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(54) Cnocod mosryyenusi rajoreHu10B [(5,6-nukapOokcu-3-nupuani) MeTua| aMMOHUS U
€1ocod mosry4eHusi MMHIa30JIHHOHOBBIX COeIMHEeHM I
(57) N3o0peTeHne OTHOCUTCS K MOMYYSHHIO TPOMEKYTOUYHBIX COSTMHEHUN JIUIsI CHHTE3a TepOu -
IUAHBIX COeAMHEHUH. 3anadyeil n300peTeHust sBJsSeTCs MOJIy4YeHHe rajoreHuia aMMOHMS, SIB-
JISIOUIET0Cs IPOMEKYTOUHBIM MIPOAYKTOM JUIs MOTY4YEHHs TepOULIUTHBIX HUKOTHHOBBIX KUCIIOT,
ux 3(UpPOB U CcoJeil HA OCHOBE MPUMEHEHHs paHee HEe MCIOJIb3YyEeMbIX JUIS ATHX Iefiel MaTepu-
anoB. Cnoco0 moydyeHus: TamoreHuaoB [(5,6-auKapOOKCH-3-TTUPUAIII)-METHII| aMMOHHSI,
UMEIOIIUX CTPYKTYPHYIO (hopMyITy
Z
I
X —R,— I\II+— CHA_~ COH
R,

N
Z N CO,H

MOJIE3HBIX B KAa4yeCTBE HCXOJAHBIX MPOAYKTOB JJIsl TOJYYEHHUS COCIMHEHUN HMHIA30JIMHA,
uMmeromx Gopmyiy
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8 3.1m. ¢-1p1, 8 mp., 1 Tabm., 1 cxema.

lamorenwapl (umu ramuabl) [(5,6-TuKapOOKCH-3-IUPUINIT )-METHII |aAMMOHUS  SIBIISTFOTCS
MOJIE3HBIMU B KAauyeCTBE MPOMEXKYTOUHBIX COEIWHEHUI MpH MOJy4eHWU TepOULUIHBIX S-
(amkoxcuMeT)-2-(2-UMHIa30THH-2- 11 ) HHKOTHHOBBIX  KUCJIOT, CIOXHBIX 3(QUPOB MU COJCH.
Crioco6 mpeBpateHus: TPOU3BOIHBIX S-METHII-2,3-TTH-PUANHINKAPOOHOBOM KUCIOTHI B TAJH/IbI
[(5,6-nukapOokcu-3-mupuami ) MeTw |-aMmMoHus orucald B nateHte US 5378843, Xors cmoco6
JAHHOTO TATEHTA SIBJISICTCS IMOJIE3HBIM, BEIYTCSl HEMPEPBHIBHBIE UCCIICOBAHUS B MOMCKE HOBBIX
CH0CcO0O0B MOJTyUEHUs raloreHu 0B [(5,6-auKapOOKCH-3-ITUPUIIIT)METHII |aMMOHHUS.

[To »Toi MpHUYKMHE, IETBI0 HACTOSAIIETO W300PETEHUS SIBIISICTCS CO3/1aHue Y(PPEKTHBHOTO
1 TIPOCTOT0 CIIOC00a MOTyUeHUs rajJoreHu10B [(5,6-auKapOoKCH-3-TTU P )METHI |aMMOHUS.

Hacrosimee m3zobperenne mpencraBiseT 3PQGEKTUBHBIA U MPOCTON CIOCO0 TOTyYECHHS
ramorenuaa  [(5,6-nukapOOKCH-3-MUPUANI)-METUI |AMMOHHUS,  UMEIOLIET0  CTPYKTYPHYIO

opmyuy I

R z
I

X —R,— 1\|1+— CH, P CO,H
R,

NS

rae R, Ry u R, nmpeacrasnstor, kaxapiii HezaBucumo, C,-Cialkun 1, Korjaa OHU B3sThl BMecTe, R
u R, Morytr oOpa3oBbIBaTh 5- WM 6-WICHHOE KOJbIIO, HeoOs3aTeapHO mpepBanHoe O, S wiun
NR3;

Rs mpencrasnser C,-Ciankum;

X npenctasnsiet Cl, Br win I

7, mpencTaBAseT BOJOPOJ WM TajoreH; W Z; MPEACTaBIIIET BOAOPOJ, TAJOrEH, LIHMAHO WU
HUTPO, KOTOPBIN BKIIFOYAET OKUCIICHHE 3aMEIIEHHOTO TaIoTeHuIa (3-XHUHOIUI-METHII)aMMOHHS,
HUMEIOIIETO CTPYKTYpHYIO Gpopmyny 11

llz z R,
X —R,—N*—CH, R
| =
Zl N RS
R,

I

rae R, Ry, R;, X, Z u Z, uMeroT 3HaUeHus, ONMCAHHbBIE BhIIIEe i (hopmysl ;

R4, Rs, R¢ m R; mpencraBnstor, KakIplii HE3aBUCUMO, BOAOPOa, Tuiapokcu, HUTpo, OC(O)Rs,
rasoreH, NRoR o, C;-Csankokcu, SOs;H, SO,Cl wim SH, nipu ycnoBuu, uro oauH u3 Ru, Rs, Re u
R; siBRIsIleTCS OTIMYHBIM OT BOAOPO/Ia WU TAJIOTCHA;
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Rs mpencrasnser C,-Ciankun, C,-C, ankoken, Gpermt win NR;1R2;

Ry, R0, Ri1 1 Ry, mpencraBastor, kaxapiii HezaBucuMo, Bogopo, Ci-Ciamkui wim GheHun;

ux N-OKCHJOB; W HMX KHCIOTHO-3JTUTHBHBIX COJIEH, MEPEKUChIO BOJOPOJA B MPUCYTCTBHU
BOJTHOTO OCHOBaHWUSI.

B mpenmodtuTenbHOM BOIUIOIIEHWH HACTOSIIETO M300PETEHUS 3aMEIEHHBIN TallOTeHU]T
(3-XMHONMIMETHIT) aMMOHUS, TPeACTaBICHHBI Gopmynoit II, okucisior, mo KpaifHell mepe,
MPUMEPHO 8 MOJISIPHBIMU SKBUBAJCHTAMU IEPEKUCH BOAOPOJAa B NPHUCYTCTBUM HE MEHEE
NIpUMEpPHO 1 MOJNSIPHOIO 3KBHBAJIEHTA, MPEANOYTUTENBHO, OKOJI0 4-10 MOIsIpHBIX
SKBUBAJICHTOB, BOJHOTO pAacTBOpPa OCHOBAaHUS, TMPEANOUYTUTEILHO TIPH TEMIIepaType B
nuamnaszone ot okoJsio 50 1o okoso 100°C, Gosee MPeAMOYTUTENBHO OT 0KOJIO 75 110 okojo 95°C.

O6nHapyxeHo, 4to  rajgoreHunbl  [(5,6-auKapOOKCH-3-TTUPHIIIT)-METHII |JaMMOHUS
MOJIy4alOTC C BBICOKMM BBIXOJOM M CTENEHBIO YUCTOTHI C TIOMOMIBIO MPOCTOTO U
3¢ (hEeKTUBHOTO CrI0c00a HACTOSAIIETO U300pETEHUS.

[Iponyxt npouecca: rajoreHus! [(5,6-1MKapOOKCH-3-TUPUANI)-METHUI |]AMMOHHUS MOTYT
OBITh BBIJICJICHBI ITyTEM TMOJKHCICHUS PEAKIIMOHHONW CMECH HEOPTaHUYECKOW KHUCIOTOH 1 cOopa
MOJIyYEHHOTO B pe3yJibTaTe NpoaykTa (GopmMynsl | ¢ TOMOIIBIO CTaHIAPTHBIX CIOCOOOB.
AINbTepHATUBHO, PEAKIIMOHHAS CMECh MOXKET OBITh BKJIFOYEHA B IMPOIIECC, MCIOIB3YEMBbIN IS
MOJTyYeHHUs] KOHEYHOTO TepOHUIMIHOTO IPOAYyKTa Oe3 BblaeTeHHs coequHeHnus Gopmysl 1.

[Ipumepamu ranorena, ykazaHHoro BeIie s Z, Z1, R4, Re 1 R; sBustoTest grop, xmop,
OpoM uiu Mo, IpUYeM XJIOp SBISETCS MPEANOYTHTEIBHBIM.

Boanele ocHOBaHUS, TOAXOASIIME MJIsi HUCIHOJIB30BAaHUS MO CIOCOO0Y HACTOAIIETO
M300pETeHHST BKJIIOYAIOT THAPOKCUJBI IIETOYHBIX METAIOB, TaKUE KaK TUJIPOKCHUJ HATpUs U
TUAPOKCU]T KaJIHsl, TUAPOKCUIBI IEJIOYHO3EMETbHBIX METAIOB, TaKUE KaK THAPOKCU]] KaJIbIIHS,
KapOOHATHI IIEJIOYHBIX METAJUIOB, TaKHe KaK KapOOHAT HaTpus M KapOOHAT Kayius, KapOOHATHI
[IEJIOYHO3EMETFHBIX METAJIOB, TAKWE KaK KapOOHAT KalbIUs, U UX cMecH. [IpeanodrurensHbie
BOJIHBIE OCHOBAHUS BKIIIOYAIOT BOJHBIN THPOKCU] HATPUS U BOJHBIN THIPOKCUT] KAJIHS.

[IpenmymiecTBEHHO, 3aMelLIEHHbIE TaIOTeHUbI (3-XUHOIUIMETHI)-aMMOHUS (HOPMYJIbI
Il sBhsitOTCS BBICOKOPACTBOPUMBIMU B BOJHOM OCHOBaHWH. OOBIYHO, MPEAMOYTHTEIHLHBIMU
SBJISIFOTCS. KOHLIEHTpAIMi OCHOBAaHMS OT OK0J0 35 10 65 % 1mo Becy, mpu4eM KOHLIEHTpPALUs OT
okoisio 40 1o 60 % sBusierca Oosee MpeanovTUTENbHON. B mpomuiom, HEKOTOpbIE XMHOJIWHBI
OKHUCJISUTH TIEPEKUCHIO BOJIOPOJIa B IPUCYTCTBUM BOJIHBIX OCHOBaHUM, UMEIOLIMX KOHIIEHTPALUU
BIUTIOTH 110 OKoyio 35 % mo Becy (cM., Hanmpumep, nmateHT US 4816588). Onnako, sBiIseTcs
KEJIaTeIbHBIM HCIIOJIb30BaHKHE 00Jiee KOHIIEHTPUPOBAHHOTO BOJHOTO OCHOBAHHUS, IMOCKOJIBKY
3TO YMEHBIIAeT KOJIMYECTBO TMOJMYyYaeMBbIX CTOYHBIX BOA. Elle OJHUM MNpPeruMyIIECTBOM
mpolecca HACTOSAIIErO0 HW300peTeHHsl SABISETCS TO, UYTO HE TpeOyIOTCS COpPacTBOPUTEIH,
CMEIIIMBAaEMbIE C BOJIOHM, MOCKOJBKY TaJOTCHHJIbI 3aMEleHHOTO (3-XUHOIUI-METHT)aMMOHUS
SIBJISIFOTCSL XOPOIIO PACTBOPUMBIMHU B BOJHOM OCHOBAHUH.

J1s TOMHOTO OKHUCIEHHUS 3aMEIIEHHBIX TajJoreHUJI0B (3-XWHOIMI-METHI)aMMOHUS
dopmyner Il TpeOyercs MHHUMYM 8 MOJSPHBIX OKBHBAJICHTOB MEPEKUCH BOAOPOA.
[IpeanouTuTenbHO, UCTIOIB3YETCS OT OKOJIO 8 110 oKoIo 60 MossipHBIX SkBUBaIeHTOB 30 - 50 %
BOJHOI'O PAacTBOpA MEPEKUCH BOJOPOJIa, OoJiee MPEANOYTUTEIBLHO OT OK0JIO 8 10 40 MOJSPHBIX
skBuBasieHTOB 30 - 50 % BOAHOTO pacTBOpa MEPEKUCU BOAOPOAA, JUISl OKUCICHHS COCAMHEHUS
dbopmyasr I1.

B mpeamouturensHOM cmocobe HacTosmero uzobperenuss R, R, u R, mpexacrapmusior,
Kaxxapiid He3aBucuMO, C-Ciankui,

X npexacrasnsiet Cl, unu Br;

Z u Z, npeacTaBisiioT BOJOPOL;

1o kpaiineit mepe, onuH u3 R4, Rs, R u R; npeacrasnser Bonopoa, uutpo min OC(O)Rs; u
Rs mpencraBnser C,-Ciankun, C;-Ciankokcn win GeHuI.

B Gonee npeanouturensHOM criocobe Hactosiiiero uzodperenus R, Ry u R, aBnsrores
METHUIIOM;

X saBisercs Br;
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Rs, Re, Ry, Z 1 Z, aBASIOTCSA BOJOPOIOM;
R4 sBnsiercs ruapokcu, HUTpO niau OC(O)Rs;
Rs sBisiercsa Ci-Ciankunom min C;-C, alnKokcu.

3aMeleHHble TaNoOreHHubl  (3-XuHOMMIMETHI)aMMOHUS  (opmynbl [T moryt ObITH
MONy4YeHbl MyTeM TaJOUJUPOBAaHUS 3aMENICHHOTo  3-MmeTwixuHoinuHa  dopmynsr  II
TaJIONIMPYIOIMM areHTOM B MPHUCYTCTBUU PAcCTBOPUTENS M, HEOOS3aTENbHO, B MPUCYTCTBUU
KaTaJIMTHYECKOTO KOJUYECTBA PAJUKAILHOTO MHHUIMATOpPA C 00pa3oBaHHEM 3aMEIIEHHOro 3-
rajou/i-MeTuiIxuHoauHa Qopmynsl IV u B3aumopelictBus coenuHeHust gopmyiasl IV ¢ He
MeHee, 4YeM MpHUOIM3UTENbHO OJHUM MOJISIPHBIM SKBHBAJIEHTOM aMuHa Qopmyiasl V B
MIPUCYTCTBUM pacTBopuTena. Cxema peakiuu npeacTaBiieHa Ha cxeme |.

Cxema I.

(111

\L raJouOupoOBaHUE

Z R_
R
XCH2 7 I 6
N
Z, N R,
R
4

(IV)
NRRle
(V)
t 1 kb
- R
X RL—I?T—-CHz 4 \ 6
R
2 ~
Z, N R,
R4
(I
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CoenuHeHus, TOJIydaeMbI€ 10 CHOCOOY HACTOSIIETO W300PETCHHs, TOJE3HBI JJIA
MOJTyYEHUS TepOUITUITHBIX COEUHEHMUIL: 5-(ankokcUMeTH )-2-(2-MMH1a30THH-2 -
WJT)HUKOTHHOBBIX KHCJIOT, CIIOXKHBIX 3(HPOB U COJICH, UMEIOIIUX (GOPMYITy

0 (VI)

rae Z v Z, IMEIOT 3Ha4€HUs1, ONPE/ICTICHHbBIC BBIIIIE;

A npencrasisier O wia S;

Ri> mpencrasnsier C;-Ciankui, HEOOS3aTeNbHO 3aMENIEHHBIN (PEeHIIOM, HEOOS3aTEIIHBHO
3aMenieHHbIM ofHOU - Tpemsi C;-C; anKuIpHBIMH TPYNIIAaMH WM aTOMaMH TajloreHa, WIH
(dbeHnIoM HeoOs3aTeNbHO 3aMemeHHBIM OfHON - Tpems C;-C, alKWIbHBIMH TPYIIIAMH WA
aTOMaMH TaJIOreHa;

Ri; sBaserca C,-Cyankuiom;

Ris sBaserca Ci-CiankunoMm, Cs;-CenuxitoankuiioM uid R;; m Ry, Korma OHH B3STHI
BMECTE€ C aTOMOM, K KOTOPOMY OHH MPHUCOEAUHEHBI, NpeacTaBisiioT C;-Cq HUKIOATKUIBHYIO
rpyIITy, HeoOs3aTENHHO 3aMENIEHHYI0 METUIIOM, U

Ris sBRsIETCSI BOJIOPOJT, TU-HUBIIAM AJTKAIUMHUHO,

Ci-Cy, ankuioM, HeoOs3aTenbHO 3aMEIIeHHBIM OAHON u3 cieayrommx rpymi: Ci-Cs
ANKOKCH, TajoreH, ruapokcu, Cs-Ce MUKIOATKII, OCH3UIOKCH, Gypui, GpeHuI, rarouadeHu,
HU3MMKA  ankwieHWwI, HU3MMA  aTKOKCH(EeHWN1, HUTpOpeHUI, KapOOKCWI, HU3LINH
AIKOKCUKApOOHWII, IIMAaHO W TPU-HU3IINN aTKUITAMMOHU;

C;5-Ci, ankeHWIOM, HEOOs13aTeIbHO 3aMElIeHHBIM OJHOU W3 cienyrommx rpymm: Ci-C;
aJIKOKCH, (DEHUJI, TaJIOTeH WM HU3IINUN amTKOKCUKapOoHWI, uiH aByMs C;-C; alIkOKCHTpyTTIaMH,
WJIU ABYMS TAJIOT€HOBBIMH TPYIITIAMU;

C;5-C¢ IUKIIOATKUIIOM, HEO0O0S3aTeNbHO 3aMemIeHHbIM OJHOW miH nByMst C,-C; amkuib-
HBIMH TPYIIaMU; UM KaTUOHOM, MPEANOYTUTENHHO BBIOPAHHBIM W3 TPYIIIbI, COCTOSAIIEH U3
MICJIOYHBIX METAJ/UIOB, IEJIOYHO-3€MENIbHBIX METAJNIOB, MapraHiia, MEIH, d>Kejie3a, IIMHKa,
KobanbpTa, CBUHIA, cepedpa, HUKENs, aMMOHHS U OPTraHMYECKOro aMMOHUS; U Koraa Ris u Ry
MPEJICTABIISIFOT PAa3IUYHBIE 3aMECTUTEINN, UX ONTUYECKUX U30MEPOB; KOTOPBII BKITIOYACT:

(a) momydeHue coeqMHEHUS, I/IMC}I{OHICFO bopmymy |

I
X —R,— 1\|1+— CH~ COH
R, |
Z N CO,H
ey
rae Z, Zi, R, Ry, R, u X umeror 3HaueHus1, onpeneeHHbIe BhIIIE, C TOMOIIBIO crioco0a, onpee-
JICHHOTO BBIIIIE;
(b) mpeBpamenue ykazaHHOTO coeauHeHUss ¢GopMynbl | B coequHeHHe, UMEIOIIEe
dopmyy VI
TepmuH "Hu3MMUI", KaK €ro UCIOJIb3YIOT BBILIE MO OTHOIIEHUIO K QJIKWJIBHBIM U aJKO-
KCUTpYIIIaM, 03HA4YaeT, YTO AJKUJIbHAS WM aJIKOKCUTpyNna COAEpKUT oT 1 10 6, mpeamnoyrtu-
TeJIbHO, OT 1 10 4 aTOMOB yTJIepoaa.
[IpeBpamenue coenunenus, umeromiero Gopmyny I, B coeannenue, umeroniee Gopmyiry
VI, MOXeET OCyIIECTBIISITECS MHOXKECTBOM CIOCOOOB. MOXHO CIIAaHUPOBATH MPOIECCHl MyTEM
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00BETMHEHUST PEAKIUi, W3BECTHBIX JUIS IMPEBpAIIEHUS OJHOTO IPOWU3BOAHOTO KapOOHOBOM
KHCIJIOTHI B IpYTO€.

CriocoObl, KOTOPbIE MOT'YT MCIIOJIb30BAaThCS ISl CO3AaHUS UMHIa30JIMHOHOBBIX IepOHULIM-
noB, wimocTpupytotes B kauure "The Imidazolinone Herbicides" D.L. Shaner and S.L. o'Connor,
published 1991 by CRC Press, Boca Raton, Florida ¢ xoHkpeTHO#l ccbulkOii Ha riaBy 2,
o3zarnasneHHyto "Synthesis of the Imidazolinone Herbicides", crpanumsr 8-14, n nuTupyemMbix
TaMm cchlikax. Crenyrome NaTeHThl TaKkkKe WITIOCTPUPYIOT COCOOBI, KOTOPhIE MOTYT HCIIOJIb-
30BaThCS JJISI IPEBPAICHHS IPOM3BOIHBIX KapOOHOBOW KUCIIOTHI B MMUIAa30JMHOHOBEIC KOHEY -
HBIE TIPOJTYKTHI.

ITaTenter US NeNe 5378843; 5371229; 5520694; 5110930; 5122608; 5206368; 4925944;
4921961; 4959476; 5103009; 4816588; 4757146; 4798619; 4766218; 5001254; 5021078;
4723011; 4709036; 4658030; 4608079; 4719303; 4562257; 4518780; 4474962; 4623726;
4750978; 4638068; 4439607; 4459408; 4459409; 4460776; 4125727 u 4758667, u EBponeii-
ckue 3asBku Ha nateHT NeNe EP-A-0-041623; EP-A-0-331899 u EP-A-0-388619.

Jis obnerdyenust JadbHEWIIEr0 MOHUMAaHUA HM300pETEHHUs, MPEACTABICHBI CIEAYIOIIHNE
HIDKE TIPUMEPBI, TIPEX/IE BCETO, C MENbI0 WIDTFOCTPAIMU ero 0oJiee KOHKPETHBIX MOIPOOHOCTEH.
N300peTeHne He MOMKHO OIpPaHUYMBATHCS MPUMEPAMHU, MOCKOJIbKY HOJHBIH 00BbeM H300peTe-
HUS ompesiesieH B popMyiie H300peTeHHMs.

[Tpumep 1

[Tonmyuyenue 6pomuaa [(5,6-a1-kapOOKCH-3-MUPUIIIT)METHI | TPUMETHIAMMOHHUS

Br (CH3)3N CH2

~
N
O\IT/CH3
o)
Hzoz/HzO
A +
NaOH/I—Izo
\'4
- +
Br (CHB) ,N CH, / CO,H
- |
N COzH

PactBop mepexucu Bomopoaa (20 r, 30 % Bec/Bec, 12 SKBUBAJICHTOB) AOOABIISIOT K TI€-
peMenrBaeMoMy pacTBopy Opommuna [(8-aneTokcu-3-XxuHoawI)MeTui|TpumeTiaMMonus (5.0
r, 14.7 MMoinb) 1 pacTBopy ruapokcuaa Hatpus (9.4 r, 50 % Bec/Bec, 8 skBUBaJIEHTOB) pHU 85 -
90°C B Teuenue 15 mMunyT. IlomydyeHHYIO B pe3yJibTaTe PeaklMd CMECh MEPEMEIIMBAIOT MPHU

6
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temmneparype 85 - 90°C B teuenune 90 MuHyT, 00pabaTHIBAIOT JOMOTHUTEIHHBIM KOJTHYECTBOM
pactBopa nepekucu Bogopozaa (26 r, 30 % Bec/Bec 15.6 sxBuBanentoB) npu §5°C B Teuenue 30
MHUHYT, U TniepeMemnBaoT npu 85 - 90°C B Tedenue oaHoro yaca. KX aHaau3 KOHEYHOMU

peaKHHOHHOﬁ CMCCH ITIOKa3bIBACT, YTO MOJYUCH YKa3aHHBII>'I B 3aroJiIoBKC IMPOAYKT C BBIXOAOM 80
%.

[Ipumepsr 2-4

Hcnonb3yst 1o CyIIecTBY TOT K€ CaMbli CIIOCO0, YTO OMHCaH B mpumepe 1, HO UCTION-
3y paznudHbie OpoMubl [(8-3a-MeeHHbIN-3-XUHOIIIT)METHI |TPUMETHIIAMMOHUS, TTOJTYYar0T
opomup [(5,6-nukapOOKCH-3-TTUPUIAT )METHI |
TPUMETHIIAMMOHHSI C BBIXOJJaMU, TIOKa3aHHBIMU B Tabnuiie 1.

Tabmuna 1
[Tonyuyenue 6pomuna [(5,6-auKapOOKCH-3-ITUPH NI )METHI |TPUMETUIIAMMOHUS

- + = +
CO_H
Br (CH,) N'CH, ~_/ Br  (CH,) N'CH,~_/ )
N > N
N N CO 2H
R
4
[Ipumep R4 OKBUBAJIEHTHI OKBUBAJIEHTHI Yacsl ne- % BBIXOJA CO-
50 % Bec/Bec 30 % Bec/Bec peMenmBaHus enuHCHUS' |
pactBopa pactBopa H,O, | mpu Temnepary-
NaOH pe ot 85 no
90°C
2 OH 8 38 1.83 86
3 OCO,CHjs 9.8 58 1.75 83
4 NO, 8 32 2.58 45
'Onpenenen ¢ nomomeio KX aHanu3a peakMOHHONW CMECH.
[Tpumep 5
[Tomyuyenue 8-aneToKcH-3-MEeTUIXMHOJIMHA
CH, ~ @)

i
| - HCl + NaOH - (CH,(),0
o~

OH

Cmech ruapoxopuaHoi conu 8-rusipokcu-3-merwixunonuna (200 r, 1.02 monw) u ruja-
pokcuna Harpus (102 1, 2.55 monp) B Boge (1.000 mur) 0OpabaThIBarOT YKCYCHBIM aHTHIPHUIOM
(208 1, 2.04 moup) nipu 0 - 10°C B Teuenue 1 yaca u nepeMenIMBaIOT TP KOMHATHON TeMIiepa-
Type B TeueHue | yaca. Jl00aBisIIOT JOMONHUTEIBHYIO MOPLHI0 YKCycHOro anruapuaa (50 r,

7
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0.49 MomB), ¥ MOTYYEHHYIO CMECh TIEPEMEIINBAIOT B TEUEHUE OJIHOTO Yaca, 00pabaThIBarOT Ha-
CBHILIEHHBIM pacTBopoM OukapOonaTta Hatpus (100 mi) U GUABTPYIOT A0 MOTY4YEHHUS TBEPIOTO
BellecTBa. TBepi0e BEMIECTBO MPOMBIBAIOT BO0M, cymaT npu 60°C B BaKyyMHOM IeUu U niepe-
KPUCTAJUTM3YIOT W3 pacTBopa HTHIAIETAT/TENTaH C MOJyYEeHHEM YKa3aHHOTO B 3aroJioBKe
MpoayKTa B BUAE Oenbix uroiok (168.5 r, Bexon 82 %).

[Ipumep 6

[Toy4enue 8-0eH30MIOKCH-3-METHIXUHOINHA

o}
CH ~_~
N | - HC1 + Cl + N(CH],
N
OH
CH, N\~
!
—_— S
N
0
o]

Cmech ruApoxJIOpUaAHON conu 8-runapokcu-3-mermwixunonuda (10 r, 0.051 momns) u
tpudTIiiamuHa (15.5 1, 0.15 moinb) B Metunenxiopuae (100 mur) o6pabaTeiBatoT OCH30MIXJIOPH -
nom (10.8 t, 0.077 monp) mpu 0 - 10°C B Teuenue 1 yaca, mepeMemnBaIOT MPH KOMHATHOMN
TEeMIIEpaType B TEYCHHE TPEX YacoB U pa30aBisAioT Boaoi. Daspl pa3fensior, 1 OPraHuYECKYIO
a3y nIpoMBIBaIOT BOJIOM, cyIIaT Hajl 0€3BOJHBIM CyIb(aTOM MarHusi ¥ KOHIIEHTPUPYIOT B BaKy -
yME C IOJYYEHUEM TBEPJOTo BellecTBa. TBEpJO€ BELIECTBO NEPEKPUCTAIM3YIOT U3 pacTBopa
relTaHa/TolyoNa ¢ MOMyYeHUEM YKa3aHHOTO B 3aroJIOBKE MPOAYKTa B BHUJE OJIETHO-KENTHIX
kpuctayios (8.8 T, BeIXo 65 %).

[Tpumep 7

[Tonyuenue 6pomuna [(8-AeTOKCH-3-XHHOIUI)METHI [ TPUMETUIIAMMOHUS

CH3 Z
- !
N
OYCHB
o)
0
1)
N—Br
o

2) NI(CH,),

- +
Br (CH,) ,N"CH,

PactBop 8-amerokcu-3-metwnxunonuna (168.5 r, 0.84 monn), N-OpoMCyKIHMHUMHUIA
(177.9 r, 1.00 moup) u 2,2'-a300ucuzo0yTuponutpuia (6.7 r, 0.04 moinp) B xnopoen3zose (1.675

8
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MJI) MpOIyBarOT a3zoTroM, HarpesaioT npu 80 - 90°C B armocdepe a3oTa B TeueHUe 2 4acos,
OXJIQX/IAIOT 70 KOMHATHOM Temrepatypsl 1 GuibTpytoT. Cmech GuibTpaTa B anetoHe (700 M)
obpabateiBatoT TpuMeTHiaaMuHOM (75.4 1, 1.28 monp) npu 0 - 5°C B Teuenue 30 MHHYT, Tie-
pEeMEeIIMBAIOT MPH KOMHATHOM TeMmIiepartype B TeueHHe | yaca U QUIBTPYIOT C MOJy4YE€HUEM
TBEPAOIO BEIECTBA. TBeproOE BEIIECTBO NMPOMBIBAIOT aleTOHOM U cymar npu 60°C B Baky-
YMHOH Ie4H C MOJYYSHHEM YKa3aHHOTO B 3aroJIOBKE MPOAYKTa B BUjE OEJIOT0 TBEPJOTrO BeEIle-
ctBa (180 r, oOmwmit BeIXo 63 %).

Hcnonp3ys, Mo CymiecTBy, Ty K€ MpPOLEAYpY, HO, UCIONb3Yysl pa3inNyHble §-3a-MEeIleH -
HBII-3-METWIXUHOJIMHBI, [TOJIy4YalOT CIEAYIOIINE COCIUHEHUS.

Br (CH,) N'CH ~_~

|
N

R4

OC(0)CeHs
OC(0)OCH;
NO;

[Tpumep 8
[Tomyuenune 6pomuna [(8-ruapoKCH-3-XHHOIUI)METHII | TPUMETUIIAMMOHUS

Br (CHJJ , N CH,

ad
- |
N
o\n/c:H3
o
PAN CHBOH
Br’ (CH,) N'CH,~__
l
NS
N
OH

PactBop Opomupa [(8-ameTokcu-3-xuHomui)meTuil |tpumetwiiaMmmonnst (5.0 1, 14.7
MMOJIb) B METaHOJIe HArpeBaloT ¢ OOPATHBIM XOJIOAUILHUKOM B TedueHue 13.5 yacoB U KOHIICH-
TPUPYIOT B BaKyyMe € MoJy4eHueM octatka. OCTaTok cymat B BakyymMHo# nieun npu 60°C ¢ no-

JYYCHHUEM YKa3aHHOTO B 3aroJIOBKE MPOJIYKTa B BHUJE HE COBCEM OEJIOr0 TBEPIOTO MPOAYKTa
(4.4 1, Beixoxa 100 %).

Dopmysia u300peTeHust



329

1. Cnoco6 momydeHusi rajaoreHunoB [(5,6-nukapOoKCH-3-TTMPUINAI) METHII| aMMOHUS,
UMEIOIIETO CTPYKTYpHYIO Gopmyy |
R

I
X —R,—N'—CH, CO,H

| ~

R,

Z

NS

rae R, R, u R, npencrasnsitor, kaxapiit HezaBucumo, C;-Cy aJIKWII U, KOTJ1a OHHM B3AThl BMECTE,
R u R, MoryT 00pa3oBbiBaTh 5- WK 6-4I€HHOE KOJbIO, Heo0s3aTeabHO mpepBanHoe O, S wiu
NR;;

R; mpencrasnsier C,-C4 ankui,

X nmpeacrasisiet Cl, Br wiu [; Z npeacrapiisieT BOIOPO WIH TaJIOTEH;, U

7, NpeACTaBISIET BOJOPOJ, TAJIOr€H, LIMAHO WM HUTPO, KOTOPHIA BKIIFOYAET OKUCIIEHUE rajore-
HUJA 3aMEIIEHHOTO (3-XMHOIUI-METHII) aMMOHHSI, IMEIOIIET0 CTPYKTYpHYI0 hopmyy 11

]T z R,
X —R,—N*—CH, R
| =
Zl N RS
R, (ID)

rae R, Ry, Ry, X, Z u Z, umerot 3HaueHus1, ONMMCaHHbBIE BhIIIE ISt popMyIibl [;
R4, Rs, R¢ u R; mpencraBnstor, Kakaplidi HE3aBUCUMO, Boaopoa, ruapokcu, HuTpo, OC(O)Rs,
rajgoreH, NRoR o, Ci-C4 anikoxcu, SO;H, SO,Cl ninn
SH, ipu ycnoBuu, uto oguH u3 Rs, Rs, Re u R; siBnsieTcs oTiMuHbIM OT BOAOPOIA UM TaJIOreHa;
Rs mpeacrapnsier C,-C,ankun, C;-C4 ankoken, pennn unu NRRi2;
Ro, Rio, R 11 1 Ry, mpeacrapmnsitor, kaxaplii He3aBUCUMO, Bo1opo, Ci-Cy ankun unu GeHu:; ux
N-0KCHI0B; U UX KHCIIOTHO-aITUTUBHBIX COJIEH, MEPEKUChIO0 BOJOPO/IA B MPUCYTCTBUU BOJHO-
0 OCHOBAHHSI.

2.Cnocobnomn. l,orTnuuatr muiics tem, uto R, R; u R, npeacrasmisior, kaxapri
HezaBucuMo, C;-Cy ankm;
X npeacrasisiet Cl unu Br;
Z v 7, NpeacTaBisIIOT BOJOPO; 10 KparHen mepe, oauH u3 R4, Rs, R¢ u R; npeacrasnser rua-
pokcu, HuTpo min OC(O)Rs; u Rg npeacrasiser Ci-Cy ankuin, Ci-Cy ankokcH WM (GeHuI.

3.Cnocobmom. 2,0Tnuyatmuicsa tem, uto R, R, u R, sSBastoTCsa MeTHIIOM;
X npexacrasiusier Br;
Rs, Re, Ry, Z 1 Z, aBASIOTCS BOJOPOIOM;
R4 sBsiercsa ruapoxcu, autpo unu OC(O)Rs; u
R sBsercs Ci-C, ankuinom unu C;-C4 alIKOKCH.

4.Crocobmom.l,oTAIMYAOUIUNCS TEM, 9TO IEPEKUCH BOJOPO/Ia IPUCYTCTBYET B
KOJIMYECTBE OT OKOJO 8 710 60 MOJISIpPHBIX SKBHUBAJIEHTOB MO OTHOIIEHHUIO K TajJOT€HU]ly 3ame-
HIEHHOTO (3-XUHOMUIMETH) aMMOHus (popmysl I1.

5.Cnocobnomn. 1, 0oTnuyawmuiicsa TeM, 4YTO BOJHOE OCHOBAaHHE IPUCYTCTBYET B
KOJIMYECTBE, M0 KpallHel Mepe, OKOJIO OAHOTO0 MOJISIPHOT'O SKBHBAJIEHTA MO OTHOILIEHHUIO K Tajio-
TeHUAY 3aMEeNIeHHOTO (3-XuHOMMIMETHI) aMMOHUs Gpopmysl 11.

6. Cmocobmon. 5,0 TN MYa0 U UM Cs TEM, YTO BOJHOE OCHOBaHUE MPUCYTCTBYET B
KOoJIn4eCTBE OT 0KO0JI0 4 10 10 MOJIApHBIX SKBHUBAJICHTOB.

7.Crnocoomom. l,oTnuyaomuiicsg TeM, YTO BOAHOE OCHOBAHUE SIBJISIETCS BOM-
HBIM THAPOKCHUJIOM HATPHs WIM BOJAHBIM T'MIPOKCUIOM Kallusl.

10
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8. Cmocod mo m. 1, oTaMYamMUNCsS TEM, YTO TaJOTCHH] 3aMelIeHHOro (3-
XUHOJIHIIMETHIT) aMMOHHUS (POPMYITBI 2 OKHCISIOT EPEKUChI0 BOAOPOa B MPUCYTCTBUU BOJHO -
ro OCHOBaHHUsI IIpu Temmneparype B auamnazone ot 50 mo 100°C.

9.Crocobmomn. 8§, 0TAMYA U UKCS TEM, YTO JUAMIA30H TEMIIEPATYPbl HAXOUTCS
B npezenax ot 75 no 95°C.

10. Cmoco06 momydeHUs TEepOWIHMIHOTO COCAMHCHHS WMHJIA30JIMHOHA, HWMEIOIIETO

dbopmyiy VI

Z
COOR
R,A = 15
S
Z N /N Ry
HN Rps
0 (VI)

rae Z u Z, UMeroT 3HaueHus, onpenaeneHubie B 1. 1; A npeacrtasiser O uinu S; Ry, npeacrasnser
Ci-C4 anxwmi, HeoOsS3aTENbHO 3aMEIIEeHHBIN (HeHUIIOM, HEeOOs3aTeNbHO 3aMEICHHBIA OTHOW -
tpemsi C;-C4 aNKUIbHBIMU TPYNINaMH WM aTOMaMH TajoreHa, uiu (heHuI, HeoOs3aTeNbHO 3aMe-
mieHHBIN otHOM - TpeMsi Ci-C, aNKWIbHBIMU TPYNIIaMU WM aTOMaMU TaJIoreHa;

Ri; mpencrasnsier C,-C, ankun; Ry npencrasnser Ci-Cs ankun, Cs-Ce uukinoankun uind Rz u
R4, KOr1a OHU B35THI BMECTE C aTOMOM, K KOTOPOMY OHHU MpHUKpeIuieHbl, npeAacTaBisiorT C;-Cg
IUKJIOATKWIBHYIO TPYMITy, HE0OS3aTEIhbHO 3aMEIICHHYI0 METWIIOM, U R;s mpeacTaBisieT BOJO-
poa, mu-HU3MUKA ankuiIuMHuHO, C;-Ci, amkui, HeoOs3aTebHO 3aMENICHHBIN OJIHON U3 Clemy-
romux rpym: C-Cs ankokcu, rajmoreH, ruapokcu, Cs-Cq ukimoankmi, 0eH3unokcu, Gypu, de-
HWI, TATOUA(EHI, HU3IMUH ankui(eHu, HU3INH ankoKCu(peHUI, HUTPOpeHUI, KapOOKCHI,
HUBIIUN ATKOKCHUKApOOHUJI, IIMAHO WM TPU-HU3IINKA alTKUJIaMMOHHUK;

C5-Ci, ankeHws, HEOOsA3aTENBHO 3aMENICHHBINH OHON 3 ciexyromux rpymm: C;-C; ajakokcw,
(deHwI, TajJoreH WU HHU3IMIMKA ankokcukapOoHwi, wiu nByMs C;-Cs; alKOKCHUTpyNIamu, WU
JIBYMSI TaJIOTEHOBBIMH TPYIITIAMHU;

C5-C¢ nuKInoankui, HeoOs3aTeNbHO 3aMenieHHbIM ogHoW win 1aByMs C;-Cs; alKuIbHBIMHU
TpyIIaMH; WX KaTHOH U, Korjaa Ry u Ris mpencTaBisroT pa3nuyHbie 3aMECTUTENH, UX ONTHYC-
CKHUX M30MEpOB; KOTOPBIA BKIIIOUYAET:

(a) momyueHue cCoeMHEHMUS, I/IMeIOH_IEi{O dbopmyny I,

I
X —R,—N*—CH
1 | N~ CO,H
R, ~

rae Z, Zi, R, Ry, R, u X umeror 3HaueHus1, onpezesieHHbie B 11. 1, ¢ MOMOIIbI0 criocoba, onpeie-
JICHHOTO B 11.1;
(6) mpeBparnieHre coenuHEeHN, nMeromux dhopmyny I, B coenunenus, numeromniue hopmyny VI.
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