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O0wmasi xapakTepucTuKa padoThbl

AKTYaJbHOCTh _TeMbl. MHOIOYHMCIECHHBIE NPOU3BOAHBIE CUMMETPUYHBIX 1,3-
JTUATKOKCUIIPOTIAHOJIOB-2 U 4-xj0pMeTui-1,3-1uokconana 0651ajaloT COBOKYITHOCTBIO
[IEHHBIX CBOMCTB W TPHUMEHSIOTCA B KadecTBe  A(DPEKTUBHBIX HHTUOUTOPOB,
AHTUOKCUJAHTOB, IIOBEPXHOCTHO-AKTUBHBIX BEIIECTB, HHTEPMEAUATOB B CHHTE3E
OMOJIOTUYECKH aKTUBHBIX MPENapaToB, JUTAHIOB B MPOIIECCE KOMIUIEKCOOOpa3oBaHus,
(baoTopeareHToB, MOJYIPOBOJHUKOB B OPraHUYECKOM CHHTE3€. MHOTHe MPOU3BOIHbBIE
4-xnopmetui-1,3-nuokconana 061a7al0T BEIPAKEHHONW OMOJIOTHYECKON aKTUBHOCTBIO.
[ToaTOMy M3ydeHuEe peakiuii HOBBIX MPOU3BOAHBIX 1,3-muddupoB nponanona-2 u 4-
XJIOPMETHII-2,2-TNanKWiI- 1 ,3-THOKCOJIaHOB  SIBISIETCA BaXHOM AaKTyaJbHOM 3a1adeu
OPraHUYeCKON XUMHH.

B nacrosmiee Bpemst pazpaboTaHbl METOBI CHHTE3a PA3IMYHBIX aTH(PaATHICCKUX
U UHUKIAYECKUX KHUCIOPOJACOAEPKAINIMX NPOU3BOAHBIX TJMIEPUHA U BCECTOPOHHE
M3y4eHbl MX cBoMcTBa. OJHAKoO, aHaiuW3 JUTEPATYpHOrO0 Marepuajga MO JAaHHOMY
HAIIpaBJICHUIO ITOKA3bIBAE€T, YTO CHUCTEMATHYECKHE HCCIIEIOBAHUSA 110 CHHTE3Y,
OPEBPALICHUAM M HM3YYEHUIO KOMIUIEKCA MOJIE3HBIX CBOWMCTB HOBBIX MHPOU3BOIHBIX
muddupoB  mpomnaHonia-2  u - 1,3-pMokconana,  coxepkammx — octaTku  N,N-
TUMETUIAMUHOMETHIIBHOM-, N,N-TUMETUIaMUHOITOKCH-, AJIKOKCH-, KapOaMOMJIOKCH-,
IAAHA3TOKCU-TPYII, TUOLUMAHOBOW KHUCJIOThl, THOMOYEBHUHBI, YETBEPTUYHBIE COJIH
amMmmoHus, 1,3,4-Thanuazosnia, KOTOPBIE IIPEJACTABISIOT 3HAUYUTEIBHBIA HMHTEpEC B
KaueCTBE PEaKTUBOB, MOTEHIIMATHHO OMOJIOTUYECKHA aKTUBHBIX COCMHEHHUI, CHHTOHOB,
(b0TOpEeareHToB, JIUTaH 0B IS IPOIIECCOB KOMIUIEKCOOOPAa30BaHusl, HE POBOISTCS.

B ykazaHHbIX psgax NpPOU3BOAHBIX TIIMIIEPUHA U3YYEHUE TAaKUX BOIPOCOB, KaK
moa00p ONTUMAIBHBIX BAapHAHTOB WX CHHTE3a, YCJIOBHH BBEICHUS OMPEICICHHBIX
(YHKIIMOHATBHBIX TPYTII, YCOBEPIICHCTBOBAHMSI CYIIECTBYIONINX U pa3pab0OTKa HOBBIX
CIOCOOOB UX MOMYYEHUs, U3YUEHUSI PEAKIMOHHON CIIOCOOHOCTHU ITyTEM OCYLIECTBICHUS
pPa3IMUHBIX XUMHUUYECKHUX  MpEBpalleHud H HcCleqoBaHHEe HUX (PU3MOIOTHUECKOMN
aKTUBHOCTH, a TakK)Xe MOMCK 00JlacTell NPaKTHUUYECKOTO HCIOJIb30BaHUS SIBISETCS
aKTyaJIbHOM 3aJ1a4cil.

HuccepranrionHass paboTa BBITIOJIHEHA B paMKaX Hay4YHO-HCCIIEI0BATEIbCKUX
paboT, MPOBOUMBIX B HAYYHO-HCCIIE0BATEIbCKOMN 1abopaTopuu « XuMuUs TIULEPUHAY
TamKUKCKOTO  HAlUMOHAJIBHOrO yHUBepcutreTra 10 TeMe: «Co3gaHue HOBBIX
[UKINYECKUX TMPOU3BOAHBIX TIUIEPUHA, OO0JaNa0MMX KOMIUIEKCOM IOJIE3HBIX
cBorictB» (I'P Ne 0104T/[103).

Ileab  padoTBl: CHHTE3 HOBBIX IPOU3BOJHBIX CHUMMETPUYHBIX  1,3-
JUAIIKOKCUITPONIAHOJIOB-2, COAEPKAIIUX B CBOEU MOJEKYJIE OCTaTKM LHUAHITUIIBHOM,
N,N-IuMeTunaMuHOMETUIIBHOW,  KapOAMOMJIOKCU-TPYNII M HOMCK HOyTed  uX
MPAKTUYECKOr0 MpUMEHEeHUs. J[Ji1 JOCTMKEHUs TOCTAaBJICHHOW 1EIU PelIaiucCh
CIEAYIOLINE 3aa4u:

-U3y4eHHUE  PEaKIMU  OKHUCJEHUS  HEKOTOPbIX  CUMMETpUYHbIX  1,3-
JTAAIKOKCUTTPOTIAHOJIOB-2;

- CUHTE3 U MPEBPAILCHUE HOBBIX MPOU3BOJAHBIX 4-XJI0pMETUII-2,2-THATKOKCHU-1,3-
JIUOKCOJIaHa, aHajdu3 W ONpelesieHue YCIOBUU (Karamum3aTtop, pacTBOPHUTEIb,
TeMIiepaTypa), OOECHEUYHBAIOIIMX OTHOCUTEIBHO BBICOKME BBIXOJbl KOHEUYHBIX
MIPOIYKTOB;
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-U3y4YeHUE peaKkUu UUKIU3AIUU JIMHEHHBIX ¢ I[UKIWYECKUX HUTPUI
COJIep KallliuX MPOU3BOJIHBIX TIIUIIEPUHA;

-BBISIBICHUE OWOJOTUYECKOM AaKTUBHOCTH HEKOTOPBIX CUHTE3UPOBAHHBIX
COCIMHEHUMN JIJISl PETYJIMPOBAHUSI POCTA CEMSH TIIIEHUIIBI U XJIOMYATHUKA.

Hayuynasi HoBHM3HA pa0oThl: pa3paboraHa METO/IMKAa CHHTE3a HOBBIX
CUMMETPHUYHBIX MPOU3BOAHBIX 1,3-muddupoB mnpomnanHona-2 u 4-XJ0pMeTHII-2,2-
IUAJKOKCUMETWII- 1 ,3-TMoKCcoNana, colepkauux B CBOEHM MoJieKysie octatku N,N-
JTUMETWIAMUHOMETUIIBHOM TPYIIIbI, JUMETWIAMUHOATAHOJIA, THOLMAHOBOW KHUCIJIOTHI,
THUOMOYEBHMHBI, YETBEPTHUYHbICE COJNM aMMoHus, 1,3.4-tmaguaszona. OmnpeneneHbl
ONTHMAJIbHBIE YCJIOBUSI WX CHHTE3a. BBIBIEHBI (HaKTOpHI BIMSIONIME HA TEYCHUE
XUMUYECKUX MPOLECCOB: COOTHOLIEHHWE PEareHTOB, HCIIOJIb30BaHUE KaTalau3aTropa,
TeMmIreparypa, NpUpoAa PacTBOPUTENS, BpEMs, CTPOCHHE PAAUKAIOB B MOJEKYJax
pearupyromux BeIecTB.

Ha ocnoBe mnpousBoaHbix [,3-IHOKCONAHA, COAEPKAMMX POJAH-TPYIIIHI,
BIIEPBBIC OCYIIECTBJICH MEPEXOJ K HOBBIM MPEJICTABUTEISIM THOMOYEBUHBI © 1,3.4-
THOAMA30JIA.

IIpakTHyecKasi IIEHHOCTh PadoThl: CHHTE3UPOBAHHBIC HOBBIE MPOU3BOHBIC
1,3-A10KCONaHa, COYETAIOUME OCTATKU PA3JIMYHBIX TPyl (IUMETHIAMUHOMETUIIBHYIO
IpyIIy, AUAIKWIAMUHOATAHOJIA, AJKOKCH, THOMOYEBHUHBI, THOLMAHOBOM KHCIOTHI,
YeTBEPTUYHbIE COJIM aMMmouus, 1,3,4-Tuaamazona) MOryT OBITh HCIIOJIB30BaHbI B
arpoINpOMBIIUICHHOM KOMIUIEKCE M MEOUUUHE [JIs I[OJYYEHHsS JIEKapCTBEHHBIX
cpeactB. DU3MKO-XMMUYECKHUE KOHCTAHTBHI IOJYYEHHBIX BEIIECTB  SIBJISIIOTCS
CIIPABOYHBIM MAaTE€pPUAJIOM ¢ MOTYT OBITh IMOJE3HBI CHEIUATNCTaM, 3aHUMAIOIINMCS
CUHTE30M OHMOJIOTUYECKH AKTHBHBIX COCIMHEHM, a TaKXKe B Y4EOHOM IpoIlecce MpHU
YTEHUH JICKIUI TI0 OPTaHWYECKON U OMOOPTaHNYECKON XUMHUH.

Ha 3a1umTy BHIHOCATCH:

- pa3paboTaHHbIE METOJAMKHA CHUHTE3a HOBBIX TPUA(DUPOB TIUIEPUHA U 4-XIIOPMETHII-
1,3-1MOKCONaHa, COYETAIOIMX OCTAaTKM  AJIKOKCUIPYNN, JHAJKHIAMHHOATAHOJIA,
THOLIMAHOBOM KHUCJIOThI, THOMOYEBHUHBI, YETBEPTUYHBIC COJIM aMMoHusA, 1,3.4-
THUAMa3014a;

-pe3yJbTaThl MCCIEOBAaHUS MPOIEcca B3aUMOJECUCTBUS MPOU3BOAHBIX MPOIMAHINOIIA-
1,2 ¢ HekoTopbIMHU 1,3-aUanKOKCUITPOIaHOHAMHU-2;

-YCTQHOBJICHHBIE 3aKOHOMEPHOCTH B HW3MEHEHUE 3HAYCHUN (PUIUKO-XUMHUYECKUX
KOHCTAHT TOJIYYEHHBIX COCIMHEHUN B 3aBUCUMOCTH OT TEMIEPATYPbI, COOTHOLIEHUS
pearupyronmx BEUEeCTB, KaTaau3aropa U PEaKIIMOHHOMN Cpeibl.

AnpobGanus padoTbl: Marepuansl JuCCEPTAIIMOHHON PabOThI TOKIIABIBAINCH
u obcyxknanmuch Ha 15-oif MexayHapomHod KoH(]., “XUM. peakTUBBI, PEareHThl U
mpoiiecchl  ManmoToHHaxHOW xumuu’ (Yda, 2002 T1); e€KEroJHbIX HAYYHBIX
KOH(pepeHIHsIX poheccopCcKo-IPenoaaBaTeaIbCKOro cocTaBa Tamxukckoro
HaroHanbHoro yHuBepcuteta (Aymanbe, 2003-2010 rr.); Pecmybnukanckux Hay4dHO-
TeopeTHiecKnXx KoHpepeHusax: «Bo ums mupa n cuactbs Ha 3emue» (Hyman6e, 2005
r), «JloCTHXKEHUsT XUMUYECKOM HayKu, IpoOieMbl €€ MpenogaBaHus», MOCBIIICHHON
60-netuto npodeccopa FOcymnosa 3.H. (Aymanbe, 2006 r.), «CoBpeMeHHbIE POOIEMBI
(GU3UKM KOHAEHCUPOBAHHBIX CpE», MOCBSIIEHHOW MaMATH 3aCiy>KEHHOTO JesTess
Hayku Tamkukucrana, mpodeccopa Hapsymmoesa Bb.H. (Aymante, 2007 r1);
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Mexnynaponnoit koHpepennun «Hayka m coBpeMeHHOE 00pazoBaHme: MPOOIEMBbl U
nepcreKkTuBb», nocpsmennon 60-nerutro TIHY (dymanbe, 2008 1).

Iyoaukanmu: Ilo marepuanam auccepTallMOHHONW pabOThI omyOnrKoBaHO 13
crared 1 |1 Te3uc NOKIa.

Bxnang aBTOopa B paboThl, BBIMOJHEHHBIE B COABTOPCTBE M BKIIIOUEHHBIC B
JUCCEPTALUI0 COCTOSUI B IIOCTAHOBKE 3aJa4yd MCCJIEAOBAHUSA, CHUHTE3€ MCXOJHBIX
BELIECTB U HOBBIX JMHEHHBIX U IUKIUYECKUX MPOU3BOAHBIX TIIMIIEpUHA, 00paboTKe
OOJBIIMHCTBA JKCIEPUMEHTANBHBIX JIaHHBIX, aHaIu3e M OO0OOLIEHUU pe3yJbTAaTOB
HKCIIEPUMEHTOB, (POPMYIUPOBKE OCHOBHBIX BBIBOJIOB U MOJIOKEHHI IHCCEPTAIIUU.

O0bemM u__cTpykKTypa amccepranmu. [uccepraums wusnoxkena Ha 126
CTpaHMIIAX KOMIBIOTEPHOTO HAa0Opa M COCTOMT W3 BBEACHHs, 0030pa JUTEPATYPHI,
O0CYXJIEHHsI PE3yIbTaTOB, JKCIIEPUMEHTAIBLHOM dYacTH, BBIBOJOB, BKIOYaeT 16
PUCYHKOB, 18 TabmuIl 1 criucok Iuteparypsl u3 165 6ubauorpaguueckux CChLIOK.

OcHoBHOe coaep:xaHne padoThI

Bo BBeleHUM  O00OCHOBaHAa aKTyaJbHOCTh TEMbl JUCCEPTALMOHHOW pPabOTHI,
chopMyIIMpPOBaHbl LI€Jdb U 3a7aud paboThl, a TakkKe €€ HOBU3HA M IPaKTHYECKas
LIEHHOCTb.

B mnepBoii _raaBe  (0030p nuTEpaTypbl) H3I0XKEHBI OOIINE MPUHIUIIBL,
M3BECTHBIC METO/bI CHHTE3a HEKOTOPHIX aNu(paTHIECKUX U MUKIMYECKUX TPOU3BOTHBIX
TIIMIEPUHA, TPUBEICH MEXaHU3M MPOTEKAHUs PeaKiuii, 0030p U3BECTHBIX PETYJISTOPOB
pocTa pacTeHuM, THTMOUTOPOB, AaHTUCENITUYECKHUX MTPENapaToB.

Bo BTOpOii riase 00CYX/IEeH CHHTE3 HOBBIX JMHEHHBIX W LUKINYECKHUX
MPOU3BOAHBIX TJIMIEPUHA, PACCMOTPEHO BIMSHUE PA3IMYHBIX (PAKTOPOB HA BBIXO]
KOHEYHBIX MpoayKToB. [loka3aHa 3¢)(heKTUBHOCTh CHHTE3UPOBAHHBIX COCUHEHUN Kak
PEryJIATOPOB POCTa CeMsH MieHuIbl copToB “Illapopa” u “{oOpsIii”.

B TpeTheil ri1aBe onucaHbl METOJbl CHHTE3a, OYUCTKUA M aHAJIM3a UCXOJHBIX,
IPOMEXKYTOUYHBIX M KOHEUHBIX BEIIECTB, METOJbl BBIJICICHUS W HWIACHTU(DUKAIUU
IIPOJyKTOB PEAKLNH, IPEICTABICHBI METOIUKH MPOBEAEHUS IKCIIEPUMEHTOB.

PE3YJIBTATBI U OBCYKIEHUE

1. CHHTE3 HOBBIX THHEHHBIX ITPOHU3BOJHBIX I'THIIEPHHA HA
OCHOBE CHMMETPHUYHBIX 1,3-TUID®UPOB ITPOIIAHOJIA-2

MHorue cUMMETpPUYHbIE U IUKIMYECKUE MMPOU3BOJHBIC TIIMILIEpUHA 00JIaJaloT
COBOKYITHOCTBIO  IIOJIE3HBIX CBOWCTB U HAIUIA IIUPOKOE INPUMEHEHHE B
arpoIpOMBIIUICHHOM KOMIUIEKCE, MEIHULIMHE, HAPOJHOM XO35MCTBE, a TaKKe
UCIIOJIB3YIOTCS B KadecTBe 3(PPEKTUBHBIX WHTHOUTOPOB, MHTEPMEIUATOB B CHUHTE3E
OMOJIOrMYECKH aKTUBHBIX MPENapaToB, MOJIYIPOBOAHUKOB JJIsl OPraHUIECKOTO CHHTE3A.

HexoTopbele mnpencraBuTeny S3THX COEAVMHEHUN PEKOMEHIIOBAHBI B KayeCTBE
MHTMOUTOPOB BCXOXKECTH M SHEPTUU IPOPACTAHUS CEMSH.

B kadecTBe HCXOJHBIX  MPOJAYKTOB HAMHU B3SIThl  SIUXJOPTUIApUH (2-
XJIODMETWIIOKCUpaH),  1,3-quxyopnponaHosi-2,  CUMMETpUuYHble  1,3-THanKoOKCH-
MIPOIAHOJIbI-2 ¥ TPONAHOHBI-2 U 4-XJIOPMETUI-2,2-THATKOKCUMETHII- 1,3 -THOKCOIaHBI.




6
1.1. TUAHSTH/IHPOBAHMUE 1,3-/THA/IKOKCHIIPOIIAHOJIOB-2

[MuansTHnOBBIE (UPBI MPOU3BOAHBIX TIIMLEPUHA SIBISIOTCS MaJOM3YYEHHBIMH.
Hcxonga u3 3TOro, mpeiacTaBisieT MHTEPEC CHHTE3, M3yYeHUE (PU3MKO-XUMHUYECKUX U
OMOJIOTMYECKUX CBOMCTB paHee HEONMHMCAHHBIX IIUAHATHIIOBBIX 3(PUPOB CUMMETPUUHBIX
1,3-nu3dupoB npomnanoina-2.

Hamu  npoBommnmch wuccnefoBaHusi MO MOAOOPY ONTUMANIBHBIX —YCIOBHM
UUaHATUJINPOBAHUS (KaTanu3aTop, COOTHOIICHHE pPEareHTOB, PaCTBOPHUTEIb,
TeMIepaTypa, Bpems.)

B kauecTBe KaTanu3aTOpPOB HWCHBITAHBl THMAPOKCUABI  Kalus, HaTpHs,
METAJUIMYECKUM KaJMi U HATPUH, a TAK)KE METWIAT HATPUS B METAHOJIE, STUJIAT HATPUS
B 3TAHOJIE, U30MPONWIAT HATPUS B U30IPOIIAHOJIE PA3INYHON KOHUEHTpauuu. B cioydae
UAHATUIUPOBaHUs 1,3-1MaIKOKCH-2-IIPONAHOJIOB JIyUIINe BbIX0 bl HAOIIOAAI0TCS IPU
UCIIOJIb30BAHUM METAHOJIBHBIX PAacTBOPOB M COOTHOILUEHWU PEAreHToB (B MOJISIX)
akpuiIoHUTpUI-ucxoaubli cnupt (1:0,1-0,14).

B cnywae wncnonb3oBaHHsA B KadyecTBE KaTajlnd3aTopa TUAPOKCHIIOB HATpUSA U
KaJIMs BBIXOJI KOHEYHOTO MPOAYKTa MPU MPOAOLKUTENILHOM nepemernBaHuu (1o 36
yacoB) u HarpeBanuu (10 70 °C) He npessimai 55%.

[Ton nedicTBUEM METAUIMYECKOTO HATPUS W Kajusl UCXOJHbIE CUMMETPUYHBIE
1,3-nuadupsl mponanona-2 MpeBpallaloTcs B COOTBETCTBYIOLIUN alKOToisaT. B aTom
npolecce Kajaui ObICTpee pearupyer C HCXOJHBIM COCIUHEHHUEM IO CPaBHEHUIO C
HaTpueM. O HaKO 00Pa30BABIIMICS ANKOTOJISIT YCKOPSIET Peakluio nojaumepusanuu. B
pe3yJbTare BBIXOJ LMAHATUIOBOTO MPOU3BOJHOTO COCTaBisAeT npuMepHo 33%. Oto
OOBSICHSIETCSI TEM, UTO MOJYUYEHHBIN aJIKOTOJISAT UTPAET POJIb KaTaau3aTopa B aHMOHHOM
MOJINMEPHU3ALUU AaKPUIOHUTPHUIIA.

N3 ucnosib30BaHHBIX KaTalU3aTOPOB - METWJIaTa HATpus, 3TWJIaTa HATpUs,
M30MPOINIIATA HaTpus, Oonee »dpdexTuBHBIM sBisierca 12%-HBIH  pacTBOP
u30mponuiarta HaTpus B usompomnanone. [lo — Buaumomy, mocnennuii obpasyer
OTHOCUTEJIBHO YCTOMYMBBIA acCOMAT MO CPABHEHUIO C METHJIATOM M 3THJIATOM HaTPHUS.

Peakuuo npoBOAWIN 110 CXEME:
RONa, ROH

+
RO OR N RO OR

CN

OH O/\/CN

R= -CH3, -C2H5, H-C3H7, i-C3H7, 1’1-C4H9, -CH2C6H5

PesynbraThl McciaenoBaHus MOKa3aad, YTO JAHHBIA MPOLECC MPOTEKAET TJIAJKO
IpU MOJILHOM COOTHOIIEHMH MCXOAHBIX BemecTs 1:3 u remmeparype 55-60°C B cpene
a0CoM0THOTO OEH301a.

B UK- cnektpax TOJy4YEeHHBIX BEIIECTB HAOJIOMACTCS MCUE3HOBEHUE MOJIOCHI
nornomennss B obmactu  3410-3390 oM ', xapaktepmsyiomeit C-OH rpymmy
WCXOMHBIX BEIIECTB M IIOSABJIEHHE II0JIOC IOIJIOLIEHUS B 00JIacTH 2245—223OCM'1,

XapaKTEepU3yIUX HUTPWIbHYIO IPYIIILY.
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Puc. 1. UK u IIMP cniektp (‘'H) 1,3-Aun300pONoKcH — 2 — HAHITOKCHIIPOIIAHA.

Hannsie [IMP 1,3-1uankokcu-2-11naHTOKCUIIPONIAaHOB: 6=3,22-3,24 M.J. CUTHaI
cunriera 2CH;-rpynisl, CBsi3aHHBIN ¢ KUCIOPOAOM, G =3,48-3,51M./1. CIOKHBIN CUTHAI
U3 KOTOPOTO MOXHO BBIIEHHTH 1yoner curHana CH,-rpynmel, 6 =2,56-2,58Mm.n.
tpurier CH,-rpynmn, cBs3aHHBIA C HUTPWIbHOW rpynmoi, ¢ =3,71-3,74m.4. Tpumier
CH,-rpynmn, cBs3aHHBIN ¢ aTOMOM KHCJIOPOJA.

1.2. KAPBAMATBI HA OCHOBE 1,3-TUA/IKOKCHIIPOIIAHOJIOB-2

C uenbr0 HM3y4YeHHsS PEAKUMOHHOM CIIOCOOHOCTHM BTOPUYHBIX THAPOKCHIIBHBIX
rpynn B 1,3-nquddupax mpomaHonoB-2 u3yyeHa peakiys B3aUMOJICHCTBUS C [IHAHATOM
HaTpusl. HTEepec K M3y4eHHIO JaHHOM peakuuy ObUT BBI3BAH TEM, YTO HA OCHOBE 3TOI0
MpEeBpalleHUs] MOXHO MEPEHTH K HOBBIM IPEJICTABUTENSIM KapOamMaToB, KOTOpPBIE
00Jaat0T BBIPAKEHHON OMOJOTMYECKOM aKTUBHOCTBIO M YCIEUIHO MPUMEHSIOTCS B
MEJIUIMHE B KaueCcTBE d(PPEKTUBHBIX TPAHKBUIU3ATOPOB.

HoBsle mpon3BoHbIE INIMLEPUHA, COJIEPKALIUE OCTATKU (OPMaMUIHON IPYyMIIbI

ObLIM MOJTy4YeHbl B3aumojieicTeueM 1,3-n1uadupoB npornanona-2 ¢ iuaHaTOM HaTpUs:

HCI

RO OR CHCI, OR

oH OCNH,

|
0]

BrisiBneHo, 4TO MmaHHBIA TpoIllecc MpOTeKaeT B cpeae xiopodopma mpu
MPOIYCKAHUM CUJIBHOTO TOKa CYXOro ra3o00pa3HOro XJOpPOBOJOpPOAAa B HHTEpBAJIE
temmeparyp -5: -2 °C ¥ MOJBHOM COOTHOLICHHH pearenToB 1:1,6 B Teuenune 10-12
yacoB. BeIxoa neneBoro npoaykra cocrasisieT 78-91 %, KOTOPBI pe3KO CHUKAETCS C
YBEJIMYEHUEM TEMIEPAaTyphl PEAKIMOHHOM Cpelbl W YMEHBIIEHUEM CKOPOCTU
npoIyckaeMoro xjopoBogopona. Ilo-Buaumomy, 3TO CBSI3aHO C TEM, 4YTO MpPH
YBEJIMYEHUH TEMIepaTypbl IIpoliecca 00pa3oBaBLIAsiCA LMAaHOBAasi  KHUCJIOTA
U30MEPU3YETCS B U30LMAHOBYIO M BCTYNAET B PEAKLUIO MOJUMEPU3ALIUH.

Cunre3 1,3-muankokcu-2-xkapbamara ObUI TakKe  OCYHIECTBIEH  IyTeM
B3aUMOJEUCTBUSL  |,3-IHaNKOKCUIIpONIaHOMa-2 € MOYEBUHOM TIpU  HArpeBaHUU
(Temmeparypa mporuecca 130-160 °C, MombHOe cooTHOIIEHHE pearenToB 1:1,8). OqHako
BBIXO/I KOHEYHBIX MPOAYKTOB IPU 3TOM He npeBbimai 43 %.

OU3MKO-XMMUYECKUE  KOHCTAHTBl  IOJYYEHHBIX  BELIECTB, JABYMS
HE3aBUCUMBIMHU CIIOCOOAMU, OKa3aIUCh UACHTHYHBIMHU.



[Tonyyennsie 1,3-auankokcunponui-2-kapOaMarthl MpeACTaBiIs0T coO0M Oenbie
KpUCTAJUIMYECKHE BEUIECTBA C YETKOW TeMIeparypod IJIABJIEHUS, XOPOIIO
pacTBOpuMBbIE B BoAE, auerone, JIMCO, [IM®DA, Hu3mmx cnuprax.

B UK-cnekTpax moOJy4eHHBIX BEIIECTB HAOIIOJAETCS MCUYE3HOBEHUE IOJIOCHI
norsoeHus B obxacti 3480-3440 cm™' xapakTtepusyroueii BaneHTHbIe KoteOanust OH-
rpyIIbl M TMOSBICHHE HOBBIX I[OJOC [OTJOMmEHHH B obmactn 1715-1690 cm'
XapaKTepH3YIOIIX Hamuune rpymmsl kapbamara (OCONH,) u 3362-3353 cm (NH,),
YTO MOJATBEPKIAET CTPYKTYPY MOJYUEHHBIX BEIIECTB.

Hanusie T[IMP 1,3-nmuankokcu-2-kapOaMOWIOKCUTIPOTIAHOB:  6=3,22-3,24 M.1.
curdan cunriera 2CH;-rpymnmbl CBSI3aHHBIN € KHCIOPOJAOM, ¢ =3,60-3,62 m.n. nybmer
curHasia CH,-rpynmsl, 6 =4,59-4,62 m.a. curnan CH-rpynmsl, 6 =5,96-6,01 m.1. curnan
cunriera NH,-rpynisr.

1.3. AMUHOMETH/TUPOBAHUE HEKOTOPBIX CUMMETPUYHBIX
JAHAJIKOKCHIIPOIIAHOJIOB-2

C uenbl0 NOJMYyYEHHsS] HOBBIX MpEACTaBUTENEH TpUIPUPOB TIIMIEPUHA U
BBISIBJICHUE WX OMOJIOTMYECKOW aKTUBHOCTH, OJHOM M3 3aJa4 JAHHOTO HCCIIEIOBAaHUS
ObLJI0O M3y4YEHHE PEaklMM KOHAEHCAMUu CUMMETpUYHBIX 1,3-nuadupoB riauuepuHa c
napaopMoM U TUMETHIAMUHOATAHOJIOM I10 CXEME:

/ RO OR /
e SN2 s

OH
M3ydeHne 3TOM peakluu B cpefie OeH30Jla IMOKa3allo, YTO Ipoiecc oO0pa3oBaHUs

1,3-1u3gupoB-2-TUMETUIIAMUHOAITOKCUMETOKCUIIPOTIAHOB  TIPOTEKAET  TJAIKO MPHU
temneparype 75-82 °C # MOJBHOM COOTHOLICHHH pearentoB 1:1,5:1,5 B Teuenue 5-6
yacoB. Karanuzaropom B 3TOM peakuuu SIBASETCS  KOHIEHTPUPOBAHHBIA PacTBOP
COJISTHOM KUCIIOTHI.

B UK- cmekTtpax TMONy4YeHHBIX BEIIECTB HAOIIOJACTCS MCUE3HOBEHUE MOJIOCHI
nornouienns B obmactn  3410-3390 oM ', xapakrepmsyiomeii C-OH rpymmy
WCXOJIHBIX BELIECTB W IMOABJICHHUE IMOJIOC IOIJIOLIEHWH B 00JacTH 1275-1260cm™
xapakrepusyromux C-N — rpymiy.

1.4. AJIKH/IOBBIE 3®UPHI 1,3-TUBEH3UH/IOKCHIIPOIIAHOJIOB -2

N3BecTHO, 4YTO A(UpHl TiULEpUHA C OEH3WIBHBIM paguKajioM o00JagaloT
3aMETHOM OHOJIOTUYECKOM AaKTHUBHOCTBIO M HEKOTOpbIE U3 HHUX IPOSIBISIOT
TUIIOTEH3UBHYI0,  CIIA3MOJIMTHUYECKYI0  AKTUBHOCTb, @  TAaKXE  BBIPAKCHHBIN
uHruoupyronmii - 3Gp(exT Ha BCXOXKECTh M DJHEPrUI0  IPOpPACTaHUS  CEMSH
CEJIbCKOXO3SMCTBCHHBIX  KyJbTyp. [loaToMy  wHTEpec  NOpeAacTaBisl  ITOUCK
OMOJIOTUYECKH AaKTHUBHBIX COCAMHEHHH B pALYy  aJKWIAUOCH3UIOBBIX TpUAI(OHUPOB
[JIMLEpUHA.

Hamu n3yuena peakuus ankuiaupoBanus 1,3-aubensunoBoro 3¢upa riviepuHa
C WCTIOJB30BAHMEM  PA3IMYHBIX  AJIKWIMPYIONUX  areHTOB: JUMETHICYJIbQarT,
ATKUIXJIOPUIBI, QIKUIOPOMUIBI W alKWIMOAWILL. Jiia peanuzanuu STOH 3ajadu
UCXOAHBIN 1,3-1MOCH3UITIOKCUTIPOIIAHOM-2 MOl JeUCTBUEM METANIMYECKOTrO HATpHUs B
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cyxoMm OeH30Jie ObUI MEepeBe/IeH B COOTBETCTBYIOMMI ankoroysrt. [locinemxnwmii, 3aTem
BBOJAWIM B PEAKUHMIO C BBIMICYNOMSHYTHIMU aJKWIMPYHOIIUMU areHtamu. [Ipomecc
OCYILECTBIISUIM IO CXEME:

Na, C6H6
RO or + RX > RO OR
-NaX

OH OR'
rae R= -CH2C6H5, R‘:-CH3 (I), C2H5 (II), H-C3H7 (III), H-C4H9 (IV), I/I30-C4H9 (V),
-CgHy3 (V).

BBenenue  METUIBHOIO  pajguKaiga  OCYWECTBISJIOCH C  NPUMEHEHHUEM
TUMeTWIbCcylb(aTa B IenouHor cpene. IIpy 5TOM BBIXOJ COOTBETCTBYIOIIETO
Tpuddupa raunepuna coctaBui 75 %. B ciaydasx ucnosnb30BaHUS alKUITaJIOTCHUIOB
Jy4IlIU€ PEe3ybTaThl JIOCTUTAIOTCS MpH 00pabOTKe alkorojisTta OpoMalkaHaAMU, TPHU
KOTOPOM BBIXOJIbI 1IE€JIEBBIX MPOAYKTOB OTHOCUTENIbHO BbICOKHE (64-75 %), uem B
ombITax ¢ xjopankanamu (35-40 %) u omankanamu (25-30 %). IT0 MOKHO OOBSICHUTH
TeM, 4YTO B PEaKIUsAX HYKICOPUILHOIO 3aMEIICHHUs Yy TETParoHaJbHOTO aToMa
yrjaepoJa  XJOpajKaHbl MEHEE PCaAKIMOHHOCIOCOOHBIE, II0 CPaBHECHHUIO C
COOTBETCTBYIOIUMH OpOMIIPOU3BOAHBIMU. [10-BUAMMOMY, 3TO CBS3aHO C Pa3IMYHBIMU
3HaueHusMH SHepruu obpaszoBanms cBsizer C-CI (326 x/[x/momp) wu C-Br (285
k/J[>x/MOJIB).

YCTaHOBIIEHO, YTO C YMJIMHEHHEM YIJIEPOJHOM LENH ajJKWIBHOIO pajuKaia
BBIXOJ LIEJEBBIX MPOJYKTOB CHUIKAETCA, YTO BO3MOYKHO CBSI3aHO C YBEIUYECHUEM
CKOPOCTH  MPOTEKAHUSI  HEXKEJATEeJIbHBIX MOOOYHBIX  MPOIECCOB  (OKHUCIICHHUE,
pa3ioKeHue, OCMOJIEHHE, AETUAPOTAIIONEHUPOBAHUE AJKWIMPYIOIIETO areHTa IMoj
JEHCTBUEM CHJILHOOCHOBHOTO JHOEH3MJIOKCUIIPOTIOKCH-aHHUOHA), KOTOPBIC CBS3aHBI
TAKXK€ U C TEMIIEPATYPHBIMU MTApAMETPAMU PEAKIINH.

B UK-cnektpax CHHTE3MpPOBAHHBIX TPUIPUPOB TIIMIIEpUHA HAOIIOMAETCS
HaJU4Yue II0JI0C TOTJIOMICHUH, XapaKTEePU3YIOMMX ClIeayomue (yHKIIMOHAIbHBIC
TPYyIIbl V cm': 2860-2880 (CH3), 1590-1608 (6en3onprOE s11po), 1100-1000 (C-O-C).

Cnextpel IIMP B m.a.: R = CHj;, 7.03 (C¢Hs), 4.28 (C¢H5sCH,0), 3.1 (OCHj;):
C,Hs 7.13 (CgHs), 4.13 (C¢HsCH,0), 3.45 (OC,Hs): u-CsH; 7.13 (C¢Hs), 4.38 H
(C5H5CHQO), 3.40 (OC3H7)Z H30-C3H7 7.08 (C6H5), 4.38 (C6H5CH20), 3.30 (OC3H7)Z H-
C4H9 7.13 (C6H5), 4.38 (C6H5CH20), 343 (OC4H9)Z I/I30-C4H9 7.10 (C6H5), 4.38
(Cs¢HsCH,0), 3.38 (OC4Hy): u-C¢H5 7.10 (CgHs), 4.35 (CcHsCH,0), 3.40 (OCgH 3).

HccnenoBannss OMONOTMYECKOM aKTUBHOCTH COCIMHEHHMM  TOKa3ajad, 4YTO
TOKCUYHOCTh MX HaxoauTcs B mpeaenax 416-1383 mr/kr, T.e. UX MOXHO OTHECTH K
KJIACCY MaJIOTOKCUYHBIX BEILIECTB.

[Ipu xouuentpauuu 10 MI/KT BCE€ TOJYYEHHBIC COCIAMHEHUS IPOSIBISIOT
TUTIOTEH3UBHYIO, )KETYETOHHYIO U CIIa3MOJIMTUYECKYIO aKTUBHOCT.

1.5. CHHTE3 H HCCJIE/IOBAHHUE 1,3-/THA/IKOKCHIIPOIIAHOHOB-2

Hamu mpemnoxen addexTuBHbi cnoco0 cuHTe3a  1,3-Ouc(auaikokcu)-
MpPONaHOHOB-2, u3 1,3-Ouc(AMaIKOKCH)IPONAHOIOB-2 MO JEHCTBUEM OKHUCIIUTEIIS
MnQO, cornacHo cxeme:
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ROCH— CH—CH,OR MnO, ~ ROCH,—C—CH,OR + H,0
OH
vfﬁj ﬂ M
-
J |
oo za‘:\mi;:wcni‘,’:lu e o J_ ' i j & j I

-

Puc. 2 VK u IIMP crextp (‘H) 1,3-1u6yTokcumnpornanosna-2

Kak Buano u3 puc.2 B8 UK- cnektpe 1,3-mubyrokcunponanona-2 HabmogaeTcs
TOSIBICHHE IOJIOCH IIOTIOMeHHss B obnacti 3415 oM, xapaxrepmsyromeit C-OH
rpyrmmy. B IIMP  cmektpe ('H) 1,3-IMMeTHIOKCHIpONaHona-2  0GHApyKEHbI
CIeAyIoUIMe CUrHaiel: 6=3,24 m.a. curHan culHriera 2CH;-rpynmbl CBSI3aHHBIM C
KUCJIOPOJIOoM, G =3,59-3,62m.1. nyonet curnana CH,-rpynmel, 6 =3,92-3,98M.1. curnan
CH-rpynnsl, 6 =2,00 m.4. curnan cudriiera OH-rpynisl.

R

| J

o
4000 3600 3200 2800 2400 2000 1600 1200 800 400

oo et N T
Puc. 3 UK u I[IMP criextp ('H) 1,3-1u0yTOKCHIIpOnaHOHa-2

Mponyckanwe, %
@
&

U3 puc.3 Bugno, uto B UK - criektpe 1,3-aubyrokcunponaHona-2 HabI0aaeTcs
MICUYE3HOBEHHE MOJIOCHI MOMNIOMEHHs B obmacTi 3415 cm™', xapakrepmsytomeii C-OH
IpyIIy M HOSBICHHME TOJIOCHI HOMNOMEHHs B obnacTi 1648 cM™' xapakTepusyromieit
kapGonunbHyto rpymny. B IIMP cmextpe (‘H) 1,3-1MMETHIOKCHIIPOIAHOHA-2
OOHapy»EHbI CIEAYIOUMe CUTHANIbL: 6=3,24 M.n., curHan cunriera 2CH;-rpynmsl
CBA3aHHbIA € KuciaopogoM M 6 =4,49 m.pa. curHan cunriera CH,-rpynmsl u
ncue3HoBeHue curnana cunriera OH-rpynnet B obnactu 6 =3,92-3,98m.1.
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2. CHHTE3 HOBbBIX LIUK/IMYECKHUX IIPOU3BO/JHBIX I'/THIIEPUHA HA
OCHOBE 1,3-THAJIKOKCH-2-IITHAHI3TOKCHIIPOIIAHOB
U 1,3-THA/IKOKCHIIPOIIAHOHOB-2

CuUHTE3 U HCCIIEIOBAaHUE HOBBIX TETEPOLMKINYECKUX COCIUHEHUN Ha OCHOBE
MIPOU3BO/IHBIX TJIUIIEPUHA U TIOMCK Ha KX OCHOBE BBICOKOI()(DEKTUBHBIX JIEKAPCTBEHHBIX
npenapaToB  SBJISICTCS — aKTyaJIbHOM — 3ajadyedl  COBPEMEHHOM  CHUHTETHYECKOU
OpPraHUYecKOM XUMHH. OTO, TPEXKJIEe BCEro, CBI3aHO C TEM, YTO CpPEIH
MHOT'OUYHCIICHHBIX TETEPOLUMKINYCCKUX MPOU3BOJHBIX TVIMIIEpHHA TakuxX Kak: 1,3-
IMOKcoaHsl, 1,3-okcazonuaunsl, 1,3-tuazonuaunsl, 1,3,4-tuaanaszolibl, TUPO30JIOHBI-S
W T.J. BBIABJICHBI BEIIECTBa, OOJATAIOIMIKME THIOTCH3UBHON, IPOTHBOCYIOPOKHOM
aKTUBHOCTHIO, a TAK)KE AHTUTUCTAMUHHBIM 3P HEKTOM.

2.1. CHHTE3 IIPOU3BO/JHBIX 1,3,4-THA/IUA30/IA HA OCHOBE 1,3-
AHAJIKOKCH-2-ITUAHI3TOKCHIIPOIIAHOB

N3BECTHO, UTO MPOM3BOJHBIE TIIHMLEPHUHA, COJEPIKAIIME TUOLUHWAHOBYIO TPYIILY
SBJISIIOTCSL  yIOOHBIMU U TMEPCIEKTUBHBIMU CHHTOHAMHM IS CO3JaHUs HOBBIX
MOJIMTETEPOLUKINYECKAX CUCTEM. TaKue CUCTEMBI JO HACTOSIIErO0 BPEMEHU TIOYTH HE
M3YYEHBI U MIPEJCTABISAIOT HHTEPEC C TOUKU 3PEHUSI CTPYKTYPbI U CBOMCTB.

B cBs3M ¢ 3TUM HamMu u3y4YeHaA peakuus KOoHJAeHcauuu |,3-Iuankokcu-2-
ITUAHATOKCUITPOIIAHOB C THOCEMHUKAPOA3UIOM T10 CXEME:

RO

[Ipolecc  UMKIM3AaMM  OCYHIECTBISJIM € y4yacTHEM  KaTaiau3aropa-
noiudochopuoit kuciaorel (IIPK) mpu 30-35°C. Tuocemmkapbasuj pacTBOPSIIM B
[I®K u MOCTETICHHO K 0O0pa30BaBIIEMYCS PacTBOPY MPHUOABISUIM HEOOXOIUMOE
KonmnuecTBO cyOcrpara. Ilocne wero peaknMoOHHYIO CMECh  HarpeBaiid, a 3aTeM
oxnaxnanu. [locne nenTpanuzanuuu [IOK HachleHHBIM PaCTBOPOM aleTara HaTpPUs
10 pH=7, u3 peakiiluOHHON CMECH BBIIIAIAET OCAJAO0K COOTBETCTBYIOLIErO IIPOU3BOLHOIO
1, 3, 4- Tnaguazona, KOTOPbIM MEPEKPUCTAIUIMZOBAIMN U3 3TaHONA.  BBIX0J KOHEYHBIX
MPOAYKTOB cocTaBisieT 82-87 %.
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Puc. 4 VK cniektp 2-amunO0-5(1",3'- 110y TOKCUTIPOTIHII - 2’ —3TUIIOKCH) -1,3,4-
THaana30j1a
N3 puc.4. Buano, uro B MK-cnexkrpax CMHTE3MpPOBAHHBIX MPOU3BOJHBIX 1, 3, 4-
THaaMa30ja HAOMIOJAeTCs  HaJIM4ue I0J0C  TMOTJIOIIEHUM  XapaKTepHU3yIOIIUX

crnenyromye  (QyHKIIMOHAIBHBIC  TPYTIIBI v em: 1550-1575  (xomeGauusi,

XapakTepu3yrolme Taana3onbHoe Koibio), 3390-3410 (NH,), 2990-3010 (=CH), 680-
700 (C-S), 1100-1000 (C-O-C).

2.2. CHHTE3 H HCCIIE/IOBAHHUE 4-XJIOPMETHII-2,2-THA/TIKOKCUMETHJI-

1,3-IHOKCOJIAHOB
Cpenn  HUKIWYECKUX KHUCIOPOJOCOACPKAMMX  MPOU3BOIHBIX TJIUIEPHUHA
HAnOOJIbIIEH OMOJIOTMYECKOH  aKTUBHOCTBIO oO0Onamaer 2-MeTWI-2-aMuia-1,3-

JMOKCOJaH, KOTOPBIH MO CBOEW (hapMaKoJOTMYeCKOW aKTUBHOCTH BbIlIe Mede3nHa-
3aMEHUTEIsI U3BECTHOIO MUoOpeakcaHa — Tyookypapuna Ha 50%.

Kak wu3BecTHO, mpousBojaHble 1,3-aMOKCONaHa 00J1aJal0T COBOKYITHOCTBIO
LIEHHBIX CBOWCTB M HAXOJIAT NpPUMEHEHHE B KauecTBe 3((EKTUBHBIX HHTHOUTOPOB,
AHTUOKCUJAHTOB, IIOBEPXHOCTHO-AKTUBHBIX BEIIECTB, HWHTEPMEAUATOB B CHUHTE3E
OMONOTMYECKH AaKTUBHBIX MpenaparoB, (JIOTOPEareHTOB, AHTUCENTHKOB  JUIS
ApeBecuHbl, (YHTUIUAOB, OaKTEpUIUAOB A TOAABICHUS POCTA MHUKPOMHIIETOB,
CyJIb(paTBOCCTAHABIMBAIOIIUX U YIIEBOAOPOJIOKHUCISAIOMNX OAKTEPHIA, TOIYIIPOTYKTOB
B OPTaHUYECKOM CHHTE3E.

B cBa3u ¢ otuM Hamu Obula M3ydeHa peakuus B3aumojaeuctsus 1,3-
JTUATKOKCUIIPOIIAHOHOB-2 ¢ 2-XJIOPMETHWJIOKCUPAHOM M 3-XJIOpIponaHauoyioM-1,2 1o

CXEMC:
N

N / CI _ C
o ||
N
RO || OrR * PN O\/O
o | a A/ |
OH R OR

/\I

O H

Cunres 4-XJIOpMETUI-2,2-THATKOKCUMETHII- 1 ,3-THOKCOIaHOB ~ OCYIIECTBIJICH
HaMu JBYMS Metonamu. Ilo mepBomy wmertoay - TIyTeM B3aHWMOJICHCTBUS
JTAAJIKOKCUIIPONIAHOHOB-2 € 2-XJIOPMETHUJIOKCUPAHOM B MPUCYTCTBUU Pa3IMYHBIX
arpoTOPHBIX KaTanu3aTopoB, Takux Kak: (C,Hs),OBF;, SnCl,, FeCl;, ZnCl,. JlanubIi
nporecc ocymiectried npu  rtemmeparype 30-35°C. B cioydyae HCHONB30BaHHS B
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kauectBe Karanmuzatopa (C,Hs),OBF;, SnCl, nabmiomatoTcsi OTHOCHUTEIHHO BBICOKHE
BBIXO/IbI B cpefie abcomoTHoro 6enzomna. [Ipu aTom Beixon nqocturain 10 92 %.

4-xnopMeTui-2,2-1uaakoKCUMETHII- | ,3-AMOKCOIaHbl  ObUIM  TaKXXe IOJTYYEHBI
IIyTEM B3aUMOJEUCTBUSA |,3-TNaNKOKCUIIPONIAHOHA-2 € 0-MOHOXJIOPTUIPUH
INIMLEPUHOM B cpefie OeH3ola C y4acTHEeM KaTaJUTHYECKOTO KOJUYECTBA COJISTHOU
KHACIIOTHI. J[aHHBIN IPOLECC OCYLIECTBIIEH IPU TEMIIEPAType KUIIEHUs PACTBOPUTENS U
IIOCTOSTHHON OTTOHKE 00pa3yrouieiicst BOJbl B IPUCYTCTBUU OeH30i1a. Bbixoa mnpu atom
coctaBisul 82-91%.

B HNK-cnekrpax 4-XJIOpMETHI-2,2 - THATKOKCUMETHI- 1 ,3-THOKCOIaHOB
HaAOJIFOJAaeTCsT UCUE3HOBEHHUE MOJIOC ITOTUIoIeHu B oonactsax 3420-3390 em! m 1721-
1712 e, KOTOpble COOTBETCTBEHHO  XapaKTEPH3YIOT THAPOKCHIBHYI U

KapOOHWJIbHYIO TPYIIBI HMCXOAHBIX COCIWHEHWW, a TaKkKe TMOSABICHUE I0JIOC

nornomenuit B obmacta 1132-1036 oM™, XapaKTEPU3YIOINX KETAIBHBIA KHUCIOPO/I.
1

[Tonoca mornomenust C-Cl obHapyxeHa B o0nacTsax 763-751 cm .

2.3.CHUHTE3 H HCCUCJIEZJOBAHHUE 4(2'-N,N-/IHMETH/IAMHHOJTOKCH)-
METHII-2,2-/IHAJIKOKCUMETHJI 1,3-/THOKCOJIAHOB H UX
KBAPTEHU3AIIUA

B nacrosiiee BpeMs JUOKCOIaHbI MOJYy4alOT B OCHOBHOM KOHEHCAIIUEH TUOJIOB
WM DTOKCHUJIHBIX COCIMHEHUN C OKCOCOCAMHEHUSMH, a TaK)Ke peakiued IUO0JIOB C
oproadupamu. Mcxonas u3 sroro Hamu M3ydeHa peakiuu B3aumojerctBus 3(N,N -
JTUMETUIIAMHUHOATOKCH )-Tiportananofa-1,2 ¢ 1,3-1uankoKCUrponaHoHOB-2 10 CXEeMeE:

]

0,

RO OR

Cuntes4(2’-N,N-1MMeTHIaMUHOITOKCH )-METHII-2,2- THAIKOKCUMETH- 1 ,3-
JMOKCOJIAaHOB ~ OCYUIIECTBJISUIM B cpelne OeH3ojla B MPUCYTCTBUU  KUCIOTHOTO
karasm3aropa (HCl u H,SOy).

Pesynpratel uccienoBanus noka3aji, 4TO AAHHBIA IPOLIECC MPOTEKAET Ipu 75-
85°C mpu MOJIBHOM COOTHOLIEHUH pearenToB 1:1,3 B Teuenue 6-8 yacos. [loayuyeHHbIe
»(UpPOaAMUHONIPON3BOIHBIE 1,3-THOKCONMaHa SIBISIIOTCS OECIBETHBIMHU TOJIBHXKHBIMU
KUAKOCTSIMU CO CHEUU(PUUECKUM 3amaxoM, XOpomlo pactBopumsie B 3¢pupe, TI'D,
JIUOKcaHe. BbIX0] KOHEUHBIX NPOAYKTOB IIPU ITUX YCIOBHIX cocTaBiseT 72-81%.

CunTtes 4-(2°-N,N-1uMeTHIaMUHOATOKCH )-METHI-2,2 - THATKOKCUMETHI- 1,3 -
JTIMOKCOJIAHOB OCYIIECTBIISIIN TaK)KE€ BCTPEUHBIM CUHTE30M C MPUMEHEHUEM 4-
XJIOpMETUI-2,2-1uankokcumet- 1,3-nuokconanos (I)c N,N-
JTUMETUJIAMUHOATAaHOJIAMH COTJIACHO CXEME:



14
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3amMeleHne atoma Xjaopa OCYLIECTBIISUIN MPEBAPUTEIbHBIM MIOJIydeHHEM OoJiee
CHJIBHOTO HYKJIEO(UIBHOIO peareHTa-aakoroisata N,N- TuMeTHIaMuHO3TaHOJIaMH, 4TO
MO3BOJIWIIO JOCTUTHYTh 78%-0ro BbIXOAa LENEBOr0 NPOAyKTa. Peakuuio mpoBoawsiv
IIPY KOMHATHOM TeMIIEpaType U MOJBHOM COOTHOLIEHWH peareHToB 1:3 B TeueHue 4-
4,5 gaca. [Ipyr 3TOM BBIABIEHO, YTO HApsALy C OCHOBHBIM IPOAYKTOM PEAKLIUH TAKKE
oOpa3yeTrcsi OINpEJENIeHHOEe KOJIMYECTBO MOABM)KHOW KUAKOCTH, KOTOpas JaeT
MOJIOKUTENIBHYI0 ~ PEAaKUMI0 Ha  JBOMHYK  YIJIEPOI-YTJIEPOAHYIO CBS3b.
IIpenmonaraercs, 4YTO OTH  COCOUHEHMS  SABJSIIOTCS  NPOAYKTAMU  PEAKLHH
NMMMHUHUPOBAHMS COJITHOM KHCIIOTBI, IIpOTEKarolmed B pesynbrate artaku N,N-
JUMETUIAMUHOITOKCHAHMOHOM BOAOPOAHOro aroma yriepoxa C-4 Haxopsuierocs B
IUKJIE UCXOJHBIX 4-XJIOPMETHII-2,2-TUaTKOKCUMETWII- 1,3-1MOKCOJIaHOB.

Joctmxenns MeX(pa3zHOro KaTajau3a MO3BOJWIM OCYIIECTBUTh JIaHHYIO
pPEaKkIUI0 B BOJHO-OPraHWYECKUX CHUCTEMAax B MIEJIOYHOU CpEeAe B CPABHUTEIBHO
MATKUX YCJIOBHSX, IPU HCIOJIB30BAHUM TBEPAOU IIEN0YM. J[OCTyIHBIE peareHThl U
KaTaJu3aTophl, MPOCTOTa OQOPMIICHHS M HKOJIOTMYEecKas Oe30MacHOCTb SBIISIOTCS
CYIIECTBEHHBIM IIPEUMYIIECTBOM JTAHHOTO MPOLECCA U MTO3BOJIAIOT PACCMATPUBATH €0
KaK TepCIEeKTUBHBIA METOJl CHHTE3a BEIIECTB, OOJaJamMuX OHOIOTHYECKON
AKTUBHOCTBIO.

C 9TOM Uenpl0 HaMM MW3Y4Y€HAa peakuus B3aWUMOJCUCTBUSA XJIOPMETHI-2,2-
IUAIKOKCUMETUNI-1,3-tnokconanoB ¢ N,N- ITUMETHIAMUHOITAHOJIOM II0 CXEME:

N NN,
N O
] g
O\ )) + /\/N(CH3)2 ))
HO -
| -HCI |
RO OR RO OR

[ToxazaHo, 4YTro BBIXOJA 3(PUPOAMUHOB MPOU3BOAHBIX  1,3-IHOKCOJIAHOB
cocraBisieT 84-93% B ycnoBusX MexK(}a3zHOTO KaTaau3a.

Peakunu B AByx(a3HBIX CHUCTeMaX, KaKk MPaBUJIIO, BEChbMa UyBCTBUTEIBHBI K
YCIIOBUSIM HUX TMpoBeAeHUs. J[is NpoW3BOAHBIX IHOKCONAaHA OBLJIO BaXKHO HAWTH
Haubonee ynoOHble U 3(PPEKTUBHBIE PEKHUMBI WX MpEnapaTUBHOrO noxydeHus. [Ipu
MOCTOSIHHOW ~ TeMIlepaType,  BapbUPOBAIUCH  MPOAODKUTENIBHOCTh  Ipoliecca,
KOJMYECTBO PACTBOPUTENS, THUI M KOHILIEHTpAlUsA KaTajlu3aTopa, COOTHOILIEHUE
pEareHToB U LIEI0YH.

Ha npumepe 4- xjmopmeTwii-2,2-1HaIKOKCUMETHI-1,3-TMOKCOIaHOB TTOA00paHbI
yCIIOBUS TMPOTEKaHUsl peakiuuu obpa3oBaHus 3pupoaMHHONIpou3BoAHOrO  1,3-
JIMOKCOJIaHa B MEK(Pa3HBIX yCIOBUSIX.

B pe3ynbrare mpoBENEHHBIX HUCCIENOBAHUN OBLIO OINPEAEICHO, YTO JIYYIIHM
BBIXO/] LIEJIEBBIX NPOAYKTOB JOCTUTAaeTCsd B O€H30JI€ WM JUMETHICYIb(POKCHIE C
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UCIIONb30BaHMEM B KadecTBe Karanmu3atopa (OchOHHEBBIX COJIeH, B YacCTHOCTH
tpudpenmmTIIIPochornitOpomuaa (TOODE). B TpudTHIOyTHUIAMMOHUUXIIOPHIE
(TOBAX) u TpudrTunoytunammonuitopomuie (TOBADB) Takke HaOII01aI0TCS XOPOIIINE
BBIXOJIbL. J1J1s1 CO31aHus 1IETOYHOM cpe/ibl HanboJiee MPUroAeH TBEPbIN €KUM KaTui.

Bo Bcex ciywasix npu npoaoKUTENIbHOCTH peakuuu, 0ojiee 6-Th 4acoB, BBIXOJ
LEJIEBBIX MPOIYKTOB MPAKTUYECKH OCTAETCS HEU3MEHHBIM.

Ha ocHOBe mNpOBEAECHHBIX HCCIEIOBAHUN BBISBICHO, YTO HCIIOJIb30BAHUE
Mex(da3HOro Karajiusza B CHUHTE3€ 2(pUPOaMHUHOIIPOU3BOAHBIX 1,3-IMKCONaHa SIBISETCS
0osee yT0OHBIM MO CPAaBHEHUIO C APYTUMH METOJIAMHU.

B UK-cnekrpax 4-(2’-N,N-1uMeTHIaMHUHOATOKCH )-METHII-2,2-TUaTKOKCUMETUJI-
1,3-1MOKCOIaHOB HAOJIOIAETCs MCUE3HOBEHHE IT0JIOC MOTIIOMIEHUH B o0nacTsax 763-751
cM', xapaktepHbix s C-Cl TpyIIm HCXOAHBIX COSIMHEHHIT, a TAKXKE TIOSBICHHE TI0JIOC
noryouieHnii B o6nactu 1132-1036 cM™' XapakTepHbIX IS KETaTbHOIO KHCIOPOJIA.

Baxneitmue (QU3NKO-XMMHUYECKHE KOHCTAaHTHI CHUHTE3MPOBAHHBIX BEIICCTB
npuBeICHbI B Ta0I. 1.

Tabauuya 1.
OU3UKO - XUHMHYEKHE KOHCTAHTBI 4-(2°-N,N-TUMETH/IAMHUHOO-
ITOKCH)-METHII -2,2 - THAJIKOKCHMETHII — 1,3 — JIHOKCOJIAHOB

Ne OGrmas OTKHH , 2 2 ME{D %vN BbI-
n/ R dopmya C/mm. | di g Hal. | HaiiL X(())IL,
i pT.CT BBIY. BBIY. o
1| CH, | ChHxNOs | 75/4 |1,1199 | 1,4655 2;;‘5‘3 2}; 86,8
2 | CHs | CHuNOs | 87/4 |1,0941 | 1,4699 ;g:g‘l‘ j:gg 83,9
3 | u—CiH, | CiHyuNOs | 96/4 | 1,0757 | 1,4742 22:32 jﬁé 89,4
4 | i-CiH, | C\HuNOs | 90/4 | 1,0706 | 1,4714 22:(9)2 jﬁz 84,7
5 | n—CiHy | CigHNOs | 107/4 | 1,0616 | 1,4783 Zg;g ggg 92,6
6 |CoHsCH, | CosHsNOs | 158/4 | 1,4301 | 1,5478 gjﬁg g;g 87.5

N3BECTHO MIMPOKOE INMPHUMEHEHHE YETBEPTUUYHBIX COJEM AMMOHMS B KadyeCTBE
MMOBEPXHOCTHO-aKTUBHBIX BEIIECTB, MEK(PA3HBIX KAaTAIN3aTOPOB, OUOIUIOB.

B 370l CcBSI3M HaMu ObBUIM CUHTE3UPOBAHBI COOTBETCTBYIOIIHME COJIM, paHEE HE
OMHUCAHHBIE B TUTEPATypPE, COJAEPKAIINE ITUKIIOALETAIbHBIE (PPArMEHTHI 110 CXEME:
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BBISBICHO, YTO NAHHEIA MPOLECC HpOTeKaeT mpu Temmeparype 75-80° C B
TedyeHuu 12-16 wyacoB B cpeae pacTBopuTeds O€H30Ja TMPU  COOTHOIICHUU
aMHHOJAMOKCOJIaH: HoadTan = 1:1,2. [Ipu 3TOM BBIXOJl YETBEPTUUYHBIX COJICH aMMOHMS
coctaBisier 78-84%. Ilociie OKOHUaHMS pEaklMM CMECh OXJIAXKIAIU 10 KOMHATHOM
TeMIEepaTypbl U IPU 3TOM U3 CUPONOOOPA3HOM MACChl MOCTENIEHHO BbINAJaIN CBETIIO-
KEJIThlE KPHUCTAJUIbl COOTBETCTBYIOIIEH COJM aMMOHUEBOro ocHoBaHus. [lonydeHHsbie
COJIA MEPEKPUCTATUTMZOBBIBAIIA U3 TOPSIUETO METUIITHUIKETOHA.

2.4. CHHTE3 IIPOHU3BOJHBIX TUOKCOJIAHA C POJAH I'PYITIIOH

Jns  cuHTe3a NOJUPYHKIMOHAIBHBIX MPOU3BOJHBIX TJHUIEPUHA OOJBIINE
CUHTETHUYECKUE BO3MOXXHOCTH HMMEIOT COEAUHEHHMS BKIIOYAKOIIME  POJAH-TPYIILY.
Hcnonb3yst pazHooOpa3Hble XMMUYECKHUE MPEBPALIECHUSI C YYaCTHEM ASTOW TPYMIIbI
MOKHO MOJIYYUTh HOBBIE KJIACCHI TUOJIOB, THOAMUIOB, THOKUCIIOT U T.J.

Ucxoma w3  3T0rO, Hamu M3yuyeHAa peakuus B3aHUMOJACUCTBUS  3-
THOIMAHOTPONaHuo0N0B-1,2 ¢ 1,3-AMaTKOKCUIIPONIAaHOHOB-2 B cpefe OeH3oma ¢
y4acTUEM KaTaJUTUUYECKUX KOJIMYECTB KaTaau3aTopa XJOPOBOAOPOJHOM KHCIOTHI IIPU

TEMIIEpaType KUIICHUSI PACTBOPUTES 110 CXEME:
|_|/\ SCN
O O
3
H,0 ><
/\/\ + /\/\ | |
RO OR

— 7 o
S O
\/
i

NH
[Ipp npoBeneHMH OTOM pEaKIUMU HapsALy C OCHOBHBIM HPOLYKTOM 4-
TUOLIUAHOMETHII-2,2- THAIKOKCUMETHII- 1,3-TMOKCOIaHOB Ha0JI10/1a]I0Ch 00pa3oBaHue 4-
TUIPOKCUMETHII-2-UMHUHO- | ,3-THOJIaHa, BBIXOJ KOTOporo coctaBisul 15-18%. 3to
OOBSICHSIETCSI TE€M, YTO B MPUCYTCTBUM KHUCJIOTHOTO KaTajJM3aTropa IMPOUCXOJIUT

LUKJIA3aIUA 3-TuonMa”onponaunauona-1,3. Brixon 4-THoIMaHOMETHI-2,2-
JTUAIIKOKCUMETHII- 1,3-11noKkcosiaHoB He npeBbimai 53%.
s monydeHus 4-THOIIMAaHOMETHII-2,2 - TUATKOKCUMETHII- 1 ,3-THOKCOJIaHOB

HaMH MPOBOAMIACH peakuus 4-XJIopMeTui-2,2-IuankoKCuMeTui-1,3-1uokconana ¢
TUOLMAHATOM KaJus [0 CXEME:



17

—/\ Cl + KSCN ——— |—|/\ SCN
| | - KCI

>

Yo b o b

IIpoiece OCYIIECTBISIIA B Cpefie dTaHoma mpu Temmeparype 40-45°C B Teuenue
6-8 yacoB IIpM MOJILHOM COOTHOILLIECHHMM pearnpyromux Bemects 1:1. Beixon nenesoro
MpoAyKTa cocTaBisii 62-69%.

[Ipu 5TOM BBISIBIICHO, YTO HAapsA/ly C OCHOBHBIM MPOAYKTOM PpEAKIUHU TaKXKe
oOpasyeTcs onpeelIeHHOE KOJIMUECTBO MOABMYKHOM JKUIKOCTH, KakK B CIydae peakiuu
IIPOM3BOJAHBIX AUOKcoJIaHa ¢ N,N- THaJIKHIaMUHOITaHOJIOM.

B HK-cnekrpax 4-THOIIMaHOMETHII-2,2 - TNAaTKOKCUMETHII- | ,3-TMOKCOIaHOB
HaOJIFOIaeTcsl MCYE3HOBEHHE II0JIOC IIOTVIOLIEHUH B oOmactu  755-748 CM'I,
xapaktepusyronmx C-Cl —rpyniy U MosiBieHUe M0JIOC TMOTJIOIICHUN B obacTsax 2245-
2230 cm”' u 702-694 cm™' , xapaxrepusyromux C=N u C-S rpyIi COOTBETCTBEHHO.

Haanpie IIMP  4-tmonmanoMeTui-2,2-aIuanKuiIOKCUMETHII- 1,3-1HOKCOIaHOB:
06=3,22-3,24 m.1. curHan cunriieta 2CH;O-rpynmnsl cBs3aHHBIN € KUCIOPOI0M, 6 =3,60-
3,62 m.a. cunrier curHana 2-OCH,-C-rpymmel, 6 =3,03-3,08 Mm.1.  ay6ier curaana
-SCH,-CH-rpymmsl, ¢ =4,12-4-4,17 m.1. curaan CH-rpynmsl, 6 =3,81-3,87 m.a. myomer
curHasia -OCH,-CH-rpynisl.

2.5. CHHTE3 U HCCIIE/IOBAHHE (2,2-THA/IKOKCUMETHJI-1,3-
JIHOKCOJIAH-4-UJI)-METH/ITHOMOYEBHHbI

M3otronraHaTel  SBISIOTCA YAOOHBIMM CUHTOHAMU JIJIE  OCYIIECTBIICHUS
nepexojia K NpOU3BOAHBIM THOMOYEBUHBI. [locienHne HalIM MUPOKOE MPUMEHEHUE
JUISl CUHTE3a THOJIOB, KPACUTENEH, CUHTETUYECKHX CMOJ, JICKAPCTBEHHBIX CPEJCTB,
(YHTUIIUIOB, POCTOBBIX BEHIECTB, a TaKXe B KayeCTBE pEarcHTOB A
(hOTOMETPUYECKOTO OIpe/IeTICHUS] BUCMYTa, OCMUS, PEHUS, PyTEHUS.

Hcxonss w3 »9Toro, JajJbHEMIIEH 3aJauell  HACTOSIIETrO0  MCCJICIOBaHUS
SIBUWJIOCh TOJYYEHHE MPOU3BOJHBIX THOMOYEBHHBI Ha OCHOBE CHHTE3WPOBAHHBIX
TUOLIMHAHIIPOU3BOAHBIX 1,3-TMOKCOJIAHOB.

[IpeBpamieHne  OCYLIECTBISIIM — IyTeM  M30Mepu3aluu  4-THOIMaHo-2,2-
JTUATKOKCUMETHII- | ,3-TMOKCOJIaHOB IIPU KUIIIYEHUU B CIIMPTOBOM pacTtBope. Ilpm 3Tom
THOLIMAHAT MPEBpPAIaeTCi B  M30THOLMAHAT, KOTOPBIM  B3aUMOJICUCTBYSI  C
pacTBopuTeNieM (M3OMPOIUJIOBBIA CIUPT) MEPEXOJUT B COOTBETCTBYIONUN dPUp
THOKapOaMuHOBOM kuciothl. [locnmenuuii, moa AECTBUEM THAPOKCHUAA AMMOHHS
MOJIBEPraeTCsi aMMOHOJIM3Y U IPEBPAIIAETCA B TPOU3BOJHOE TUOMOUYEBHUHBI 10 CXEME:

|/\S-CEN A "/\

— = N=C=8 i-PrOH
>
5l fo &
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CHHTE3UpOBAaHHBIE MPOU3BOJHBIE THOMOYEBHMHBI IPEACTABISAIOT CO00M Oelbie
KpUCTaJUIMYECKHE BEIIECTBA, pacTBOopuMble B 3dupe, 1,4-nuokcane, TT'®, IMCO,
JAM®A u B Bozie. BbIxo1 MpOU3BOAHBIX THOMOYEBUHBI COCTABIISAET OT 82-93%.

B WK-cnekrpax Bcex TOJYYEHHBIX COEIMHEHHH OOHapy>K€HO HaJudue
CJIEAYIOIIUX TOJIOC MOTJIONIEHUH V, e 3495-3480 (NH,,NH), 1650-1630 u 890-875
(zehopm. NH,,NH ), 1662 (NH-C(S)- NH,).

2.6. CUHTE3 U HCCJIIE/IOBAHHUE 512',2'- THAJIKOKCHUMETHUII-1,3-
/AHOKCOJIAH-4-H)I) METH/ITHO-2-AMHWHO-1,3,4-THA/TUA30/10B

Cpenu mpou3BOJHBIX 2-amuHO-1,3,4-Tuanuazonos u 1,3,4-tuaguazonos /3,2-a/
MMAPYMHIMHOB BBISBIICHBI BEIIECTBA C TAKMMH BHIAMH OHOJIOTHYECKOM aKTUBHOCTH
KaKk  QyHTHIUIHAs, TrepOuInuaHas, OaKkTepUIMIHAS, IPOTHBOBOCIAJIUTEIbHAS,
MIPOTHUBOOITYXOJIEBasl.

B cBsi3u ¢ 3TUM OJIHOM U3 3a7]la4 HACTOSIIETO UCCIIEI0BaHUS SBJISIIIOCH U3YUCHHUE
peaKkuu UUKIN3ALUN [UKIAYECKUX KHUCIOPOJ0COACPKAIIUX THOIMAHIIPOU3BOIHBIX
JIMLEPUHA C UEBIO MTOTYyYEHUs aHAJOTUYHBIX CUCTEM C ocTaTkamul,3,4-Tuaana3omnos.

C 5TOM 1Enp HaMU M3y4de€Ha KOHAEHCAUA4-THOLHUAHO- 2,2-THAIKOKCUMETHUII-

1,3-1M0KCOIaHOB ¢ THOCEMHUKAPOA3UIOM IO CXEME:
N———N

| |
T Ngo=N + HZN-C-NH-NH2%| | STTONG 7 g,
| I 50-55°C O O S
|
OR

3 s ><
><
) o
RO OR

B kauecTBe Karanu3zaTopa ucnoisb3oBanu noiaudochopuyro kuciaory (ITOK). s
sTroM nemn cHavdana B [IOK npeBaputensHo  mpu  30-40°C  pacTBOpsIH
COOTBETCTBYIOIIEE MOJHHOE KOJMYECTBO THOCEMHUKapOasujaa W K 00pa3oBaBIIEMYCS
pacTBOpy MpuOaBIsid HEoOXoAUMOE KoJinuecTBo cybctpara. Ilocine neWTpanuzanuu
[IDK, u3 peakuMOHHON CMECHU BBIMAMAET OCAJOK COOTBETCTBYIOIIETO MPOU3BOIHOIO
1,3,4-TnannazosioB, KOTOPBIM NEPEKPUCTAIIIM30BBIBAIM U3 3TAHOJA.

Brixop neneBbIix NpoAyKToB coctaBisieT 63-69%. [lo-BunuMomy, B IPUCYTCTBUU
[IOK yacTUYHO NPOUCXOAUT PACUIEIUIEHUE AMOKCOJAHOBOTO KOJbLA, TaK KaK MpH
BBIICJICHUA KOHEYHOTO TMPOJAYyKTa  HaOJI0Janoch oOOpa30BaHHUE JIETKOKHUIISIIETO
IPOJYKTa PEAKLIHUH.

B WK — crmekrpe MaHHBIX COSIWHECHHH OOHApPYEHBI IOJIOCHI IOTJIOIICHUS B
obnactu 1575-1550 oM™ (komneGaHus, XapaKTEPU3YIOIIMe THAIMA30IbHOE KOJBIO),
3485-3470 cm"' (NH,-rpymmsr), 702-694cm ™' (C-S-rpymmsr).
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IIMP-cniekTpbl NOJy4eHHBIX BEIIECTB XapaKTEPU3YIOTCS CICAYIOIUMH CUTHAJIAMH
MPOTOHOB: 0=6,9-6,7 M.A. ymupeHHslid cunraer NH-rpynnsl, 6=1,3-1,1 m.4. cunrier
CH,-rpynnsl, 6=3,49-3,44 m.a. rpyIina CUTHAJIOB CUHIJIETA MIPOMaHa.

Takum 00pa3oM, B pe3yJbTaTe BBINMOJIHEHHOTO HCCIEIOBAaHUS TMOJYYEHbl H
OXapaKTepHU30BaHbl P HOBBIX IpenactraBureneit 1,3,4-ThaanaszonioB, 4TO OTKPHIBAET
NEPCIEKTUBY CHUHTE3a M MCCIEIOBAaHHA HOBBIX KJIACCOB TIE€TEPOLUKINYECKUX
COEIMHEHUM.

2.7. CHHTE3 4-AJIKOKCHME THJI-2,2-THAJIKOKCHME THJI-1,3-
JTHOKCOJTAHOB

Cpenyn  reTepoIMKINYECKUX COCIWHEHHH o0co0oe MecTo 3aHuMarT 1,3-
JTMOKCOJIaHbl HA OCHOBE IJIMIEPUHA, KOTOPBIE UCIIOIb3YIOTCSl B KAYECTBE PEAreHTOB AJIs
TOHKOTO OPTraHWYECKOT0 CHHTE3a, M JUIsl TOJY4YeHHUS OHOJIOTMYECKH aKTHUBHBIX
coequHeHur. OJIHAKO, CBEACHUS O AMOKCOJIAHE, MOJYYEHHOM Ha OCHOBE 2-aJIKOKCH
METHUJIOKCUPAHOB H 1,3-0MCANAIIKOKCUTIPOITAHOHOB-2 B INTEPATYPE OTCYTCTBYIOT.

CuHTEe3 HOBBIX MPOU3BOAHBIX 1,3-TMOKCOIAHOB OCYILECTBISUIM B MPUCYTCTBUU

KaTAIUTUYECKUX KOJMYECTB 3T (upara Tpexdropuctoro 6opa mo cxeme:
BF; O (C;Hs),
R'OCH,—CH — CH, + ROCH,—C—CH,OR

R'OCHZ_ CH_ (|:H2

e )
N S
SN

ROCH, CH,OR

JlaHHBIN TpoliecC OCYIIECTBISIN MyTeM B3aumoaeucTBus 1,3-0uc (Iuankokcu)-
MIPOMAHOHOB-2 € 2-aJKOKCUMETWIOKCHPAHAMU MTPU MOJBHOM COOTHOILIEHUH PEareHTOB
1:0,6 B mnpucyrctBum katanuzatopa BF;0(C,Hs). Ilpouecc ocymectBisiin npu
temmeparype 40-45°C B Teuenun 5-7 4acos.

B UK- cnekTtpax 1-mMeTokcHu-2,3-METHICHANOKCUIIPOTIaHA HAOIIOAACTCSl HATMUKE
XapaKTePUCTHUECKNX TM0JI0C MONOmEHHs B obnactn  yactor: 2809:1390 cm™'(CHs),
2800 cm' (OCH;), 1140 cm'(OCH,-O). JlauHble Macc-CreKTpoB 1-3TOKCH-2,3-
MeTuwieHauokcunponana: M + m /z 132(7,0), m /z131(22,6%), m /z 73(80,3%), m /z 59
(100%), m /z 45(49,4%), m /z 43(25,4%), m /z 31(49,4), 1-u-npomnokcu-2,3-
MeTuiIeHArnoKcunpomnana: M+ m /z 146 (6,6%), m /z 145(25,0%), m /z 116(40,9%), m
/z 103(15,8%), m /z 73(100%), m /z50 (11,9%), m /z 56 (25,1%), m /z 57(29,0), m /z
45(34,3), m /z 44 (35,6), m /z 43 (93,7%), m /z 31 (11,9%).

B Tabmumax 2,3 mpuBeneHbl BaxKHEHITHE (PUIMKO-XMMUYECKHE KOHCTAHTHI H
CHEKTpabHbIE JAHHBIE CHHTE3UPOBAHHBIX BEIECTB.
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Ta0muna 2

BAKHEHIIIHE ®H3UKO-XUHMHUYECKHE KOHCTAHTAHI 4-
AJIKOKCUMETHII-2,2-/ITHAJIKOKCHMETHII-1.3-/THOKCOJIAHOB

R'OCHz_ CH - C|1H2
N
N ¢ /
7/ \
ROCH, CH,0OR
R R’ Beixoa | T. kui. r‘23(] 20 MR p
% 'C/mm.pr. 4
CT. Hai. BBIY.
CH; C,H;s - 80,3 122/5 1,4396 1,0575 58,27 | 58,41
CH; H-C;H,; | 824 129/5 1,4435 1,0296 67,53 | 67,65
CH; uH-C,Hy | 81,8 137/8 1,4483 1,0126 76,71 76,85
C,H; C,H; 86,1 128/5 1,4536 1,0452 62,98 | 63,03
C,H; H-C;H,; | 84,2 139/5 1,4593 1,0272 72,11 | 72,27
C,H; H-C,Hy | 84,7 147/5 1,4645 1,0124 81,39 | 81,50
H-C3H,; | C,H; 83,5 140/8 1,4670 1,0562 67,56 | 67,65
H-C;H,; | u-CsH; | 81,9 152/5 1,4730 1,0415 76,69 | 76,85
H-C;H; | u-C4Hy | 82,2 161/5 1,4798 1,0321 85,93 | 86,12
Tabmuna 3

CIIEKTPAJIBHBIE XAPAKTEPUCTHUKHA 4-AJIKOKCUMETNJI-2,2-
JANAJTKOKCHUMETNJI-1.3-AMOKCOJIAHOB

CH;| CH, |CH C-0-C-0-C I[IMP cnektp, 6, M. 1.
1|2821, |2845, |2885,2882, |1020,1078,1090, | 1,18 (1,3H, CH3); 3,50 (k,
2820, |2847, |2880,2877, | 1100, 1160 2H, CH,); 3,90 (1, 2H, O-
2818, 2849, |2872 CH,); 3,60 (1, 2H,0-CH,);
2817, | 2850, 4,17 (m, 1H, O-CH)
2815 2851
22816, |2840, |2880,2878, |1015,1075,3180, |0,93 (1,3H, CH3); 1,52 (m,
2815, |2841, |2875,2872, | 1090, 1115 2H, CH,); 3,39 (T, 2H,
2813, | 2844, |2868 CH.,); 3,50 (n, 2H, CH,);
2812, | 2845, 4,14 (m, 1H, O-CH); 3,95(x,
2810 2846 2H, O-CH,);5,97 (¢, 1H, O-
CH-0O)
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3| 2813, |2835, |2875,2873, | 1013, 1058, 1100, -
2812, | 2846, |2870,2867, | 1164, 1027
2810, |2840, |2865
2809, | 2849,
2805 2841

4 - - - 1010, 1080, 1090, -
1115, 1190

3. IOUCK IIYTEH IPAKTHYECKOI' O HCIIOJIb30BAHHUA HEKOTOPBIX
H3 CHHTE3UPOBAHHbIX COE/JHHEHUH

CI/IHTGSPIPOB&HHBI@ CUMMCTPUYICCKUEC U HUKIIMYCCKUC ITPOU3BOJHLIC ITIMICPHHA
ObLIH IMOABCPIHYTHI (I)apMaKOJIOFI/IIIGCKI/IM )41 @HSHOHOFI/I‘IGCKI/IM HUCIIBITAHUAM.

3.1. PDAPMAKOJIOT'HYECKAA XAPAKTEPHCTHKA HEKOTOPBIX U3
CHHTE3UPOBAHHbIX COEJHHEHUH

[IpoBenenbl wWCHBITAHUA Ha BbIsBICHUE (HAPMAKOIOTHYECKON aKTHBHOCTH
coequHeHui 1-6. McnbiTyemble BelecTBa BBOAWIN BHYTPUBEHHO, BHYTPUOPIOLUIMHHO B
BHziEe 1-5%-HbIX pacTBOPOB B BOAE WK B TBUHE-80.

OO1wree aeiicTBUE U TOKCUYHOCTh M3YyYalld B OCTPHIX OMBITaX Ha OEIBbIX MBIIIAX
maccoi 16-24 r npu BHYTpHUOPIOIIMHHOM BBEJICHUH. BelecTBa BBOIMINCH U3 pacueTa
ot 100 g0 2000 mr/kr (MHTEpBaN Mex Iy Ao3amu 25-100 mr/kr).

N3ydeHO TakKe BIMSHHUE ITUX BEIIECTB HA CEPACYHO-COCYAUCTYHO CUCTEMY B
OCTpBIX ONBITAX Ha HAPKOTU3UPOBAHHBIX KolllKax. [Ipenaparsl BBOUIN BHYTPUBEHHO B
no3ax 1-2-5-10-25 mr kr. [Ipu 3TOM BBISIBICHO, YTO W3 YUCJIA UCIIBITAHHBIX COCTMHEHU
TOJIBKO TIpenapar 5 o0jagaeT BbIPaXKEHHBIM THIIOTEH3UBHBIM 3((PEKTOM, KOTOPBIN Mpu
no3e 10 Mr/kr jaeT MakCUMaiabHOE CHUKEHHE apTepuanbHOTO JaBieHus - 30 MM PT.CT.
C IPOJOKUTENBHOCTEIO 10 30 MUH. YCTaHOBIJIEHO, YTO JAHHOE BEUIECTBO B J103€ 5
MI/KT 4epe3 5 MUH OJOKUPYET MOIbSA3bIYHBIA HEpB, a B 103e 10 mr/kr yepe3 15 mun
OJIOKUPYET MOABSI3BIYHYIO IPOBOIUMOCTb.

Bnustnue npenaparos I1-2, I1-3, I1-4, TI-5 Ha rnaakyroo MycKyJaTypy U3ydyaid Ha
W30JIMPOBAHHOM TOHKOM KHIIEYHUKE KpBICHI. YCTAaHOBJIEHO, 4YTO Ipenapar 4 B
koHiueHTpauu 1,10-4 cHuMaeT cra3mbl, BbI3BaHHBIE XJIOPUJIOM Oapus, T. €. JTaHHOE
coequHeHHe 00aaeT Cra3MOIUTUYECKUM AeiicTBreM. Bee 3amucu peructpupoBaiu Ha
3aKom4eHHOU yienTe kumorpada. [Ipu konuentpauusx 10 Mr/Kr Bce OHU MPOSIBISIIOT
TUIOTEH3UBHYIO, )KEITYETOHHYIO U CMIa3MOJIUTUYECKYIO aKTUBHOCTb.

Cpean UCHBITAHHBIX COEAMHEHWI CaMbIM aKTHUBHBIM SBIIsieTCA Tpuddup c
STWIbHBIM PAJAMKAIOM, KOTOPBIM MO BBIPAXXEHHOCTH 3TUX 3(PPEKTOB HE ycTymaer
U3BECTHOMY aJIKAJIOMY 3TOT0 HA3HAYEHUS MAlaBEPUHy. JTOT IpenapaT B MAJIbIX J103aX
MOHMKAET MOABUKHOCTD )KUBOTHBIX, & B OOJIBIIIUX BBI3BIBAET CHOTBOPHOE JICHCTBHUE.

Ha ocHOBaHMM 3THUX [OaHHBIX MOXHO CYAUTb O TOM, YTO BCE HCCIEIyEMBIE
BEILECTBA SIBJIAIOTCS OTHOCUTEIBHO MaJIOTOKCUYHBIMHU.

Oo6napyxeHHast (papmakosornueckasi akTHBHOCTH 1,3-OeH3mioBoro sdupa
IIIMLEpUHA omnpejenuiia IMpPOBEACHUE HAMM JaJbHEHWIIUX HCCIEJOBAaHUN B



22

HaIpaBJICHUU CHHTE3a HOBBIX IMPOW3BOIHBIX TIUIEPUHA C OCH3WIBHBIM PaJTHKATIOM.
Nutepec mnpencraBisyi MOUCK OHOJIOTMYECKH AaKTUBHBIX COCJIMHEHUH B Py
ATKUITUOEH3WIOBBIX TPUI(GUPOB TIIHIIEPUHA.

Beenenue — ankwibHOrO — paaukana B 1,3-mu(OGeH3WIOKCH)-2-PONAaHON
OCYILIECTBJSUITM  MPEJIBAPUTEIIHHBIM  MEPEBOJOM  MOCJAEAHEr0 B  aJKOTOJSIT U
NOCJICAYIONIMM JEHCTBUEM alKWiOpoMuaoM. [[insi  BBeIEHUS METHJIBHOW T'PYIIIbI
UCIIOJIb30BAIM  TUMETWICYJNbpaT B Iedo4yHod cpexe. Ilpu  ucnosib3oBaHuU
TUMETUICYIb(aTa BBIXO/ 1I€JIEBOT0 MPOoayKTa Obul Oosiee HU3KUM (45%), yem B cinydae
npuMeHeHus ankuiaopomuaos(64-74%).

UccnenoBanne (HapMakoIOTHYECKON aKTUBHOCTH COCIWHEHUN T0Ka3ajio, YTo
OHM SIBJIAIOTCA B 2-6 pa3 MEHEE TOKCUYHBIMU 110 CPABHEHUIO C AJIKAJIOUJIOM ManaBepuHa
(xouTpons) (LD50=148wmr/kr). I[lo mmpore ¢dapmMakoIOTHIECKOTO MACHCTBUS OTHU
COEIMHEHUS MPEBOCXOIAT MAaBepHH.

N3ydena kemyeroHHass AakTHUBHOCTb JTUX 3(QUPOB HA HAPKOTHU3UPOBAHHBIX
KOTax, II0Ka3aHO, YTO Tpu A03e¢ 10MI/KT yBenMUMBAETCS OTTOK JKETYM U3 OOIIETO
xemyHoro nporoka Ha 130%, I1-3 na 154%, I1-5 na 160%, a neruapoxosneBas KUcioTa
(AI'X) B kauectBe KOHTpOJsi -189%,T.e. coeMHEHUS TO KEITUOI€HHOMY 3(PdeKTy
yerynarot JI'X.

VCTaHOBIIEHO, 4TO NpH passeaenun 1.10™ MoTHOCTBIO CHIMAETCS CrIa3M IIaIKoit
MycKynarypsl, Bei3BaHHbld BaCl,, T.e. 3TH coequnenus 001aqai0T Cra3MOJIUTUYECKON
AKTUBHOCTHIO.

N3ydeHne BIMSHUA ATUX BEIIECTB Ha apTrepuaiibHoe nasieHue (AJl) mokazaio,
YTO BCE OHU OTPEJCICHHBIM 00pa3oM cHmKaroT A/l

dapmakosiornueckune cpoiicrea 1,3-6uc(andeH3nI0KCH)-2-
AJIKOKCHUIIPONIAHOB

Takum 06pazom, mosrydeHHBIC TPUI(PUPHI TIUTEPUHA PU  HU3KOW TOKCUIHOCTH
MPOSIBJSIIOT THUTIOTCH3WBHYIO, JKCTYCTOHHYI0 W CITa3MOJIMTHYECKYHO aKTUBHOCTb.
VY cTaHOBIIEHO, UTO BBEJECHUE ATUIILHOTO pajaukaia B 1,3-mu(0eH3MIOKCH )-2-IPOTaHO
MPUBOJNT K YMEHBIIICHUIO TOKCHYHOCTH M YCWJICHHIO THIIOTCH3UBHON aKTUBHOCTH TI0
CPaBHCHUIO C HCXOAHBIM TIPOAYKTOM. OTO JaeT BO3MOXHOCTh IPOBECACHUS
HAIIPABJICHHOTO CMHTE3a HOBBIX OMOJIOTMYECKH aKTHBHBIX BEIIECTB B PSTy OCH3UIOBBIX
3(UPOB IIIUICPHUHA.

3.2. DUSHOJIOTHNYECKAA AKTUBHOCTHh HEKOTOPBIX
ITPOU3BO/HBIX I''THIIEPHHA

N3 oOmHUpHBIX JUTEPATyPHBIX HCTOYHUKOB HaM M3BECTHO, YTO TJIUIIEPUH U €r0
MPOU3BOHBIE HAXOASATCS BO BCEX MPUPOIAHBIX COCIMHECHUAX, IJI€ OHU BBITIOJHSIOT P
KU3HCHHO BXKHBIX (DYHKITMH, ¥ SBJISIFOTCS MOTCHITMAIBHO OMOJIOTHYECKH aKTUBHBIMU
COCIMHCHUSAMU.

B nponomxennn nuccineqoBaHui B 3TOM HANIPABICHUY HAMH W3YyYE€HO BJIUSHUE 4-
METOKCUMETUJI-2,2-urponokcumeTun-1,3-quokconana  (J-1), 4-sTokcumerunn-2,2-
nudToKcuMmeTunl-1,3-nuokconana  (/-2), 4-nponokcumerun-2,2-qu3TokcumeTui-1,3-
muokconana (/I-3) u 4-nponokcumeTun-2,2-gunponokcuMet-1,3-nuokconana (J1-4)
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Ha BCXOXXECTb W HHEPrUI0 MPOPACTAHMS CEMSIH MIIEHHULBI COpPTOB «JloOphlii» u
«apopa».

Cemena mnpopamuBanuch B 4damkax I[lerpu Ha dunbTpoBanbHOW Oymare npu
temmeparype 25°C. Beiin ucmob3oBanbl Mo 30 CeMSH MPU TPEXKPATHOM MOBTOPHOCTH,
C HMCIOJIb30BAaHUEM BOJIHBIX PACTBOPOB BEILECTB, CIEAYIOIIMX KOHLEHTpauuid B %o:
0.1,0.01u 0.001.

Kak mokazanu pe3ynbTaTbl HUCCIENOBaHUS (PU3UOIOTHYECKON aKTUBHOCTU 4-
MPONOKCUMETHII-2,2-TUNIPONIOKCUMETHI- 1 ,3-nokconan, npu KoHueHtpauusx 0.01 u
0.001 % mposiBIsieT 3aMETHOE CTUMYJIMPYIOLIEE NEHCTBUE HA BCXOXKECTh U SHEPIHUIO
npopactaHusi ceMsiH nueHuusl copra «Ilapopay.

[Tpu xonuenTpamuu 0.001% Ha 3-i nenp HabmomaeTcs 98%-Hast BCXOXKeCTh. A
npenapar  4-3TOKCUMETHUI-2,2-TUITOKCUMETUII-1,3-AMOKCOJIaH  MPU  KOHLIEHTPaIUU
0.01% mnposBAsieT 3aMETHOE CTUMYJIHMPYIOIIEe ACHCTBHE HA BCXOXKECTh U DHEPIHUIO
npopacTaHusi  ceMsiH nueHunsl copra «JloOpeiii». Ha 3-ii gensp  npu 3TOM
koHIeHTpanuu nocturaetcss 100%-s BcxokecTb. DG(HEKTUBHOCTh EHUCTBUS ITHUX
BEILIECTB HA MHTEHCHUBHOCTb pOCTa CTeOJNsI W KOpHEeW Habmomaerca W Ipu
koHueHTparuu 0.1%

N3yuenne BiausHHUS npenapara 4-npornoKCUMETHII-2,2-TUNponoKcuMeTui-1,3-
IUOKCOJIaHa Ha BCXOXKECTh M DJHEPrUI0 MPOPACTaHUs CEMSH  IIIEHUIBI copTa
«JloOperity mokazano, uyto  coenuHeHue npu KoHueHtpanuu 0.001 oka3biBaer
ctumynupytonii - 3gdekr. CrnenoBareabHO, CHIKAETCA MPONOPIUOHAIBHO €
YBEJIIMYEHUEM KOHIIEHTpaluu mnpemnapara, a npu 0.1% -HoUM KOHLEHTpaluu pacTBOpa,
HaOmoaeTcss  WMHruOupymouee aelcTBUe MAaHHOro coenuHenus. Ilpemapar 4-
MIPONOKCUMETHII-2,2-TUIPONIOKCUMETU- 1 ,3-nuokconan npu koHueHtpauu 0.001%
OKa3bIBa€T CTUMYJHUPYIOIUN 3PPEKT Ha BCXOXKECTb U HIHEPrHI0 MPOPACTAHUS CEMSH
MIIEHUIBl  copTa «Ilapopa», a mpu KOHUEHTpaLUU 0.1% Habmrogaercs
MHIUOMpyIolee JAeCTBUE JaHHOro BewecTBa. JIeHCTBHE STUX BELIECTB Ha
MHTEHCUBHOCTh pOCTa NPOPOCTKA MNIIEHUIBl HAXOAUTCS HA YPOBHE KOHTPOJIbHBIX
BApDUAHTOB  (AMCTWUIMPOBAHHAas  Boja, pacTBopel rubbepwummHa (I'b) wu
uHponmtykcycHoit kuciotrel (MYK) B kauecTBe CTUMYNSITOPOB pocTa U THApasujia
ManienHoBo kuciaoTel ('MK) B kauecTBe HHTHOUTOpA MPOpaACTaHUs).

Takum o00pa3oMm, JaHHbIE Tpemaparbl MPOSBIAIOT  POCTOPETYJIUpPYIOIIee
NEHUCTBUE HA BCXOXECThb M MHTEHCHUBHOCTH PAa3BUTHUS MPOPOCTKOB IIIEHHUIIBI COpTa
«Hapopa» wu «loOpseiity. Ilpu sToM cTUMyNHpylOlIee JAeHCTBUE Iperapara
HaOIIOAAaeTCs MPU CIA0BIX KOHIEHTPAIMSIX, @ UHTHOUPYIOMUNA 3P(HEKT MPU BHICOKUX
KOHILICHTpAIUsX.
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BbIBO/IbI

1. PazpaboTanbl CXeMbl CHHTE3a W HU3YYEH KOMIUIEKC (PHU3UKO-XUMUYECKUX U
OMOJIOTMYECKUX CBOMCTB HOBBIX (DYHKIIMOHAJIBHBIX MPOU3BOJHBIX CUMMETPUYHBIX 1,3-
JIUAIKOKCUIIPOIIAHOJIOB-2 COZAEpKalUX B CBOEH MOJIEKYJI€ OCTaTKM LIMAHATOKCH,
AJIIKOKCHU- ¥ KapOaMOUIIOKCU-TPYIIII.

2. BrepBble C HCNOIB30BAHUEM CHUMMETPUYECKUX JIUATKOKCUIPONAHOHOB-2 H
ANUXJIOPTUIAPUHA, O-MOHOXJIOPTUAPUH riunepuHa, 3-N,N-IualkuiaMUHOITOKCH-
MPONAaHANO0JIOB-1,2 U 3-THOLMAHONPONAHANOIOB-1,2 U3yueHa peakuus UUKIU3aluH,
YTO MPUBEJIO K CHHTE3y HOBBIX MpecTaButeneit 1,3-11M0KCoIaHoB.

3. BrisiBneHo, 4T0 ucnonb3oBanue Mexdaznoro karanuzaropa (TOBAX u TOODB)
B peakiuu cuHte3a 4(2’°-N,N-a1uMeTuIaMUHOITOKCUMETHIT)-2,2-TMaTKOKCUMeTH-1,3-
JTMOKCOJIAaHOB sIBJsieTCsl Oosiee 3((HEKTUBHBIM 0 CPAaBHEHUIO C JIPYTMMU METOJIAMHU.
[Ipu 3TOM BBIXOJ KOHEYHBIX IPOAYKTOB gocTuraet 93%.

4. Ha ocHOBe HHTpWJI- W POJAHCOACPKAMUX aTU(PATHUICCKUX U IUKIUICCKUX
MPOU3BOAHBIX TIUWIEPUHA W THOCEMHKapOa3ujga B TPHUCYTCTBUHM modudochopHOH
KHUCJIOTHI BIEPBBIE OCYILIECTBIIEH MTEPEXO K HOBBIM NpeacTaBuTensam 1,3,4-tuaauazona.
VYcraHoBieHo, 4To cyOcTpaThl ¢ POJAH-TPYNION MpPU HArpeBaHUM M IOCIEAyIoLIEn
00pabOTKOW € TUAPOKCHUAOM AaMMOHHMS NPEBPAIAIOTCS B  COOTBETCTBYIOLIUE
IPOX3BOIHBIE THOMOYEBUHBI.

5. BBIsSBIEHO, YTO MOJy4YEHHbIE TPUAIGUPHI TIULEPUHA NIPU HU3KOM TOKCUYHOCTHU
NPOSBJIIIOT TUINOTEH3UBHYIO, JKEIYETOHHYI0 U CIa3MOJUTUYECKYIO AaKTUBHOCTb.
YcTaHOBIEHO, YTO BBEICHHE ITHIBHOTO pagukana B 1,3-au(0€H3MIOKCH )-2-TIPONIaHOI
MIPUBOJUT K YMEHBIICHUIO TOKCUYHOCTH U YCUJICHUIO TUIIOTEH3UBHON aKTUBHOCTH IO
CPaBHEHHUIO C UCXOJAHBIM MPOTYKTOM.

Haitneno, uto mnpemnapaT 4 -3TOKCUMETWII-2,2-AUITOKCUMETHII-1,3-11u0KCOIaH
npu KoHueHtpauuu 0.01% mnposiBAsieT 3aMeTHOE CTUMYJHMpYIOLIEe JEWCTBHE Ha
BCXOXECTh U PHEPTUI0 IPOpPACTaHUsl CEeMsH MiIeHulbl copra «JoOpsiit». Ha 3-i1 nenb
npu 3Tol KoHHeHTpauuu pocturaercs 100%-as BcxoxecTs. A mnpenapar  4-
MIPONOKCUMETHII-2,2- TUNPONIOKCUMeTrI- 1,3-nuokconan npu koHueHtpauusax 0.001 wu
0.01% mnposBnsieT 3aMETHOE CTUMYJHMPYIOUIEE ACHCTBUE HA BCXOXKECTh M JHEPTHIO
npopactanusi cemsiH mnmeHunbl copra «lllapopa». [Ipu konuentpauuu 0.001% na 3-i
IeHb HaOmromaeTest 98%-Hast BCX0XKECTb.
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