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O6mas xapakrepucTika padorsl.
Tenmpto Mccaenosanuit MO CO3AAHMIO HOBBIX JICKAPCTBEHHBIX NPENAPATOB ABIACTCH
HANPABJICHHBI  CHHTE3 M HCCNEAOBaHWE COEAMHEHME  o0JafaroIX  BEICOKOM
GronoTHYECKOH aKTHRHOCTHIO,

Axryanenocers_npobaemser: ITepBoe MecTO cpead NPHYHE CMEPTHOCTH 3aHUMAIOT

3a00NCBANAA  CCPACHIIO-COCYNHCTON  CHCTeMel.  HasuaueHwe — AHTHTIPOMOOMHTAPHEIX
NpenapaToB  (AHTHATPEIaHTOB) TNPEAYNPCKAAET DAIBHTHE TAKENBIX  COCYHHCTEIX
OCTIOKHeHUH, CHIDKaeT PHCK TSUKENBIX COCYHHCTHIX HCXOZOB: MH(papKTa MHOKapAa,
MHCYJIBTOB; ABISETCS BAKHON COCTABHOH YacThIO JeUeHHs H NPpOGHIAKTHKN CTEHOKAPINH,
ATepOCKIepo3a eprudepHIECcKHX apTepnil H IPOSBIEHNI aTepoTpomMGo3a.

B  macrosmee Bpems waufonbmiuii MHTepec TpPenCTABNMOT  pa3spaboTku
cienudUYeCKUX AHTaroHNUCTOB TPOMGOKCAIIORBIX PELENTOPOB M OrdyHKINOHATBIBIX
npenaparoB, KOTOpeI€ OJHOBPEMEHIO  SBIIMCE OBl  Tawke ¥ MHrHOHTOpamu
TPOMGOKCAHCHITETa3H!. BONBIITHCTRO aHTHATPEIAHTOR IPSACTABINIOT CoBOlt 3aMCIIieHHEIE
FeTCPOLMKIMYECKHE COCAVHEHHS. B  MEeIUUMHCKON IIpakTHKE UPUMEHSIOTCS Takne
1-3aMeleH b MMUA30MIE!l KaK Ja30KcubeH U o3arpeit. -

B ommuue or a3umoreHuoro  4(5)-(uMHZA3ONMN)-3TMIAMHIIE — THCTAMHUHA
3HAYUTCIBHO  MEHBINEE KONHYECTBO  HCCICNOBAHUN  MOCBAIMIEHO €ro  aHaloraM
N-(®-aMMHOAJKIII)a30/aM M HX IPOH3BOJIHBIM.

Ilens paGorpi: Ilensio pansoit paborel gBnsercss paspaboTka 2GHGHEKTHBHOTO
cnocoba monyueHus o-(a30:1-1-m1)asKkaHaAMHHOB M CHHTE3 [IPOM3BOIHBIX Ha HMX OCHOBE:
N-{w-(a3on-1-un)ankunioensoncynbrdaMunos, o-(1H-a30:1-1-wiankmwnamMuios aukapboso-
BEIX kuciaoTr H  N-[w-(azon-1-um)ankun]-N'-genun(Tuo)MoueBuH, N-GeH3ruapui-2-
(1 H-a301-1-w1)ankanaMiUHOB, @ TAKIKE HCCIeJ0Baie MX GHOMOTHYECKO aKTHBHOCTH,

Hayunasgt HoBu3NAa ¥ NPAKTHYECKAS IEHHOCTL padoThl:

B xome wuccicnoBaHmMi  METONOB  IOIyHYeHMA  ©-(a307-1-mu1)ankaHaMHHOB,
HeoOXOJMMBIX B KavyecTBe MCXOHBIX PEAreHTOB IS ITIONYMEHUS HOBBIX OGHONTOrHYECKH
aKTUBHBIX BeMECTB, Opnu oTpaloTaHMsl W YAYYDNEHEl H3BECTHEIC METOABI CHMHTE3a
o-{azon-1-un)ankaHaMuHOB: o Metoay I'abpuens, depes npoMexxyTounsie P-(ason-1-ui)-

STUIQTATUMALE, ¥ BOCCTAHOBIECHUEM COOTBETCTBYIOMNX 0-(a3011-1-M1)aKatlOHHTPUIIOB.



Brepeeie paspaGoran  ansrepHaTHBHBEIE oddexTuBnelii  crmocol  nonydeHus
®-(a3ox-1-HI)ankaHaMHUIoB Yepes POMEXYTOUHbIe M-(a30-1-M1)asIkaHaMHbl, KOTOPHIE B
CBOIO Ouepeslb, NONYYATH PACKPHITHEM OKCA30JMHOBOTO HIM OKCAa3HHOBOIO LHMKIOB
230;J1aMH.

BrepBrie CHIITE3UPOBAHBI W OXapaKTepU3OBaHbl 3ameiiennsie N-CeHsrmapui-2-
(1H-az00-1-mm)anKkaHaMHUHE C TIOTEHIMATBHOM AHTHIMCTAMUHEON aKTUBHOCTEHIO.

Hayuen crmocob nomyyenus N-[o-(azon-1-mm)ankunjapuncynsQaMuIoR Keak ¢
9NEKTPOHOAOHOPHEIMHY, T2K H 3IE€KTPOHOAKIIENTOPHBIMH 3aMECTHTCIIMU B apOMaTHYECKOM
[MKAe B YCIOBHAX BapbUPOBaHWUA TEMIEpaTypsl, pacTBOpHTeneil M MexdasHbIX
KaTanu3aropos.

Hcenenopans! cnocobr! cunTesa m-(a301-1-MIaikiun)aMiuIoB TUKapOOHOBEIX KHCIIOT,
a Tmakxe N'-[o-(ason-l-umankun]-N-denuamouesnr 1 N-[@-(az0n-1-nn)ankm]-
N3-¢>e}mnm0Moqumx, C pasyIM4HOM JIMHOH afKWIbEOH uend W pasiTH4HBEIMU
3aMECTHTENIIMY B (CHILTEHOM KOJBLE, C BRICOKHMH BBRIXOJAMHU IIOJYUYEHbl IICIAEBBIE
COCHAUHEHHS.

KBaHTOBO-XMMHUYECKHE PACUETH! COSHMHEHUN C NMOIHOM ONTUMH3anueil reoMeTpun
MONEKYNT IOXyaMIepHueckuM MetojoM AM | no3Bogund BBISIBUTE CTPYKTYPHl C
Heobxoaumoil muctanipelt Mmexay dapmakopopHrMH (parmeHTamy, a GHoNorHuecKue
WCIIBITAHUS PAAA CHHTE3MPOBAHHEIX HaMH COCIUHCHHUIE MMOKa3aIH COCTOLTENBHOCTS HAIMHX
NPSANIONIOKCH)H O HamA4MM aHTHArPETAlMOHHON axTMBHOCTH. HekoToprie M3 HHX
TIPOAEMOHCTPUPOBATY aKTHBHOCTh BBIIE, HEM Y HMHAA30JCOREPIKAMIEro 3TATOHHOIO
aHTHATperanTa — Ja3okcubena.

Hvearxanun: [lo MaTepuanaM aucceprauny omybnukosaHo: 1 cTates, 1 Te3ucH B
cOopHMKaxX MOKIa0B HayuHBIX KOHGepeHImii, 3 Tesnuca B cOOpPHUKAX JOKIAIOB HaydHBIX
TPYZROB H ITOJAHEI 2 334BKM Ha NATEHT.

AnpobGanusa padorsl: [To marepuanam auccepralluu NpelcCTaBleHO 4 DOKIafa Ha
HAyYHEIX KOHpEePEHIHIX.

Crpykxrypa # o0bem Auccepranun: Jiccepraiysa u3jioXKeHa Ha //%cxpaﬂnuax it

COCTOMT M3  BBENEHMA, JINTepaTypHOIo  0030pa, OOCYXIEHHA  pe3yNbTaToB,
SKCIEPUMEHTANBHON 9aCTH, BHBOAOB M MprioxkeHud. CIHCOK LMTHPYEMOMH JHTEPaTypHl

COCTOMT U3 136 HauMEHORaHHH.

to



OcuoBuoe conepaxanie paboTel.
1. Cunres (®-a30,-1-11)aIKaHAMHHOB.
Ha ocHOBE anaiM3a JMTEPATYPHBIX JQHHRIX IO  CrOCOGaM  IONyuYeHUs
o-(azon-1-umankasaMuHoB GbUTH  OnpoGOBaHEl ¥ ONTUMU3MPOBAHE! [BA H3BECTHEIX
MEIONa, a TaK K€  Opelioxed  HOBHH  oddexTHBHEIM  MeTox  cHHTe3a

-~(a3on-1-um)ankanamMunoB (cxema 1).

Cxema 1.
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coenyuernuii: 9,16 18 a,6 11 26 6 - R=CHj, 10, 17, 19 a,6,8,r,1 1 25 a,8 - R=C,H;s, 11,20 a
- R=C3H;, 12, 21 a - R=C;sHy;, 13, 22 a,6 - R=C4H;, 14, 23 a,0,e - R=4-CIC¢lls 15,24 a -
R:CH3, R’=CH2C6H5, 28 R’=CH2C5H5.

Io cunocoby (I) 2-(ason-l-mn)aTanamuppl NONY4Yar0T 1O peaknun [abprens
B3auMopelicTeieM 2-OpoMITHNGTaINMHIa € a30daMH. AJIKWIMPOBaHHME MMHAA30/14Ta
HATPUS B KHIIAIIEM MCTaHOJE B NMPHCYTCTBUM KATATHTHUECKUX KONMYECTB MOAWIA Kajius
NPOXOINT ¢ oOpasoBamueM  2-(uMumason-l-wmprwidramumuaa a0 50%. Ilpu

paauMopeiicTnu  2-GpoMaTundranumMuia ¢ PacimaBoM HMHIa3oNa (YeTBIPEXKPATHEI



M30BITOK)  BBIXOX  yHadoch yeemuuuts gmo 75%. B astmx  Ke  yclaoBwmax
2-(1,2,4-tpuazorn-1-umetundTamuMuI NOAyJyaroT ¢ BEIXOAOM 62%. Cuatue dramumunHoi
3AIMTHl THAPA3MHTHAPATOM N0 Moauduxanuy MEr-MaHcke mNO3BOIWIO MOMYYHTH
ruapoxiopun 2-(uMunason-1-wn)stanamuna (82%) u ruapoxstopuxn 2-(1,2,4-tpHason-
1-wm)oranamuna (52%). BizanmoneiictBue Gensnmumaszona ¢ N-(2-0poMitam)pratnMuaom
B TPUITHJNAMHHE IPUBOAMT K MNOJIYYEHHIO TPYAHO DPa3NenuMOi CMeCH NpPORYKTOB
ANTKIIHPOBAHNS. '

ITo cnocoby (II) w-(a30n-1-mm)ankaHaMuHE CHHTE3UPYIOT Yepe3 NpPOMEXYTOUHBIC
0O~(a3001-1-UMANKAHOHUTPHUIE.  AJKWIHpoBaHHe  1,2,4-Tpuasona, MMHumasoma H
GeHsuMHUIa30NIa XJIOPALIETOHUTPIIOM WIH 8KPIIOHHTPHIOM B allETOHUTPHIIE NPHBOIUT K
o-(a3on-1-umankagoHuTpunaM ¢ BerxogoM 70-80%, KoTOpEIE THAPHUPYIOT B 2BTOKIABE [IPH
TeMIeparype 70-90°C 1 napnernu 100 atMocdep Ha xaranusaTope — Hukene Penes. Ilpu
5TOM, HECMOTPS Ha BOCCT2HOBJICHME B NPHCYTCTBUM H30BITKA aMMMaKa, DasiClCHHE
PEAKIMOHHOA MAcChl METOIOM KOJIOHOYHOM XpoMarorpaduu B ciiyyae coenuHeHuit 2 a,6
N03BOMWIO BRIAENATE TOAbK0 N, N-Ouc(azon-l-wistim)amunsl, u3 3-(1,2,4-tpuasoxn-1-
WI)TIPONIAHOHUTPMIIA KOHEYHBI NPOZYKT CHHTE3HpOBaH ¢ BeXoxoM 50%, a B cnydae
3-(6eH3nMUA3071- 1-WI)IPONAaHOHNTPUIIA, LIENEBOH aMUH 3B MOTYYCH C BEICOKIM BEIXOZOM
(96%). '

Ilo cmocoby (IH) packpertwe nukiop 2-ankwi-4,5-muruapo-1,3-okcazonos 9-15
asonamMil, IO3BOJIMIO MONYYMTH HPOMEKYTOUHEIE N-(0-2301-1-MIaiKun)aaKaHaMuIbt
18-24, ruApOIH30M KOTOPBIX CHHTE3HUPOBaHs! W-(a301-1-1w)ankanamMuHs! 27, 28 (exemal).

HccnenoBanue  packpeitHs  2-ankmn-4,5-aurufpo-1,3-okcasonoB  HMHIA30JI0M
MO3BOJIMNO BEIABUTH, YTO BBIXOA KOHEUHEIX -(23071-1-HIaJIKIT)anKaHaMHAOB YIPOXONUT
Yyepes MaKCHMyM TIpY H3MeHEHHH JUIMHBl QTKWIEHOTO PafyuKaia Ipy C? atowe, 1 Hauboce
BBICOK B CNIy4ae MCIOJAE30BAHMS KOMMEPYECKH HOCTYIIHOro 2-3THia-4,5-murnapo-1,3-
okcasona 10.

VYeTaHoBNEHO, UTO aNKUWIHPOBAHKUE A30JI0B IKBUMOJIIPHEIM KOIeCTBOM oKcaszona 10
NOJA AaBIEHHEM IO3BOJIACT YBEIMUHTH TEMIIEPATYPY DPEaKIMH W IIOMHOTY KOHBEPCHH
MCXOJHBIX peareHToB, IIPY 3TOM BEIXOA aMunoB 19a,6,8 cocraeiger or 75 mo 86%, B TO
BpeMs KaK HpH NPOBEXCHUH Peakluy Npu arMochepHOM JaBISHNH BBIXO aMui0B 19a,6,B

CYHIECTBCHHO HIDKe ¥ cocTaBiseT ot 20 o 60%.



Hccnenopanne BanstHma  Katammsatopos  (xuermor Jlbtouca, kucnot BpeHcrena)
TI0KA3a70, YTO NPH  MCHONL3OBAHHM XJODHIA LHMHKA, B KOIHICCTBE 1 MONBH.%,
HabmofaeTcs Haubonee BeICOKMIt. BRxonm amuna 19a (80%). YpennueHme konmdecTBa
KaTaau3aTopa B 2 pa3a IPAKTHIECKH HE CKA3HIBACTCH Ha BBIXOJAE IIpoaykra 19a, HO mpu
noGasneruu 10 MoarH. % KaTamusaropa BHIXOJ KOHEUHOTO COSAMHEHWA YMEHBINAETCH B
JBa pasa.

B 3aBucuMOCT# OT HCHOSBE3YEMOTO 230/ BHIXOX aMuion 192,06, yBenwumpaeTcs B
pany umygasos, 1,2.4-tpuazon, GeH3uMua3on.

BsanmozeficTeue, mposomuMoe npu 50%-oM H30RITKE HU3KOKHIAIIETO okcazona 10,
TpUBOMMT K 00pa3oBaHuIo cMecH rieleBoro 19 a 1 moGoYHOro NpoIyKTa B -COOTHOMECHHN
2.3 : 1 (cxema 2). C nomomsio 'H SIMP m wMacc - CHEKTPOCKOTHMH YCTAHOBICHO, UTO
nmoGousbI 1poayxT - 2-{[1-(uMuznazon-1-WHNpoNUIHACH]AMIHO }STAHON, 3TO PE3YIETAT
HYKJIEOQHIBHOI aTaky 2-3TH-4,5-1Hrupo-1,3-0kca3ona UMHAA30I0M N0 TOJI0KEHHEO 2,

Cxema 2.
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Haymu ycTaHOBIEGHO, YTO METOX MNOJNYYCHUS aMHIOB DPACKPEITHEM . OKCA30]I0B
aMUHaMM sBIfercs oOmMM Ha TpHMepe B3aUMOJECTBHA  4-MeTIINHIEPA3HHA U
MmopgonuHa ¢ 2-3TIi-4,5-muruapo-1,3-0xca30moM, BEIXOJ aMHJOB. IIPH 3TOM COCTABIAET
70-80%. Iamit npezioxKeH ATBTEPHATHBHELN METO CHITE3d M3BECTHOTO JICKAPCTBEHHOTO
npenapara - Moxknobemuda  (4-xa0p-N-[2-(4-mopdoanno)aTun]Oenszamun), KOTOPLIH
06713712€T aHTHACHPECCHBHBIM M IICHXOCTHMYyJvpylomuM aeifcreuem. 1lpy cpasHenwn
CYINECTRYIOIINX ' CIIOCOBOB IOMYUEHHA MOKIODEMHUIA, C yu4eToM CTajiit BHACHEHUS
TIPOAYKTA, MOKHO 3aKTFOUUTE, UTO NPEIOKEHHBI HAMM HIBKOOTXOJHEIA Crocod spaseTcs
HanuGonee  PalOHATLHEIM: MCMOIB3YIOTCS HEAOPOTHE, [JOCTYIHBIC DeareHTHl, ATOMHAS

sbhextuBHOCTS Gam3ka x 100%, Brixox npoxyxra 80%.



Ofmass TPHUMEHUMOCTb I3TOr0 Cmocoba TOKa3aHA Ha IMpUMepax IONy4eHUS
2-(uM11a30%- 1 -HISTUIIIPONABAMUIOB  CONEPIKAIIMX, 3aMECTUTEIM Kak B KOJbUE - B
cnyuae 2-(2-MeTHIMMHIAa301- 1 -usTwn)nponanaMuaa (60%), Tak ¥ B Ciryyae Comepkaliero
3aMeCTHTENS B STHIEHOBOM MocTiKe N-[2-(mMunazon-1-um)-1-(derunmernn)stun]nponan-
amuza (76%).

AvanorsgHo nogyucHMO N-(2-azon-l-unankwim)ankasamMunos mno cmocoby I
packpeITHeM 2-aiukun-5,6-aurunpo-4H-1,3-oxcazugos 16, 17 mpu Katanuse XJIOPHIOM
UMHK2, MpH TIOBBIMIEHHOM JIaBIEHWM H  TeMHOepaType 180°C  cumTesMpoBaHH
3-(ason-1-wanpomut)asikaHaMuasl 25a,8, 260 ¢ BEIXONoM 70-77%, 9TO HECKOJIBKO HIDKE
yeM i TOMOJIOTOB o-(azon-1-wmthn)asikanamMuos 19a,6,s.

B 'H SIMP cnextpax o-(a307-1-Hnankun)alkaHaMHI0B HaGNIORAIOTCH XApaKTEpHEIE
CUTHAJIEI: MCTRUICHOBAs ITYIMIa, CBA3aHHAd ¢ aMHAHBIM a30ToM oT 3,2 1o 3,5 M. B BHIE
Tpumtera (J=5,9 'l); MeTiUICHOBAs IPyIIa, CBS3aHHAA C a30TOM I'eTEPONHUKIIA, B IUAA30HE
ot 4,0 1o 4,14 m.8. B Buze Tpumiera (J=5,9 I'); aMuaneIi IpOTOH B BUAE YIHUPEHHOTO
cunrnera ot 6,4 1o 7,1 m.x. B MK-cnexrpax and Bcex aMuaor B obnactu 3260-3301 em’!
IIPUCYTCTBYET XapaKkTepuCcTHYHas moinoca NH-rpymmer, B obmacts 1670 go 1630 o
HaGmopaercss ammma-1 monoca mornomenus, a of 1610 go 1550 o’ ‘aMnn-II rosoca
HOINIOMICHHA.

Tupponu3 amMuaoB 19 a,6,B,r,4 25 a,B 26 6 NpuBOANT K TMAPOXJIOPHIAM AMUHOB
27-29 ¢ sexogom 60-80%, comepkaHHEe XJIOPOBOAOPOJAZ YCTAHOBIEHO C IIOMOIIBIO
apreHTOMETPHYECKOTO [10TEHIIHOMETPITYECKOr O THTPOBAHMA.

Hna 1IECTH THAPOXJIOPUOB ®-(azon-1-un)anKaHaMiIHOB METONOM

MOTCHIIMOMETPHIECKOTO TUTPOBAHUS BIICPBLIC OIPEACICHBI KOHCTAaHTH HOHU3AIIH.

Tabanna 1. Koucranty vonmsanny o-(1 H-a301-1-miajikaHaMUHOB

Coenunenye n=2 n=3 n=4
A PKar =5,940,02 pKai =6,28+0,05
s 2 pKy =8,33+0,04 pKa2~9,28+0,07 —
N
N pKa1 =4,35+0,07 pKa1 =4,6920,02 pKa) =4,82+0,05
NvNHg PKap =7,910,09 pKeaz =8,66+0,03 pKe2 =8,99£0,04
Pt pkar =1,16+0,03 pka =1,23+0,04 pka =1,29+0,06
— Pk =7,020,09 pke =7,64+0,07 pka2 =8,9:£0,09

CpaBHeHME yCITORHH

ryaponmsa  ®~(a301-1-wIaNKIWn)UIKaHAMHIOB M BEIXOAA

©-(a30.1-1-WI)aKaHaMIHOB, CBUNCTENLCTBYET O IIPEHMYILICCTBE KUCIOTHOTO IHAPONH3a




Hal IMESOUHBIM, MOCKONbKY, OH MPOTEKAET 3HAYMTENbHO OBICTPEC ¥ MPHEOAMT K
CTOHIBHbIM TP XPAHEHHH MHAPOXIIOPHIAM.

Obwmit BeIxoX o-(azon-l-mm)ankanavuroB 27, 28, 29 B cilyuae MCIOIB30BAHMA
TEXHHYCCKHX  MPOMEXYTOUHBIX  -(ason-l-unamkwi)ankamamuson  18-26  Ge3
JOMOTHUTENBLHON OUHCTKH Bo3pacTaeT Ha 10-20% 10 CpaBHEHKIO €O CIOCOGOM, B KOTOPOM
TUAPOJIM3YIOT MIEPETHAHHBIC MTPOMEXYTOYHbIE aMHIE! 18-26.

AHaNMIUpYS - ANBTCPHATHBHNE cnioco0nl pomydeHus avuuos 27-29, ¢ ydeTroM WX
BBIAENEHHS MOXHO 3aKII09NTh, YTO Haybonee paluoOHANBHLIMU M HAXONAIIMM Haubolee
ofiee npuUMEHEHHE SBIACTCS INpeINOXKEHHBIH Hamu croco0 T packpbitms aszonamu
oxcazosia 10 wmu okcasmua 16, nosponmiomuit OBICIPO M JIETKO CHHTE3UPOBATDH
ragpoxnopunsr 2-(ason-l-mwi)sranamussl ¢ BeixogoM 87-95% wu 3-(ason-l-wmnponam-
aMuIEl ¢ erxogoM 70-77%.

B stoM criocofe MCHOMB3YIOTCA HEAOPOTHE, AOCTYIHEE PEATEHTH;, yMeHbHaeTcs
BpEMS IIPOBCACHUS CHHTE3a; CYIICCTBEHHO YMEHBIIACTCA KONHYECTBO OTXOJ0B, BO3PACTAET
aToMHad 5(bekTHBHOCTS. METOZ MOXHO OTHECTH K 9KONOTHHecKH NpPUBIEKATENLHBIM
cHOco0aM CHHTE3a GHONOTHYECKY AKTVBHEIX BEIECTB.

Amunsr  302,6,B  nomydeHB!  BOCCTaHOBJICHHEM  COOTBETCTBYIOUWIHX — HHTPHIIOB
BOJIOPOJIOM HA KATaIu3aTope HUKene-Peres ¢ BexogoM 85-86% (cxema 3).

Cxema 3.
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\ﬂ/ Br
o] 5

tre: Az: a - uMunaszon-1-mn, 6 - 1,2,4-tpuason-1-un, B - Gemsumugason-1-ui, k=3,



2. Cunres N-Genzruapui-o-(1H-azon-1-na)ankaHaMuHOB.

C nenbl0 M3HICKAHMS HOBEIX AHTHUIHCTAMHHHEIX NPENapaToB CHHTE3HPOBAHEL
N-Genzrunpun-2-(1 H-a30:- 1 -10r)aIkaHaMUHEL, KOTOpEIE TI0-CBOEMY CTPOCHHIO
NIOTEHIHMATEHO MOTYT 00Ma)1aTh AHTUIHCTAMUHOBOM aKTUBHOCTEIO.

Jing cuHTE38 HEH3BECTHBIX Nﬁemmnpun@-(1H-a30n-1-nn)anKaHaMHHos HaMu
onpo0OBaHbl JBA AIRTEPHATHBHBIX cHocofa HONyueHWA: yepe3d ocHoBarma udda,
CHHTE3UPOBAHHEIE KOHJCHCALMeH ®-(a301-1-U)ankaHaMHHOB ¢ GEH30(ECHOHOM, a TakKe

ATKHIINPOBAHKEM ©-(a30JI- | -IUT)aIKaHaMHHOB CEH3THAPHIXIOpHAOM (cxema 4).

) (CH)
NH, + O i X *—L—W A~ m\N/

(3 (=
{CH, ) 1 [\/:O (CH,) s
Az/ 2m\NHz + R O a "N R O H/ z“\AZ

2. HCI, CH,0H
27 a,6,8; 29 a,6 33 aa, a6, 6a, Ba; 34 aa, a6.

Cxema 4.

AZ/(CHz)m\

rie Az: a - mMunason-1-u, 6 - 1,2,4-tpuazon-1-un, B - 6eH3uMuga3on-1-11.

Jis R B coemunermsx 33, 34 sropas 6yxBa ozHadaer: a —H, 6 —F; m=2, 3
Komnnencauus aMuHOB ¢ GeH30(EHOHOM, HECMOTPS Ha NPHMENEHUT KOHICHCHPYIOIONX
areHTOB, HPOTECKAaeT C HE3HAuMTeNbHBIM BHIXOZOM 0T 5 no 10%. Anaxunmposanye
w-{23071-1-WI)aNKaHAMUHOB OEHATHAPHIXIOPUAOM NP BAPEHPOBAHHY PACTBOPHTENEH M
OCHOBHBIX ar¢HTOB IIO3BOIIMAO NOCTHIHYTh Hau0onee BBHICOKHMX BBIXOZOB IIPH KUILTICHHH
UCXOJHEIX pEarcHTOB B cMecU Kcuiogos B npucyrcrsuu JBY (1,8-mmazabuiukio-
[5;4,0lyanen-7-en), N-Gemsrunpun-m-(1H-a305-1-un)ankaHaMyEE TTONYYEHB C BBIXOZOM
o1 30 10 75%.

B 'H SIMP - criextpax N-Gemsruppun-o-(1 H-azon-1-wn)anxanamuzos 33, 34 MoxHO
BBIAEANTD XapaKTEPHBIE CUTHANEI: TPHIUIET METWIEHOBOM IPYNIbL, CBS3aHHOW ¢ HMMHO-
¢parmMeHTOM, B 00nacty 2,8-3,0 m.g. (J=6.7 T'n), Mermwlenosoil Tpynmsl, ces3anHoOf ¢

rerepolnkioM, B awanazone 4.4-4.9 m.a. (J=6.9 I'n). MerunoBslit npoTOH CIBHHYT B



cnaboe 1ole U IPOABILCTCS B BRAE CHHITIETA OKOAO 5.6-5.7 M.JL., IPOTOH HMHERO TPYIIIH -
B BHJI€ yIHpeHHOTo cunraera B obnactu 10.5-11.0 m.x. B UK — cniexrpax ams Bcex aMyHOB
B oB6macTu 3330-3360 cm™! TIPUCYTCTBYET XapakTephcTryHas nonoca NH-rpymmeL.

3, Mlony4enue ©-(a30J1-1-RIaNKUI)AMANOB JIKAHAHKAPOOHOBAIX KHCIOT.

Cxema 5.
02 Onpz0
X7 0

CH
AZ/( Z)m\ﬁ/u\/\[rOH

e}
35 a,6,8; 39 a,8; 42 2.6,8
o] lo] (¢]
A /(CHI)m\NH U u
z CH, )
2 A G OH
27,29,30 a,6,8 H
27*,29%,30% 8,68 . 36 2,6,5; 40 a,8; 43 2,6,6
O:(\(o 0 0
CH,)m
o AZ/ (¢ 2) \lr:li OH

37 a,6,8; 41 a2,8; 44 2,6,8

rae: Az: a - aMuAason-1-un, 6 - 1,2,4-tpuazon-1-mn, B - 6emumunazon-1-mw1, m=2,3.4,

Anunuposanue ©-(a3on-1-wialkaHaMUHOB aHIHAPUIAMH  aJIKaHIUKapOOHOBBIX
KMCJIOT TIpOTeKaeT INpM KOMHATHOM TeMmeparype ¢ BBICOKIM BEIxogoM (65-95%) B
xJIopodopMe WK XJITOPHCTOM MeTuieHe. M3 roMOreHHOro pacTsopa UCKOIHEIX PCare¢HTOB
crycts OT 3 o 10 4acop BHINANAIOT B BUIE OCAIKOB NENECBHIE w-{a30:-1-1m)anikaHaMyabl
SHTapHOM, riyrapoBofl wmu 1,2-umknorexcannnkapborosodt kucnorel. Ilpu 3ameHe
TeTepoLMKIa B psAny 1,2,4-Tpmason, uMAuna3on, GeH3UMHUNa30n BLIXOX aMunos 35-44 B
GOJBIIMHCTRE CTyHacB yBelIMuUMBaeTcs Ha 5- 15%. C mawmGonpumym sbixomoM (90-95%)
[IOJIY4YEH Bl HPOU3BOAHEIE [IyTapOBO KUCIIOTHL.

B 'H SIMP - crexrpax N-(w-a305-1-1I)aTKWIaMHIOB ankaﬂimxapﬁor{oamx KHCIIOT
HaOIIO/Iak0TCA XapaKTEePHEIE KBAXPYILIETH METHICHOBOH TPYNIIB], CBA3AHHOM C aMHIHEIM
asoroM, B obgactu 3,0-3,2 M1 (J=6,7 I'11) ¥ TPHILIETS! METHIIEHOBOH IpYIIIIE], CBI3aHHOM ¢

reTepoIKiIoM, B obnacti 4,2-4,4 M.a. (J=6,9 '), aMunssiii IpoTon nposBIIeTca B BHAE



Tpuiuieta Okomo 7.7 M.A. CHrHamBl METWIEHOBBIX [IDYNI, HAXONAIIHXCA. PANOM ¢
KapOOHUIBLHON TIpynmoif aMuja, H KapOOKCWIBHOI TIpymmsl, [ SAHTapHON KHCIOTHI
Hab:r0fatoTCs B BUAE nyOieror B obnacti 2,2 u 2,4 M.4. (J=7,0 T'n) cOOTBETCTREHHO, st
IyTapoBoit KUCNOTH B Buje Tpumieror 2,2 u 2,4 M. (/7,5 T'n) coorBercrrenno. s
1,2-nuxnorexcankapboHOBOH KHCIOTE METHHOBEIE H METHIIEHOBBIE IPYINIH HaOMoar0TCS
B BHJE MYJIETHILIETOB B 061acT oT 1,2 10 2,2 M. . COOTBETCTBEHHO.

B HK-crmexTpax wuabriomaroTcs XapaKTePHCTHYHBIE TIOJIOCH IOMIOUIEHWA JNIs
OH-rpynst B o6macTa 3340-3330 em™, u1s kapGonwTsHol rpymis! B o6nacTi 1670-1650
CM'I, B obnacti 1670 mo 1630 em! NIPUCYTCTBYET aMuIa-1 nonoca moriomexus, a ot 1610

o 1550 ou’! avua-11 Donoca morioumeHns.

5. [Tonygenne 3amemeHubIx N-[-(azo0a-1-nn)anxkna]6eH3oacyIb(paMuA0B.

Cxema 6,
(CH,)m ©3g7° R (CH,) O\\S/’O
P m., -
Az” ¥ ONH, + C A PN R
2 Z H
27%a,6,8; 45 ar,an,ae,a3,ak,a1,20,al0,
6¢,03,81,81,B€,83,BK,B.7,80
29*a,6,B; 46 ar,an,ae,a3,aK,a:1,a0,63,83
30*a,6,8; 47 6r,61,6e,63,6x,6n,60

rae Az: a - aMHaazoi-1-ui, 6 - 1,2,4-1prazon-1-ui, B ~ GeH3uMEaason-1-mi.

Jlng o6osnauenns R B coearnennsx 45-47 sropas Gyxsa o3Hadaer: T - 2-NOy, a - 3-NO,,
e - 4-NO,, 3 - 4-CH;, k — 3-CF3, &1 - 4-CF; 0 - 4-CF30, n - 4-C,HsOCO; ana 27, 45 m=2;
s 29, 46 m=3; nns 30, 47 m=4,

TIpn pa3paboTKe METOHOB CHHTE3a 3aMellieHHBIX N-[o-(ason-l-umarkui]éenson-
Cynp(GaMHUAOB HCCHENOBAHO BIUSAHHE TEMIEPaTyphl, KaTalH3aTOpPOB, PACTBOPUTCIEH H
aKLENTOPOR XJIOPOBOOPOAA HA CKOPOCTh ALMIHPOBAHIL, 4 TAKKE HAa BBIXOX 3aMEICHHBIX
N-(o-a3on-1-wrankun)Gen3o1cynshaMuioB.

Jng yMeHBITenIMs BpCMEHH B3aUMOJEHCTBHSL WCXOMHEIX PEAareHTOR B [BYX(asuoii
cucteMe xjopodopM - BOAHEMI pacTBOp KapOoHATAa KM JIOTMYHO HCIIONB3OBAHAL
KaTaau3aTopsl Mexdasnoro nepenoca. JIywmmil pe3ynsTar MONYUeH IIPH HCHOIB30OBAHAM
rUApoKcHa TeTpabyruiaammonus, Bexox N-[o-(azon-1-unm)ankun]ben3oncynsdamusos

TIpH DTOM YBENMIHBAETCH 10 95%.
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Bonee axsorepMmiHO NpoTeKaeT aNIHPOBAHUE ©-(MMUIA30M-1--HI1)aIKAH-aMHHOB;
Ha HaYaibHOM 3TaNe MOANEPKUBAIOT NOHINKEHHYIO TeMmeparypy (0-10°C), B cirydae
TPHA30MBHEX M OCH3MMMA30ILHAX aHATIOTOB KOMHATHYIO TEMIIEpaTypy (20%C). Bpemst
alpoBaHus  O-(MMMAA301-1-l)anikaHaMHHOB B 2-3  pasa  HMKe, deM  aiA
o-(1,2,4-tprazon-1-un)- 1 ©-(6eH3NMIRA3041-]1-n1)ankanaMHHOB. TalKke MOKHO OTMETHTD,
YTO CBOHCTBA 3aMECTHTEIA B OEH30JBHOM KOJBLE CYNEQOXIOPUAA, & CHAEAOBATCIBHO U
AKTMBHOCTh ANITHPYIONIETO areHTa, NpPaKTHYECKM HE CKAa3BIBAIOTCA Ha BpeMeHH
B3auMOZEHCTBUA B Cilydae peakimit ¢ o-(uMmaazon-1-unm)ankaHammHamy, Tax, Bpems
ALMIMPOBAHUA ©O-(MMHIA30:1-1-HiT)aKaHaAMHHOB TOSKIXJIOPHAOM COCTaBJIAET OT 3 10 S u, a
Ipy  AUMAMPOBAHMH  CYNbOOXNOPHAAMH,  COASPKAIINMH  ONCKTPOHOAKIEIITOPHEIE
samecturea or 3 o 4,5 4. Hanbosee npofomKUTENLHO IPOTEKAEeT AlLMIMPOBAHHUE
®-(1,2,4~rpuazon-1-min)ankaHaMMHOB TO3WIXIOPHIOM OT 25 yacoB (Npu UCIONE30BAHHY
Katanusaropa) 1o 30 4acos, B TO BpeMs KaK IPH UCIIONB30BAHMH HUTPO-, TPRPTOPMETHI- 1
TPUQTOPMETOKCH3aMEIlleHHBIX  OeH30iCy bQOoXIIOpHAOB  BpeMms  B3aumornelicTeus
cribkaercs g0 9 — 11 uacoB. AHAJOTMYHEIC 3aKOHOMEPHOCTH OOHapyXKeHsl M Uit
@-(0eH3UMHAA30N-1-HT)aKAaHAMUHOB,  BpPeMst  alWwIHpOBaHWd TpU  IEpeXofe  oT
GenzoncynLpOXIOPUIOE C ONEKTPOHOLOHODHHMM 33MECTHTEAAMH K  alMIRPYIOIMM
areHTaM ¢ 3IEKTPOHOAKIENTOPHEIMH 3aMECTUTENIMH CHIKaeTca ¢ 20-23 gacos mo 9-11
Yacos.

HanGonee akTUBHEIMM AUMIVPYIOIIMMH aIrCHTAMH B JAHHBIX PEaKIWdX OKa3aluch
TpudTOp3aMEIICHHEBIE GenzoncynsQOXIopRIsL, ocobeHHo 3-rpndropMeTHI-
Genzoncynpdoxnopun, a Taoke 3-HUTpoOeH30ACYNEOXTIOPHI.

BapeupoBanne  OpraHwyecknx pacTopuTenell, B rerepodasHoi  cucTeMe
«OpranHycCKUil pacTBOPUTENS/BONAY», MO3BONWIO OOHApYKHTH, UYTO B METHIITHIKETOHE
BEIXOO HeneBBIX N-{0-(ason-1-un)ankun]bensoncyasthamunos yseauuusaercs Ha 20%
rocturas 80%, a BpeMs B3auMozeitcTBHA cokpainaetcsd ¢ 30 g0 5 yacos.

B 'H SIMP - cmektpax. N-[o-(asoi-1-un)aikun]6ensoncynshaMuios CHIHATEL
METIIEHOBOU TPYIIIEL, CBA3AHHON ¢ aMUIHBIM a30TOM, U METHIICHOBOM IPYIIIIBI, CBA3AHHOM
¢ a30ToM reTepouunkia, Hafmopaworea B otnacta 2,8-3,1 ma. (J=5,9 T'm) u 4,2-4,4 M1
(/=59 Tu) B BHEe KBajpyleTa H TPHIUIETa COOTBETCTBEHHO, aMUIHBIH CHTHAI

IPUCYTCTBYET B BHJIE YUIMPEIHIHOro CHHINIETa B 06nacTy 7.6-7.8 M.1.
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B MK — cnextpax Hab.Tr01ar0TCS XAPAKTEPECTHIECKHE TONOCH nornomenns and NH

rpynns! B 06nactu 3500-3400 e, pa SO, rpynmsr 1340-1310 em™ 1 1150-1140 eml

6. Ioayyenne 3amemeHAbIX N -[0)-(a3on-1-nn)anmm]-N3 -heHnN(THO)MOUCBHH.
Hamu cunresupoBaHs N’-[co-(azon-1-Hn)anxm]-N3-(beHI/mMo_HeBHHm, cozepamue
B xauectBe 3amectureneit Cl, CH;, C,HsO-rpynny, ¢ uensto peciaegoBanus GyEruLuHoi
aKTHBHOCTH M cozep)kamue B Kadectse 3aMectnreneit CF;, COOC,Hs u NO,-rpymnms, ¢©
HETBI0 UCCIeNOBAHNS - aHTHArperalnoH ol axtnBHoCcTH. Mouesune! 48, 49, 50 momyyany
B3aUMOAEHCTBHEM ®-(a30J1-1-MT)ajIKaHaMUHOB € 3aMEICHHBIMH (QEHWIN3ONNAHATAME B

aneToHuATpHIe (cxema 7):

Cxema 7.
~(CHYm~ (CH,)m ,[k /GR
7SNt OCN e I
2 CH, CN
R
27 a,6,8 48 ag,ax,a3,aM,68,0xx,63,6M,011,BB,B5%,B3,BM
2%a,6,8 49 ap,ax,a3,aM,an
30 a,6,8 50 68,52#,63,6M
S =
CH,)m L R
Az/( ) \NHZ * SCN_@ H,CN AZ/(CHz)m\N N X
R C 3C H o
27 a,6,8 51 as,an,an,o8,6u,6n,6m,B1
29 a,6,8 52 ak,an,af,an

30 a,6,B 53 6u

rae Az: a - nMunazon-1-nm, 6 - 1,2,4-tpnazon-1-m, B - fensuMpason-1-mi.

Jins o6o3rauenus R 8 coemmaennax 48-53 sropas Oykna o3navacr:, B — 4-Cl, x - 3-CHj, 3 -
4-CHj, u - 2,4-CHjs, x — 3-CF3, i1 - 4-CF;3, m - 4-CH;30, 1 - 4-C,H;50, 1 - 4-C,H;0CO;

It 27,48, 51 m=2; qna 29,49, 52 m=3; x1g 30,50, 53 m=4.

Tlo cpapuenme ¢  OOINEM3BECTHEIMH  YCHOBMAMH  CHHTE32 THOMOYEBHH,
TIPOTEKAIOINX [IPM COBMECTHOM HArpeBaHHMY aMHHA H THOW3OLHMAHATA B IPHCYTCTBHH
OCHOBHEIX KaTaJIN3aTopoB, auuIHpOBaHHE o-(a301-1-w)aaKaHaMuHOB
beHmITHOM3OLMAHATAMH  TIpoTeKaeT B 0oiee MATKHX YCAOBHAX IHpPH  KOMHATHOH
TeMIeparype 6e3 UCMOIb30RaHHS KATANN3ATOPA € BBICOKHMM BEIXOAOM THOMOYEBHH 51, 52,

53 (ot 70 mo 90%). Boicoxue BLIXOABI M MATKHE YCHOBHS HPOTEKAHUS DPEAKIMH MBI

CBA3BIBAEM C BHICOKOW OCHOBHOCTH HMCXONHBHIX amuHos 27, 29, 30, mpu 2TOM B KayecTBe
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KaTaTATHYCCKUX [EHTPOB BO3MOXHO BBICTYNAXOT a30TCOLCPKAIIME T'eTEPOLUKINYECKHE
(parMeHTHI HCXOMHBIX COENMHEHMM U IPOAYKTOB.

B'H SAMP-cnexrpax N’-[m-(ason-l-Pm)anKnn]-N’-@enm(mo)MoqunH B CXOIHBIX
o6nacTax HabMIOAAIOTCS CUTHAIB! METIUICHOBOH TPYTIL, CBI3AHHON C AMHAHLIM a30TOM, H
METUACHOBON TPYIIIE, CBA3AHHOM ¢ a30TOM reTepoIMKIa B BUAE KBaApymwiera 3,7-3,9 M.A.
(J=6,6 Tw) u rpunnera 4,2-44 Mm.x (J=6,6 T'm) cooTBETCTBEHHO. AMuzHEIi NpoToH
MOYEBHH, CoceqHui ¢ anndaruiecKoll Hemsio, IPUCYTCTBYET B BUAE TPHUILIETA B 00IacTH
6,1-6,3 (J=6,6 I'm), propo#f ammumelii mpotod, Gnmaxuii K apoMaTHyeckoMy KOIbLy,
NPUCYTCTBYeT B Buae cupriera B obmactu 8,3-8,6 m.a. Jind THOMOUYEBHH CHrHAB
cMemfatoTes B obnacts cnabux noseft u naGmofatores B Bude Tpuivteros 7,4-7,7 M.A.
(J=6,6 ') u B BuAe CUHIJICTOB 9,0-9,5 M.A. COOTBETCTBEHHO.

7. Pe3yanTaTel GHOTOrHIeCKAX HCMBITAHHAIM.
7.1 VicnpiTanus #a GYHIHIMAHYIO AKTHBHOCTS iK Vitro.

o-(Ason-1-unanxun)aikadamMugsl 23a, 236, ©-(azon-1-um)aikaHaMugsl Iukap6o-
HOBEIX Kucior 36a, 376, N-[w-(a3on-1-wnmamkun)GemsoncymsGamunsl 45ak, 45an, 46ak,
N'-{0-(ason-1-nmamcu]-N-berumvouesnns: 4868, 5068, N'-[o-(azon-1-mr)amkun]-N-
denmntHomModeBunsl Slan, S516m, 5168, 516, Osurm MCOBITAaEE Ha GYHTHUMAHYIO
akTuBHOCTE B nmabopatopun Guomormyecknx Memprtauit  kadexpsr XTOC  mo
arrecropaHaolf Metomyke BHUMXC3P. Mcnwranus NpoM3BONWINCE i Vifro Ha INECTH
rpubax-naTorenax: Sclerotinia sclerotiorum — Bo3Gymurene Oeneix ruuneil, Fuzarium
oxysporum, Fuzarium maniliforme ~ Bo3Gynureneil dysapnosos, Rhizoctonia solani) —
po3Gyanrene Gypoit raunn, Helminthosporum sativum — Bo30yAWTENS KOPHEBBIX IHIIEH %
Venturia inaequalis — Bo3Gyautene napmu 510108, VICIIHITaHHBIE COCOHHEHHS NPOABIIA
YMEPEHHYIO GYHIUTOKCUYHOCTH 110 CPABHEHHIO C 3TATOHOM TpHaXuMe(DOHOM.

7.2. cnerranne o-(azon-1-umankanaMunos AMKapOOHOBEIX KUCIOT Ha

aHTHATPErallMOHHYI0 aKTUBHOCTS i1 Vitro.
Coenuxenus OBIIH MCILITANG] Ha aNTHArPEraluMOHHYIO aKTMBHOCTH in vitro JIJL

3R6HERM 110)] pyKoBoAcTBOM npod. AM.H. EI. JloGanoBoii Ha xadeape hapMaKkonoruu
MI'MCYV. Arperaiuio TpoMGOLUTOR H3YHaly METOXOM CBETOPACCERHHA [0 METOLY BopH.
AnTnarperanumontblii  addext  N-[(@-azon-1-um)alkun]aMHIoOB  aIKaHAMKApOOHOBBIX

KHCIOT B OKCNEPHMEHTAX in Viro MPOSBIAICS B JHANa3oHe (apMaxOIOTHUECKH



NpUEMIEMEIX KOHLUEHTpauuii 10°-10° M, npu sToM ONTHYeCKas TUIOTHOCTH ILIA3MEI
camkanach 10 29%. CpaBHMBas CTelleHb BIUAHAS coelvHeHUS 35a* u nasokcubeHa Ha
AJIO-MHIYIMPORAHHYIO arperauio TpoMOOIMTIOB in Vifro, MOXHO 3aKIIOYHTb, YTO
coennnienre 35a* - runpox:opun oTHiIoBoro agupa N-{(2-ummupaszon-1-un)-stwilamuna
ﬂHTapﬂbx‘& KHCJOTBl BO BCEX M3YUYCHHHIX KOHIeHTpauusx Ha 17,8 - 5,7% mnpesocxomur
3TalIoH — Aa3okcuben (ruapoxiopul 4-[2-(MMuaa3on-1-uin)ITOKCH |0eH30HOH KUCTOTE) IO
CHIDKEHHIO OITTHYECKOMH IOTHOCTH IIJIa3MEL

7.3. cnrniTagus HAa aHTHATPEralHOHIIVIO aKTHBHOCTH

N-[w-a304-1-11)agaKni0eH30,1CYIbhaMUIOB i Vivo.

CoeauHeHNA OBITM HCHEBITAHBl HA QHTHArperalyiOHHYI0 aKTHBHOCTh in vivo A.B.
ManuuussiM mon pykoBonersoM K.MH B.A. Jlecooro B Ilenrpe sxcrpeMaipHOH
menuumas, [ocTexcrpoit. HcnmTanns nomydeHHEIX COeIMHEHuMit in vivo Ha
AHTMArPETAMOHHYIO aKTUBHOCTL NOKAa3aIIH, 4qTO N-[w-(azon-1-
WK 6eH30ICY b GaMUIEL IPEBOCXOST 110 RINSHHIO Ha IIa3MEHHbIe (aKTOphl KPOBH
M3BCCTHBI aHTHATPerallMOHHEIN Tpemapar JasokchOeH. AHTHarperanuomusiit addexr
ruapoxiopunos N-[w-azon-1-mm)ank]Gen30n-cynshaMuIoB B IKCIEPUMEHTAX in Vivo
HccnepoBaH Ha KphicaX B jaoze 10 mr/kr. ConocrapieHHe JaHHBIX, IIOJIy‘ICHH-BIX npu
M3YdCHHH BAMAHHA coequHcHuil 45 ae*, 47 63* u 47 0a* Ha Ia3MeHHble (GaKTOPEH
CBEPTHIBAHKS KPOBH 71 Vivo, ¢ KOHIPOJEM HO3BOITHIO YCTAHOBHTH, YTO NPOTPOMOHHOBOE
BpeMs BO3pacTaeT u gocturaet 373 - 2235% 1o cpaBHEHHMIO € KOHTPOJIEM, YTO 3HAYHTEIBHO
fonpiie, YeM y 3TanoHa jpazokcuOeHa (352%). TpoMOUHOBOE BpeMd TAKKE BO3PAcTacT, U
noctiraer 108 - 522% ro CpaBHeHui0 ¢ KoHTposeM — ja3okcubenom (184%).
CymiecTBeHHO BO3pacTaeT Takoil IOka3aTenb, Kak aKTHBHPOBAHHOE  YacCTHYHOE
TpoMBOIIACTHHOBOE BPEMS, KOTOPHIH cOCTaBNseT oT 174 mo 4026% Mo cpaBHEHHIO ©
xonrponeM. Coenunenne 47 Ha* Gornee yeM B 20 pa3 mperocxoauT gazokcudeH (189%) no
3TOMY HOKa3aTelHo.

BBIBO/IBI:
1. McenenoBansl anbTepHaTHBHEE CIOCOOH! MOMyYeHns o-(a301-1-IT)aIKaHAMUHOB:
[IBa M3BECTHHIX MeToJa ni pazpaloTannslil HaMu, HOBEIM >OQEKTUBHBIA MeTO CHHTE3a
2-(a3on-1-un)aTanaMuEOB # 3-(a3011-1-HN)NpONAHAMHHOB Yepe3 PacKphITHE 2-3THi-4,5-1u-

ruapo-1,3-0Kca3onos u 2-a’kui-5,6-guranpo-4H4-1,3-okca3siHoB asonaMH, OpH KOTOPOM
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CyMMapHEI BBIX0Zl Hambogee BHICOX ¥ cocramisieT 87-95%. Bruio usyueHo piausuue
COOTHOLICHUS PEareHTOB, TeMIIEPaTypPHl, Pa3IUYHEIX KaTaIM3aTOPOB ¥ MX KOJMYECTBA Ha
BEIXOJ M CENIEKTHBHOCTS IIporiecca.

2, Tlpennoxen  anbTEPHAaTHBHELA,  HU3KOOTXOJHHIA  crocof®  momydeHMs
JIEKapCTBENIIOro Ipellapata MokaoGeMua u3 4-xioptheHnnokcasonsa U MopQoauHa ¢
BrIxonoM 80%, aensoiiniics Gonee SKONOTMYECKY IIPHEMIISMBIM.

3. Cunres runpoxiopuaoB o-(azon-1-un)ankaHaMuHOB Ge3 BEIDENEHMS U OUHCTKH
MPOMEXYTOUHEIX (0-(a30J1-1-IIITUINHPOIIaHaMIIOB MIPOTEKAET ¢ GOee BEICOKMM BRIXOTOM,
KOTOpEIH Bo3pacTaeT Ha 10-20%.

4. Ina  nATH  THAPOXJOPHIOB  ©-(230J-1-MNallKiI)aMUHOB — METOIOM
TOTEHIIMOMETPUYECKOr0 TUTPOBAHUA BICPBHE ONPENEICHE! KOHCTaHTH HOHM3AIAM W
BBIABJICHO BIMSHAC a30J1a ¥ ATHHB! IKWIBHOM [IeTW Ha 3HAYEHHS KOHCTAHT HOHH3AIMH.

5. AJKHIHpOBaHHE (-(3301-1-MIANKUI)aMITHOB 3aMEINCHHBIME OCH3THAPIXIOPU-
JaMH UPHBEJIO K ILIGCTH HOBBIM IOTEHNIMANBHGIM AHTHIHCTAMUHHEIM N-OeH3TMApHI-
2-(1H-azon-1-un)ankanaMuHaM ¢ Be1xoaoM ot 30 no 85%.

6. Mccnegopano auunupoBanue  ®-(ason-l-MnamKn)aMHHOB  aHTHAPHIAMHI
JMKapGOHOBEIX KHCIIOT, H NOMYYeH pal 0-(a3071-1-pIaliKiwi)aMU0B AUKapOOHOBBIX KMCAOT
€ BBICOKHAMH BEIXOJAMH.

7. Paspaborans criocolbsl nonygenns N-(o-a3os-1-uankn)bensoncyisgavuios Ha
HmpuMepe B3auMOAEHCTBHA  ©-(ason-1-wi)ITaHaMuHOB ¢ OeH30ACYNLGOXAOpUIAMH B
YCIOBMSX BapbUpOBAHMA TEMIIEPaTypH, KOIMYECTBA A&KIENTOpa XJIOPOBOAOPOAR,
pactBopuTeneil u MeXQasHEX KaTal3aTropoB ¢ BEIXOHOM o 95%. Taxum o6pazoM
CHHTE3HpOBaHo 38 HOBEIX N-[m-(azon-l-umjankun]-GensoncyibGaMunoB € pasimauHON
JUTHHOM aNKHIBHOM HENM 1 3aMECTUTENSIMY B GEHIIBPHOM KOJIBIE.

8. C BHICOKMMHM BBEIXOAaMH CHHTE3UPOBaHO 19 HOBBIX N’—[m-(ason—I-Hn)anmn]-Nj-
demwModeBu, a Tawke 11 HOBEIX N’-[m-(a30n-1-Hn)amcym]-N3-(beHHnTH0MoquuH,c
PA3IIYHOMN JUTMHON ATKIIHHOMN LEMH U pasINIHBIMK 3aMECTHTEAMH B GEHIIBHOM KOJIBLE.

9, Oyuruipansle HenblTanus psga N-[o-(ason-1-um)anxn]Genson-cymsdaMiios,
N'-[o-(azon- 1-un)anmn]—N3 -eHUIMOYEBHRH, N’ !_[o-(azon-1 -mx)anKm]-N3 ~hermnToMoye-
BHH, W O-(azod-l-Mnankun)aMHIOB ANMKApOOHOBBIX KHCJOT IIOKA3&IM UX YMEpPECHHYIO
(GYHTUTOKCHYHOCTb.



10. Vcnerranus Ha aHTHArpEralHOHHYIO aKTUBHOCT N-(w-(a3son-1-uianxkun)Genson-
cynphaMuaoB H -(a301-1-1ManKUT)aMAN0B IKaHTHKapGOHOBEIX KHCNOT, CTPYKTYpHOE
nofo6ue W3BECTHBIM aHTHAIPEraHTaM KOTOPHIX, OGOCHOBaHO METOAAMHU KOMIGIOTEPHOrO
MOJIETHPOBANNS, TOKA3aIH, YTO HEKOTOPHIE M3 HUX IPEBOCXOJAT IO aKTHBHOCTH 3TallOH
na30kcHGeH.
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