Toro ke coeauHenus Gopmyisl 3. [Tomydenne U BBIICIEHNE ONpeaeleHHOro mojmMopda coenu-
HeHHS (POPMYITBI 3 MOXKHO OCYIIECTBIIATH C TOMOIIBIO CLIOCOOOB, M3BECTHBIX CIICIIUATUCTAM B TAHHOM O0JIACTH,
BKITIOYAsi, HAIPUMEP, KPUCTAIUTA3ALUIO C IPUMCHEHUEM BRIOPAHHBIX PaCTBOPUTENCH u Temmeparyp. s ucuep-
nbIBaroniero oocyxaenus nmomumopdusma cM. R. Hilfiker, Ed., Polymorphism in the Pharmaceutical Industry,
Wiley-VCH, Weinheim, 2006.

Crienuanucty B TaHHOHM 00acT OYIeT MOHSATHO, YTO HE BCE COACPIKAIIUE a30T TeTSPOUKIBI MOTYT 00pa-
30BBIBaTh N-OKCHJIBI, TOCKOJIBKY 30Ty HY>KHA JOCTYITHAsI HETOICICHHAs Tapa Uil OKUCIICHUS 10 OKCHJA; CIie-
[IUANTICTY B JaHHOW o6yacTu OyayT M3BECTHBI TAKHE COICPIKAINe a30T TeTePOIUKIBI, KOTOpEIE MOTYT 00pa3o-
BbIBaTh N-oKcHIbl. CIIEIIMaTUCTy B NaHHOH 00;acTH Tarke OyIeT M3BECTHO, 9TO TPETHYHBIC aMHHBI MOTYT 00-
pa3oBbIBaTh N-oKcHIbI. CIIOCOOBI CHHTE3a IS MOTydeHHUsI N-OKCHIOB TETEPOIHKIIOB M TPETHYHBIX aMHUHOB XO-
POIIO M3BECTHHI CHEIHAINCTAM B JAHHOW OOJNACTH, B TOM YHCIIC OKHCIEHHE T'CTEPOIMKIOB U TPETHYHBIX aMH-
HOB TIEPOKCUKHCIIOTaMH, TAKUMH KaK MEePyKCyCHas U MeTa-Xjopnepoen3oitnas kuciora (MCPBA), mepokcuaom
BOJIOPOJIA, THIPOIICPOKCHIAMHY AJKIJIOB, TAKUMH KaK THIPOICPOKCHI TPEeT-OyTHia, IepOOpaToM HATPUS U JH-
OKCHpaHaMH, TAKUMH KaK TUMETHITHOKCUPAH. ITU COCOOBI morydeHuss N-OKCHIOB OBUTH MOIPOOHO OMUCAHBI
Y PacCMOTPEHHI B JUTeparype, cM., Hanpumep: T. L. Gilchrist in Comprehensive Organic Synthesis, vol. 7, pp
748-750, S. V. Ley, Ed., Pergamon Press; M. Tisler and B. Stanovnik in Comprehensive Heterocyclic Chemis-
try, vol. 3, pp 18-20, A. J. Boulton and A. McKillop, Eds., Pergamon Press; M. R. Grimmett and B. R. T. Keene
in Advances in Heterocyclic Chemistry, vol. 43, pp 149-161, A. R. Katritzky, Ed., Academic Press; M. Tisler
and B. Stanovnik in Advances in Heterocyclic Chemistry, vol. 9, pp 285-291, A. R. Katritzky and A. J. Boulton,
Eds., Academic Press; u G. W. H. Cheeseman and E. S. G. Werstiuk in Advances in Heterocyclic Chemistry,
vol. 22, pp 390-392, A. R. Katritzky and A. J. Boulton, Eds., Academic Press.

Criermnanucty B JaHHOW 0OJIAaCTH M3BECTHO, YTO MOCKOJIBKY B OKpYJKalomiel cpene W B (PU3MOIOTHIECKUX
YCIOBHUAX COJH XHMHYCCKUX COCTUHCHHN HAXOIATCS B PABHOBECHH C WX COOTBETCTBYIOIIMMH HECOJIEBBIMH
dbopmamu, TO conmm OONAMAIOT TAKOW k€ OMOJIOTHMYECKON MPUMEHHMOCTBIO, YTO M HECOJeBbIe (OopMbI. Takum
00pa3oM, IUPOKUI CIIEKTp colicii coenuHeHUs HOpMyIbl 3 SBISCTCS MPUTOIHBIM JUIsI KOHTPOJS HEKEIATENb-
HOW PACTHTEIBEHOCTH (T.€. SIBIISFOTCS MOAXOISIIAME C TOYKH 3PESHUS CENBbCKOTO X03siicTBa). COMU COCTUHEHUS
(hopMysBl 3 BKIIOYAIOT COJNH MPHCOCTUHECHUS KHCIOTHI ¢ HCOPTaHMYCCKUMH WM OPTaHWYCCKUMHU KHCIOTAMH,
TaKUMHU KaKk OpOMHCTOBOJOPOIHAS, XJIOPHCTOBOAOPOIHAS, a30THas, (hocopHas, cepHas, YKCYCHas, MacisHas,
(hymapoBasi, MOJIOYHAs, MaJICHHOBAs, MAJIOHOBAs, NIaBEJICBasl, MPOIMOHOBAs, CAJHIIMIOBAs, BUHHAS, 4-TOITyO0JI-
CyIb(OHOBAs WM BallepUAHOBAas KUCIOTHL. Ecimu coemuHeHne QOpMyNbl 3 CONCPKUT KHUCIOTHBIN (hparMeHT,
TaKOH Kak eHoJibHas (yHKIIMOHAIbHAs rpymnmna (Hampumep, ecnu G mpencrasiseT coboi H), To comm taxke
BKITIOYAIOT COJIH, 00pa30BaHHBIE C OPTaHWYECKUMH WM HEOPTaHUIECKUMHI OCHOBAHMAMH, TAKIMH KaK MUPUIIH,
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dhopmybl 3, uX N-OKCHIOB U TIOJXOASIINAX ¢ TOUYKH 3PESHUS CEIBCKOTO XO3SHCTBA CONEH.

BapuaHTBI OCyIIECTBIIEHUSI HACTOALIETO M300pPETEHHUS, ONMUCAHHBIE B KPAaTKOM ONHCAaHUHM H300pEeTEHUS,
BKITIOYAIOT cienytomme (Tae ¢popmyna 3, ucmonb3yemMas B CISAYIOMNX BapHaHTaX OCYIIECTBIICHUS, BKIIIOYAET

ee N-OKCHJIBI U COJIH).
BapuanT ocymectBienus 1.
Coenunenne GopmyInsl 3, Tre

X mpexcrasisier coboit O, S, -CH=CH-, -C(CH;)=CH-, -CH=CF-, -CH=CCl-unu -CH=C(CHj;)-;
kaxpii R HesaBucnmo npezactaBister coboit ranores, -CN, Ci-C; ankun, C,-C, ankuamn, C;-C4 HUKIIO-
ankun C,-Cs ranorenankui, Ci-C; ankokcu, C;-C, rajnoreHaaKoKcH;

R* npezacTaBiset codoi ranoreH, C,-C; ankui, C;-C; ranorenankui, C;-C; alKokcH; u

n paBusercs 0, 1, 2 wn 3.

BapmnanTt ocymectsnenus 2.
Coennnenne Gopmyisl 3, T

X mpencrasisietr coboit -CH=CH-, -C(CH;)=CH-, -CH=CF-, CH=CC]l- i -CH=C(CH;)-;

R! npencrasiseT coooit H, C;-C; ankwmi, C;-Cg anmkoKCHKapOOHUIATKIIT WIIA OCH3WUIT,

Kaxkablii R® HesaBHcnMo npencrapiser coboit ranorex, -CN, Ci-C, ankwmi, -C=CH, muxnonpomun, Ci-C,

rajgorenankuil wik C,-C, aJIkoKCH;

R* npencrasiseT codoi ramoreH, C;-C, ankwi, C;-C, ranorenankuin wim C;-C, aTKkoKcH.

BapuanT ocymectBiaeHus 3.
Coenunenue GopMyIsl 3, rie

X mpencrasisier coboit -CH=CH-, -CH=CF-, -CH=CCIl- unu -CH=C(CHj;)-;

R' MpPEJCTaBISET COOON METHII, STHJI, N-MPOTIFI MU 2-METOKCHITHLII;
R? npeactaBisget cooor H, metwn, stwn, n-nporuin, CF; mim MeTokcwy;

kel R® HesaBucumo npexacrasisger coboit ramoreH, -CN, metwn, T, -C=CH, nukmonponmi, CF;,

METOKCH HJIA 3TOKCH;
R* npeJcTaBIsIeT co00M ranoreH, Metu, 3T, CF;, METOKCH WM 3TOKCH;

n paBHsieTcs | umm 2; u

R MIPEICTaBISAET COOOH METHIT WIIA STHIL.
BapuanT ocymectBieHus 4.
Coeaunenne Gopmyisl 3, T
R*° npexncrasisier coboit Me;

X npexcrasisier co6oit -CH=CH-, R' npecraBmsier co6oii Me, n R? npencrasisier coboit Me

®R3) R# R3)y R# R3)n R#
- H - Me - Et
5-Me H 5-Me Me 5-Me Et
4 6-nu-Me H 4,6-nu-Me Me 4,6-nu-Me Et
5,7-mu-Me H 5,7-nu-Me Me 5,7-nmu-Me Et
X npexncrasisier coboit -CH=CH-, R' npexcrasmsier coGoii Me, 1 R” mpexcrasisier co6oit Et
®R3)n R4 ®3)n R4 ®R3)pn R#
- H - Me - Et
5-Me H 5-Me Me 5-Me Et
4,6-nu-Me H 4 6-nu-Me Me 4,6-nu-Me Et
5,7-nu-Me H 5,7-nu-Me Me 5,7-nu-Me Et

BapuanT ocymectBienus 5.
Coenunenne GopMyIbl 3, TIIe COSTUHEHNE BRIOPAHO H3:

MeTHII-2-[2-[2-(2,5-numeTnnOen3o[b] tneH-3 -1 )ane T | -2 -Me THITH IPa3HHWIIHICH | IPOTIaH0AaTa,
MeTHII-2-[2-[2-(2,5-numeTnin-3-0eH30(h ypaHui )aeTri | -2-Me TUIT U AP a3 HIITHCH | TPOTIaHoaTa; U
2-(2-MeToKCH- 1 -MeTHII-2-0KCOATIIIN IEH)- | -MeTHnruapazua-2,5, 7-TpuMeTHi-3-6eH30p ypaHyKCyCHOH  Ku-

CJIOTHBI.

Hacrosimee n3o0pereHne Takxe OTHOCUTCS K crioco0y MOTydeHus coequHeHNs popMyIs 1b
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1b

rac

R! npencrasiser coboit H, C;-C; anmkmn, C3;-Cg ankmikapOoormnankmi, Cs;-Cg aTKOKCHKapOOHUITATKHI,
OeH3mI1 1K QeHnIT;

R? npezacrasistetr coboit H, ramoren, -CN, C;-C; ankun, C;-C; ranorenankmi, C;-C; alTkokcH win QeHun,
Heo0s3aTeNbHO 3aMeleHHbIH ranorenoM, C-C4 ankumom uin Ci-C,4 raoreHaaKkuaoM;

X mpexcrasisiet coboit O, S wu NR®; nin

X npexcrasnser codoit -C(R*)=C(R")-, rae aTom yriepona, cBsizansblii ¢ R®, Takxke CBA3aH ¢ aTOMOM yr-
JiepoAa, CBSI3aHHBIM C R*, u atom yriaepoJa, cBsi3aHHbINA ¢ R7, Takke cBsi3aH ¢ pparMeHTOM (CHIIBHOTO KOJbIIa
B (hopmye 1b;

kbl R® HesaBrucuMo npexacrasiseT codoit ramoreH, -CN, autpo, C,-Cs ankun, C,-Cs ankuami, C;-Cs
nukaoankui, C,-Cs ranorenankui, C;-Cs ankokcn, C,-Cs rajJoreHaJKoKCH;

R4, R® u R’ mesaBucumo npeacTaBisaioT coboit H, ramoren, autpo, C;-Cs ankuin, C;-Cs ranoreHankwmi, C,-
Cs aIKOKCH;

R’ npencrasiseT coooit Ci-C; ankui; u
n pasusiercs 0, 1, 2, 3 nnu 4,
BKITIOYAFOIIUI [UKITH3AIHIO0 COCTUHEHUS (POPMYIIBI 3 B MPUCYTCTBUH PACTBOPUTEIIS  OCHOBAHHS

®),
0
1 X
R Jk \
N C
2 I H, 4
RZ __N R
CO,R
3

rae

R' npenctaenser coboit H, C-C; amkmn, C;-Cg ankmnkapoonmnankmi, Cs;-Cg amTKOKCHKapOOHWIIANIKILI,
OeH3m1 WK GeHnIT;

R? npezacraBisietr cobort H, ranoren, -CN, C;-C; ankuin, C;-C; ranorenankui, C;-C; ankokcu win (eHHII,
Heo0s3aTeNbHO 3aMelneHHbIH ramorenoM, C-Cy ankunom uin C;-C, raroreHaaKuaoM;

X mpencrasisier coboit O, S nmm NR’; unu

X npexcrasisier coGoit -C(R*)=C(R’)-, rae aTom yriaepoma, cBsi3aHHbIH ¢ R®, Takke CBA3aH ¢ aTOMOM yT-
nepona, cs3aHHEIM ¢ RY, 1 aTom yriepona, cesanmsii ¢ R’, Takke cBs3an ¢ GparMeHToM (eHUIPHOTO KOJMbIA
B hopmyre 3;

Kaxaelid R™ He3aBucuMo mpezctaBisieT coboit ranoreH, -CN, Hurpo, C-Cs ankmi, C,-Cs anxuamn, C3-Cs
nukaoankmi, C,-Cs ranorenankui, C;-Cs ankokcH, C;-Cs rajjoreHaJKoKCH;

R4, R® u R’ HesaBucmmo npeacTaBisroT coboit H, ramoren, Hurpo, C;-Cs amkmi, C;-Cs raixoreHaikui,
C,-Cs ankokcu;

R’ npencrapusiet cobort Ci-C; amkmn;

n pasuserca 0, 1, 2, 3 wiu 4; u

R MPEJCTABISCT COOOM METHI MJIH ATHIL.

BapI/IaHTI)I OCYHICCTBJICHUA HACTOALICTO I/I306peTeHI/IH, OIMMUCAaHHBIC B KPATKOM ONHCAHUU I/I306peTeHI/I${,
BKIIIOYAKOT CIICAYIOIIHEC.

BapuanT ocymectnienus P1.
Crioco6 mosryueHust coemuHeHus 1b, rae
R TIPECTaBISAET COOON METHIT UJIH DTHIT,
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R? MIPEJCTABISACT COOOU METHII HIIH JTHII;

X npencrasnser coboit -C(R®)=C(R’)-;

kbt R HezaBucuMo npencrasiseT codoit F, Cl, Br, MeTnn, STHII WM METOKCH;

R* npejcTaBiseT coboii ranoreH, -CN, metwmn, atwi, -CH=CH,, -C=CH, uukionporun, CF;, MeTokcu min
JTOKCH,

R°uR’ MpeACTaBIAIOT co0oi H mm ramoreH; u

n paBasiercs 0, 1 wm 2,

BKJTFOYAIONIUH TIUKITH3AINI0 COSTUHEHHS POPMYIBI 3 B MPUCYTCTBUN PACTBOPHUTENS M OCHOBAHHSI,

rae

R MIPECTaBISAET COOON METHIT UITH THIT,

R? MIPEJCTABISACT COOOU METHII HIIH JTHII;

X npencrapiser coboit -C(R®)=C(R")-;

Kaxkablii R® HesaBrcHMO npezacrasiser coboit F, Cl, Br, MeTwII, STHIT HITH METOKCH;

R* npeJcTaBIsIeT cO00M ranoreH, Metut, 3T, CF;, METOKCH WM 3TOKCH;

RéuR’ npeaCcTaBISIOT coboi H vy ramorew;

n paBasercs 0, 1 v 2; u

R MIPEACTaBISAET COOON METHIT UITH STHIL.

Hacrosimee n3o0peTeHne Takke BKIIOYAET CIIOCO0 TIOTYUSHHUS COeAMHEHH GopMyIIs 3

®)y
0
1 X
R )]\
SN
] H 4
RZ __N R
CO,R
3

rae

R! npencrasisier coboit H, C-C; ankun, C;-Cg ankmnkapOoonuiankmi, C3;-Cg aqKoKCUKapOOHWIATKUI,
OeH3m WK GeHnIT;

R? npezacrasistetr coboit H, ramoren, -CN, C;-C; ankun, C;-C; ranorenankmi, C;-C; alTkokcH win QeHu,
HeoOs3aTenbHo 3aMerneHHbIi ramoreHoM, C-C4 ankun win C-C4 raJoreHaIKu;

X mpexcrasisiet coboit O, S wu NR®; nin

X npexcrapnser codoit -C(R*)=C(R")-, rae aTom yriepona, cBszansblii ¢ R®, Takxke CBA3aH ¢ aTOMOM yr-
JIepoJia, CBSI3aHHBIM C R*, u atom yTIaepo/ia, CBSI3aHHBIH C R’, taxoke cBsi3aH ¢ (hparMeHTOM (PCHUIBHOTO KOJIbIIA
B hopmye 3;

kaxpii R® HezaBrcnmo npeacrasisieT coooi ranoreH, -CN, Hutpo, C;-Cs ankwi, C,-Cs amkuani, Cs;-Cs
nukaoankui, C,-Cs ramorenankwi, C;-Cs ankokcn, C;-Cs rajjoreHaJKkoKCH;

R4, R® u R’ mesaBucumo npencTaBisioT coboit H, ramoren, murpo, C;-Cs amkun, C;-Cs raJoreHaiKu,
C,-Cs ankokcwu;

R’ npencrapiset cobor Ci-Cs ankm,

n pasuserca 0, 1, 2, 3 wiu 4; u

R MIPEJCTABISCT COOOM METHII MITH JTHII;

BKITIOYAFOIIUI B3aMMOJICHCTBHE CIIOKHOTO d(upa rumpa3una Gopmysl 4

1
R
SNH

2

RN

COR*

4

rae

R! npencrasusier coboit H, Ci-C; ankun, C3;-Cg ankunkapOormnankmi, Cs;-Cg aTKOKCHKapOOHUITATKHUI,
OeH3WIT WiTH (PeHMIT;

R? npencrapuset cobor H, ranmoren, -CN, C-C; ankun, C;-C; ranorenankmi, C;-C; amKoKcH; U

R MIPEJCTABISCT COOOM METHII HITH JTHII;

C TUAPOXJIOPUAOM POPMYIIBL 5
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X mpexacrasisiet coboit O, S wu NR®; nin

X npexcrasnser codoit -C(R*)=C(R")-, rae aTom yriepona, cBsizansbli ¢ R®, Takxke CBA3aH ¢ aTOMOM yr-
neposa, cBs3aHHbBIM ¢ RY, i aTom yriepona, ces3ammbiii ¢ R, Taxke cBs3aH ¢ hpparMeHTOM (PEHHIBHOTO KOMbIA
B hopmyie 5;

kaxapii R® HesaBrcuMo npexacrasiseT codoit ramoreH, -CN, autpo, C,-Cs ankun, C,-Cs ankuami, C;-Cs
nukaoankui, C,-Cs ramorenankui, C,-Cs ankokcu, C;-Cs rajjoreHaJKoOKCH;

R4, R® u R’ HezaBucumo npeacraBisaioT coboit H, ramoren, autpo, C-Cs amkun, C;-Cs rajgoreHaJKuI,
C,-Cs ankokcu;

R’ npencrapiset cooboit Ci-C; amku; u

n pasusiercs 0, 1, 2, 3 wnu 4,

B IIPHCYTCTBHU PAaCTBOPHUTEIISI © OCHOBAHMSI.

Coenunenust GopMyssl 1 MOXKHO IOJIy4aTh MOCPEICTBOM OCHOBHBIX CIIOCOOOB, M3BECTHBIX U3 YPOBHS TEX-
HHUKHM CHHTETHYECKOI opraHMdeckoi Xumuu. V3 ypoBHS TEXHUKH U3BECTEH IIUPOKHH psiji CIOcOOOB CHHTE3A C
BO3MOYKHOCTBIO TIOTYYEHHUS apOMATHIECKUX ¥ HEAPOMATHYECKUX TeTePOIMKINICCKIX KOJIEI] M KOJIBIIEBBIX CHC-
TeM; U TIOAPOOHBIX 0030poB cM. BocbMol ToMm m3manus Comprehensive Heterocyclic Chemistry, A. R. Kat-
ritzky and C. W. Rees editors-in-chief, Pergamon Press, Oxford, 1984 u aBeHaamateiii Tom uzganus Compre-
hensive Heterocyclic Chemistry II, A. R. Katritzky, C. W. Rees and E. F. V. Scriven editors-in-chief, Pergamon
Press, Oxford, 1996.

OnuH WK HECKOJBLKO M3 CIICAYIOIINUX CIIOCOOOB M BApUAHTOB, KOTOPHIE OMKMCAHBI B cXeMax 1-22, MOXKHO
HCTIONB30BATh JUIS MONyYeH s coeaunenuii gopmyisl 1. Onpenenenns rpynn R', R%, R, RY, W, X u G B coeu-
HEeHUsX GopMya 1-35 COOTBETCTBYIOT ONPE/ICIIEHHBIM BBIIIE B KPATKOM ONHCAHNH N300pETEHUsI, €CIIM HE yKa3a-
HO nHoe. ®opmynsl la, 1b u 1c npeacraBnsioT co0oi MOArpyNITEl coeAUHEHUH (GOPMYITBI 1 U BCe 3aMECTHUTEIH
qutst popmya 1a-1¢ cOOTBETCTBYIOT OIpeAeIeHHBIM BhIIe st hopMyIsl 1, ecinn He ykazaHo nHOe. DopMmyiisl 6a,
6b u 6¢ mpencTaBaAIOT cOOOH MOATrPYNITBI cOeAMHEHUH (HOPMYIIBI 6, M BCe 3aMECTHUTENH It popMyn 6a-6¢ co-
OTBETCTBYIOT OTIPEEICHHBIM JUIsl POPMYIIbI 6, €CIIM HE yKa3aHO HHOE.

Kax mokazano Ha cxeme 1, mupuaasuHOHBI GopMyiasl la (moarpymnma coeaumHeHui dopmynsl 1, toe W
npencraiseT coboit O m G ompeseneH BBIIIE, HO ABISACTCS OTIMYHBIM OT BOJOPOJIa) MOXHO TOJydYaTh MyTEM
MIPOBEJICHUS PEAKITUN 3aMeleHHBIX S-ruapokcu-3(2H)-mupunazunonoB Gopmynst 1b (t.e dopmynst 1, rme W
npencrasisieT coboit O u G npencrasisier coboit H) ¢ mogxoasmuM 3meKTpoQHIIbHBIM peareHToM GopMyIibl 2
(1.e. Z'-G, rae Z' npencraBisier coGoi yXOMSIIYIO TPYIIITY, TAKXKE H3BECTHYIO KAK HyKIeo(yT, TAKYIO KaK rajio-
TeH) B NIPUCYTCTBUHM OCHOBaHHS B COOTBETCTBYIOIIEM pacTBopHTelsie. HekoTopble mpuMepsl KJIacCOB peareHTa,
npescTaBieHHOro hopmymnoii 2, tae Z' npencrasuser coboit Cl, Bmouator xnoparruapust (G mpencTasiser
co6oii -(C=0)R®), xnoppopmuarsl (G mpencrasiser coboit -CO,R’), kapbamonnxtopumsl (G mpencTapiser
co6oii -CONR''R"), cynppormmxmopunsr (G mpencrasuser coboii -S(0),R®) u xnopcynsponamunst (G npen-
ctaBnser co6oit S(0),NR''R'"). [Tpumeps! mOaXOAIIMX OCHOBAHMIA T JAHHOH PEaKIMU BKIIOYAIOT Oe3 orpa-
HUYCHUS KapOOHAT KaJusl, THIPOKCHI HATPHs, TUAPOKCH]] KaJIUs, TUAPHI HATPHS WIIN TPET-OyTOKCUI KU U, B
3aBHCHMOCTH OT KOHKPETHOTO NMPHMEHSIEMOTO OCHOBAaHHUS, COOTBETCTBYIOIINE PACTBOPUTENIN MOTYT OBITH TIPO-
TOHHBIMH WJIH alIpOTOHHBIMH ¥ MOTYT NIPAMEHATHCS B 0€3BOIHON (hopMe WiIH B BHIE BOAHBIX cMmecel. [Ipennoy-
TUTETBHBIC PACTBOPUTEIH ISl JAHHOW PEaKINH BKIIOYAIOT alleTOHUTPHII, METAHOJ, 3TaHOJ, TeTparuapodypaH,
JTUDTHIIOBBIN 3¢up, 1,2-TUMETOKCUITaH, THOKCaH, nuxyiopMmeraH wi N,N-nmuMerundopmamua. Peaknnuio Mox-
HO TIPOBOJWTH B JHAINIa30HE TEMIIEpaTyp, IPH TeMIlepaTypax, Kak IpaBmio, B fuana3one ot 0°C mo Temmepary-
PHI (IIerMBI paCTBOPUTEIIS.
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Cxema 1

= R
OCHOBAHHE, paCTBOPUTCIIL

1b Z! mpegcTaBmaeT cofofl YXOLAIMYEO TPYIITY
G onpeferex M hopMynsl 1, oTaHIHEN oT H.

3amenieHnsie S-ruapokcu-3(2H)-mupruaaznHors! GopMyIbl 1b MOXKHO TOMydaTh, KaK MOKa3aHO Ha cXeMe
2, TOCPEICTBOM LHKIM3ALMH CIOKHBIX hupoB ruapasuaa dopmyist 3 (rne R mpexcrasmster co6oii anku,
KaK TpaBWJIO, METHJI WITH ATHJI) B IPUCYTCTBUH OCHOBAaHMUSA M pacTBoputeis. [logxoasmniine ocHOBaHUS Ui JaH-
HOW peaKIiy BKIIOYAIOT 0€3 orpaHndeHus KapOOHAT Kaus, TUAPOKCH] HATPHUS, TUAPOKCHI KaJIHsl, THAPUI Ha-
TpHs, TpeT-OyTokcua Kanust win 1,8-nmuazadurukio|S5.4.0]yanen-7-eH. B 3aBUCHMOCTH OT KOHKPETHOTO TIpHUMe-
HSEMOTO OCHOBAHHS COOTBETCTBYIOIIUE PACTBOPHUTENH MOTYT OBITH NPOTOHHBIMH HJIM APOTOHHBIMHA U MOTYT
MPUMEHSTBCSA B 0€3BOHON (hopMe Wiin B BHIC BOTHBIX cMeceil. PacTBopuTenu Ui TaHHOW IUKIH3AIMU BKITIO-
YarOT alCTOHUTPWI, METAHOJ, ATAHOJ, TEeTparuapodypaH, TUITHWIOBBINA d(Up, AUOKCaH, |,2-TUMETOKCHITAH,
mquxiopmerad wid N N-aumetmndopmamun. TeMnepaTypsl I JAHHOW MUKIH3AIMA O0OBIYHO HAXOAATCS B TUa-
na3zone ot 0°C mo TemmepaTypbl (IErMBI pacTBOpHUTENS. V3BECTHBIC M3 JIUTEPATYPhl CHOCOOBI UKIH3AIHU
MPOMEXYTOYHBIX coenuHeHui >¢upa rugpasuna dopmynsl CH;(CO,C,Hs)C=NNCH;C(=O)CH,Ar (tme Ar
MIPENICTaBIsIeT COOO0M 3aMEIIeHHbBIN ()eHUIT BMECTO OUITUKITNIECKONW KOJIBIIEBOM CUCTEMBI, ITIOKa3aHHOH B (popmy-
ne 3) B COOTBETCTBYIOIIHE 4-apHiIl-5-TUAPOKCUTTUPHIA3UHOHBI pacKpbhIThl B marteHTax CIIIA Ne 8541414 u
8470738. Takue ke yCIOBHSA, KaK U ONTUCAHHBIC B TUX MATCHTaX, MPUMEHUMBI JIJIsl TUKITU3alAN CIOXKHBIX d(H-
poB THapa3oHa GopMynsl 3 B mUpUAa3UHOHKEI GopMyibl 1b. Croco6 cxembl 2 pownTiocTpupoBad craaueid F
npumMmepa cuaTe3a 1, cramueit H mpumepa cuntesa 2 u ctanueid H nmpumepa cunresa 3.

Cxema 2
3
/ ™ @
A\ n
/\
0 =
1 X
R )L 2 OCHOBAHHE 1 X
N C R
. H, \ = N
RN R PacTBOpHTENE qu
3
C02R3° 22 1b

3aMeleHHbIE CIIOXKHBIE d(GUPHI THApasuaa GOpMyisl 3 MOKHO HOJTydaTh, Kak MOKa3aHO Ha cxeMe 3, ¢ 1o-
MOILIBIO PEAKIMU COYETAHHS CIIOKHOTO bupa rumpazoHa Gopmyisl 4 (rae R’ mpencrapmser coboit ankmi, kak
MPaBIJIO, METWJI WIIH 3THI) C XJIOPAHTHAPUIOM (OpMyIbl 5 B IPUCYTCTBUN OCHOBaHMS M pacTBoputens. [Ipen-
MOYTUTEIbHBIC OCHOBAHUS Ul JaHHOHM peakly OOBIYHO MPEACTABISIOT CO00I TpeTHYHbIE aMHMHBI, TAKHE KaK
TPUATWIAMHMH WJIM OCHOBaHHE XYHHIa, HO TAaKKE MOXHO HPUMEHSTH JIpyrde OCHOBaHHMSA, B ToM umcie N,N-
JVMETHIAMUHOTIMPUANH, KapOOHAT Kalusl, TUAPOKCH] HATPHs, TUAPOKCH] Kajus, THAPUA HATPUS WIH TPET-
OyTokcup Kanusl. B 3aBUCHMOCTH OT KOHKPETHOTO MPUMEHAEMOTO OCHOBAHUSI COOTBETCTBYIOIINE PACTBOPUTEIIH
MOTYT OBITh MPOTOHHBIMH HJIM ApPOTOHHBIMH, €CIHM PEAKLIUIO MPOBOAAT B OC3BOIHBIX YCIOBHUSX WJIH B BHIC
BOJHBIX cMecel npu ycnoBusix [llorrena-baymanna. PactBopuTenu, KOTOpble TPUMEHSIOT sl JAHHOTO allWIK-
pOBaHMS II0 a30Ty, BKIIIOYAIOT allETOHHTPWII, TeTparuapodypaH, AWITWIOBBIH 3¢Hp, ITHOKCaH, Toiyolr, 1,2-
JUMETOKCHATaH, AuxjopMeTan win N,N-aumermidopmamun. Temneparypsl Uit JaHHOH peakMyd MOTYT Haxo-
qutesi B quanazone ot 0°C no temmepatypsl ¢uierMbl pactBoputeisi. CriocoOb! MOydYeHus] POACTBEHHBIX TPO-
MEXYTOYHBIX coequHeHHH adupa runpasuna popmynst CH;(CO,C,Hs)C=NNCH;C(=O)Ar (rne Ar mpencras-
JasieT coOoi 3aMemeHHBIH (eHT) ObuUIM OMyOJMKOBaHBI B INATEHTHOW juTeparype, cM. mnareHtsl CIIA
Ne 8541414 n 8470738 n mybnukarnmio 3asBku Ha nmateHT CLIA Ne 2010/0267561. Ilponenypbl, pacKphIThIE B
3THX MATEHTHBIX IMyOIMKAIMAX, HETOCPEACTBEHHO IPUMEHHUMBI IS TIOJTyYSHUS IPOMEKYTOUHBIX COCTUHEHHH,
MIPUTOHBIX JJIs TIOJYyYeHUS] COSTUHEHHWH IO HACTOSAIIEMY HM300peTeHHI0, Kak Moka3zaHo Ha cxeme 3. Crmoco0
cxeMbl 3 poruTiocTpupoBaH ctanueir E mpumepa cuntesa 1, ctanueit G mpuMmepa cuHTe3a 2 u cragauei G npu-
Mepa cuHTe3a 3.

-10 -
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Cxema 3
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5 | O OCHOBAHHE
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PACTBOPHTEIL R N
C02R30 H, . /
R
4 5 co R0

CnoxxHbIe 2QUPHI THAPa30Ha GOPMYIBI 4 JETKO MOJYYHTh ITyTEM MPOBEIACHHS PEAKIIUH COOTBETCTBEHHO
3aMEIIEeHHOT0 THUIpa3suHa (OPMYIIBI R'NHNH, co ClIOXHBIM 3dpupom keToHa WM ambaeruaa (GOpPMYIIbI
R*(C=0)CO,R* (rze R* mpencrapmsier co6oif, Kak MPaBHIIO, METHI WIH STHI) B MOAXOISIIEM PaCTBOPHTENE,
TAKOM KaK STaHOJ, METAHOJ, allCTOHUTPWI, WM IHOKCAH, WIH AUXJIOPMETaH, IPU TEMIEpaTypax OOBIYHO B
muamazone ot 0 1o 80°C. B mybOnmkanusx 3asBok Ha mateHT CIITA Ne 2007/0112038 u 2005/0256123 pacKphIThI
HpoLeAypsl Ul TOJMYYeHUs] THApa3oHa W3 MeTwiruapasuHa u keroadupa CH;(C=0)CO,C,Hs. ITomydenue
CJIOHBIX 3(UPOB THApa3oHa GopMyIisl 4 TPOMILTIOCTpUpOBaHo craaneil D npumepa cunresa 1.

Kak mokaszano Ha cxeme 4, OMIMKINYECKUE alleTHIXIOPUIBI POPMYIIBI 5 MOKHO MOJy4aTh U3 COOTBETCT-
BYIOIINX GHIMKIMYECKHMX CIOXKHBIX QUPOB YKCYCHOM KHCIOTH hopMmyist 6, Tae R’! mpencrapmser coboit, kax
MPaBUJIO, METHJ WM 3THJI, MOCPEICTBOM THAPOJIHM3a CIOXKHOTO 3(hupa W ¢ 00pa3oBaHHEM XJIOPAHTHAPHUAA.
CranpmapTHble crocoOBI I JAaHHOTO TPEBPAIIeHUs U3BECTHHI B JINTepaType. Hampumep, TuApOIH3 CIOKHOTO
3¢upa MOKHO OCYIIECTBIATH IMOCPEICTBOM HArpeBaHUs CIUPTOBOTO pacTBopa ddupa GopMynsl 6 ¢ BOTHBIM
PacTBOpPOM THIPOKCHAA IIEIOYHOTO METaJUla C TOCIEAYIONIMM MOIKUCICHHEM C ITOMOIIBI0 HEOPTaHHYECKOH
KucIoThl. O0pa30BaHHYIO0 KapOOHOBYIO KHCIOTY (HOpMYIBI 7 3aT€M MOXHO MPEBPATHTh B COOTBETCTBYIOIIUN
AIIIIXIIOPH (POPMYITHI 5 TOCPEICTBOM 00paOOTKU C TIOMOIIBIO OKCATHIXJIOPHIA M KaTATUTHIECKOTO KOJIMYECT-
Ba N,N-anmermidopMamuia B MHEPTHOM pacTBOpUTENe, TakoM Kak nuxiopmerad. B J. Heterocyclic Chem.
1983, 20(6), 1697-1703; J. Med. Chem. 2007, 50(1), 40-64; u B myOnmkamusx mateHToB cornacHo PCT
WO 2005/012291, WO 98/49141 u WO 98/49158 packpsIT THApOIN3 CIOXKHBIX 3(UpOB OeH30(ypaHauerara u
Oen3oTno(eHareraTa 10 COOTBETCTBYIOIINX YKCYCHBIX KHCI0T. B Monatshefte fur Chemie 1968, 99(2) 715-720
u nyonukarnuax mateHTroB WO 2004046122, WO 2009/038974 u JP09077767 packpbITo mpeBparieHue OeH30-
(dbypanykcycHON ¥ O€H30THOPEHYKCYCHOW KHCIIOT O COOTBETCTBYIOIIMX XJOpaHTUAPHIOB. CTaaus THAPOIU3a
Ha cxeMe 4 mpowutrocTpupoBana ctaaueld C npumepa cuHTe3a 1, ctaamert F mpumepa cunaTte3a 2 u cramueit F
npumepa cunaTe3a 3. Ctagus oOpa3oBaHuUs alMIXIOpUIa Ha cxeMe 4 MPOMLIIOCTpUpoBaHa cTtaauel E mpumepa
cunTesa 1, cranuert G mpuMepa cuHTe3a 2 u ctaauei G mpuMepa cuHTesa 3.

Cxema 4

(R )a (R) ®?)
noﬁpaaonaﬂne / /\ !
rmlpo]mg aunmopﬁzla o .
R3! )]\ )J\ )k N
Cl C
H, 4

R
5

Kaxk moka3ano Ha cxeme 5, 6eH30(bypaHaueTaTLI dhopmyel 6a (T.e hopMyItsl 6, Te X MPeAcTaBIsgeT COO0M
O) MOXHO Tony4aTh U3 OcH30(ypaH-3-0HOB (GOPMYIBI 8 MOCPENCTBOM JINOO peaknuu Burrura ¢ (TpudeHm-
docdopanmmann)aneratom dopmyst 9, rae R’ mpexacrapmsier co6oii, Kak MPaBHIO, METHI WIH OTHI, B
MHEPTHOM PACTBOPHUTEJE, TAKOM KaK TeTparuapodypaH WM TOJYOJ, HIH IIOCPEICTBOM peakiuuu Y OJCBOpTa-
DMMOHCa ¢ pHUMeHeHHeM anerata gochonara hopmyist 10, e R mpeacrapmsier coGoii, Kak MPaBHIO, METHII
WIX 3T, B TIPUCYTCTBHH OCHOBAHHS, TAKOTO KaK THIAPUJ HATPUS WIH TPET-OYTOKCHA KallUs, B TOIXOISIIEM
pacTBOpHTEIIC, KOTOPBI OOBIYHO MPEICTABIACT COOOH OE3BOIHEIN TeTparumpodypaH WM IUoKcaH. JlaHHas
peaKIsl BKIFOYACT MUTPAIMIO U3HAYAIEHO 00pa30BaHHOMN K30IUKINICCKON TBOWHOW CBsI3U (0Opa3oBaHHE 3a-
MEIIEHHOTO HEHACHIIEHHOTO 3¢upa IuruapoOeH3odypaHa) BHYTph OCH30(YypaHOBOW KOJBLEBOWH CHCTEMBI,
NPUBOJISL, TaKUM 00pa3oM, K oOpazoBaHHI0 OcH30(ypaHaleTata GopMysbl 6a. DKCICPUMCHTAIBHBIC YCIOBUSI
JuIst IpeoOpa3oBaHus Burtura npepocrasnensl B myOnukanuyu narenra corsiacio PCT WO 2008/074752. Tem-
TIepaTyphl, Kak MPaBmIIo, HaxoaATcs B auanazone ot 0°C mo teMriepatypsl GJieTMbl pacTBOPUTEINS. B HEKOTOPBIX
ciydasx OoJiee MPOJOJDKUTEIBHOE HAarpeBaHue HEOOXOIUMO ISl 0OECIEeYEeHUs] MUTPALUHU JK30IHMKIMYECKOH
JIBOMHOII CBSI3M B COEAMHEHUH CO CJIOKHBIM 3(UPOM B SHIOLMKINYECKOE MOJI0KEHNE BHYTPU MOJHOCTHIO OCH-
30(ypaHoBoit KoJIbIIeBOH cucTeMbl. CIIoco0 CXeMbl 5 MPOMLIIOCTPUPOBAH cTaaueit E mpumepa cunTesa 2 u cTa-
nmueit E nmpumepa cuHTe3a 3.
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Cxema 5
3
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8 R OCHOBAHHUE, paCTBOPUTENL R4

6a

Kak rokasaHo Ha cxeMe 6, 3aMeIeHHbIe GeH30dypan-3-oHbI popmyis 8, rae R mpexcrasmster coboit Bo-
JIOPOJI WJIH aJIKHJI, MOXKHO TIOJIy4aTh BHaYaje MOCPEICTBOM alKUIUPOBaHHs caiuipiara Gpopmysnst 11 ¢ momo-
mpko a-6pomadupa dopmyist 12 (rxe R* mpencrasisier coboif, Kak MpaBHIIO, METHII WM 9THI) B IPUCYTCTBHH
OCHOBaHHMsI, TAKOTO KaK KapOOHAT KaJlusl WM TWAPH] HATPUS, B COOTBETCTBYIOIEM PAaCTBOPHUTEINE, HAIPUMEP
alleTOHUTPHIIE, METAaHOJIe, 3TaHoJie, TeTparuapodypane, TUAITHIOBOM 3¢dupe, 1,2-TUMETOKCHITaHE, AMOKCAHE
wi N,N-mumetmwipopmamuze, mpu TeMiieparypax B auamnazone ot 0°C 1o temrmepatypsl (JierMbl pacTBOPUTE-
ns. 3atem Ouc-3¢up dhopmyrsl 13 00pabaTHBAIOT ¢ MOMOIIBIO TATOTCHUIA METAIUIA WIIH ATKOKCHIA, HAIPUMED
THIIPHUJA HATPUS WIN TPET-OyTOKCHIIA KAJIs, B MHEPTHOM PAacTBOPUTENE, TAKOM KakK TeTparufpodypaH, TUOK-
caH, 1,2-mumerokcuatad mwim N,N-nuMeruiadopmamua, ¢ 00pa3oBaHHEM COOTBETCTBYOLIETo Oen3odypan-3-oHa
(dopmyisl 8. ANbTEepHATHUBHBIH, O0Jee MOCTaIUHHBIN crocol s mpeBpatieHus 1ud3¢upos Gopmyssl 13 B GeH-
30(dypan-3-ousr Gopmyssl 8 ObUT omrcaH B myOaukanuu narenta cormacao PCT WO 2008/074752, Torna kak
Croco0 1o cxeme 5 obecreunBaeT MUKIN3AIUI0 TUIPUPOB GopMyItbl 13 ¢ MOCIeTYIOMNUM THAPOIU30M CIIOXKHO-
ro 3¢upa u 1eKapOOKCHIIMPOBAHNEM C TOTydeHHeM O0eH30(ypaH-3-0HOB (GOPMYIIEI 8 B OAHY MOJXOIAIIYIO CTa-
nto. TlepBast ctagus criocoba cXxeMbl 6 TPOMJLTIOCTPUPOBAHA CTaaueii A mpumepa cuHTe3a 2.

Cxema 6
3 3
(R)n Ry \
= / = R
o | BrCHRYCO,R? 0 | 1) Tanorersy BH / K Fn
” Il . ANMKOKCHJI METALIa,
1ot N 12 _ H3COC pacTROpETE S __
Oll OCHOBaHUE, pPaCTBOPUTEID R4\H 0 2) BoJHEIH pacTBop O
11 c KHCIOTBI O
R* npefcraBmster cofoit H mim anken C02R32 r4
13 8

Kak npowmmocTpupoBaHo Ha cxeme 7, 3aMellleHHbIe OeH30THOGEHBI hopMymsl 6b (T.e popmynsl 6, tae X
npencTasiseT coboii S), rae R mpencrapnser coGoit BOXOPO MIH ANKWI, JIETKO HOTYYHTh MyTeM HHKIH3ALHH
COOTBETCTBEHHO 3aMEIICHHBIX (PEHUITHOKETOd(PUpPOB (opMyisl 14, 0OBIYHO B KHCIOTHBIX YCJIOBHSX M TIpel-
MOYTHUTENBHO C YUCTOH nosndochopHoi kucnoroit (PPA) mmu B mHEpTHOM pacTBOpHTENe, OOBIYHO C BBICOKOM
TEeMITepaTypol KHIICHHWs, HalpuMep B XJIOpOeH3o0Jie, Kcwioyie Wid Toiryosie. OOBIYHO XJIOPOSH30II SIBISIETCS
MPEIOYTHTEIFHBIM PACTBOPUTENIEM H ISl IpUMepa 13 JIUTePaTyphl JaHHOH MUKIM3alnHU ¢ IpuMeHeHneM PPA
B xsopOen3one cM. J. Heterocyclic Chem. 1988, 25, 1271-1272. Takxe cm. matent CIIIA Ne 5376677 mist ory©6-
JIMKOBAHHBIX AKCIIEPUMEHTAIBHBIX MOAPOOHOCTEH I MOTydeHHsI OEH30THO(EHALIETATOB C MPIMEHEHUEM J1aH-
HoM onocpenoBanHoi PPA muxmm3anmm. Crioco0 cxeMbl 7 TpOMILTIOCTPUPOBaH cTanueii B mpumepa cunTesa 1.

Cxema 7

%m-”)n

3
= PPA
0 0 - 0 —
)J\ S )I\ \ S
rR3o C B PacTBOPHTENE IIH YHCTRIH  3ley C
H, H,
r*

R4

14 6b

Kak mokaszano Ha cxeme 8, ¢ MOMOIIBI0 CIOCO00B, Takke n3nokeHHbIX B J. Heterocyclic Chem. 1988, 25,
1271-1272 n marente CIIIA Ne 5376677, 3ameniennsie 4-GeHmITno-1,3-keto3gupsl GopMyItbl 14 MOKHO JETKO
MOJTYYUTh TIOCPEACTBOM ANKMIIMPOBAHHS THOGEHOJIOB GopMyisl 15 ¢ momomrsio 4-6pom-1,3-keTosdupos dop-
mynsl 16 (1. R*CHBr(C=0)CH,CO,R, rae R npexncraBsier cob60ii 06GBIMHO METHI WIH STHI) B IPUCYTCTBHH
OCHOBaHHsI B pacTBOpUTese. ANKUIUPOBAaHHE C TOMOIIBI0 KapOOHATa LIEIOYHOTO HIIH IMIEI0YHO3EMENILHOTO

-12 -



040128

METaJlia, TAKOTO KaK KapOOHAT Kalus, B IMOJIIPHOM alpOTOHHOM PACTBOPHUTEIC, TAKOM KaK allCTOHUTPII WA
N,N-nmumetriagopmMaMu, SBISeTCsS 00BIYHO MPEAMOYTHTEIBHEIM. CIIOCO0 CXEMBI 8 MPOMLTIOCTPUPOBAH CTaId-
et A mpumepa cuHTesa 1.

Cxema 8
(R,
\'\
3
(R |
~ 2 /
| )j\ Br ocHoRanme, paCTBDpH‘I‘e.III:
F + ®lo )k )kT/
SIr 15 16

Kak moka3zano Ha cxeme 9, croxHbIe d(UPHl HAPTATHHYKCYCHOW KUCIOTHI (1)opMym,1 6¢ (1. popmyIs 6,
rae X mpeacTaBisieT coooit -C(R(’):C(R7)-) MOJKHO TIOJYYaTh W3 COOTBETCTBEHHO 3aMCIICHHBIX Ha(TaTHMHAMIU-
HOB (opmyibl 17. CortacHO TaHHOMY CIOCcO0y aMHUHBEI (OpMYIIBI 17 THa30THPYIOT (MIPEIIOYTHTEIEHO C TIOMO-
MIBIO TPET-OyTHITHUTPUTA B TIPUCYTCTBUHU XJIOPHUJIa MEIU B allETOHUTPUIIE) B MPUCYTCTBUU 1,1-muxiopatena (18)
C TIOJTYYEHHEM COOTBETCTBYIONIMX TPUXJIOpATHIHADTATHHOB hopmynsl 19. TpuxiopaTunHapTAIMHE HOPMYITHI
19 3aTem HarpeBaiOT ¢ COOTBETCTBYIOUINM AIKOKCHIOM IIEIIOYHOTO U IIEIOYHO3EMETBHOTO MEeTalia, TAKUM
KaK aJKokcua Hatpust Gopmynsl 20, B MOAXOMAIIEM PAaCTBOPHUTENE, TAKOM KakK CUPT GopMyisl 21, ¢ mocie-
IYIOUINM TOJKHCIEHUEM, KaK HalpuMep C NOMOIIBI0 KOHIIEHTPHPOBAHHOW CEPHOW KHCIIOTHI, C IOJydCHHEM
CJIOXHBIX 3(UPOB HAPTATMHYKCYCHOH KHUCIOTHI GopMyinbl 6¢. JlaHHBIN criocoO m3nmokeH B Pest. Manag. Sci.
2011, 67, 1499-1521 u narente CILIA Ne 5376677.

Cxema 9

r3
/ X( In

0]
; J
N R rMo” ¢ r7
H,
4 6
17 R R ; 6c R X
/ \/(R n
— \
CHyca, 18 1) NaOR¥e 20 pilon 21
£BuONO, CuCl, OBpATHBIM
e 7 XONOJHIBHHKOM
CHyCN CClyCH, R

2) H804 (xoEL.)

19 L4 RE

ATNBTEpHATUBHBIA CIIOCO0 TOMYUYEHUS CIOKHBIX A(PUPOB HADTAUTMHYKCYCHOH KUCIOTHI (pOpMyIBI 6¢ MoKa-
3aH Ha cxeme 10. Kak ykazano B coco6e u3 Pest. Manag. Sci. 2011, 67, 1499-1521, metunaadTamuasl Gopmy-
JIBI 22 MOKHO OpOMHpOBaTh ¢ momoinsio N-Opomcykimanmuaa (NBS) B cBoO0HOpaIHKAIBHBIX YCIOBUAX (Ha-
npuMep, ¢ OCH30UINEPOKCHIOM B KAYE€CTBE KaTajIu3aTopa) B MHEPTHOM PacTBOPHTEIIE, TAKOM KaK AMXJIOPMETaH,
JTUXJIOPMETAH WM TETPaXJIOPMETaH, C MOTyICHUEM HadTaInHMETHIOPOMUIOB Gopmyisl 23. 3aMerieHue opoma
[IUAHUIHOM TPYIIION MyTeM MPOBEACHUS PEaKIUU COCTUHCHUH (HopMynbl 23 ¢ IUAHUIOM IIEIIOYHOTO HITH IIie-
JIOYHO3EMEIIFHOTO MeTajia (HampuMmep, ¢ [HAHUIO0M Kajwus) o0ecrieunBacT HaTaTMHAIICTOHUTPUITBI (POPMYITBI
24, KOTOpBIE MOXKHO THIPOJIM3HPOBATH C IMOMOIIBI0 3CTCPUPUKAIIH IO alleTaTOB (POPMYIIBI 6C MOCPEICTBOM
HArpeBaHUs B CIIHPTOBOM pacTBope KUCioTH (Hampumep, HCl B MeTaHONE MM 3TaHOJE), OOBIYHO C 0OpaTHBIM
XOJOAMIHHUKOM.
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Cxema 10

CHs R’ NBS MCN NCCH, R’
2 nepokcHn (Kart.) PACTBOpPHTENE
r* R® 24 4 I3
3 R R
/ \/(R I
PacTBOPUTEN ) KHCTOTA (KAT.)
M mpencTaBnseT cobol
KATHOH METCTHOTO HITH R3 lOIl
BrCH R’
rCHy METOTHO3EMEIBHOT O ¢ OBpATHEM
23 MeTaima XOTOMHILHEKOM
R r® 6c

I'uaponu3s yxoadmux Ipymnm B 5-M MOJIOKEHUH MAPUIA3UHOHOBOTO KOJIbIA MOXHO OCYILECTBIIATh KakK I0-
kazaHo Ha cxeme 11. Ecim LG rpynna npezacraBnsier co00# HU3IMIMK aKOKCH, HU3IINK ankmwicyabun (Cyib-
¢okena wm cynboH), TanoreHn Wik N-CBS3aHHBIA a30J1, TO €€ MOXHO YAQJIUTh IMOCPEICTBOM THAPOIIN3A C
TIOMOIIIBI0 OCHOBHBIX PEareHTOB, TAKUX KaK THAPOKCHU] TETPAOYTHIAMMOHHS, B PACTBOPHUTEISAX, TAKUX KaK TET-
paruznpodypaH, IMMETOKCUATAH WM AMOKcaH, Ipu TeMmeparypax oT 0 mo 120°C. [pyrue ruapoKcHIHbIE pea-
TeHTHI, IPUTOAHBIE I JaHHOTO TMAPOJIN3a, BKIIOUAIOT TUAPOKCUIBI Kalus, TUTHA U HAaTpus (CM., HaIIpUMep,
WO 2009/086041). Ecnmu LG rpymma npeacTaBiseT co00i HU3MINN amKOKCH, TO Tuapon3 LG Tpymmbl MOXHO
TaKKe OCYIIECTBISATH C MOMOINBIO ACAIKWINPYIONINX PEarcHTOB, TAKUX Kak Tpubpomun 6opa miau MopdoianH
(cm., manmpumep, WO 2009/086041, WO 2013/160126 1 WO 2013/050421).

Cxema 11
7Y s ®),
THIPOKCH
RI\. N X HIIH . R
| OeaKETHPYIOMHI PEareHT
N
I, 25 -

BBenenne ramoreHa B 6-M HOJOXEHHE MUPHUAA3HHOHA MOXXHO OCYIIECTBIATH ITOCPEACTBOM IPOBEICHHS
peaKkmy ¢ OUHKCOACPKAUTUMH COCAWHEHHUAMHU C TMOCIEIYIONUM TaJOr€HHPOBAaHWEM. Y CIOBHSA, PEAreHTHl H
MIPUMEPHI TIPOBEACHUS PEAKIINK MUPUIa3HNHOHOB C IIMHKCOACPKAIMUMHU coenHeHussMu cM. B Verhelst, T., Ph.D.
thesis, University of Antwerp, 2012. Kak npaswmio, mupumgazuHoH GopMyisl 26 00padaThIBaIOT B TETPAruapo-
¢dypane ¢ momompio pactBopa Zn(TMP)-LiCl nmm Zn(TMP),-MgCl,-LiCl (komMmMepdeckn TOCTYIHBIE) MPH
-20-30°C c oOpazoBanueM nuHKOBOro pearenta. [locnenyromee nobasnenne Opoma Wi Homa obecriednBacT
coerHEHUS (popmyIbl 27 (Tae R’ npencrapiset coboit Br win I cooTBeTcTBeHHO). [JaHHEIH crioco0 MoKa3aH Ha
cxeme 12. ITonyuyenne pa3HOOOpa3HBIX COOTBETCTBYIOIIMX PEArcHTOB JUIS PEAKLIUH C IIMHKCOAEPIKALIMMHU CO-
enuHenusiMu cM. B Wunderlich, S. Ph.D. thesis, University of Munich, 2010 u B HCTOYHUKaxX, IUTUPYEMBIX B
9TOM JOKyMeHTe, a Takke B WO 2008/138946 u WO 2010/092096. Peakuuio ¢ IUHKCOAEP)KAIIUMHU COETUHE-
HUSMH B 6-M TIOJIOKCHHH IHPUAA3MHOHOBOIO KOJIbIIa MOXXHO OCYIIECTBISITH B IPHUCYTCTBUH apoMarhye-
CKUX/TETepOapoOMaTHIECKUX 3aMECTUTEINCH, aIKOKCH-3aMECTHTENEH, MM TaJoreHa B 4-M IMOJIOKEHUN MUpPHIA-
3HHOHOBOTO KOJIBIIA, WJIA B IIPUCYTCTBHUH T'aJIOTCHA WM aJIKOKCH 3aMECTHUTEJICH B 5-M MOJO0KESHUN THUPUAA3HHO-
HOBOTO KOJIBIIA.
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Cxema 12
Ry
XK

1. Pearedt a4 peakiuy ¢
X  THHKCOAEKANHMH COSTHHEHIAME

2. TayoreH (HampeMep, GPOM HIIH
Naw itoa}

rajlorcH

3amecturens R coennuenuit popmyist 28 (rae R? mpencrapisier coGoif ranoreH Win cyibpOHAT) MOXKET
OBITH JOTIOJHUTEIBHO NPeoGpa3oBaH B Apyrue (yHKIHoHamsHse rpymmsl. Coemuuenus, rae R” mpencrasmiser
cO00¥l aNmKuII, IUKIOANKI WM 3aMEIICHHBIH aJKUJ, MOKHO MOJy4aTh MTOCPEICTBOM KATAIU3UPYEMbIX IMepe-
XOJIHBIM METAJUIOM peakiuii coeTMHeHnH GopMydsl 28, Kak mokazano Ha cxeme 13. O030pbI JaHHBIX THIIOB pe-
akiuid oM. B: E. Negishi, Handbook of Organopalladium Chemistry for Organic Synthesis, John Wiley and Sons,
Inc., New York, 2002, N. Miyaura, Cross-Coupling Reactions: A Practical Guide, Springer, New York, 2002, H.
C. Brown et al., Organic Synthesis via Boranes, Aldrich Chemical Co., Milwaukee, Vol. 3, 2002, Suzuki et al.,
Chemical Reviews 1995, 95, 2457-2483 u Molander et al., Accounts of Chemical Research 2007, 40, 275-286.
Taxoke cMm. Gribble and Li editors Palladium in Heterocyclic Chemistry Volume 1, Pergamon Press, Amsterdam,
2000 u Gribble and Li editors Palladium in Heterocyclic Chemistry Volume 2, Pergamon Press, Amsterdam,
2007. O630psl xumuH peakiuu byxsanpma-Xapteura cMm. B Yudin and Hartwig, Catalyzed Carbon-Heteroatom
Bond Formation, 2010, Wiley, New York.

Cxema 13

B ¢

Pealcmm, KaTaIH3HpYEMbIE
X nannagaeM HITH HHKCIICM

 J
=

R! npencragmser cofoit ramoren

R npezcraBiier co0oH anKiwI, THKIOATKH,
W cynmbdonaT

3aMEIMeHHEBI ATKHI

PoncrBennsie criocoObl cuHTE3a JUIs BBEJCHUS IPYrUX (QYHKIMOHAJIBHBIX Ipynn B R-nonoxenue ¢opmy-
761 29 M3BECTHBI M3 YPOBHS TeXHUKH. KaTanu3upyeMble Me/IbI0 PEaKIUHU SBISTIOTCS IPUTOAHBIMU JUISL BBEJCHUS
CF; rpynmsl. McueprsiBatomuii HelaBHUI 0030p peareHToB A TaHHOW peakiuu cM. y Wu, Neumann and Bel-
ler B Chemistry: An Asian Journal, 2012, ASAP u B ucTo4HMKaX, MUTUPYEMBIX B 3TOM JIOKyMeHTe. BBeneHnune
CepOCOoIePIKAIIETO 3aMECTUTEINS B JAHHOE TTOJIOKEHHE CM. B crocobax, packpeIThix B WO 2013/160126. Brene-
Hue rmadorpynmsl cM. B WO 2014/031971. Beenenue autporpymsl cM. B J. Am. Crer. Soc, 2009, 12898. Bae-
nenue grop-3amecturens cMm. B J. Am. Cner. Soc, 2014, 3792.

Coenunennst GopMybl 28 MOKHO TOJTydaTh MyTeM MPOBEICHUS PEaKIIii METaUIOOPTaHMIECKUX pearcH-
TOB C TUpUAa3UHOHAMH (POPMYIIBI 29 ¢ TOMOIIBIO PEAKITMOHHOCTIOCOOHOM TPYIIIBI B 4-M ITOJIOKEHHUH, KaK TIOKa-
3aHO Ha cxeMme 14. B 3aBHCHMOCTH OT yXOJISILEH TPYIITBI MOXKET OBITh HEOOXOANM KaTaJH3aTop Ha OCHOBE IIe-
pexonHoro Metaiia. Ecim yxoasimas rpynmna npencTapiseT co0ol HU3IIMK akoKkcH, N-CBSI3aHHBIH a3011 (Takon
KaK IHMPa3oJ1 WM TPHUA30J1) WM CyIb(POHAT, TO HET HEOOXOANMOCTH B KaTaJIN3aTOPEe ¥ MOXHO HEIIOCPEICTBEHHO
OCYILIECTBIISITh PEAKLHIO B 4-M TOJIOKCHUHM C MarHUEBBIM peareHToM. /laHHYI0 peakIHio MOXHO IPOBOAUTH B
Pa3NUYHBIX PACTBOPHUTEISIX, KOTOPBIC HE pearupyloT ¢ MarHUHOPraHWYeCKMMHU peareHTaMu. OObIYHbBIE YCIIOBHS
peaKIry BKITIOYAIOT TETparuapoPypaH B KauecTBE PacTBOPHUTENs, TemrepaTypy peakiuuu -20-65°C u u30bITOK
MarHUHOpraHMYecKoro peareHTa. Ecim peaknimoHHOCIIOCOOHAs rpymIa B 4-M HOJO0XEHHUH MPEACTAaBIAET COO0M
TaJIOTeH, TO KaTaJIN3aTOP HAa OCHOBE MEPEXOAHOTO METaJlIa U JINTaHA ABIISIOTCS MOJIC3HBIMUA. MOKHO IPUMEHSTH
PAN pa3NUYHBIX TTAPTHEPOB I PEaKIUU COYeTaHUs, B TOM uucie 6op (peakmust Cy3yku), 0JOBO (peakius
Crumte) u uHK (peaknus Herumm); naHHble peakMd MOXKHO KaTaau3upOBaTh C MIOMOIIBI0 KaTalu3aTOPOB Ha
OCHOBE TAJIIaIUs M HUKEIS C OIMPOKUM CHEKTPOM JIMTAHIOB. Y CJIOBUS JAaHHBIX PEAKINH M3BECTHBI U3 YPOBHS
TEeXHHUKH; cM., Harpumep, Palladium-Catalyzed Coupling Reactions: Practical Aspects and Future Development
Edited by Arpad Molnar, Wiley, 2013 u HCTOYHHMKH, IUTHpPYeMble B HeM. MarHmiiopraHuuecKie peareHThl,
NpUMEHsIEMbIe B HEKaTaJIM3UPYEeMOM CIOCO0e, MOXKHO HOJIydaTh IyTeM HEIOCPEICTBCHHOW BCTABKM MAarHus B
CBSI3b YTJIEPOA-TANOreH (HeoOsM3aTeNbHO B MPUCYTCTBUY TAIOTCHUAA JINTHS) TTOCPEICTBOM OOMEHHOH peakiuu
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I'puHbsIpa ¢ TaOTEHUIOM HU30TPONUIMATHHS (HE00A3aTEIFHO B MPUCYTCTBUU TAJIOTCHHUIA JTUTHS) WIH TOCPE-
CTBOM MpPeoOpa3oBaHUs TUTHUHOPTAHUYCCKOTO pearcHTa MyTeM IPOBEICHHS PEAKIUH C COJBI0 MAarHus, TaKOH
Kak 3¢upar Opomuaa MarHua. B TaHHBIX peaknusx psa TPYIII, KOTOPBIE HHEPTHBI 0 OTHOIICHHUIO K MarHHHOP-
FaHMYECKHM PeareHTaM, MOTYT IPHCYTCTBOBATE B R M B 5-M MONIOKEHHH THPHIA3HHOHA.

Cxema 14
3
R
N\ L
R! LG / /\ HeoO43aTe IbHbIH KATATH3aTOP
\N o N
I * 28
N X

x LG N

2 M npencraBnset cobou Mg, Zn. Sn, B, Fe
R 4
R

CoenuHenust opMyITbl 29 U3BECTHBI U3 YPOBHS TEXHUKH HIJIM UX MOYKHO TOTY9aTh C TIOMOIIBIO CIIOCOOOB,
onmcanHbix Maes and Lemiere B Comprehensive Heterocyclic Chemistry III Volume 8, Katritsky, Ramsden,
Scriven and Taylor editors 1 B HCTOYHUKAX, ITATUPYEMBIX B 3TOM JokyMeHTe. CM. Takke Verhelst, Ph.D. thesis
University of Antwerp W MCTOYHHKH, LIHTHpPYEMbIe B 3TOM JaoKyMeHTe. [IpeoOpa3oBanmst (yHKIMOHAIBHBIX
TPyl B NUPHIa3MHOHAX TakKe omucaHsl B Stevenson et. al., J. Heterocyclic Chem. 2005, 42, 427; B nateHTe
CHIA Ne 6077953; WO 2009/086041 u B MCTOYHHMKax, MUTUPYEMBIX B 3THX JOKyMeHTax; B matente CILIA
Ne 2782195; WO 2013/160126; 1 WO 2013/050421.

Coenunenust Gopmyisl 1b MOXKHO Takke HOIydaTh MOCPEACTBOM THAPONIN3A CYNb(pOHATOB GopMyIsl 31 B
BOJHOM pacTBOpe ocHoBaHMS. [loaxoasinye OCHOBaHUS BKJIIOYAIOT THAPOKCHIBI HATPUS, KaJIHs WK TeTpadyTu-
namMonus. OOBIYHBIE TEMITEPaTYPhl peakiny HaxoaaTcs B nuana3zoHe ot 0 mo 80°C u oObIYHOE BpeMsl peaKIHH
coctasjsieT 1-12 4. JlaHHBIN cioco0 moka3aH Ha cxeme 15.

Cxema 15

®Y,
>

——- 1b

31
CoenuHenust GopMybl 31 MOXKHO TOTy9daTh MOCPEACTBOM ITUKIIM3AIMN COSTUHEHUN (opMyIsl 32 ¢ TO-
MoOIIbI0 00paboTkn ocHoBaHHeM. OOBIYHBIE OCHOBAHUS, MPUTOIHBIE B JAHHOM CITOCO0E, BKIIIOUAIOT KapOOHATHI
Kanusi, HaTpusi Wik 1e3nsi. OObIYHBIE PACTBOPUTENIM BKIIOYAIOT alleTOHUTPUI, Terparuapodypan wiun N,N-

muMetnidopmamua. JJanHsli criocob mokasaH Ha cxeme 16.
Cxema 16

®)y
Y

OCHOB3HUE
1 X —_— 31
R
ki
N o r*
ROZS/\/
R2 32

CoenuHennst GopMyssl 32 MOXKHO TOJTy4aTh ¢ TIOMOIIBIO cTIoco0a, Toka3aHHOTo Ha cxeme 17. B manHoMm
criocobe coequHeHus Gopmysl 33 MOABEPTrarOT peaKIMKA COUYECTAaHUS C COSTUHEHUSIME QOPMYITBI 34 B PUCYTCT-
BuM ocHOBaHMA. OCHOBaHHMs, MPUTOJHBIC B TAHHOM CIOCO0E, BKIIOYAIOT TPUITHUIAMUH, KapOOHAT HATPHUS HIIH
KaJIvsl, TUPUINH WM TUH30MPOMIII THIAMUH.
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Cxema 17

R),
Y

R\
NH OCHOBAHUE
| . — = 32
=N X
ROES/\/ o
R2 4
s} R
33 34

Coenunennst Gopmyasl 33 MOXKHO IMOTY9aTh ¢ MOMOIIBIO CIIOCOOOB, U3BECTHBIX U3 YPOBHS TEXHUKH.

Coenunenus GopMyisl 34 MOKHO MOJTyYaTh C MMOMOIIBIO HECKOIBKUX CITOc000B. B omHOM cnoco0e, moka-
3aHHOM Ha cxeme 18, coenuuenus Gopmynsl 35 cHagana obpadareBaroT ¢ nomomsio CIC(O)CO,Me B npucyt-
CTBHH TpUXJIOpUAa anmroMuHus. [locnenyromuii rTuapoan3 10 KapOOHOBOI KUCIOTHI ¢ MOCIEIYyoeH 00padoT-
KO C TIOMOIIBIO OKCATIIXJIOpHIA 00ECIICUYNBACT AIMIXIOPHIBI HopMyITBl 34.

Cxema 18
(R)
/ /\ "1 CIC(0)YCO,Me, AIC,
2. NaOH
— 3. OKCAMIXIIOPH]T
- 34

e X

R4

35

Coenunenust Gopmyiisl 35 SBISIOTCS KOMMEPUYECKH AOCTYIHBIMH WIM UX MOXKHO IOJYYaTh C ITOMOIIBIO
CIOCOOO0B, U3BECTHBIX U3 YPOBHS TEXHHUKH.

Kaxk moxa3zano na cxeme 20, coeauHeHust GOPMYJIBI 1C MOXKHO TTOJTy4aTh MOCPEACTBOM IMEPErpyIIUPOBKH
coenuHenuit ¢popmyasl 30. [laHHYIO EeperpynmnupoBKy MOXKHO OCYIIECTBISTH IpH Temmeparypax oT 110 mo
300°C. Iloxxomsimue pacTBOPUTEIH BKIIOYAIOT 0€3 OTpaHUUYCHHS apOMaTHUECKHE YIIIEBOJOPOIbI, TAKHE KaK
KCWJICHBI, TUATHIIOCH30J1 M ME3WTEJICH, a TaKKe I'aJIOTeHHMPOBAaHHBIE apOMAaTHYECKHE COCAMHEHUs, TaKHe Kak
JuxJIopOeH301. MOXKHO YCITIEIIHO NPUMEHSTH APYTHE PACTBOPUTEIH C BHICOKOH TeMITepaTypoi KHIICHHUS, TAKHE
Kak JayTepM A W IUrTuM. MHOTHE Ipyrue pacTBOPUTENH ¢ 0ojiee HU3KUMH TeMIIepaTypaMH KUIIEHHS MOXHO
MPUMEHSATh COBMECTHO C HarpeBaHMEM C ITOMOIIBI0 MUKPOBOJIHOBOTO M3IIy4CHHs, OCOOEHHO €CIIU K cpele H0-
0aBIISIIOT MOHHBIC JKUIKOCTH.

Cxema 20
3
(R7),
O
Rl
T | HATPEBaHHE :
— R
N 2 \T
RX
R2 N

1c
R* = H wm1 amximn

30

Coenunenust Gopmynsl 30 MOKHO TOJTy4aTh, KaK MOKAa3aHO Ha cxeMme 21, MoCpeCTBOM aTKHIIUPOBAHHS
MUPUAA3HHOHOB (popMyIiel 31 ¢ MOMOIIBIO AKMIITAIOTCHUIOB (hopMyItbl 32. Peakiiuio MOKHO OCYIIECTBIATH B
Pa3HOOOpa3HBIX PACTBOPUTEIAX, TAKUX KaK alleTOH, 2-OyTaHOH, allCTOHUTPWI, AUMCTHIAICTAMHI, N-MCTHII-
MUPPOIUIMHOH, TUMETHICYIb(GOKCHI 1 aumeTmidopmamus. [IpucyTCTBHE akienTopa KHCIOThI, TAKOTO Kak,
0e3 orpaHmueHUs, KapOOHAT Ie3us, KapOOHAT Kajus, KapOOHAT HATPHSA, TUIAPOKCHUI Kallis WM THAPOKCHI Ha-
TpUsi, SIBJSIETCS MPEAMOYTHTENLHBIM. YXOIsiiias rpynmna Y MOXKET MPeICTaBisiTh COO0N TaloreH Wi cyibgo-
Har.
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Cxema 21
O
1 AKTIETITOP KUCITOTHI
R ~
N —_—
| | 4 30
N
p (o)}
)
31

Coenunennst popMysbl 30 MOXHO Takke TMOJydaTh, Kak MOKa3aHO Ha cXeMe 22, TOCPEICTBOM PEeaKIuu
HYKJICO(UIHHOTO 3aMeIeHUs] TMPUAa3uHOHOB (hopmMyibl 33 co cupramu Gopmyisl 33. [Toxxomsiiue pacTBo-
PUTENU BKIIOYAIOT JHOKCAHBI, AMMETOKCUATaH, TeTparuapodypaH, TMMeTHIaNeTaMu 1, N-MeTUITHPPOIIHIMHOH,
JUMETHICYIbQOoKCHI U auMeTraGopmamui. [oaxonsiue akienTopbl KHUCIOThl BKIIOYAIOT 0e3 OrpaHHYCHUs
THIPU HATPHsL, THIPUA Kalusl, TPET-OYTOKCHUI KajHs, TeKCaMETHIINCHIIAa3H]] HATPHsI, TeKCAaMETHIINCHIIa3 ]
KaJus U TeKCaMCTIITUCIIIA3U JTUTHS.

Cxema 22
8]
1
RO
| | AKLENTOp KACIOTE
N + 3 30
S G3
R2
33

G? = ranoren, SO2(C1-CsaIKiWI) Win
SO;(Heoba3aTeIEHO 3aMeleH BT
(eHnT i HeolOs3aTeILHO
3aMeIeHHOe 5- HIIH 6-1IeHHOe
KOJBLO)

Kak mokaszano Ha cxeme 23, mupHIa3HHOHBI GopMylsl la (moarpymnmna coenuHeHud Gopmynsl 1, Tme W
npencraBisieTr co6oil O) MOXHO THOHHUPOBATH C TOJYYCHHEM COOTBETCTBYIONIUX THOHOB (opmynbl Ic (T.e.
dhopmymel 1, rne W nipenctaBisieT co00id S) ¢ MOMOIIBI0 THOHU3YIOIIECTO peareHTa, KOTOPBIA OOBITHO MPEICTaB-
nseT coboit meHTacynbdua dochopa B mupuawHe Win peareHT JlaBeccona (2,4-O0uc-(4-meTokcudenwmn)-1,3-
mutna-2,4-nudocderan-2,4-mucyabPu) B COOTBETCTBYIONIEM PACTBOPHUTENE (HAIPUMEP, B TOIYOJIC, TETPATH/I-
podypaHe WM TUOKCAHE) PU TEMIIEpaTypax 00bIYHO B quamazoHe oT 0°C 10 KOMHATHOHN TeMIepaTyphl.

Cxema 23

ek

P2Ss wmm pearent
JlaBeccona

PacTBOpHTENH

Crenpaucty B JaHHOHM 00JacTi OyleT MOHATHO, YTO Pa3iNyHble (PYHKIMOHAIBHBIE TPYIITEI MOXKHO IIpe-
BpallaTh B JApYyrue Ipymbl, C HOIyYCHHEM COSIUHEHHS, OTIMYAIONIErocs OT coeAnHeHuit popmynsl 1. B xaue-
CTBE HAJIS)KHOTO MCTOYHHKA, B KOTOPOM IIPOCTO U SICHO NMPOWUTIOCTPHPOBAHO B3aMMHOE NpeBpalleHue (yHK-
UOHANBHBIX rpym, cM. Larock, R. C, Comprehensive Organic Transformations: A Guide to Functional Group
Preparations, 2™ Ed., Wiley-VCH, New York, 1999.

CrienyeT NOHMMAaTh, YTO HEKOTOPBIC BBIIICONMCAHHBIE PEAreHThl U YCIOBUS PEAKLUH AJIS MOJTY4EHHs CO-
equHeHnH GopMyIbl 1b MOTYT OBITH HECOBMECTUMBIMH C OTIPEICIICHHBIMHU (DYHKIIMOHAIBHBIMH TPYIIIIAMH TIPO-
MEKYTOYHBIX COCIMHEHNH. B HaHHBIX cIydasx BKIIOUEHUE B CHHTE3 IOCIECIOBATEIbHOCTEH ATISI 3aIIUTHI/CHATHS
3aIUTHI WM B3aHMOIIPEBPALICHIH (DyHKIMOHAIBHBIX TPYII OYJET CIIOCOOCTBOBATH MOIYYEHHIO HEOOXOJUMBIX
npoayKToB. [IpMeHeHne 1 BBIOOP 3aIIUTHBIX TPYMI Oy IyT OYEBUAHBI AJIs CIICIHAAINCTA B 00TACTH XUMHUYECKO-
ro cuare3a (cMm., Hampumep, Greene, T. W.; Wuts, P. G. M. Protective Groups in Organic Synthesis, ond ed.;
Wiley: New York, 1991). Crnerranucty B qaHHOH 00JacTH OyAET MOHSATHO, YTO B HEKOTOPBIX CIydasx Iocie
BBE/ICHHS OINPEJEJICHHOTO peareHra, Kak MOKa3aHOo Ha JI0OOH OTHEeNbHOH cxeMe, MOXKET OBITh He0OXOIUMBIM
OCYIIECTBIICHHE JIOTIOJTHUTEIBHBIX OOIIEIPHHATHIX CTaANI CHHTE3a, HE ONMCAHHBIX OAPOOHO, IS BBITTOTHEHHS
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CHHTe3a coeanHeHuit popmynsl 1b. Crnennanucty B JaHHOHM o0sacTh Takxke OyAeT MOHSTHO, YTO MOXKET OBITH
HEOOXOMNMBIM OCYLIECTBICHHE KOMOMHAIMK CTaJUii, MPOMUTIOCTPUPOBAHHBIX Ha BBIINICYKAa3aHHBIX CXEMax B
HOPSAZKE, OTIMYHOM OT HPEII0JIaraéMoro KOHKPETHBIM MOPSAKOM, MPEICTaBICHHBIM UL NOJy4eHHs COSANHe-
HUH Gpopmyisl 1b.

Takke CreruanucTy B TaHHOHM 00acTi OyJeT MOHATHO, YTO coeAMHEeHUs popMmymsl 1b 1 mpoMeKyToIHbIE
COCIIMHEHUs], OMICAHHBIE B JAHHOM JOKYMEHTE, MOTYT OBITh IIOJBEPTHYTH PA3JIMYHBIM JIEKTPOPHUILHBIM, HYK-
1e0QUIBHBIM, PAaIUKAIbHBIM, METAUIOOPTAaHUYSCKUM PEaKIMAM, PEaKUUsM OKHCICHUS W BOCCTAHOBJICHHS C
LeJbI0 TOOABJICHUS 3aMECTHUTENeH Wi MOAU(DHKAINY CYIIECTBYIOIIUX 3aMECTUTEICH.

[Tpumeps! NPOMEXXyTOYHBIX COSANHEHUH, MPUTOIHBIX B MOJYYEHUH COCIMHCHHUH MO HacToAIIEeMy n300pe-
TeHHI0, MOKa3aHbl B TaGmuie. Ilonoxkenue(monoxenus) rpymmei(rpymn) R’ B rta6m. I-la-I-3d ocmosa-
HO(OCHOBaHBI) Ha HyMEpaliH1 JIOKAHTOB, IPUBEICHHON HIXKE.

i

4 Win,
PO\
@ ] Y=
N ¢

7

Jlanee mpuBeieHbI COKpallleHHs, IPUMEHsIEMbIE B CIeAyIomuX Tabnuax: Me o3navaetr metii, Et o3naua-
et otun, Pr o3navaer nporwt 1 Ph o3Hagaet penwns.
X npexcrasisier coboii -CH=CH-, R' npexcrasmsier coGoit Me u R? npexncrasisier coboit Me

(R3) R4 (R3) 1 R4 (R3) R4
- H - Me - Et
5-Me H 5-Me Me 5-Me Et
4, 6—gu-Me H 4, 6-au-Me Me 4, 6—gu—-Me Et
5, 7-ou—-Me H 5,7-gu-Me Me 5, 7—-ou—Me Et

X mpexcrasisiet coboit -CH=CH-, R! mpeacTapisiet cobord Me, u R? npeacrapiset coboit Et

(R3) p R4 (R3) R4 (R3) R4
- H - Me - Et
5-Me H 5-Me Me 5-Me Et
4, 6—gu—-Me H 4, 6—-au-Me Me 4, 6—gu—-Me Et
5, 7—-ou—Me H 5,7-gu—-Me Me 5, 7-ou—-Me Et

be3 momosHUTENFHOTO YTOUHEHHS TIPEII0JIaraeTcs, YTo CHEeNUANiCT B JaHHOW 00JacTH ¢ NpUMEHEHHUEM
MPEAIIECTBYIOMETO OMUCAHKUS MOXKET HCIIOIb30BaTh HACTOSINEE H300pETEeHNE B MOIHOM ero ooseme. Cienyto-
1€ HEOTPaHWYMBAIOIIIE MPUMEPHI HILTIOCTPUPYIOT HacTosAllee n300pereHre. CTaanuu B CIEAYIOMUX IPHMeEpax
WUTIOCTPUPYIOT NMPOLEAYPY AJISI KaXIOW CTaluM B CyMMapHOM CHHTETHYECKOM IPEOOpa3OBaHMUMU, U NCXOJHBIH
Martepuan Ui KaxI0H CTaJuH He 005S3aTEIbHO JOJDKEH OBITh MOIY4eH MOCPEACTBOM KOHKPETHOTO MOATOTOBHU-
TENBHOTO 3Tamna, MpoIeaypa KOTOPOTO OMHCBIBACTCS B APYTUX MpUMeEpax MM cTagusx. [IporeHTHBIE COOTHO-
IIEHNS TIPUBEJICHBI 110 BECy, 32 CKIIOYCHUEM CMEce XpoMaTorpa(uyecKux pacTBOPHUTENCH HIIH CIIydaeB, KO-
I7la yKa3aHo MHoe. YacT! M MpOIEHTHBIE COOTHOIICHHS JUIsl CMecei XpoMaTorpadUueckux pacTBOPHUTENEH Mpu-
BEJICHBI 110 00BEMY, eCIi He ykasaHo uHoe. 'H SIMP crieKTph! IpeCTaBIeHb B Ppm B CTOPOHY CIA00r0 MO OT
terpameTricunana B pactope CDCl;, ecniu He yka3aHo uHoe; "s" o3Haudaet cunruet, "d" o3Hagaer nymer, "t"
O3HaYaeT TPUILIET, "q" 03Ha4aeT KBapTeT, "'m" o3HayaeT MyabTUIUIET U "br s" 03HaYaeT MHUPOKUIT CHHIJICT.

ITpumep cunresa 1.

Honyuenne 4-(2,5-npumeTrnoen3o[b]rueH-3-mwr)-S-ruapokcu-2,6-mumeri-3(2H)-nupunazuaona (coenu-
Henue 1).

Cramus A. Tlomydenne stun 4-[(4-meTmndernn)Tro |-3-0KkconeHTaHoaTa

K cmecu kap6onata kamus (1,11 1, 8,03 mmouns) B N,N-mumetmidopmamune (DMF) (27 mi) npu KoMHAT-
HOM TemIepaType 1moj a30ToM (T.e B atMocdepe a3zoTa) mo6asnsinu 4-metuinoenzontron (0,626 r, 5,04 MMob).
Cwmech oxnaxaanu 1o 0°C, a 3aTeM Mo KarisaM Jo0aBIIsUTH ¢ TIOMOIIIBIO IIMPHUIA THI-4-0poM-3-0KCOITEHTaHOAT
(1,25 1, 5,04 MmMmoip) B Teuenue 6onee 10 mun. ObecrieunBany HarpeBaHWE CMECH 10 KOMHATHOM TeMIIepaTypebl
IpY IepeMELINBaHNUN B Te4eHue 16 u.

3aTeM cMech BBUIMBAIM B BOJHBIN PACTBOP XJIOPUCTOBOAOPOAHOM kucnotsl (0,2 M, 80 mi1) u skcTparupo-
BaJI ¢ TIOMOIIBIO AUATHIIOBOTO ddupa (3x50 mim). O0beauHEHHBIE YKCTPAKTHI cymmm (MgSO,) 1 KOHIIEHTpH-
poBau.

Heounmennslii octaTok ouumany ¢ momoinsio ¢umm-xpomarorpaduu (rpaguent 0-10% sTunanerara B
CMECH I'€KCaHOB) C MOJIydeHHEM YKa3aHHOTO B 3arojIOBKe NMPoayKTa B Buae sxenroro macina (0,82 r).
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'H SIMP & 7,27-7,31 (m, 2H), 7,12 (m, 2H), 4,18 (m, 2H), 3,82 (q, 1H), 3,64-3,77 (m, 2H), 2,33 (s, 3H),
1,38 (d, 3H), 1,24-1,30 (m, 3H).

Cranus B. [Tonydenue 3tun-2,5-numetrnoen3o[ b tnoden-3-amerata

K xsop6ensouy (6e3Boausiid, 20 M) nobasnsun nonudochopHyo KucaoTy (1 Mir) U cMecs HarpeBau 10
TeMIlepaTypbl ¢uerMbl Mmoja a3oToM. K cMmecH 1Mo KarmusiM ¢ TOMOIIBIO IIMpHIa M00aBisIy dTun 4-[(4-
MeTwIheHmn)Tro |-3-okconeHTanoart (T.e nmpoaykT ctaauu A) (0,82 1, 3,08 MMOmb) B TeueHHE MPUOTUIUTEIHHO
30 muH. CMech MOAJIEPKUBAM TIPU TeMIepatype (GiaerMel B TeueHrne 16 4. 3aTeM cMeCh OXJaXKIAIN J0 KOM-
HATHOM TeMIlepaTypsl U BEPXHHUI CIIOH XJIOpOEH30Ia 1eKaHTHPOBATIHN B OTACIBHYIO KOJIOY W KOHIICHTPUPOBAIIH.
Heounmennslii ocTaTok ounmiany ¢ momomisio ¢dm-xpomarorpadun (rpagueHt 0-10% sTumanerata B cMecH
TEKCaHOB) C TIOJIyYEHHEM YKa3aHHOTO B 3aroJIOBKE MPOIYKTa B BUIE Oeroro TBeporo BemecTna (0,33 1).

'H SIMP & 7,61 (d, 1H), 7,46 (s, 1H), 7,10-7,12 (m, 1H), 4,10-4,17 (m, 2H), 3,74 (s, 2H), 2,53 (s, 3H), 2,46
(s, 3H), 1,22-1,25 (m, 3H).

Cranus C. [Tonydyenue 2,5-aumetninoen3o[b]tnoden-3-yKCycHOH KUCIOTHI

Ortun-2,5-mumerninbenso[b]tuoden-3-anerat (. npoxykr craxuu B) (0,33 T, 1,33 MMonb) pacTBOpsUIH B
metaHoute (50 Mi1) 1 106aBIIsUIM BOAHBIN pacTBOp ruxpokcuaa Hatpus (2 M, 5 mi, 10 mmois). CMech HarpeBaiu
JI0 TeMIlepaTypsl (bJIerMbl B TEYCHUE 3 4. 3aTeM CMECh OXJIaXIaJll M PaCTBOPHUTEIb yIASUIN C TIOMOIIBIO POTa-
IIMOHHOTO BhIMapuBanus. K octatky nodasisum Boxy (50 min), u pH noBomumu 1o ~1 myteM 0CTOpPOKHOTO J0-
OaBneHN KOHIEHTPHUPOBAHHOHN XJIOPHCTOBOIOPOAHOM KHCIOTHI. 3aT€M CMECh AKCTPATHpOBAIN C IOMOIIBIO
quxyopMerana (3x50 mi1) 1 0ObeJUHEHHBIE OpraHUYeCKHe SKCTPakThl cymmnn (MgSO,), unbrpoBanu u KoH-
HEHTPHPOBAIH C MOMOIIBI0 POTAIIMOHHOTO BBITIAPHBAHUS C MOTYYCHUEM YKAa3aHHOTO B 3aroJIOBKE IPOIYKTa B
Buze 6enoro TBepaoro Bemectsa (0,26 r).

'H SIMP § 7,62 (d, 1H), 7,43 (s, 1H), 7,11 (m, 1H), 3,78 (s, 2H), 2,53 (s, 3H), 2,46 (s, 3H).

Cramus D. TTonydenne MeTnin-2-(2-MeTUITAAPA3UHIIINICH ) POTTIAHOATA

K cycnen3un metnn-2-okconpomnanoara (17,0 mi, 169 mmons) u cynbdara maraus (20,46 r, 170 mmoits) B
TpuxaopmeTane (250 mu), oxnaxkaeHHou A0 0°C, mo6aBisu pactBop MeTmiruapasuna (9,0 ma, 166 MMomb) B
tpuxaopmeTane (50 mur). PeakiinoHHyI0 CMeCh 3aTeM HarpeBalid 10 KOMHATHO#M Temreparypsl. [locie mepeme-
IIMBaHUs B TeUeHHE 24 4. MpU KOMHATHOM TeMIlepaType peakMOHHYI0 cMech QHIbTpoBaN. OUIBTPAT KOHIIECH-
TPUPOBAIH TPH MOHIKEHHOM JIaBJICHUU C TIOJIy4YEHHEM YKa3aHHOT'O B 3arojOBKE IPOAYKTA B BUJE JKEJITOTO
TBepmoro BemecTBa (21,16 T), KOTOpoe HEMOCPEACTBCHHO NMPUMEHSIM Ha CICAYIOUICH CTamuu Oe3 IOIMOJIHU-
TeNbHOM ouncTkH. YacTe qaHHOTO 00pasia Mo3xe OYHIIAIH C IOMOLIBI0 (IdII-XpoMaTorpadyy ¢ NoIyIeHHEM
IpsI3HO-0EJIOr0 TBEPOTO BEIIECTBA.

'H SIMP § 5,63 (br s, 1H), 3,82 (s, 3H), 3,22-3,24 (m, 3H), 1,93 (s, 3H).

Cragus E. Tlomydenme wmetmin-2-[2-[2-(2,5-mumetmnOen3ob]TieH-3-1t)aneTu |-2-MeTHITHIPa3HHHU-
JUJICH |TIpoTIaHoaTa

K pactBopy 2,5-gumernnoen3o[b]ruoden-3-ykcycHoit kucnothl (1. mpoaykry ctaauu C) (0,26 T, 1,2
MMOJIb) B quxiopmerane (40 mur) mobasism okcammaxiaopun (0,25 mi, 3,0 MMOJIB) C MTOCTETYIOIIUM JT00aBIIe-
HUEeM KatanmuTtudeckoro kommdectBa DMF (3 karum). JlaHHYIO CMeCh IepeMeIMBalid B TEUCHHE 2 U MOl a30TOM,
a 3aTeM KOHIEHTPUPOBAIH C TOMOIIBI0 POTAIIMOHHOTO BhIMapuBaHHUA. OCTaTOK, COACPIKAIIMK XJIOPAHTUAPHUI,
pacTBOpSI B ameTOHUTpuie (25 MI) W MO KarwisaM JO0OaBJsIM B TedeHuWe 15 MuH K cMecH MeTwi-2-(2-
METWITHIPa3UHWINACH )IIporaHoaTa (T.e npoaykra craauu D) (0,20 T, 1,5 mmonb) u kapOonara xanus (0,28 T,
2,0 MMontp) B arleroruTprite (20 M), oxmaxaeHHoi 10 0°C, mox a30ToM. 3aTeM oOecIieunBaIi HarpeBaHHUEe pe-
aKI[MOHHOW CMecH 10 KOMHATHOW TeMIlepaTyphl M NepeMeIInBaid B TedeHue 64 4. PacTBopurens ynamsiim c
MIOMOIIBIO POTAIIMOHHOT'O BBIIAPMBAHUS U K OCTAaTKy H0o0aBisuin Boay (50 mur). Bonuyto dasy skcTparupoBanu c
moMoIIbIo dTrIaneTara (3x50 mMiT) 1 00beTMHEHHBIC OPTAaHNYECKHE YKCTPAKTHI MTPOMBIBAIA COJIEBBIM PaCTBOPOM
(T.e HACBHIIICHHBIM BOJIHBIM pacTBOpoM Xjopuaa Hatpus) (50 mi), cymmmm (MgSO,), GUIbTpOBAIM U KOHIIEH-
TPUPOBAIH C MOMOLIBIO POTAMOHHOTO BbIMapuBaHus. OCTaTOK OYMINAIM ¢ MOMOIIBIO (hdII-XpoMaTorpaduu
(rpamuent 10-50% sTunaneraTa B CMeCH T€KCAHOB) C IoJTydeHHeM Oeroro TBepaoro semectsa (0,23 r).

'H SIMP & 7,55-7,61 (m, 1H), 7,45-7,46 (m, 1H), 7,04-7,09 (m, 1H), 4,08-4,17 (m, 2H), 3,88 (s, 3H), 3,34
(s, 3H), 2,51 (s, 3H), 2,42 (s, 3H), 2,20 (s, 3H).

Cramuss F. Tlomyuenme 4-(2,5-muMerninoenso[b]ruen-3-mn)-5-ruapokcu-2,6-mumetni-3(25)-mupunasn-
HOHA

PactBop metmin-2-[2-[2-(2,5-aumeTnnOen3o[b]neH-3-mr)ane T |-2-MeTHITHAPA3SHHUITUICH |TpOoTIaHoaTa
(t.e. mpoaykTa craguu E) (0,23 1, 0,69 mmons) B DMF (6e3BogHbIMN, 3 MII) J00ABISUTH € TTIOMOIIBIO IITIPUTIEBOTO
Hacoca B TeueHue neproja 30 MUH K pacTBOpY TpeT-OyToKcHa Kainus B Terparuapodypane (3,0 M, 3 MMoIb),
oxuaxaeHHoMy 1o 0°C, monm a3oroM. 3aTeM 00eCICUMBAIM HATPEBaHUC PEAKIIMOHHON CMECH N0 KOMHATHOU
TEeMITepaTyphl TPH IIepeMEIINBaHUN B TedyeHne | 4. PeaknnoHHYI0 cMech BBUTMBAIM B BOJHBIH pacTBOP XJIOPHU-
ctoBogopoaHO# kKucioTeI (0,5 M, 100 M) 1 9KCTparupoBaiu ¢ moMoIIbio dTrianerara (3x50 mi). OObeMHEH-
HbIE OpPraHWYecKHe SKCTPAKTHI IPOMBIBAIN COJEBBIM pacTBopoM (50 mur), cymmmu (MgSOy), ¢uiasrpoBann u
KOHIIEHTPUPOBAJIM C TIOMOIIBIO POTAIIOHHOTO BBIITAPUBAHUS C MMOJydeHHeM HeouumieHHoro ocrarka (0,40 r),
KOTOPBIH OYMIIaiIK ¢ rmoMouipio ¢umm-xpomatorpadun (rpaguert 0-40% sTunanerata B CMECH I'€KCaHOB) C
MOJyYCHNEM YKa3aHHOTO B 3arojIOBKE IMPOAYKTa, COSOMHEHUS IO HACTOSIMIEMYy HM300peTeHHIo B BHAE 0eloro
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TBepAoro Beuiectna (118 mr).

'H SIMP & 7,60 (d, 1H), 7,09 (m, 1H), 7,02 (s, 1H), 6,91 (br s, 1H), 3,52 (s, 3H), 2,39 (s, 3H), 2,21 (s, 3H),
2,17 (s, 3H).

IIpumep cunresa 2.

[Monyuenne 4-(2,5-mumetwi-3-6eH30dypanun)-5-ruapokcu-2,6-mumerni-3(2H)-mupuaasuHona (coeanne-
Hue 7).

Cramus A. TTomydeHne MeTHI-2-(2-MEeTOKCH- | -METHII-2-0KCOITOKCH )-5-MeTHIIOeH30aTa

Cmech MeTmII-2-TuapokcHu-5-metmnoenszoara (11,89 r, 71,5 mmous), metmi-2-6pommponanoara (13,03 T,
78,0 MMoub) 1 kapOoHaTa kams (29,71 r, 215 mMoinp) B ametore (300 M) HarpeBanu ¢ OOPaTHBIM XOJOHITb-
HUKOM B TeueHHe 18 4. PeakumoHHYI0 cMech 3aTeM (QIIBTPOBAIN U (IIBTPAT KOHIEHTPHUPOBAIN C IOMOIIBIO
POTalMOHHOTO BBITAPUBAHMSA C MOJTYYCHHEM YKa3aHHOTO B 3aroJIOBKE IPOAYKTa B BUE OEJIOTro TBEPIOro Belle-
ctBa (18,9 1).

'H SIMP & 7,61 (s, 1H), 7,15-7,24 (m, 1H), 6,70-6,84 (m, 1H), 4,73 (m, 1H), 3,89 (s, 3H), 3,74 (s, 3H),
2,30 (s, 3H), 1,63-1, 65 (d, 3H).

Cranus B. TToxydenue 2-(1-kapOOKCHITOKCH)-5-METHIOCH30MHOM KACIOTHI

PactBOp MeTmi-2-(2-MeTOKCH- 1 -METHII-2-0KCOITOKCH)-5-MeTHIIOeH30aTa (T.¢ mpoaykra ctamuu A) (18,9 T,
71,5 mmonb) B cmecu Terparuapodypana (100 mu), meranona (100 mi) m BomHoro pactBopa NaOH (6 M,
100 mur) HarpeBasid 10 TeMmrepaTypsl (GiaerMel B TedeHue 16 4. PeakIMOHHYIO CMECh 3aTeM OXJIAXTalTd M KOH-
MEHTPUPOBAIIN C TIOMOIIBIO POTAIIMOHHOTO BhITapuBaHus. OcTaTok pacTBopsutd B Boze (150 mur) u moaxucsum
C TIOMOIIIBIO BOJHOT'O PAacTBOpa KOHIICHTPUPOBAHHOHN XJIOPUCTOBOIOPOAHON KUCIOTH 10 pH <2. Bognyto ¢azy
9KCTParupoBaJId ¢ MOMOIIBI0 sTHianeTara (2x125 mur). OObeqMHEHHBIE OPraHUYECKHE IKCTPAKThl TIPOMBIBAIIN
COJIEBBIM pacTBopoM, cymuian (MgSQO,), GuIbTpoBalid M KOHIEHTPUPOBAIN C MIOMOIIBI0 POTAITMOHHOTO BBITIA-
pUBaHUS C TIOJIYICHHEM YKa3aHHOTO B 3aroJIOBKE MPOAYKTa B BHIE JKEITOro TBepmoro Bemectsa (16,31 1), ko-
TOPBI TPUMEHSITH Ha ctafuu C 6e3 JOMOTHUTEIHHON OYHCTKH.

'H SIMP & 7,91 (d, 1H), 7,36 (m, 1H), 6,90 (d, 1H), 4,99 (m, 1H), 2,34 (s, 3H), 1,75-1,80 (m, 3H).

Cramus C. [Tomyuenue 2,5-mumeTin-3-0eH30¢pypaHuianerata

CMmech 2-(1-kapOOKCHITOKCH)-5-METHIIOCH30HHON KHCIOTHI (T.€. poaykra ctamuu B) (16,3 r, 71 Mmoins),
ykcycHoro anruapuna (145 mun) u anerara Hatpus (11,93 r, 145 Mmonb) HarpeBaiu ¢ 0OpaTHBIM XOJIOUIEHU-
KoM B Tedenue 3 4. [Tocne oxmaxneHus cMech 100aBsuti K Boje (300 Mi1) M SKCTparupoBajy ¢ MOMOIIBIO JIH-
xyjopmerana (2x150 mi). Opraamyeckue dKCTpakThl cymman (MgSOy4) n GuibTpoBaiiu, U QUILTPAT KOHIICH-
TPUPOBAJIH C MIOMOLIBIO POTALMOHHOTO BHIITAPHBAHUS C MOJTYYCHHEM YKa3aHHOTO B 3arojOBKE IPOJYKTa B BHIE
CBeTIIO-KopuuHeBoro Macia (14,43 r), KOTOpbIi IPUMEHSUTH Ha cTagun D 6e3 JOTOoIHUTEIFHO OYUCTKH.

'H SIMP & 7,22-7,25 (m, 1H), 7,07-7,11 (m, 1H), 7,01-7,04 (m, 1H), 2,41 (s, 3H), 2,37 (s, 3H), 2,34 (s,
3H).

Cramus D. ITonydenwne 2,5-mumerni-3(2H)-6eH3odypanona

Cwmech 2,5-mumernin-3-6en3zodypannianerara (T.e. mpoaykra ctaauu C) (14,40 r, 70,5 MMoIb), MeTaHOIIA
(150 M) m BOgHOTO pacTBOpa XJIOPUCTOBOAOPOaHON KucaoThl (1,0 M, 40 mi, 40 MMoJb) HarpeBajiu ¢ o0pat-
HBIM XOJIOIWJIBHUKOM TI0JT a30TOM. PEakIMOHHYIO CMeCh 3aTeM KOHIEHTPHUPOBAIU C IIOMOIIBI0 POTAIIMOHHOTO
BhImapuBaHusl. OcTaTok paz0aBisUTM BOJOH M AKCTPArMpOBAIN C MOMOLIBI0 AMATHIIOBOTO 3dupa (2x100 mu).
OO0bemMHEHHBIE OPTaHUIECKUE YKCTPAKTHI IIPOMBIBATIM BOJOU M COJIEBBIM pacTBOpoM, cymwmmn (MgSO,), Guiib-
TpPOBaNIX M KOHIEHTpUpoBadu. OCTaTOK OYUIIAIN C TTOMOIIbI0 (unm-xpomaTorpadun (rpaxuert 0-15% stui-
arieTaTa B CMECH T€KCaHOB) C TOJTYYCHHEM YKa3aHHOTO B 3ar0JIOBKE MPOAYKTA B BHJE OEIOTO TBEPAOTO BEIIECT-
Ba (7,47 r).

'H SIMP § 7,41-7,46 (m, 2H), 6,99-7,02 (m, 1H), 4,60-4,64 (q, 1H), 2,35 (s, 3H), 1,50-1,54 (d, 3H).

Cranus E. [Tonyuenne metun-2,5-nqumernin-3-06ensodypanarerara

Cwmecsh 2,5-mumermn-3(2H)-6en3odypanona (t.e. mpoxaykra cramguu D) (7,45 1, 45,9 MMonb), MeTui-2-
(rpudennndocdopannmmaun)anerara (20,43 r, 61,1 Mmmois) 1 Toryona (300 miT) HarpeBau ¢ 0OpPaTHBIM XOJIO-
JUIBHUKOM B TeueHHe 66 4. PeakMoHHYI0 CMeCh 3aTeM KOHICHTPUPOBAIM C MOMOIIBIO POTAIIMOHHOTO BBIMA-
pUBaHUS M K HEOYHMIIEHHOMY OCTaTKy 100aBisuin AMATWIOBHIN d¢up (200 mu). JaHHyro cMech (uibTpoBanu
U YOAJICHUS TBEPABIX BEUIECTB M (IIIBTPAT KOHIICHTPUPOBAIH C IOMOIIBI0 POTAIMOHHOTO BEITAPHBAHUS C
nosrydenneM macisHuctoi cMmecu (18 ). K atomy ocratky no6asmsiin metanost (40 Mir) 1 pacTBOp XJIOPOBOO-
pona B metanoiie (0,5 M, 60 M, 30 MMOJIBb) M CMECh HarpeBaJld 10 TeMIepaTyphl (JierMbl B TeueHue 16 4. Pe-
AKIIMOHHYIO CMECh 3aTeM OXJIAXJAJIH M KOHIICHTPUPOBAIM C IIOMOIIFIO POTAIIMOHHOTO BhIMapuBaHusA. OCTaTOK
OYMINAIN C MMOMOIIBI0 (I-xpomarorpaduu (rpagueHT oT 0-10% >THIaneTara B cMeCH IeKCaHOB) C MOIyde-
HUEM YKa3aHHOTO B 3aroJIoBKe MPOIYKTa B BHIE enToro Macha (6,75 r).

'H SIMP & 7,19-7,27 (m, 2H), 6,98-7,05 (m, 1H), 3,693 (s, 3H), 3,584 (s, 2H), 2,40-2,45 (m, 6H).

Cranus F. [Tonydenue 2,5-numetnin-3-06eH30(ypaHyKCyCHOH KHCIIOTHI

Bonnsrit pactBop ruapokcuaa Hatpus (5 M, 33 mur, 165 MMonb) N00aBISIIM K pPacTBOpPY MeETHI-2,5-
IuMeTHI-3-0eH3o(dypanarerara (T.e. nmpoxykra craauu E) (6,75 r, 30,9 mmons) B Metanoxne (120 mi). Cmecs
HArpeBajy JI0 TeMIIepaTypsl (IErMbI B TedeHUe 16 9, a 3aTeM OXJaKIalu. PacTBOPUTENs YIAISITH C TTIOMOIIBIO
poTtaroHHOro BhimapuBaHus. K octatky no0aBmsuti AUATHIOBEIA 3¢up (100 MIT) U MONyYEHHYIO B Pe3y/IbTaTe
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CMECh IKCTPArupOBAIHA C MIOMOIINBIO BOAHOTO pacTBopa ruapokcuna Harpus (1 H., 2x10 0 mi). DdupHbiii cioi
YAAJSUTA ¥ OOBEIMHCHHBIC BOJHBIC 3KCTPAKTHI MOJKUCIUIA C MOMOIIBI0 BOJHOTO PAacTBOpPa KOHIICHTPUPOBAH-
HOHM XJIOPHCTOBOAOPOIHOM KncioTsl 10 pH 1. IlosydeHHYI0 KUCIOTHYIO BOJHYIO CMECH SKCTParupoBajy C IO-
MOIIBIO muxiopMeTrana (2x125 mir). O0beTMHEHHBIE OPTaHUIECKIE SKCTPAKTHI TPOMBIBAJIA COJIEBBIM PacTBOPOM
(100 wmu), cymmmu (MgSOy), GIUIBTPOBATN U KOHICHTPUPOBAIHN C IMOMOIIBI0 POTAMOHHOTO BBHIMAPUBAHUS C
MOJTy9eHHUEM YKa3aHHOTO B 3aroJIOBKE MPOJYKTa B BUJE KEJITOTO TBEPIOTO BemecTBa (4,93 T), KoTopoe mpumMe-
HsIM Ha ctaguu G 0e3 JOIMOJIHUTEIbHON OUYNCTKH.

'H SIMP § 7,22-7,28 (m, 2H), 6,99-7,05 (m, 1H), 3,61 (s, 2H), 2,42 (s, 3H), 2,41 (s, 3H).

Cramus  G. Ilomyuenue wetnun-2-[2-[2-(2,5-aumerwin-3-6eH30(ypaHmn)aneTn]-2-MeTHITHIPA3HHIIIN-
JIeH |poTiaHoaTa

K pactBopy 2,5-numernn-3-6er3o0dypaHykcyCcHOM KUCIOTHI (T.€. mpoaykTa ctaauu F) (4,14 T, 20,2 MMOJIB)
B muxyopMerane (120 mi) mo6asnsmm okcanmuixiaopua (2,56 mur, 30,0 MMOJIB) C TIOCHEMYIOIIMM T0OaBIEHUEM
Karagutadeckoro konmdectBa DMF (5 kamenp). ObGecrieunBaiy mepeMeNInBaHUE TONYICHHONH B Pe3yJIbTaTe
CMECH B T€UYCHHUE 2 U MMOJ a30TOM, a 3aTeM KOHIICHTPHUPOBAIX C TIOMOIIBI0 POTAIIMOHHOTO BBITIAPUBAHUS C MOJTY-
YCHHEM OCTaTKa, COJEepIKaIero xyiopanruapua. OCTaTok pacTBOPsUTH B arneToHuTprie (50 M) W Mo KarisiM
NO0aBIsIIM B TEUEHHE 25 MMH. uepe3 KaleldbHyl0 BOPOHKY K CMECH MeTHI-2-(2-MeTHiIruapa-
3UHWIHJCH)mponanoara (2,81 r, 21,6 mmons) u kapbonata kamus (3,18 r, 23,0 mmonb) B anierorutprie (30 mi),
oxuaxaeHHOH 10 0°C, mox a30ToM. 3aTeM o0eCIeYrBaIl HaArpeBaHUE PEaKIIMOHHON CMECH 10 KOMHATHOH TeM-
nepaTyphl U IIepeMeIInBaIN B TeueHne 64 4. PacTBOpUTENs yIaIsiIN ¢ TOMOIIBI0 POTAIIMOHHOTO BBIIIAPHBAHMUS
1 K octatky mo6asisui Boxy (150 mur). TlomydeHHYI0 B pe3ylibTaTe CMECh DKCTParupoOBalld C MIOMOIIBIO DTHII-
arierata (3x80 M) U 0OBETUHEHHBIC OPTaHUYCCKUE SKCTPAKTHI MPOMBIBATH COJICBBIM pacTBopoM (50 mi), cy-
i (MgSQOy), GUABTPOBATM M KOHIICHTPUPOBAIU C IMOMOIIBIO POTAIIMOHHOTO BhIMapuBaHus. OCTATOK OYH-
mIany ¢ nomouisio (im-xpomarorpaduu (rpagueHt 10-100% sTunmameraTa B CMECH TEKCAHOB) C ITOTyYCHHEM
YKa3aHHOTO B 3aroJIOBKE MPOAYKTa B BHIe Oenoro TBepaoro Bemiectsa (3,08 r).

'H SIMP & 7,32 (m, 1H), 7,22-7,24 (m, 1H), 6,98-6,99 (m, 1H), 3,96 (s, 2H), 3,90 (s, 3H), 3,35 (s, 3H),
2,40 (m, 6H), 2,20 (s, 3H).

Cramus H: Tlonyuenue 4-(2,5-mumetnn-3-6er3odypanmn)-5-ruapokcu-2,6-mumetmn-3(2H)-nmupunasnHoHa

PactBop  mermi-2-[2-[2-(2,5-numeTnin-3-0eH30(dypaHuin)aneT]-2-Me THITHIPa3HHIIHICH | IpoIIaHoaTa
(t.e. mpoxykra craanu G) (2,97 r, 9,39 mmois) B 6e3BogHoM DMF (25 mur) noGasinsum B Tedenue 30 MUH dyepes
KaleJbHYI0 BOPOHKY K PacTBOpPY TpeT-OyTOKcHIa Kaius B TeTparuzapodypane (25,0 mi, 25,0 MMoInb), OXitax-
nerHoMy 1o 0°C, mox a3oToM. 3areM oOecneynBaId HarpeBaHHE PEaKIMOHHOM CMECH JI0 KOMHATHOM TeMmIepa-
TYpHI ¥ MIEPEMEIINBAIH B TeucHUEe | 4. PeakiMOHHYI0 CMECh BBUIMBAJIU B BOJIHBIA PACTBOP XJIOPHUCTOBOJIOPO/I-
Hoi kucioTsI (0,5 M, 150 mur) u skcTparupoBaiu ¢ moMoIibio dTmanerata (3x90 mi). O0beAMHEHHBIE OPTaHU-
YeCKHe HKCTPAKTHI IIPOMBIBANIN CoJIeBBIM pacTBopoM (100 mun), cymmmum (MgSOy), GuiabTpoBanu M KOHLIEHTPH-
POBAIN C TIOMOIIBIO POTAIIMOHHOTO BBITApUBaHUA. OCTATOK OYHWIIAIHN C MOMOIILI0 QudII-XpoMaTorpaduu (rpa-
mueHt 10-75% sTuianerara B CMeCH FeKCAHOB) C TOJYIEHHEM YKa3aHHOTO B 3aTOJIOBKE MPOAYKTA, COSANHEHHS
0 HACTOSIIIIEMY H300pETeHHUIO, B BUe Oeoro TBepaoro Bemectsa (790 mr).

'H AMP (DMSO-dg) & 10,29 (s, 1H), 7,39 (m, 1H), 7,04 (m, 1H), 6,95-7,01 (m, 1H), 3,60 (s, 3H), 2,32 (s,
3H), 2,25 (m, 6H).

[Tpumep cunTesa 3.

[Monydenne S-ruapokcu-2,6-numetnin-4-(2,5,7-rpumernn-3-6enzodypanmn)-3(2H)-mupuaaznnona (coean-
HeHue 12).

Cranus A. [Toxydenue 2,4-muMeTHiadeHmwInponaHoara

Mo xarutsam noGaBnsuin mponaHowt xjaopun (2,44 t, 26,4 mmone) k cmecu 2,4-mumermwidenona (3,26 r, 24
MMOJIB) B TpuaTwiamuHa (3,51 mu, 25 mmouns) B quxiiopmerane (35 mur), oxnaxaenHoi no 0°C, mox a3orom.
CmMech nepeMelrBad B T€UeHHE 16 9, a 3aTeM JOOaBISIIM BOJHBIN PacTBOP XJIOPUCTOBOAOPOTHOM KHCIIOTHI
(0,2 M, 50 mu).

Opranndeckyio ¢a3zy OTASISUIA W BOJHYIO (ha3y SKCTpParupoBalid C TIOMOINBIO auxyiopMmerana (50 m).
OO0beMHEHHBIE OpTraHUYecKre a3kl MPOMBIBAIIN COJIEBBIM pacTBopoM, cymwmm (MgSQO,), GunbTpoBad U KOH-
IEHTPUPOBAIIN C TOTYICHHEM yKa3aHHOTO B 3aroJIOBKe MPOAYKTa B BHIE KenToro Machna (3,91 r), KoTopslid He-
MOCPENICTBEHHO MTPUMEHSUTN Ha CIEYIOMEeH CTafuu 0e3 TOTONHUTEIHFHONH OYHCTKH.

'H IMP & 7,03 (s, 1H), 6,99 (d, 1H), 6,87 (d, 1H), 2,56-2,62 (m, 2H), 2,30 (s, 3H), 2,14 (s, 3H), 1,26-1,31
(m, 3H).

Cramus B. ITomyuenue 1-(2-ruapokcu-3,5-aumernnderun)- 1 -nponaHona

K 2,4-mumernndennnnponanoary (T.e. mpoaykry ctaxuu A) (3,91 1, 21,9 MMoib) noGaBisuid XJIOpHT
amomunus (3,10 1, 23,2 MMoinb) U NOTy4deHHYI0 cMech HarpeBanu 10 130°C B TeueHue 2 4. 3aTeM CMeCh OXJa-
KM 10 KOMHATHOM TeMIlepaTypbl ¥ JOOaBIISIIM BOJHBIH PacTBOP XJIOPHCTOBOJAOPOAHON KHCIOTH (1,0 M,
100 M) ¢ mocaenyronmM nodaBneHHeM AUATHIOBOTO 3dupa (100 mir). Opranndeckyro ¢a3y OTACISUIA U BOJI-
HYIO (pa3y 9KCTParupoBajy ¢ IOMOIIBIO TUATHIOBOTO dupa (50 Mir). O6beTMHEHHbIE OPraHUYECKUE IKCTPAKTHI
cymmma (MgSOy,), GrIbTpOBaIK U KOHIICHTPUPOBAIH C TMOJYYCHUEM YKa3aHHOTO B 3aTOJIOBKE MPOIYKTa B BHIIE
JKEJITOT0 KPHCTALUTMYECKOro TBepaoro Bemectsa (3,71 T), KOTOpoe HEMOCPEACTBEHHO MPHUMEHSIN Ha CIEeAyIo-
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el craguu 06e3 AOTOHUTEIFHON OUYHCTKH.

'H SIMP & 12,49 (s, 1H), 7,40 (s, 1H), 7,16 (s, 1H), 3,03 (m, 2H), 2,29 (s, 3H), 2,23 (s, 3H), 1,22-1,25 (m,
3H).

Cranus C. [Tomygenue 2-6pom-1-(2-runpoxcu-3,5-mMetundenun)- 1 -nponaHona

K cmecu 6pomuma meau(Il) (9,30 r, 41,6 mmons) B atumnanerare (30 mMir) 1Mo KamisaM T00aBIsIN depe3 Ka-
TIENbHYI0 BOPOHKY pacTBop 1-(2-runmpokcu-3,5-gumerundenn)-1-nponanona (T.e. mpoaykra ctanuu B) (3,71 1,
20,8 MMOJIB), pacTBOpeHHOTO B TpuxiopMeTaHe (24 mu). [TosydeHHyI0 B pe3yabTaTe CMECh HarpeBalld JI0 TEM-
nepatypsl (QJIETMBI B T€deHHE 16 U, 3aTeM OXJIaxJalu 0 KOMHATHOW TeMIepaTypsl M (DMIBTPOBAIM Hepes3
(UITBTPOBAIBHYI0 BOPOHKY, 3allOJHEHHYIO IHATOMOBBIM BCIOMOTATENbHBIM (HIBTPYIOIINM MaTepHAIOM
Celite®. durbTpaT KOHIEHTPUPOBAIN U OCTATOK pa3daBisiin JUATHIOBUM d¢hupom (100 Mi1) 1 MpoMbIBaIM Ha-
CBINIEHHBIM BOJTHBIM PACTBOPOM TUHATPHUEBOM COJM ATHIICHANAMHUHTETpayKCycHOW KUCIOTHI (100 mi). Opranm-
yeckyro (azy cynmmm (MgSO,), GuiIbTpoBaiu U KOHIECHTPUPOBAIN C IIOMOIIBIO POTALIMOHHOTO BEINTAPUBAHHMS C
MOJyYCHHEM YKa3aHHOTO B 3arOJIOBKE IPOJYKTa B BUJIE KOPHYHEBOTO Macia (5,33 r), KOTOpBIii HEMOCPEACTBEH-
HO NPUMEHSUIN Ha CIIEAYIOMEeH cTaany 0e3 JOTOIHUTEIbHONW OYHCTKH.

'H SIMP & 12,09 (s, 1H), 7,39-7,44 (m, 1H), 7,18-7,23 (m, 1H), 5,31-5,40 (m, 1H), 2,29 (s, 3H), 2,24 (s,
3H), 1,90 (d, 3H).

Cranus D. [oxydaenue 2,5,7-rpumernin-3(2H)-6en3opypanona

K 2-6pom-1-(2-rungpokcu-3,5-metmnennn)- 1 -nponanony (t.e. npoxykry craauu C) (5,33 r, 20,7 mmons)
nobasnsi N,N-gumetundopmamu (25 min) u kapOonat kamus (4,15 v, 30 MMOJIb) 1 TIOMYYEHHYIO B pE3y/IbTaTe
CMeECh MepeMEIINBaIN P KOMHATHON TeMIieparype B TedeHue 18 4. 3arem mobasismu Boay (150 mi) u cmech
9KCTParupoBaJId C IMOMOIIbIO AUATHIIOBOTO d¢upa (3x80 mir). OObeTMHEHHbIE OPTaHUYECKHUE IKCTPAKTHI IPO-
MBIBJIA BOJIOH C MOCIICAYIOIIUM MIPOMBIBAHHEM COJIEBBIM pacTBOpoM, cymmiu (MgSO,), buibTpoBaid U KOH-
neHTpupoBaiid. OCTATOK OYHINAIM C TMOMOIIBIO (rdmI-xpomaTorpaduu (3TOUPOBAIN ¢ MOMOIIBI0 TPaJUEHTA
0-10% »>Tunamerata B CMECH T€KCaHOB) C MOJIYYCHUEM YKAa3aHHOTO B 3aTOJIOBKE IMPOIYKTa B BHJIE KEITOTO Mac-
ma (2,13 ).

'H SIMP § 7,26-7,28 (m, 1H), 7,24-7,26 (m, 1H), 4,59-4,64 (m, 1H), 2,32 (s, 3H), 2,29 (s, 3H), 1,52 (d,
3H).

Cranus E. [Tonyuenne metuin-2,5,7-tpumeri-3-0eH3odypaHanerara

Cwmecsh 2,5,7-tpumeTnin-3(2H)-6en3odypanona (t.e. nmpoaykra craguu D) (2,07 r, 11,7 Mmoins), meTnin-2-
(rpudenmndocdopannnmaun)anerara (5,89 r, 17,6 Mmoib) n tomyorna (120 mur) HarpeBanu ¢ 0OpaTHBEIM XOJIO-
IHILHUKOM B TeueHHe 66 4.

PeakimoHHyI0 cMech 3aTeM KOHIEHTPHPOBAIIM C TIOMOIIBIO POTALMOHHOTO BHINTAPUBAHMS U K OCTATKY J0-
OaprsutH AMATIUIOBEIH 3¢dup (150 mr).

[TomyueHnyro B pe3ynbTaTe cMeCh (HMIBTPOBAIM JUIS yAAJCHHUS TBEPAbIX BEIIECTB M (hPUIBTpAT KOHIICH-
TPUPOBAIH C MOMOUIBIO POTALMOHHOTO BEINAPUBAHNUS C ITOJTydEHHUEM MacisIHUCTOH cmecu (6 T). K aTomy ocrat-
Ky mo6asistmi MeraHod (100 mit) 1 pacTtBop XjopoBogopoaa B meranose (0,5 M, 30 mi, 15 mmous). [Tomyden-
HYIO B pe3yJIbTaTeé CMECh HarpeBaIM 0 TEMIIEpaTypsl (hIerMbl B TeueHue 16 4, a 3atem oxnaxaani. Cmech KOH-
HEHTPUPOBAIH C ITOMOIIBIO POTALHOHHOTO BBHITAPUBAHUS C MOITYYCHHEM OCTaTKa, KOTOPBIH OYHUIIAIH C TIOMO-
mpio Gmm-xpomaTtorpadun (rpagueHt 0-5% dTunanerata B CMECH TeKCAHOB) € IOyYE€HHEM YKa3aHHOTO B 3a-
TOJIOBKE NPOAYKTa B BUE sxenToro macina (0,59 1), KoTopblii IpuMeHsUTH Oe3 J0MOJTHUTEILHOM OYMCTKY Ha Clie-
JyIOIIeH CTaauH.

'H SIMP § 7,06 (s, 1H), 6,83 (s, 1H), 3,68 (s, 3H), 3,57 (s, 2H), 2,44 (s, 3H), 2,42 (s, 3H), 2,39 (s, 3H).

Cranus F. [lonyuenue 2,5,7-tpuMeTni-3-6eH30(ypaHyKCyCHOH KUCIOTHI

K pacrBopy metmi-2,5,7-rpumernin-3-6ensodypananerara (t.e. npoaykra craguu E) (0,55 1, 2,37 mmons)
B MetaHoje (50 mur) gobaBisum BoAHBIN pacTBOp ruapokcuna Hatpus (5 M, 2 mi, 10 mmons). IlonydeHHyto B
pe3ysbTaTe cMech HarpeBan 0 TeMIepaTypsl (ierMsl B TeueHHue 16 4, a 3areM oxnaxkaanu. PactBopurens
VAN C TIOMOIIBIO POTAIIMOHHOTO BhMapuBanus. K ocratky mob6aBismy audTriioBbii a¢up (100 mim) u momy-
YEHHYI0 B pE3yJbTaTeé CMECh JKCTParupoBalM C IOMOIIBIO BOAHOTO pacTBopa ruipokcupa Hatpus (1 H,
2x100 mi1). DOUpHBIH ci0H yransuii 1 00beIMHEHHbIE OCHOBHBIE AKCTPAKTHI NOAKHUCIISIIIN C TOMOIIBIO BOJHOTO
pacTBopa KOHIICHTPUPOBAHHOHN XJIOPUCTOBOJIOPOIHON KHUCIOTHI 10 pH 1. 3aTeM KHCIOTHYIO BOIHYIO CMECh 9KC-
TparupoBajy C MOMOLIBbI0 JuxyiopMmeraHa (2x125 wmi). OObeqUHEHHBIE OpPraHWYECKHUE SKCTPAKTHI CYIIWIN
(MgSO,), GpunpTpoBaIM M KOHIIEHTPHUPOBAIN C TIOMOIIBIO POTAIMOHHOTO BBIMAPUBAHUS C TIOJYUCHHEM yKa3aH-
HOTO B 3ar0JIOBKE MPOJIYKTa B BUJE JKEATOr0 TBepAoro Bemectsa (0,52 T), KOTOPBIM MPUMEHSITH Ha CIIeAYIOme
cTaguu 0e3 TOTOTHUTEIHHON OUMCTKH.

'H SIMP & 7,05 (s, 1H), 6,84 (s, 1H), 3,60 (s, 2H), 2,43 (s, 3H), 2,41 (s, 3H), 2,38 (s, 3H).

Cramuss G. Ilomyuenue 2-(2-MeTOKCH-1-METHI-2-0KCOATHIUACH)- | -MeTHIITHApasuaa 2,5,7-TpUMeTHII-3-
0cH30(ypaHYKCYCHOM KHUCIOTHI

K pactBopy 2,5,7-Tpumernin-3-6enzodypaHykcyHol KHCIOTHI (T.e. mpoaykra craxuu F) (0,52 r, 2,38
MMoIb) B nuxsiopmerane (80 mur) nodasisimu okcanmxiopun (0,5 mi, 6,0 MMOITb) ¢ TIOCTIEIYIOIINM 100aBICHHU-
eM Kataauruueckoro kosnmuectsa DMF (3 kamm). OOecrieunBaiy nepeMenvBaHue MOJyYeHHOH B pe3yabTaTe
CMECH B TeUCHHE 2 U 0] a30TOM, a 3aTeM KOHIIEHTPHPOBAIM C TIOMOIIBIO POTALMOHHOTO BhIapuBaHus. OcTa-
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TOK, KOTOPBIN conepxkai 2,5,7-rpumeTni-3-0eH30(ypaHaleTHIXIOpUI, PacTBOPSUIM B aneToHuTprie (50 M) u
MO KasiM —J00aBIsUIM B Te4eHHEe 25 MHH 4Uepe3 KalelbHYl0 BOPOHKY K CMecH MeTHi-2-(2-
MeTWITHApasuHWInAeH)mponanoara (0,35 r, 2,7 mMois) u kapbonata kanwus (0,69 r, 5,0 MMOJIb) B alleTOHUTPH-
ne (30 mi), oxnmaxkaenHoi g0 0°C, moa a3oToM. 3aTeM oOecTieunBalii HarpeBaHue PEaKIIMOHHON CMECH JI0 KOM-
HATHOM TeMIlepaTypsl W IepeMelInBaIn B TedeHHe 18 4. PacTBopuTeNns yHaIsiN ¢ MOMOIIBIO POTAIIOHHOTO
BBITIAPYBAHUA U K OCcTaTKy n00aBisitk Boxy (90 mu). [TonmydeHHYIO B pe3yiabTaTe CMECh dKCTPAarHpOBAIH C TIO-
Mombto sTmanerara (3x50 mi1) 1 0ObeIMHEHHBIE OPraHMYECKHE SKCTPAKTHI IIPOMBIBAIIN COJIEBBIM PACTBOPOM
(50 M), cymmmu (MgSO,), GUIbTpOBAIM U KOHIIEHTPUPOBAJIH C TTOMOIIHIO POTAIIMOHHOTO BhIMapuBanus. Oc-
TATOK OYHIIAIHN C MMOMOIIBI0 (unII-XpomaTtorpadun (rpagueHT 5-50% sTunarerata B CMECH TeKCaHOB) C IIOITY-
YeHUEeM YKa3aHHOTO B 3aroJIOBKE IPOAYKTa B BHIE skenToro TBepaoro Bemiectsa (0,32 r).

'H SIMP & 7,14 (s, 1H), 6,80 (s, 1H), 3,95 (s, 2H), 3,90 (s, 3H), 3,35 (s, 3H), 2,42 (s, 3H), 2,41 (s, 3H),
2,36 (s, 3H), 2,19 (s, 3H).

Cramus H: Ilomyuenwe S-ruppokcu-2,6-aumernin-4-(2,5,7-tpumernin-3-6enzodypanmn)-3(2H)-mmpuna-
3MHOHA

PactBop 2-(2-MeTokcH-1-MeTHII-2-0KCOATHIINICH)- | -MeTrrHapasuaa 2,5,7-TpuMeTHiI-3-0eH30ypaHyK-
CyCHOI1 KHcaoTHI (T.e. mpoxykra craauu G) (0,31 r, 1,0 mmons) B N,N-nmumerundopmamune (6e3BOAHBIH, 5 M)
J00aBIISITH ¢ TIOMOIIIBIO MIMPUIIEBOTO HAcOCa B TeUEHHE 14 K pacTBOpY TpeT-OyTOKCcHAa Kanus B TeTparuapody-
pane (1 M, 5,0 mi, 5,0 Mmmoib), oxnaxkaeaHoMy 10 0°C, mox azorom. ObecriednBaiyu HarpeBaHUe pPeaKIMOHHOM
CMecH 0 KOMHAaTHOHM TeMIepaTyphl U liepeMeInBaiy B TeueHrne 1 4. 3ateM cMech BRIIMBAJIHN B BOAHBIA PacTBOP
XJIOPHCTOBOOpOHOM KucioTsl (0,5 M, 60 M) 1 sKcTparupoBanu ¢ nmoMousio stunanerara (3x50 mir). O6be-
JMIMHEHHBIE OPTaHUIECKUE YKCTPAKTHI TIPOMBIBAIIN COJIEBBIM pacTBOpoM (60 mu), cymmmm (MgSO,), dumisTpoBa-
JIM ¥ KOHIIEHTPHPOBAJIH C TIOMOIIBI0 POTAIMOHHOTO BBITApUBaHMs. [10ydeHHBIN B pe3ynbTaTe OCTATOK OYHIIA-
JIM ¢ IOMOIIBI0 (umm-xpomaTorpadun (rpagueHT 5-10 0% sTHaneraTa B CMeCH T€KCaHOB) C MTOTyYCHHEM yKa-
3aHHOTO B 3ar0JIOBKE MPOIYKTa, COSAMHEHHS 110 HACTOAIIEMY M300pETEHHIO, B BUE OEIIOT0 TBEPAOTO BEIISCTBA
(72,3 mr).

'"H SIMP & 6,88 (s, 1H), 6,84 (s, 1H), 5,86 (br s, 1H), 3,74 (s, 3H), 2,48 (s, 3H), 2,38 (s, 3H), 2,36 (s, 3H),
2,34 (s, 3H).

ITpumep cunresa 4.

[Monyuenne 4-(2,3-numernin-1-HadraneHun)-5-ruipokcu-6-meTokcn-2-metnn-3(2H)-nupunasunona (co-
enuHeHue 46).

Cragus A. Tlonydyenue 5-xiop-4,6-aumetTokcu-2-metui-3(2H)-nupunasunona

O6benuHsu 4,5-muxiop-6-mMeTokcu-2-metui-3(2H)-mupunazunon (2,00 T, 9,57 MMOIb) U METOKCH]T Ha-
Tpus (2,00 mi 25 Bec. % pactBopa B MeOH) B 1,4-nrokcane (20 Mi1) 1 iepeMeIInBaJI IIPH KOMHATHOH TeMIIe-
parype B TeueHHE HOYH. 3aTeM pacTBOp KOHIEHTpupoBamu 10 50% oOveMa W pa3mesiii MeXOy BOIOH
(100 mur) u atunanerarom (100 mur). Boguslid ci10it skcTparnpoBain ¢ momoursio stunanerara (3x100 mr). Op-
TaHWYECKHE CIION OOBEIMHSIIN, POMBIBAI COJIEBBIM PAacTBOPOM, cymimiud Hag MgSO, W KOHIICHTPHPOBAIH.
ITony4eHHbIlt B pe3yibTaTe OCTaTOK abcopOupoBany Ha cuiukarene (1 T) m ounmanu nocpeactsom MPLC ¢
nomMomsio rpagueHTa 0-100% »sTunmameraTa/rekcaHa yepes3 IpeABAPHTEIBHO 3amoiHEeHHYI0 40 T cuimkaresns
KOJIOHKY. Dpaknuy, copepikKalue YUCTBIM JKeTaeMBIH MPOIYKT, KOHIEHTPHUPOBAIM in Vacuo C MOTyYCHHEM
1,78 r yka3aHHOTO B 3ar0JIOBKE COEIMHEHUsI B BUJIE OEJIOT0 TBEPIOTO BEIIECTBA.

Cranus B. [Toryyenue 5-xnop-4-(2,3-aumernin-1-HadTanennn)-6-metokcu-2-mMetin-3(2H)-nupunazunona

B 2-ropnoit 100 mn RB konbe, mpoayToli a30TOM, OCHAIIICHHOW TEPMOMETPOM, pacTBopsui 1-6pom-2,3-
muMetwHadTanuH (1,41 T, 6,01 Mmons) B 6e3BoiHOM TeTparuapodypane (15 M) u oxstaxaany B 6aHe ¢ Cyxum
apaom/aneToHoM a0 -78°C. Tlo kammsam nobasmsiin N-Oytmmmatuid (2,4 M 2,5 M pactBopa B reKcaHe) B Tede-
HUE 15 MUH M peakIMOHHYIO CMECh TepeMelmBaiy npu -78°C B TedeHrne 5 MUH. 3aTeM OXJIaKIAIONIyl0 OaHio
youpanu u obecrednBaI HarpeBaHue pactsopa a0 -50°C. 3ateM oxHOM MOpIHeH 100aBsu ddupaT OpomMuIa
Maraus (1,55 r, 6,01 MMOJTB) U PEaKIMOHHYIO CMeCh TiepeMeIuBad 1 HarpeBanu 1o -20°C. 3ateM oHOH Mmop-
et no6asisum mpoaykT ctaauu A (0,700 r, 4,00 MMOIJIB) M pEaKIMOHHYIO CMECh IepEMEITHBAIIA U HATPeBaIn
JI0 KOMHaTHOM TeMreparypbl. Uepe3 1 4 monyyeHHbIN B pe3yjbTaTe pacTBOP 3€J€HOrO I[B€Ta BBHUIMBAJIW B Ha-
coieHHbI BogHbIH pactBop NH4Cl (100 M) n sxctparupoBanu B atuianerar (4x50 mut). OpraHudeckue Ciioun
obweauHsuH, cymuyd Hax MgSO, 1 KOHIEHTpUpOBaK in vacuo. [lomydeHHBINH B pe3yabTaTe OCTaTOK PacTBO-
psiM B IUXIIopMeTaHe, abcopbupoBany Ha cuiukarene (1 T) u ounmanm nocpenctsom MPLC ¢ momonisio rpa-
muenta 0-100% sTunanerara/rekcana depes 3amoHeHHY0 40 T cruthkaresis KOJIOHKY. Dpakiuu, coaepkaniie
YHUCTHIH HEOOXOIUMBINA NPOIYKT, O0OBEIMHSIN U KOHLIEHTPUPOBAIH in vacuo ¢ noixydernem 0,290 T yka3aHHOTO
B 3ar0JIOBKE COCTUHEHHS

Cramus C. Iomyuenue 4-(2,3-mumerni-1-Hadranenmn)-5-ruapokcu-6-mMmeTokcu-2-metuin-3(2H)-nmpuna-
3MHOHA

Ipoxykt ctamuu B (0,200 1, 0,608 Mmmois) pactBopsun B 1,4-muokcane (10 mur) u o6pabaThiBaIu ¢ TOMO-
mpio ruapokcuaa terpadyrmmammonus (0,800 mi 40 Bec. % pactBopa B Boze). [lomyueHHBIH B pe3ynbTaTe pac-
TBOP HArpeBajiil 10 TEMIEPaTyphl (IIETMBI ¥ IIEPEMEIINBAIN B T€UeHHE 2 4. PEakIIMOHHYIO CMECh 3aTeM OXJIaX-
JlaJii 10 KOMHATHO# Temneparypsl, BeutnBan B 1 H. HC1 (50 M) m sxctparupoBanu B atunanerare (4x20 m).
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Oprasnyeckue Clion 00beTUHSITH, CyIiih Hax MgSO, U KOHIICHTPUPOBAIH NPU MOHIKCHHOM AaBicHuH. He-
OYUINICHHOE TBEPJIOC BEIICCTBO PACTBOPSIIM B JUXJIOpPMETaHe M abcopOupoBanu Ha cwimkarene (1 r). OuucTky
ocymecTBisu nocpeactBom MPLC ¢ momompio rpaguenta 40-100% stunmarerata/rekcaHa 4epe3 3aroiIHeH-
Hy0 40 T cunmukaress KoJIoHKy. dpakiuu, coaepikaniie HeoOX0UMBIH TPOAYKT, OObSTUHSIIA ¥ KOHIICHTPUPO-
Bany in vacuo ¢ nosyderueM 0,130 T ykazaHHOTO B 3ar0JIOBKE COSAWHEHHS, COCTUHEHUS 110 HACTOSIIEMY H30-
OpeTreHuIo, B BUE OSJIOTO TBEPIOTO BEIIECTBA.

IIpumep cunTesa 5.

[Monmyuenne  6-x70p-4-(5-xm0p-2-MeTHIIOEH30[b | THEH-2-11)-5-THApPOKCH-2 -MeTImrpuaa3uH-3(2H)-oxa
(coenunenue 91)

Cragus A. I[Momyuenue 6-xmop-5-[(5-xnop6en3o[b]Tren-2-un)merokcu|-2-metminupunasud-3(2H)-ona

B3Bech N,N-mumerundopmamuna (20 mu) u rugapuaa Hatpus (0,335 1, 8,37 MMOJIb) OXJTaXKIAN C TOMO-
IIBIO JIbJIa B TeueHue 15 MuH nop aszoroM. [lopumsmu mobammsiiu S-xmop-[b]tuoden-2-meranon (1,33 1, 6,7
MMOJIb) TOJ CJIOEM a30Ta M MEePEMEIINBATN HAJ0 JbIOM B TeucHHEe 15 MuH. 3ateM mH00aBmsm S5,6-TuXiIop-2-
metwi-3(2H)-mupuaasuHon (1,00 r, 5,58 momnb) mon crnoem aszora. JlensHyro GaHro youpanu u oOecrieunBaiIy
MepeMeIInBaHie PEaKIIMOHHOM CMeCH IIPH KOMHATHOH TeMIlepaType B Te4eHHe HOUH. [1oaydeHHyIo B pe3yabTa-
T€ pEaKIMOHHYI0 CMECh 3aT€M BBUIMBAIIM B PACTBOP HACBIIIEHHOTO XJIOPUAa aMMOHHA U Jbaa (200 M) u dKCT-
parupoBany B OUATHIOBBIN 3¢up (3x40 mi). [loxydeHHBIE B pe3ynbTaTe OPraHUYECKUE CIIOW OOBEIUHSIH, CY-
i Hag MgSO, u abcopbupoBanu Ha cuinkarene (4 r). [TocpencTBoMm xpomaTtorpaduu ¢ IPUMEHEHHUEM 3a-
nonHeHHOW 40 T cHiIMKarels KOJOHKHU C IIIOMpOoBaHHEM c momoinsio rpaguenta 0-100% stumarerata B cmecu
TeKCaHOB MMOJyYald yKa3aHHOE B 3ar0JOBKE COCIMHECHHE B BHIE JKEITOTO TBepAoro BemiectBa. (Bwixox 53%,
1,00 1).

'H SIMP (500 MI') & 7,78-7,71 (m, 2H), 7,37-7,32 (m, 2H), 5,35 (s, 2H), 3,74 (s, 3H).

Cramus B. Tlomydenue 6-xyop-4-(5-xm0p-2-MeTHI0E€H30[b]|THEH-2-1T)-5-THAPOKCH-2-METHITTUPHUIA3UH-
3(2H)-ona

PactBopsimn 6-x110p-5-[(5-x10p0Oen30[b]THEeH-2-MmT)MeTOKCH |-2-MeTrinupuaa3uH-3(2H)-on (T.e. mpoaykT,
MOJYYCHHBIA Ha cTaguu A Beime, 0,250 r, 0,700 MMoie) B 5 Mut kcuiieHa B 40 MJI CHIMHTHUIAIIMOHHOM (pIlakoHe
u nepemeruBai npu 175°C B TeyeHne HOUM. PeakllmoHHYIO0 CMeCh 3aTeM OXJIaKIaJld 10 KOMHATHON Temmepa-
Typsl ¥ nobaBisuin 40 mul rekcana. [lonydeHHBIH B pe3yabTaTe 0CaloK (GHIBTPOBAIH, MPOMBIBAIN IEKCAHOM H
CYIIWJIM C TIOMyYEHUEM JKeJIaeMOT0 MPOIYKTa B BUIE OpaH)eBoro TBeporo BemecTra (0,100 r).

'H SIMP (500 MTI'n) & 7,71-7,69 (m, 1H), 7,30-7,27 (m, 1H), 7,26-7,24 (m, 1H), 3,80 (s, 3H), 2,43 (s, 3H).

CoeHEeHHE 10 HACTOSIIEMY W300pETEeHHIO OOBIYHO OYIYT MCIIONB30BATh B Ka4eCTBE TePOUITUIHOTO aK-
TUBHOTO MHTPEANEHTA B KOMITO3UIINH, T.€. B COCTaBE 10 MEHBIIEH Mepe ¢ OAHUM JAOMOJHUTEIEHBIM KOMIIOHEH-
TOM, BEIOPaHHBIM U3 TPYIIIBI, COCTOSAIICH N3 TOBEPXHOCTHO-aKTHUBHBIX BEIIECTB, TBEPIBIX pa30aBUTEICH 1 KU-
KHX pa3z0aBHTENeH, KOTOPhIC CIyXKaT B KaueCTBE HOCHUTEISL. VIHTpeIneHTHI COCTaBa WM KOMITO3UIINU BHIOHUPAIOT
TakuM 00pa3oM, 4TOOBI OHU COOTBETCTBOBAIM (PU3UIECKAM CBOMCTBAM aKTUBHOTO WHTPEIANEHTA, CIIOCO0Y TIPH-
MEHEHHUS U (haKTopaM OKPYKAIOWIEH Cpeabl, TAKMM KaK THII TOYBBI, BIAXXHOCTh U TEMIIEpaTypa.

[puroaHpIe cOCTaBBI BKIIOYAKOT KaK KUIKUE, TAK W TBEPAbIC KOMIO3HIUU. JKUIKHE KOMITO3UIMH BKIIIO-
YarOT PacTBOPHI (B TOM YHUCIE 3MYIBTHPYEMbIE KOHIICHTPATHI), CYCIICH3MH, 3MYJIBGCUU (B TOM YHCIIC MHKPO-
SMYJIbCHHU, IMYJIbCHU THIIA MACIIO-B-BOJIC, TEKyYUE KOHIICHTPATH W/UIU CYCHMOAMYIbCHH) U T.I., KOTOPHIC HE-
00513aTeNIFHO MOXKHO 3arymath B renu. OOMIMMU TUIAMH BOJHBIX KHUJIKUX KOMITO3UIMN SBISIOTCS PacTBOPH-
MBI KOHIICHTPAT, CYCIICH3MOHHBIN KOHIICHTPAT, KaIlCyJIbHAs CYCICH3UsI, KOHIICHTPUPOBAHHAS IMYIIbCHS, MUK-
POSMYIBbCHS, SMYIBCHS THUIIA Maclio-B-BOJE, TCKYIHH KOHIIEHTPAT U CycHoAMyibcrs. OOMNUMHI THIIAMH HEBOJ-
HBIX JKUIKUX KOMIO3HIUH SBIAIOTCSA AMYIBTUPYEMBIH KOHIEHTPAT, MUKPOAIMYIBIHPYEMbIH KOHIICHTPAT, IHC-
MeprupyeMbId KOHIIEHTPAT U MacisHas JUCIICPCHSI.

OCHOBHBIMH THITAMH TBEPABIX KOMIO3HIINH SIBIISIOTCS MBUICBUIHBIC TIPETIapaThl, MOPOIIKH, TPAHYIIBI, TIeI-
JIETHI, IPOOMHKH, TTACTIIKH, TaOJICTKH, 3aII0JIHEHHBIE TUICHKN (BKITIOYAsT TIOKPBITHS JJISI CEMSH) | T.I1., KOTOPBIE
MOTYT OBITh IUCHIEPTUPYEMBIMH B Bojie ('cMauyuBaeMbIMH') WM BOJOPACTBOPUMBIMHU. [IIEHKH W TTOKPBITHS,
00pa3oBaHHbBIC U3 TUICHKOOOPA3YIOIIUX PACTBOPOB WIIM TCKYYHX CYCIICH3UIH, OCOOCHHO MPUTOIHBI IS 00padoT-
KU CeMsH. AKTUBHBIA WHTPEIUCHT MOXKET OBITh (MUKPO)HHKANCYIUPOBAH C NAILHCHIIUM 00pa3oBaHHEM CycC-
TICH3UH WM TBEPJOTO COCTaBa; B KAYEeCTBC allbTCPHATUBHI, BECh COCTAB AKTHBHOTO WHTPEAUCHTAa MOXKET OBITh
WHKATCYJIUPOBaH (WIH MOABEPTHYT "HaHECEHUIO MOKPHITH"). [locpeIcTBOM HMHKAIICYIUPOBAHHUS MOXKHO PEry-
JUPOBATH WX 33JICPKUBATH BEICBOOOXKICHIE aKTUBHOTO UHTPEANCHTA. IMYIbTUpYyeMasi TPaHylia COYETaeT Ipe-
HUMYIIECTBA KaK COCTaBa AIMYJIBTUPYEMOT0 KOHIICHTPATA, TaK U CYXOT0 TPaHyIUPOBAHHOTO COCTaBa.

KonneHTprpoBaHHBIE KOMIIO3UITME B OCHOBHOM NPUMEHSIOTCS B KAa4eCTBE MPOMEKYTOUHBIX MPOIYKTOB
JUTS JabHEHIIEero COCTaBICHUS.

PacnsuisieMbie cocTaBbl, Kak NPaBHIIO, Pa30aBISIOT B MOAXOISIIECH cpene mepex pacmbuieHHeM. Taxue
JKUJIKHE M TBEPJIBIE COCTABBI COCTABIIOT C BO3MOXHOCTBIO HEMEIIGHHOTO pa30aBIeHUs B Cpelie pacIbUICHUS,
0OBITHO B BOJIe, HO MHOT/Ia B IPYTOM MOAXOMIICH Cpee, TAKOH KaKk apoMaTHIECKU WK mapaduHOBBIN yTiie-
BOJIOPOJl WIIH pacTUTEIbHOE Maciao. OOBEMBI sl PACIBUICHUS MOTYT HAXOIUTHCSA B JHANA30HE OT MPHUOIH3H-
TEJNBHO OJTHOTO JI0 HECKOJBKHUX THICSY JTUTPOB HA TEKTap, HO, O0JIee TUITUYHO, HAXOSATCS B JUANA30HE OT MPH-
OMU3UTENTHHO JECSITU O HECKOJIBKUX COTCH JIUTPOB Ha rekTap. M3 pacmpUIsieMbIX COCTABOB MOXET OBITH MPHIO-
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TOBJIcHa 0AaKOBasi CMECh C BOJOH WIIM NPYro¥ MOAXOAIICH cpemoi st 00paOOTKH JUCTBEI OCPEICTBOM aBHa-
[IUOHHOTO HAHECCHHS WJIM BHECCHUS B IIOYBY WJIM BHECCHHS B CyOCTpAaT I BBIpAaIIUBaHus pacTeHuid. JKumakue u
CyXHe€ COCTaBbl MOKHO OTMEPSTh HEIIOCPEICTBEHHO B CUCTEMBI KaIleIbHOTO OPOLICHHSI WIIK OTMEPSAThH B 60pO31y
BO BpeMs MOCA/IKU.

CocraBbl, Kak TipaBmiio, OyayT coaepxarb d(H(PEeKTUBHBIC KOJMYECTBA aKTHBHOTO MHTPEIANCHTa, pa30aBh-
TEJsl U MOBEPXHOCTHO-AaKTUBHOTO BEI[ECTBA B CIEAYIONIMX MPUOIM3UTEIbHBIX JHANa30Hax, KOTOPbIE COCTaBIIs-
10T B cymme 100% 1o Becy.

IIpoueHT
10

Becy

AKTYBHEM

UHTPEOUEHT PazbaBureyb [IOBEPXHOCTHO—

aKTUBHOE
BelleCTBO

IVclieprupyeMele B 0,001-90 0-99,999 0-15
BOIe U
BOOOPaCTBOPUMEE
TpaHyJiEH, TabJleTKUu U
[IOPOLIKM
MacnsgHele nouchnepcuu, 1-50 40-99 0-50
CyCIleH3uu,
3MYyJIECUM, PacCTBOPE
(B TOM umcJe
BMYJIE TUPY eMEIE
KOHIIEHTPATH)
IIEUIeBUOHEIE 1-25 70-99 0-5
npenapaTsl
T'paHyJiEl U IIeJIJIe TH 0,001-99 5-99,999 0-15
KoHLIeHTpUPOBaHHEE 90-99 0-10 0-2
KOMIIO 3L

TBepable pa30aBUTENN BKIIOYAIOT, HAIPUMED, TJIMHBI, TAKHE KaK OCHTOHUT, MOHTMOPHJUIOHHT, aTTaIlyJlb-
THUT U KAOJIUH, THIIC, EJUTI0NO03Y, TMOKCHU]] TUTaHa, OKCH IIMHKA, KpaXxMall, IeKCTPUH, caxapa (Harmpumep, J1aK-
TO3Y, caxapo3y), TUOKCH] KPEMHHS, TaJbK, CIIOJY, IMATOMOBYIO 3€MIII0, MOYEBHHY, KapOOHAT KalbLHsl, Kap0o-
HaT W OmkapOoHaAT HaTpus W cynbdar HaTpus. TunuuHbie TBepAble pa3baBuTenu omucansl B Watkins et al.,
Handbook of Insecticide Dust Diluents and Carriers, 2nd Ed., Dorland Books, Caldwell, New Jersey.

JKunkue paszdaBuTeNny BKIIOYAIOT, Hanmpumep, Boxy, N,N-muMermnankanaMuael (Hampumep, N,N-miMe-
TIihopMaMu), TUMOHEH, TUMETIICYIbGOOKCHT, N-aJIKIIIMHPPOIUAOHEI (HapuMep, N-METHIMAPPOTUIAHOH),
ankmindocdatel (Harpumep, TpHITHIGOoCcHAT), ITUICHIIIUKONIb, TPUITHICHTIIUKOIb, MPOMMWICHTINKOIb, TUIIPO-
MUJICHTIINKOJb, TTOJHITPONIICHIIHKONb, POMMICHKapOOHAT, OyTHICHKapOOHAT, mapauHbl (HapuMep, CBET-
JIBIe MUHEpPAJIbHBIC Maclia, HOpMaIbHbIC TapapuHbI, H30TapapUHbI), aTKWIOCH30IbI, aTKITHADTATHHEI, TIIUIC-
pHH, TpHALETAT TIIKIEPHHA, COPOHT, apOMAaTHYECKUE YIIIEBOJOPO/bI, JeapOMaTU3MPOBaHHbIC anudaTHIecKkue
YIIIEBOJOPO/IbI, ATKHIOSH30IIbI, aJKHIHA(TAIHHBI, KETOHBI, TAKHE KaK LUKJIOTEKCAHOH, 2-TeNTaHOH, H30(OpoH
U 4-TUApOKCU-4-METHII-2-TIEHTaHOH, alleTaThl, TAKHE KaK U30aMHJIALeTaT, TeKCHIAleTaT, TeNTHIaleTaT, OKTHII-
arerar, HOHUJIAIETAT, TPUACHUIALETAT U M3000pHWI, IPYrHe CIOXHbIC d(UPHI, TAKHE KaK AIKAINPOBAHHbBIE
CJIOYKHBIE (PHUPBI MOJOYHOH KHCIIOTHI, CIIOXKHBIE 3(HUPHI JABYXOCHOBHBIX KHCIIOT, alKHJI- U apHiIOeH30aThl H
y-OyTHPONAKTOH, ¥ CIUPTHI, KOTOPHIE MOTYT OBITh JIMHCWHBIMH, Pa3BCTBICHHBIMU, HACBHIIICHHBIMHA WM HCHA-
CBIIICHHBIMHU, TAKUMU KaK METaHOII, TAHOJI, H-TIPOMAHOJ, U30MPOIMIIOBBIN CIIUPT, H-OyTaHOI, U300yTHUIIOBbIH
CIHPT, H-T€KCAHOJI, 2-3TUIITEKCAHOJ, H-OKTaHOJI, JEKAHOJ, U30/ICIIHIOBBIN CIUPT, H300KTAACKAHOI, LIETUIOBbIH
CIHPT, JIAYPUIIOBBIN CIHPT, TPUICIIIIOBEIN CIHPT, OJICWIOBBIA CIUPT, IUKIOTEKCAHOMN, TeTPparuapodyppypu-
JIOBBIA CIHPT, AUANCTOHOBBIA CIUPT, KPE30J M OCH3WIOBEIA crupT. JKuakue pa30aBHUTENN TAaKKE BKIIOYAIOT
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CJIOKHBIC 3(DUPHI TNIMIEpPUHA U HACBHIIICHHBIX W HEHACKHIIICHHBIX KUPHBIX KUCIOT (Kak mpaBmio, Cg-Csy), Takue
KaK Maclia CeMsIH PaCTCHHUI U TUIOJI0B (HalpUMep, Maciia MaclHbI, KJICIIEBUHBI, CEMSH JIbHA, KYHXYTa, KYKypy-
3Bl (Mamca), apaxuca, MoACOTHEUHNKA, BUHOTPAIHBIX KOCTOYCK, caiiopa, CEMsH XJIOMMIATHUKA, COEBBIX 0000B,
CeMsIH parica, KOKOCOBOTO Opexa U siJep KOKOCOBOTO Opexa), KHUPbhI KHUBOTHOTO MPOUCXOXKACHHs (HArpumep,
TOBSDKBE Cajlo, CBUHOE Callo, TOIJICHOE CBHHOE Cajlo, JKHP TEYEeHU TPECKH, PhIOuii xup) u ux cmecu. JKunkue
pa30aBHUTENI TAK)KE BKIIOYAIOT AJKUIIMPOBAHHBIC JKUPHBIE KUCIOTHI (HAIIPUMEP, METUIMPOBAHHbIC, STHIHPO-
BaHHbIC, OYTHJIMPOBAHHBIE), TJI€ )KUPHBIE KHCIOThI MOYKHO TOJIy4aTh IyTEM THIAPOJIH3a CIOXHBIX 3(UPOB IIIH-
[[EpHHA U3 UCTOYHHMKOB PACTUTEIBHOTO U XMBOTHOTO MPOMCXOKACHHUS M MOXKHO OYHIIATH MyTeM IMEPErOHKH.
Tunmanble x)unkue pazdaBurenn onucanel B Marsden, Solvents Guide, ond Ed., Interscience, New York, 1950.

TBepaple u KUAIKUEC KOMIIO3UIMM B COOTBETCTBHH C HACTOSIIUM H300pPETCHHEM YacTO BKIFOYAIOT OJHO
WIA HECKOJBKO MOBCPXHOCTHO-aKTUBHBIX BEINECTB. [Ipu MOOABICHHM K >KUAKOCTH ITOBCPXHOCTHO-aKTHBHBIC
BEIIECTBA (TaKXKe M3BECTHBIC KaK "TIOBEPXHOCTHO-aKTHBHBIC CpeACTBa"), KaK MPaBHIO, MOJUPHUIUPYIOT, Yale
BCETr0 YMCHBIIAIOT, TOBEPXHOCTHOE HATSIKCHUE JXUAKOCTH. B 3aBHCHMOCTH OT MPHUPOIBI THAPOPHIHLHON | JIH-
no(MIBHOM TPYIIT B MOJICKYJIE TIOBEPXHOCTHO-AaKTUBHOTO BEUIECTBA TOBEPXHOCTHO-AKTHBHBIC BEIIECTBA MOXKHO
MPUMEHSTH B KAYECTBE CMAYMBAIOLINX CPEJICTB, AUCTIEPTHPYIOIINX CPEICTB, IMYJIbraTOPOB UITH MIEHOTACHTEIEH.

[ToBEpXHOCTHO-aKTUBHBIEC BELIECTBA MOTYT OBITh KJIaCCHU(PHUIMPOBAHBI KAaK HEMOHOTCHHBIC, AaHHOHHBIC HIIH
KaTHOHHBbIE. HeMOHOTreHHbIE MOBEPXHOCTHO-aKTUBHbBIE BELIECTBA, NPUTOHBIC [ KOMIIO3HIIUH 110 HACTOSIIEMY
N300pETEHHIO, BKIIIOYAIOT 0€3 OrpaHuueHHs aIKOKCUIIATHI CITUPTOB, TAKHE KaK aJKOKCHJIAThI CIUPTOB HA OCHOBE
HNPUPOJHBIX U CHHTETHYECKHX CIHHUPTOB (KOTOPBIE MOTYT OBbITh Pa3BETBICHHBIMU WMJIH JIMHEHHBIMH) U TOJyYCH-
HbIE U3 CHHPTOB U TUICHOKCHU/IA, TIPOMIICHOKCHIA, OYTHICHOKCHIA WIM X CMECE; STOKCUIIAThI aMUHOB, all-
KaHOJIAMH[IBI U STOKCHIIMPOBAHHBIC AJIKAHOJIAMHUIBL; aTKOKCHIMPOBAHHBIC TPUTITUIICPUIBI, TAKAE KAK STOKCHIIH-
POBaHHBIC COCBOC, KACTOPOBOE M PAIICOBOE Maciia; aIKOKCHIIATHI aKUI(EHOIOB, TAKHE KAaK dTOKCHIIATHI OKTHUII-
(heHOMa, FITOKCHIIATHI HOHMII()EHOTA, STOKCHIIATH JMHOHIWI(PEHOIA M STOKCHIATHI TOJCIII(peHONa (TI0TyYeHHBIE
u3 (DEHOJIOB U ATHICHOKCHU/IA, IPONMICHOKCH A, OYTUICHOKCUIA WIIK UX CMECEH); OJIOK-COMOIIMMEPHI, TOTYICH-
HBIC U3 STHJICHOKCHA WU IPOMMICHOKCH A, M OJOK-COMOIUMEPBI OOPATHOTO THIIA, B KOTOPBIX KOHIIEBEIC OJI0-
KU TIOJIYYEHbI M3 MPOMUICHOKCH/IA; TOKCHIMPOBAHHBIE KUPHBIE KUCIOTHI; STOKCHIIMPOBAHHBIEC CIIOXHBIC 3()H-
PBI XKUPHBIX KHCJIOT M Macei; 3TOKCHJINPOBAHHBIE METHJIOBBIC CIIOXKHBIE 3(UPBI; 3TOKCUITUPOBAHHBIC TPUCTH-
pwideHob! (B TOM YHCiie TIOMyYeHHbIE U3 ATHJICHOKCHIA, TPOMUICHOKCH A, OyTHICHOKCHIA WM UX CMECeH);
CJIOYKHBIE I(UPBI JKUPHBIX KUCIIOT, CJIOXKHBIE 3(UPBI TIHIIEPUHA, TIPOU3BOIHBIC HA OCHOBE JIAHOJIHMHA, MOJIHITOK-
CHJIMPOBAHHBIC CIIOXKHBIE Y(HUPHI, TAKUE KaK MOJHITOKCHIUPOBAHHBIC CIOKHBIC (Ul COPOUTAHA U KUPHBIX
KHCIIOT, MOJMATOKCHIMPOBAHHBIE CIOXKHBIE 3(UPBl COpPOMTA U JKUPHBIX KUCIOT U ITOJIUITOKCHUIUPOBAHHBIC
CJIOKHBIC 3(DUPHI TIIMIEPHUHA U KUPHBIX KUCJIOT; APYrUe MPOU3BOIHBIC COPOUTAHA, TAKHE KaK CIOXKHBIC PHUPHI
copOuTaHa; MOJMMEPHEBIC MOBEPXHOCTHO-aKTUBHBIC BEIECCTBA, TAKUEC KaK CTATHCTUYCCKHUE COMOIUMEPHI, OJIOK-
comomuMepsl, ankuaHbie [191 (MOIMATHICHTITMKOIEBEIC) CMOJIBL, IIPUBUTHIC WIIH IPeOHEOOPa3HBIC TOJIUMEPHI U
3Be31000pa3Hbie monuMepkl; nommyTwieHrkonn ([1900); cinoxkHbIe 3QUPBl MOTUITUICHTINKOIS U YKHPHBIX
KHCJIOT, IMOBEPXHOCTHO-aKTUBHBIC BEUICCTBA HA OCHOBE KPEMHHHOPTAHUYECKUX COCTUHCHUN M TPOM3BOHBIC
CXapoB, TaKHE KaK CJIIOKHBIC 3QUPHI caxapo3bl, ATKMIITOIUTIHKO3H/IBI U aTKUIIITOTUCAXAPUIEL.

[TpuroaHble aHHOHHBIE IOBEPXHOCTHO-aKTHBHBIE BEIECTBA BKJIIOYAIOT 0€3 OrpaHUYCHHS aJKHIapUICYIIb-
(hOHOBBIE KHCIIOTHI M UX COJIH; KApOOKCHIMPOBAHHBIE ITOKCHIIATHI CIIMPTOB HIIH aJKHJI(PESHOIOB; THU()EHHUIICYIIb-
(oHaTHBIE TIPOU3BOIHBIC; JTUTHUH M MPOU3BOJHBIC JUIHUHA, TAKHE KaK JMIHOCYIb(OHATHI; MAICMHOBYIO HJIH
STHTAPHYI0 KHUCJOTHl WM WX aHTUIPHILI, 0Jle(hUHCYIb(OHATHI, CIIOXKHBIE d(UPBl GocHOpHON KUCIOTHI, TaKHe
KaK cioxHbIe d3GUpBI GocHOpHOH KUCIOTH U aIKOKCHIATOB CIIUPTOB, CIOKHBIE 3GUPH PochHOpHOH KHCIOTHI U
ANKOKCHJIATOB aTKWI()EHOJIOB H CI0XKHBIEC AUl POCHOPHON KUCIOTHI M 3TOKCHIATOB CTHPIIPEHOIA; TOBEPX-
HOCTHO-aKTHBHBIC BEIICCTBA HA OCHOBE OCIIKOB; IPOU3BOIHEIC CAPKO3HMHA; CYIb(aT MPOCTOro 3dupa crupmide-
HOJa; Cynb(aTel U CyIb(HOHATH MACeN W JKUPHBIX KHCIOT; CYIb(aThl U CYIb(HOHATHI TOKCHIUPOBAHHBIX aJl-
KWI(QEHOJIOB; Cylb(aThl CIUPTOB; CYNb()AThl STOKCHIMPOBAHHBIX CIUPTOB; CYIb(OHATEI aMHHOB M aMHUJOB,
Takue kak N,N-aJKunrayparsl, Cyab(poHATE OCH307a, KyMOJIa, TOIYO0Jia, KCHIONA U JOACIMI- U TPUACIMIOCH-
30JI0B; CyIb(OHATH KOHICHCHPOBAHHBIX HA(TAIMHOB; CYIb(QOHATH HaTaTHHA U ANKHIHA(TANNHA; Cyab(OHA-
Thl ()PAKIUOHUPOBAHHBIX HE(TENPOAYKTOB; CYIb(POCYKIUHAMATEI U CYJIb()OCYKIIMHATBI M WX MPOU3BOIHBIE,
TaKhe KaK JUaKUICYIb(OCYKIIMHATHBIE COJH.

[TpuroaHbie KATHOHHBIE MOBEPXHOCTHO-AKTUBHBIC BEIECTBA BKIIIOYAIOT O€3 OrpaHHYCHUS] aMHIIbI U ITOK-
CHJIMPOBaHHbIC aMUIbl; aMHUHBI, Takue Kak N-aJKHINpOnaHAHaMHUHBI, TPUIIPONUICHTPHAMHHBI U TUIIPOIHJIICH-
TETpaaMHHbl, U ITOKCHJIUPOBAHHBIC AMHWHBI, 3TOKCHIMPOBAHHBIE AMAMHHBI M MPOMNOKCHINPOBAHHBIC aMHUHBI
(mony4eHHble U3 aMHHOB M ATHJICHOKCHUJIA, MPOMMUICHOKCH/IA, OYTHICHOKCHA MIIM UX CMECEii); COIM aMUHOB,
TaKye KaK aMUHOAIETATHI M COJIU JHAMUHOB; YSTBCPTHYHBIC COJI AMMOHHS, TAKHUE KaK MPOCTHIC YCTBEPTUIHEIC
COJIH, PTOKCWIIMPOBAHHBIC YCTBEPTHYHBIC COJIA U TUYCTBCPTUYHBIC COJM, U AMHUHOKCH]IBI, TAKHE KaK aJKUIIIH-
METHIAMHHOKCHIBI U OUC-(2-THIPOKCHITHIT)AIKHIAMHHOKCHIBL.

ITocKONBKY COCNMHCHHUS 110 HACTOAMIEMY U300PETCHHUIO XapaKTePU3YIOTCS KaK MPEIBCXOA0BOU, TaK H TO-
CJIEBCXOOBOM TepOUITUIHON aKTUBHOCTBIO, JJI1 KOHTPOJIS HEKEIATSIEHOW PACTUTEIBHOCTH IYTEM YHHUYTOXKE-
HUS WA TIOBPEKICHUS PACTUTECIHFHOCTH HIIM YMCHBIICHHS €€ POCTa COSAMHEHHS MOXKHO TOAXOSIINAM 00pa3oM
HAHOCHTH C TMTOMOIIBIO Ps/ia CIIOCOOO0B, BKIIOYAIOIINX PUBEIEHHE B KOHTAKT TepOUIHUIHO 3P PEKTUBHOTO KOJIH-
YeCTBa COCAMHEHUS 10 HACTOAIIEMY H300PETEHHIO HITH KOMITO3HIIMH, COIepIKalel YKa3aHHOE COSINHEHHUE U 110
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MEHBIICH Mepe OJHO U3 MOBEPXHOCTHO-aKTUBHOTO BEIECTBA, TBEPAOTO Pa30aBUTEIsS WM KHUIKOTO pa3baBUTE-
JIs1, Ha JTUCTBY WK APYTYIO YaCTh HEKEIATSIbHON PACTUTEIBLHOCTH WM BHOCUTH B CPEY, OKPYXKAIOIIYIO HEXKe-
JATeIbHYI0 PACTUTEIBHOCTh, TAKyIO KaK I0YBA WM BOAA, B KOTOPOW pacTeT HeKelaTelbHas paCTHTEIbHOCTh
WIIA KOTOpasi OKPY’>KaeT CeMeHa HEeXKeNaTeIbHOTO PACTeHUS WIH IPYTYIO €ro 4acTh JUII BET€TATHBHOTO Pa3MHO-
JKCHHUS.

TepOumnHo 3¢ (HEeKTHBHOE KOJMYECTBO COSAMHEHHUN 110 HACTOSIIEMY H300PETEHUIO ONPEACIISETCS PIAOM
(haxkTopoB. OTH (PaKTOPHI BKIIOYAIOT: BRIOPAHHBIN COCTaB, CITOCOO BHECEHHS, KOJMYECTBO M THII MPUCYTCTBYIO-
el pacTUTENBHOCTH, YCIOBHA POCTa M T.A. B menom, repourinaao 3¢ ¢ekTHBHOE KOJIHMYECTBO COSANHEHHUHN 10
HACTOSIIEMY HM300peTeHuI0 coctaBisier npubmmsutensHo 0,001-20 Kr/ra ¢ MpeanOYTUTEIEHBIM JHATa30HOM
npubmu3uTensHo 0,004-1 kr/ra. Crieranuct B TaHHOH 00J1aCTH MOXET JIETKO ONPENeIIUTh repourumHo 3¢ dek-
TUBHOE KOJIUYECTBO, HEOOXOIMMOE JUIS KETACMOTO YPOBHS KOHTPOJIS COPHSKOB.

OOPMVYIIA U3OBPETEHUSA
1. Coenunenwue, BEIOpaHHOE U3 COSTUHEHUH d)opMynLI 3, ux N-OKCHIOB U COJIeH,

Q (R3)n

T)k

R/N

H;

3
CO, R3°

rae

R! npencrasiseT codoit H, C,-C; ankmi, C3;-Cg ankunkapoormnankmi, Cs-Cg ankokcukapOoHumankui, C,-
C; aJIKOKCHAITKHJI, OSH3MI I (DEHWIT,

R? npencrasiser coboit H, ranoren, -CN, C;-C; ankuin, C;-C; ranoreHankwmi, C;-C; alkokcu wim GeHuI,
HeoO0s3aTebHO 3aMelneHHbIH ramorenoM, C-Cy ankumom uiu C;-C, raloreHaIKuiIoM;

X mpexcrasisiet coboit O, S wu NR®; nin

X npexcrasmser codoit -C(R*)=C(R")-, rae aTom yriepona, cBsizansbli ¢ R®, Takxke CBA3aH ¢ aTOMOM yr-
JIepoJia, CBSI3aHHBIM C R*, u atom yTaepo/ia, CBSI3aHHBIH C R’, taxoke cBsi3aH ¢ (hparMeHTOM (PCHUIBHOTO KOJIBIIA
B popmyie 3;

kaxpli R’ HesaBrcHMO npeacTapnsetr codoi ranoreH, -CN, Hutpo, Ci-Cs ankun, C,-Cs ankuami, C;-Cs
nukaoankui, C;-Cs ranorerankmi, C;-Cs ankokcn, C;-Cs raaoreHaaKkoKCH;

R4, R® u R’ nesaBucumo npeactaBisaioT cooorr H, ranoren, aurpo, C,-Cs ankwmi, C;-Cs ranorenankui, Ci-
C5 aKOKCH;

R’ npencrasiseT coboit C;-C; anku,

n paBusiercs 0, 1, 2, 3 wm 4; u

R MIPENICTaBISAET COOOH METHUT WIIH STHIL.

2. Coequnenue 1o 1.1, raoe

X mpexacrasisier coboit O, S, -CH=CH-, -C(CH;)=CH-, -CH=CF-, -CH=CCIl- uimu -CH=C(CH;)-;

kaxpli R’ HesaBrcHMO npezacTaBisgeTr codboi ranoreH, -CN, C,-C; ankwui, C,-C4 ankunmi, Cs;-C, nukio-
ankun C,-Cs ranorenankui, Ci-C; ankokcu, C;-C, rajnoreHajJKoKCH;

R* npezacTaBiset coodoi ranoreH, C-C; ankui, C;-C; ranorenankui, C;-C; alKokcH; u

n pasusercsa 0, 1, 2 win 3.

3. CoenuHenue no 1.2, rae

X mpencrasisier coboit -CH=CH-, -C(CH;)=CH-, -CH=CF-, -CH=CCI- nmu -CH=C(CH3)-;

R! npencrasiseT coooit H, C;-C; ankwmi, C;-Cg anmkoKCHKapOOHUIATKIIT WA OCH3WUIT,

kaxpli R’ HesaBHCHMO npencrapiser coboit ranorex, -CN, Ci-C, ankwmi, -C=CH, muxnonpomun, Ci-C,
rajgorenankmil wik C-C, aJIkoKCH;

R* npencrasiseT codoi ramoreH, C;-C, ankwi, C;-C, ranorenankun wiu C;-C, aTKoKCH.

4. Coegunenue 1o 1.1, rae

X mpencrasisier coboit -CH=CH-, -CH=CF-, -CH=CCIl- unu -CH=C(CHj;)-;

R' MpPEJCTaBIsET COOOM METHII, ITHJI, N-MIPOTIFJI MU 2-METOKCHITHLI;

R? npeactaBisget cooor H, metwn, stwn, n-nporuin, CF; mim MeTokcwy;

kel R® HesaBucumo npexacrasisgeT coboit ramoreH, -CN, metwn, T, -C=CH, nukmonponmi, CF;,
METOKCH HJIA 3TOKCH;

R* MpeacTaBiseT co0oi ranoreH, metwt, 3T, CF;, METOKCH HITH STOKCH;
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n paBHsercs | wnum 2; u

R*® nmpencraBisier co60it METHIT HITH STHIL.

5. Coegunaenne GopMyIbl 3, IPECTABICHHOM B 1. 1, T1e
R TIpecTaBIseT coboi Me;

X mpencrasisier coboit -CH=CH-,

R' npencrassier co6oii Me, u

R? npeacTaBiseT coboir Me

(R3)p R4 (R3)p R4 (R3)p R4
- H - Me - Et
5-Me H 5-Me Me 5-Me Et
4, 6-1u—-Me H 4, 6-om—-Me Me 4,6-mn-Me |Et
5, 7T-on-Me H 5, 7T-nu-Me Me 5,7-onn-Me | Et

X mpencrasisieT coboit -CH=CH-,
R' npencrassier co6oii Me, u
R? npexacrasisieT codoi Et

(R3)p R4 (R3)p R4 (R3)p R4
- H - Me - Et
5-Me H 5-Me Me 5-Me Et
4, 6-nu-Me H 4, 6-nou—-Me Me 4,60-ou-Me |Et
5, 7-ou-Me H 5, 7-ou-Me Me 5,7-ou-Me | Et

6. Coenmnenue ¢popmyist 3 1o 1.1, BEIOpaHHOE U3:

MeTHI-2-[2-[2-(2,5-numeTrnoen3o[ b | TueH-3-mn)ane Tri | -2 -Me THITHAPa3UHILTHICH | TPOTIaHOaTa;

MeTHI-2-[2-[2-(2,5-numeTrn-3-0eH30( ypaHun)ameTi|-2-Me THITH IPA3HHIIH/ICH | TPOTIaH0AaTa; 1

2-(2-MeTOKCH- | -MeTHII-2-0KCOATHIUICH)- | -MeTriruapasuy 2,5,7-rpuMetni-3-06eH30(dypaHykcycHOW Ku-
CIIOTEHI.

7. Crioco6 monmy4yeHust coequHeHust Gopmyist 1b

®%),

1b

rae

R! npenacrasiseT coboit H, C;-C; ankun, C;-Cy ankunkapoonmnankui, C;-Cg anmkokcukapOoonunankmi, Cy-
C, amKoKCcHaNKWII, OCH3WIT WK (CHHUIT,

R? npencraenser cobor H, ranoren, -CN, C;-C; ankun, C;-C; ranorenankui, C;-C; amkokcu wid QeHu,
Heo0s3aTeNbHO 3aMelneHHbIH ramorenoM, C-C4 ankumom uin C;-C, ratoreHaaKuaoM;

X mpexcrasisiet coboit O, S wu NR®; nin

X npexcrasnser codoit -C(R*)=C(R")-, rae aTom yriepona, cBszansblii ¢ R®, Takxke CBA3aH ¢ aTOMOM yr-
nepoa, cs3aHHbIM ¢ R, 1

aTOM yIIIepoja, CBs3aHHbI ¢ R’, Take CBs3aH ¢ (pparMeHToM QEHHIFHOTO KObIa B popmyte 1b;

kaxpii R® HesaBrcnmo npeacrasisieT coooi ranoreH, -CN, Hutpo, C;-Cs ankwmi, C,-Cs anmkunauni, Cs;-Cs
nukaoankmi, C,-Cs ramorenankui, C,-Cs ankokcu, C,-Cs rajjoreHaJKOKCH;

R4, R® u R’ mesaBucumo npeacTaisaioT codoit H, ramoren, autpo, C;-Cs ankuin, C;-Cs ranoreHankwmi, C,-
C5 aJIKOKCH;

R’ npeacrasiset cooor Ci-C; ankur; u

n pasusiercs 0, 1, 2, 3 nnu 4,

BKITIOYAFOIIUI [UKITH3AIHIO0 COSTMHCHUS GOPMYIIBI 3 B IPUCYTCTBUH PACTBOPUTEIS M OCHOBAHHS
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®),
0
1 X
R )]\ N
N C
2 I H, 4
R _N R
CO,R*
3

rae

R' npeacrasisget codoit H, C-C; amkuin, C;-Cg ankuinkapoonunankmi, C;-Cg ankokcukapOonmitankmi, Cy-
C, anmKoKcHanKuI, OCH3WIT WK (CHHUIT,

R? npencraensietr coborr H, ranoren, -CN, C;-C; ankun, C;-C; ranorenankui, C;-C; amkokcu wid QpeHu,
HeoO0s3aTenbHO 3aMelneHHbIi ramorenoM, C-Cy ankumom uiu C;-C, raloreHaaIKuiIoM;

X mpexacrasisiet coboit O, S wu NR®; nin

X npexncrasisier coGoii -C(R*)=C(R’)-, rae aTom yriepoma, cBsi3aHHSIH ¢ R®, Takke CBA3aH ¢ aTOMOM yT-
Jiepoa, CBI3aHHBIM C R*, i atom yriepona, cBs3aHublii ¢ R’, Take cBsi3aH ¢ pparMeHTOM (EHHIBHOTO KOIbIa
B hopmyre 3;

kel R® HesaBrucuMo npexacrasiseT codoit ramoreH, -CN, autpo, C,-Cs ankun, C,-Cs ankuami, C;-Cs
nukaoankmi, C,-Cs ramorenankmi, C;-Cs ankokcH, C;-Cs rajioreHaJKkoKCH;

R4, R® u R” HesaBucumo npeacTaBustoT coboit H, ranoren, Hutpo, C;-Cs ankun, C;-Cs ramorenankwmi, Ci-
Cs aliKoKCH;

R’ npezactasiset codoi C;-C; amku;

n pasusierca 0, 1, 2, 3 wiu 4; u

R MPEJCTABISCT COOOM METHI MM ATHIL.

8. Crioco6 nosryyenns coequnenus 1b no .7, e B popmyste 1b

R MIPEICTaBIAET COOON METHIT UITH THIT,

R’ MIPECTaBIAET COOON METHIT UITH THIT,

X npexcrasisier cooit -C(R%)=C(R")-;

kaxpii R HesaBucuMo npenacrasiseT coooit F, Cl, Br, MeTn, 3T W METOKCH;

R* npencraBiset coboit ranorex, -CN, metun, 3T, -CH=CH,, -C=CH, nuxnonpomnwn, CF3, MeTokcu wiu
JTOKCH;

R°uR’ MpeACTaBIAIOT co0oil H mm ramoren; u

n pasusietrcs 0, 1 win 2,

BKITIOYAFOIIUI IUKIH3AIHI0 COSTMHEHUS POPMYIIBI 3 B IPUCYTCTBUH PACTBOPUTEIS M OCHOBAHHS,

riae B popmye 3

R' MPEJCTAaBISACT COOOM METHII WIIH ITHI,

R? MPEJCTAaBISACT COOON METHII WM ITHI,

X npencrasnser coboit -C(R®)=C(R")-;

kbt R HezaBucuMo npencrasiseT codoit F, Cl, Br, MeTni, 3THII WM METOKCH;

R* MIpeACTaBIsAeT cOOO0H TamoreH, MeTriI, 3T, CF3;, METOKCH HITH 3TOKCH;

R°uR’ MIpeACTaBIAIOT coboit H mm ramoren;

n paBasercs 0, 1 v 2; u

R MIPEACTaBISAET COOOH METHIT UITH STHIL.

9. Crioco6 mosryueHust COequHEHMS POPMYJIIBI 3

®%),
0
1 X
.
N N
2 I H2 4
R:.__N R
CO,R%
3
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rae

R' npencrasistet coboit H, Ci-C; ankuin, C;-Cg ankmnkapoonminankui, C;-Cy ankokcukapoormnankmi, Cy-
C; aJIKOKCHAITKHJI, OSH3MI T (DEHWIT,

R? npencrasiser coboit H, ranoren, -CN, C;-C; ankui, C;-C; ranoreHankwmi, C;-C; ankokcu wim GeHuI,
HeoOs3aTeNnbHO 3aMelieHHbI rajorenoM, C,-Cy anxmi win C,-C, rajoreHajaKum;

X mpencrasisier coboit O, S nmm NR’; unu

X npexncrasisier co6oii -C(R*)=C(R’)-, rae aTom yriaepoma, cBsi3aHHbIH ¢ R®, Takke CBA3aH ¢ aTOMOM yT-
JIepoa, CBI3aHHBIM C R*, i atom yrIeposa, CBs3aHHbIi ¢ R’, Take cBs3aH ¢ pparMeHTOM (EHHIBHOTO KOIbIa
B opmyie 3;

kaxpli R HesaBrcHMo npeacTapnsetr codou ranoreH, -CN, Hutpo, Ci-Cs ankun, C,-Cs ankuami, C;-Cs
nuknoankwmi, Ci-Cs ranorenankui, C,-Cs ankokcu, C-Cs rajoreHaaIkoKcH;

R4, R® u R’ HezaBucumo mpeacTaBistoT coboit H, ramoren, aurpo, C;-Cs ankun, C;-Cs ranorenamkmn, C;-
Cs ankokcu,

R’ npezactaBisiet coboit C;-C; amku;

n paBasiercs 0, 1, 2, 3 wm 4; u

R MIPECTaBISAET COOOH METHIT UITH THIT,

BKJTIOYAIONINH B3aUMOJECHCTBHE CIIOXKHOTO d(upa ruapasuaa Gopmyisl 4

Rl

SNH

I
2/N
Ym

COR
4

R

rie

R! npencrasiseT codoit H, C,-C; ankmi, C3;-Cg ankunkapoormnankmi, Cs-Cg ankokcukapOoHumankmi, C,-
C; aJIKOKCHAITKHJIT, OSH3MI I (DEHWUIT,

R? npencrasiseT coooit H, ranoren, -CN, C;-C; ankun, C,-C; ranorenankui, C;-C; aJKOKCH; 1

R¥ MIPEJCTABISCT COOOM METHII HITH JTHII;

C TUAPOXJIOPUAOM POPMYIIBL 5

®),

(0]

A

C
H,

>

Cl

=

rae

X mpexcrasisiet coboit O, S wu NR®; nin

X npexncrasisier co6oit -C(R*)=C(R’)-, rae aTom yriaepona, cBsi3aHHbIH ¢ R®, Takke CBA3aH ¢ aTOMOM yT-
nepoza, cBsi3aHHBIM ¢ R”, 1 aTom yriepona, cessanHsIii ¢ R, Takke cBsizaH ¢ gparMeHTOM (QEHHIBHOTO KOJbIA
B hopmyre 5;

kaxpii R® HesaBrcnmo npeacrasisieT coooi ranoreH, -CN, Hutpo, C;-Cs ankwmn, C,-Cs amkuani, Cs;-Cs
nukaoankmi, C,-Cs ramorenankwi, C;-Cs ankokcen, C;-Cs rajjoreHaJKkoKCH;

R4, R® u R’ nesaBucumo npencraBisaioT coooi H, ramoren, autpo, C,-Cs ankun, C;-Cs ramorenankwmi, C-
Cs ankokcu;

R’ npencrapiset coboit Ci-C; ankui; u

n pasusiercs 0, 1, 2, 3 wnu 4,

B MPUCYTCTBUH PACTBOPUTEIS M OCHOBAHHSI.

10. Crioco6 mosnydeHus coeauHenust popmyiisl 3 o 1.9, rae B popmyne 3

R MIPECTaBISAET COOOH METHIT UITH THIT,

R’ MIPECTaBISAET COOON METHIT UITH DTHIT,

X mpexcrasisier cooit -C(R%)=C(R")-;

kaxpii R HesaBucumo npencrasuseT coooii F, Cl, Br, MeTn, 3T WK METOKCH;

R* mpeacTaBisiet coboii ranmoren, metwn, 3T, -CH=CH,, -C=CH, muxnonpornui, CF;, METOKCH WIIH 3TOK-
cu;

RéuR’ MpenCTaBIsIOT coboi H wimm ramoren;

n paBasercs 0, 1 v 2; u
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R MPEJCTABISCT COOOM METHII MJIH ITHII,

BKITIOYAFOIIUI B3aMMOJICHCTBHE CIIOKHOTO d(upa ruapasuna hopmysisl 4, rae B hopmyse 4

R TIPEACTaBISAET COOON METHIT NI DTHIT,

R? MIPEACTaBISAET COOON METHIT UJIH DTHIT, U

R* MIPECTaBISAET COOOH METHIT WIIH DTHII,

¢ THIPOXJIOpHIOM (POpMyYIIBI 5, TIe

X npexcrasisier cooit -C(R%)=C(R")-;

kaxpiii R HesaBucuMo npencrasiseT coooit F, Cl, Br, MeTn, 3T WIIM METOKCH;

R* TpeacTaBisieT coboii raorex, metw, 3Tii, -CH=CH,, -C=CH, nuknonponmi, CF;, MeTokcH WiTH 3TOK-

RéuR’ MPEICTABISIOT co00# H wmu ramoren; u
n paBHsiercs 0, 1 unn 2
B [IPUCYTCTBUU PACTBOPUTENSI U OCHOBAHMUS.

@ EBpa3suiickasi naTeHTHas opraHusauus, EAMB
Poccus, 109012, MockBa, Manblit Yepkacckuii nep., 2
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