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M3o06peTeHne OTHOCMTCS K HOBbIM MPOM3BOAHBLIM OKCa30MWAMHOHA, (PYHIMLUMAHBIM KOMMO3ULMSAM Ha WX
ocHoBe U cnocobam 60pbObl ¢ rPUBKOBLIMY 3a605iEBaHUSAMU Ha paCTEHUSX.

B nutepatype onucaHbl cnocobbl nonydyeHus okcasonmamHoHos: Geffken, D.; Z. Naturforch., 1983, 38b, 1008;
Geffken, D.; Zinner, D.; Chem. Ber., 1983, 106, 2246; Geffken, D.; Arch. Pharm., 1982, 315, 802; Geffken, D.; Z.
Naturforsch., 1987, 42b, 1202.

OpHako B 3TUX CChbIfIkax He packpbITO KOHKPETHOE HasHaYeHue aTX coeaMHEHUN.

AHanornyHble coeavHennsa onucaHbl B nateHTe JP 61/200987-A. Yka3aHO Ha3HayeHue 9TUX coeauHeHun
ONg MeOULMHCKMX U arpoXMMUYEeCcKMX COCTaBOB M B KayecTBe Mukpobuoumaos. B EP 248328A onwucaHbl
NPOM3BOAHbIE OKCA30/MAVHOHOB B kKayecTBe 6noungos o6LLIero HasHavyeHus.

OpHako ykasaHHble UCTOYHUKN HE OMMChIBAKOT NpeanaraembiX NPOU3BOAHbIX OKCa30NIMAMHOHOB. U HY B 0gHOM
M3 HUX He yroMuMHaeTcs O PyHMIMUUOHON aKTMBHOCTU M 06 MCMOMb30BaHUM MX B KavecTBe 3(OeKTUBHbLIX CPEACTB
3aLLUUTbI CEMbCKOXO3ANCTBEHHBIX KYNbTyp OT 3aboneBaHui.

Hacrosiee n3obpeTeHre npeanaraet HOBbIE MPON3BOAHbBIE OKCA30NUAMHOHOB 06LLen dopmynbl (1):

R“K}* 0

0 AR
roe: Ao3HavaeT O unm NR4;

W o3HavyaeT O unu S;

R' osHavaeTt H, C+-Ce-ankun, Ci-Ce-ranoankun, Cs-Ce-umknoankun, Co-Ce-ankenun, Co-Ce-ankeHun, Co-Ce-
ankokcuankun, Ci-Cz-ankun 3amelleHHbin Cs-Ce-UmkrioankunoMm, deHun unum OeH3un, npuyeMm ykasaHHoe
deHunbHoe Unun 6eH3nbHoe KOMbLIO 3aMeLLEHO B KOSbLIE paanKanom RS:

R? o3HavaeT eHUn, 3aMmeLLeHHbIN R%u RG, HapTUN, TUEHUN, 3aMeLLEHHbIN R%u RG, dypun, 3aMmeLLeHHbI
RG, NUpUANN, 3aMeLLeHHbIN He , KoTopbI MOXeT BbiTb ranoreHom; C1-Coankun, 3ameLleHHbIn heHOKCU 1num
deHUNTno, npuyem eHoKCn Unu (eHUNTMO 3aMeLleHbl B KOfblLe paaukarnom Rs; C1-Ce-arkun; unn Cs-Cz-
LMKNoarnkun; n

R' u R% B3aTbie BMecTe ¢ aToMOM yrnepoaa, K KOTOPOMY OHW MpuUcoeauHeHbl, MoryT obpa3oBbiBaTh
kapbouuknuyeckoe Unu reTepouuknuyeckoe Konbuo, cogepxawee O um S, u3 5-7 atoMoB 1 Kormbue, U rae
reTepoUMKNInYeckoe KombLo MoXeT OblTb CKOHOEeHCMPOBaHO C OEH30MbHLIM KOMbLOM, MPUYEM reTepoaToM He
NPUCOEOVHEH K CMUPOLEHTPY, M KapObouukmyeckoe KOmbLO MOXeT ObiTb CkOHOeHcupoBaHO ¢ 1 wnmn 2
6€eH30/1bHbIMU KOSbLiaM1 U TMOPEHOBBLIM KOSbLIOM

R® o6osHauaeT deHnn, 3aMmeLLeHHbIN R 6eHsun, 3aMelueHHbIii HA GEH3UMbHOM yrnepoge rpynnomu,
BblGpaHHOW U3 R u 3aMeLLEHHbIN B PEHUITBHOM KOSbLE pagukanom Rw, TUCHWUI, 3aMeLLEeHHbIN pagukanom R ™,
dypun, 3ameLlleHHbIN Rm, nupuann, samelleHHbln R O, nMpuMMansn, 3ameLleHHbIN R1°, unu nupuaasun,
3aMmelleHHbIn R 0; unn R® moxeT o6osHavats C2-Co-ankun unu Cs-Crz-umknoankun;

R* o6osHavaeT Bogopoad, dopmun, Co-CsankunkapboHun, Co-Cs-ranoankunkap6boHun, Co-Cys-
ankokcuankmrkap6oHun, Co-Cs-ankokcukapboHun, Co-Cs-ankunamuHokap6oHun, unu Cq-Cs-ankun; nnm

R n R* BMmecTe B3siTble C aTOMOM a30Ta, K KOTOPOMY OHW NMPUCOEAUHEHBI, MOIYT 00pa3oBbIBaTh NMppansHoe
KOMbLO, KOTOPbIM MOXET BbITb MPUKOHOEHCUPOBAHO K GEH30MbHOMY KOIbLLY;

R® 06o3HauaeT Bogopoa, ranoreH, C1-Cq-ankun, C1-Cq-ranoankun, C+-C1-ankokcu, C1-Cro-ranoankokcu, C1-
C12-ankuncynbdoHu, HUTPO, heHun, eHOKCN, 3aMmeLleHHbIN RG, cdeHnnTno, umaHo, C1-Ci-ankokcumankokeu,
deHOKCUMETUN, 3aMeLLEHHbIA B (PEHUIBbHOM KOSbLe R®, GeHaunokey, 3aMeLLeHHbIN B heHUMbHOM KombLe Re,
eHeTunokcu, 6eHsnn, Cs-Ce-umknoankun, NMez unu NRSRQ;

R® 06o3sHavaeT Bogopon, 1-2 ranoreHa, C+-Cs-ankun, tpudptopmetnn, Ci-Cs-ankokcu, METUNTUO, HUTPO,
deHokey nnu C1-Ce-LMKNoankus,

R® 0603HauaeT Bogopoga unu C1-Caankun;

R°0603HavaeT Bogopog nnu Cq-Cg-ankun,

R 06o3HauaeT Bogopoa nnun Cs-Ce-ankun; u

R' 0603HauaeT 0-2 rpynnbl, BolOpaHHbIE 13 BOOOPOAA, CF%, CF30, NO2. CO2Me, ranoreH, C1-Cs-ankun, unm
C+-Cs-ankokcun, npu ycroBuu, Y4To Korga KombLo B paavkane R”gusaMelleHo, ogHa us ankui- unm ankokcurpynn
NpenMyLLIECTBEHHO SIBNSIETCA METUIOM Ui METOKCUIIOM MPU YCIIOBUW, YTO:

1) korga AobosHavaeT O, Torga R® 0603HauaeT deHnn, 3aMeLleHHbIN Rm;

2) korga R? 0603HauaeT deHun, a R° n R® aenaioTcs Bogopogamu, Torga R' otnunuen ot Bogopoja, meTtuna
unu 6eHsunna;

3) korga R' o6osnauaer BOAOPOA, MeTun, GeH3Un WM UuKnorekcun, torga R? He sBRsSiETCS METUIoM,
N30MpPOMNMIoM UIn LMKIIOTEKCUIIOM; U

4)R" n R? He coeguHsitoTes ¢ 06pasoBaHmem -(CHz)s-.

MpeanoyTuTensHbl coeanHeHus dopmynsl (1), roe:

AobosHavaeT NR4;

R'o0603HauaeT C1-Cs-ankun, C1-Cs-ranoankusl, BUHUA UK STUHUI,

R? 06oaHauaeT deHun, 3aMmeLleHHbI R°u RG; Cs-Cr-uuknoarnkun, TMeHun, 3aMeLLeHHbIN paguKanomM R6, unu
nMpuann, 3ameLleHHbIN R6;

R® 06o3HavaeT beHUn, 3aMeLLeHHbIN paavKanom Rm; "

R* 06o3HavaeT Bogopona, C1-Cz-ankun nm Co-Cz-ankunkap6oHun;

B YaCTHOCTU, NpeAnoYTUTeNbHbI coeanHeHusa popmynsl (1), roe:

R' 0603HauyaeT C1-C4-ankum uim BUHU;

R? 0603HauaeT heHns, 3amelLeHHbIn pagukanamm R° n RS
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R® 0603HauaeT deHnn, 3aMeLleHHbIA 1-2 ranoreHoM, MeTUIIOM NN MEeTOKCUIIOM;

R* 060aHavaeTt BOAOPOA NN METUST;

R® oBosHauaeT Bogopon, ranoreH, Ci-Cs-ankun, Cs-Cs-ranoankun, Ci-Ce-ankokcun; 6eHsunoken, FsCO,
FoHCO, deHoKen, 3amelleHHbI paanka- nom R

npu ycnosuu, 4To ecnu R°® He o6o3HauaeT H umm F, Torga oH HaxoauTes B napa-nonoXeHU1 No OTHOLLEHMIO K
MEeCTY NPUCOEAVHEHUS K KOMbLLY;

R® 06o3HauaeT H, 1-2 atomamu F unu Cl, MeTun nnm meTtokcu; n

R’ 0603HauaeT Bogopoa.

M3 H1nx ocobeHHO npeanoYTMTeNnbHbI Coean-HeHus, rae:

R® 0603HavaeT CHs;

R* 0603HauaeT BOAOPO UMM METUIT;

R°® 06o3HauaeT H, F, Cl, CHs. C 1-Ceankokau, unm deHoKeu, 3ameLleHHbIn ranoreHoM, CHs, CH30 nnun NOy;

R® 0603HauaeT H nnu F;n

R" 0603HauaeT 0-2 atoma F, H unm CHa.

M3 uucnma ykasaHHbIX NpeanoyTUTenbHbIX coeavHeHnin dopmynbl  (I) MOXHO HasBaTb CoeAVHEHWS,
BblOpaHHbIe U3 rpynnbl,

1) 5-meTnn-5{4-dcHokemdeHun)-3-(hpeHnn-amm-Ho )-2-TMOKCo-4-0KCa30MANHOH 1 ero (S)-aHaHTMoMED:

£

(:——‘\’HNH @
O) i

HC
3

2) 5-meTtnn-5-cpeHnn-3-(N'-peHnn-N"-ve-tunammn-Ho)-2-Tmokco-4-oKkCas3onMaMHOH U ero (S)-aHaHThomep:

o CH
3
/\ |
C —N
H r=
; 0

3) 5-[4-(4-6pomdpeHokcu )dheHnN]-5-meTnn-3-(de-HnnammHo )-2-TMokcn-4-okcasonMamHoH " ero (S)-
SHaHTUoMmep:

4) 5-[4-(3-cpropdeHokcm)deHun]-5-vetnn-3-(de-HnnammHo )-2-Tmokco-4-okcazonuanH  oH u  ero  (S)-
SHaHTUoOMmeEp:

Opyrtum  0B6BEKTOM [daHHOrO u30bpeTeHus SBRASOTCA yHMUMAHbIE Komno3uumn ans  6opbbbl  C
3aboneBaHVs MM pacTeHUNA.
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B uvactHocTM, npegnoxeHa dyHrMUMAHAA KOMNO3WLUSA, BKMOYAKOWAA aKTUMBHbIN WHrpegueHTt - 1,3-
oKCcaszonuaMHoH o6Lwen dopmynsi (1) B 3dhdhekTMBHOM KONMYECTBE M MO KpaHen Mepe O04HY U3 LeneBbix Jo6aBok
(komnosuums A).

MpeonoytuTenbHO MCNonb3oBaTb B KayecTBe LeneBbix 400aBOK MO KpavHen Mepe OOHO M3 CrneayloLmx
BELLECTB: NOBEPXHOCTHO-aKTUBHOE BELLECTBO, TBEPABIA UMK XUOKUIA pa3baBuTeNb, @ B Ka4eCTBE NPOM3BOAHOIO
OKCa3oNnnaMHoHa - NPOM3BOAHOE, BblOpaHHOE U3 rpynibl: coeguHeHus dopmynbl (1), rae

AoBo3sHauaeT NR*:

R' 0603HauaeT C1-Cs-ankun, C1-Ca-ranoankun, BAHAI UAN STUHUM;

R? 06oaHauaeT deHnn, 3aMmeLLEHHbIN R5u Rs; Cs5-C7-umnknoankun, TMEHUM, 3aMeLLEHHbIN paavKariom Rs, nunu
nMpuann, 3aMmeLleHHbIN R6;

R® 0603HauaeT deHnr, 3amelLeHHbINn pagukanom R n

R* 0603HauaeT Bogopon, C1-Cz-ankun nm Co-Cz-ankunkapboHun;

nw6o

R o6osHayaeT C+-Cs.ankun unm BUHNUM;

R o603HayvaeT cbeHnn, 3aMeLleHHbIA pagvKkanamm R°uR%

R® 06o3HauaeT beHUn, 3aMeLLeHHbIN 1-2 ranoreHoM, MeTUIIOM U METOKCUIIOM;

R* 06o3HauaeT BOAOPOA UM METUN;

R® o6osHauaet Bogopon, ranoreH, Ci- C4-an|<v|n C1-Cs-ranoankun, 01 Ces-ankokcun; 6eHaunoken, F3CO,
F2HCO, cheHokcu, 3amellenHblit pagukanom R npu ycrnosuu, uto ecnn R® He o6osHauaeT H unm F, Torga o
HaXO,D,VITCﬂ B MapanosioXKeHMmM No OTHOLLEHMWIO K MECTY NPUCOEAUHEHUS K KOTbLLY;

R o6o3HavaeT H, 1-2 F nnu Cl, MeTun nnm meTtokcu; u

R’ 0603HavaeT BOAOpPOS;

nnéo

R'0603HauaeT CHs:

R 0603HaqaeT BOJIOPOJ MJIM METHJT,

R obo3HavaeT H, F, Cl, CHs3, 01 CeanKkoKkcu; unm dpeHokeun, 3amelleHHbiv ranoreHoM. CHs, CH3O nnn NOg;

R 0603HaqaeT Hunm F;n

R 0603HauaeT 0-2 atoma F, H unn CHa: B yacTHOCTU, coeauHeHUs1, BbiIGpaHHble U3 rpynnbi:

5-meTnn-5-(4-peHocndeHnn)-3-(peHnnaMmmnHo )-2-TMokCo-4-o0KCazoNMMONHOH UK ero (S)-aHaHTUoMeEp;

5-[4-(4-6pomdpeHokeu )dheHnn]-5-vetnn-3-(dhpe-HMnNammHo)  -2-TMOKCO-4-0KCazonNMaMHOH  unn  ero  (S)-
3HaHTUoMeEp;

5-[4-(3-gTopdeHokcu )dheHUN]-5-meTmn-3-(dhe-HMnammHo )-2 TMOK Co-4-0KCa30NTIMOUHOH nmnm ero (S)-
9HaHTMOMED;

5-(2,4-gpudproppcHnn)-5-meTnn-3-(heHmnammn-Ho)2,4-okcazonmamHAMOH unn ero (S)-aHaHTrnomep;

5-meTnn-5-(4-peHokcndeHnn)-3-(peHnnammHo)-2,4-okcasonMaMHONOH unm ero (5)-aHaHTuomep.

Opyron cyHmungHoM KOMNo3vumMeln, NPEeAnoXeHHOW COrMmacHO W300peTeHuto, ABMSETCHS KOMMNO3WLMS,
BKITIOYAKOLWAA aKTUBHbI MHIPEOVEHT - NMPOn3BOAHOE oKcaszormamnHoHa copmynbl (1), LMMOKCaHUM, B BECOBOM
cooTHoweHun pasHom 1:0,05-7,5, B3saTble B ah(peKTMBHOM KONUYeCTBE, U MO KpanHen mepe OAHY U3 LeneBbiX
pobaBok (komnosuuus B).

O6beKTOM AaHHOIO M30bpeTeHUs Takke SABMAITCA Clocobbl 6opbObl C rPMOKOBLIMYK 3aboneBaHUSIMU NyTEM
06paboTkn 3aWmLaeMOoro nokyca akTMBHbIM MHIpeAVEHTOM - MPOU3BOAHLIM OKcasonMavHoHa dopmynsl (1),
B3ATbIM B 3(pdheKTMBHOM Kormuectse, NMMOO Npou3BOLHBIM OKCasonuauHoHa copmynbl () U uMMoKcaHUIoM B
cooTHolweHun (BecoBoMm) 1:0,05-17,5, B3ATbIX B 3(pEKTUBHOM KONUYECTBE.

Mpu 3aTOM nNpegnoYTUTENBHO MCMNONb30BaTb B Clydae 06paboTkM nokyca NpOM3BOAHLIMM OKCa30NMANHOHA,
BbIGpaHHBIMM 13 rPyMMbl, yKa3aHHOM BbILLE NPW ONUcaHUM yHIMLMAHON KoMiosnumnm A,

CuHTes

CoefvHeHust HacToALWEro M306peTeHNss MOXHO NONYYUTb COMAaCHO HKEeNnpuBegeHHOMY cnocoby no cxeme ¢
nonydeHmem 5-metun-5-cpeHnn-3-(hpeHnnaMmHo )-2-TMoKco- 4-0Kcason|/|,u,MH0Ha:

)S0%C1, “Mo Moty e:
b j HeNHO’IM§ £tz0

Me OH OH He

5
@\r : - Y
PR

MoapobHo atn CﬂOCO6bI n nx BapVIaHTbI OMUCaHbl B HXKECNEAYIOLM X ypaBHEHUSX.
B Tom cnydae, korga R' u R? umetor pasnunyHble 3HayYeHus, coeanHeHuss opMynbl | B ypaBHeHUn 1 umerot
xupanbHbii LeHTp. [JaHHoe n3obpeTeHne OTHOCUTCS K pauleMMYeckMM CMECsIM U K YACTbIM 3HaHTUOMepaM. XoTa
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OAVH 3HAHTMOMEpP MOXET, UMeTb Benee BbICOKYI0 PYHMMUNOHYIO aKTUBHOCTb ANt AaHHOIO coeanHeHust hopMynbl
(I), opyrom 3HaHTMOMEp TakKe aKTMBEH W He MpenATCTBYET MPOSBIEHUIO aKTMBHOCTM 0onee aKTMBHOIO
3HaHTMOMEpa.

Kak nokasaHo B ypaBHeHun 1, coeguHeHnus copmynbl () moryT ObITb nomydeHbl nytem o6pabotku
retepoumMKnuyeckoro coeguHeHus |l cootseTcTBYO LM amuHoM 1.

YpaBHeHue 1

R' 0
+ H?N-A—R:'—-—; r? >:.+¢
2 \P‘E 0 \A—Pa

R° 0
1t 111 1
Peakuuto nposoasT npu TemnepaType ot 0 Ao 50°C B MHEPTHOM pacTBOpUTEre, TakoM Kak MeTUNeHXnopua,
Tr® nnn 6eH3on. NoapobHble aKcnepyMeHTanbHble MEeTOOUKN PackpbiBalOTCA B NMPUBEAEHHbBIX HKE CCbINKax.
CoeavHeHusa, onucaHHole dopmynon (l), rae W ob6osHauvaeT S, MoryT ObiTb nomydeHbl NO crnocoby,
yKka3zaHHOMY B ypaBHEHUU 2.
YpaBHeHue 2

R' 0
+ HN-AR— 1 >:s
2 0 \He 0 \A_RJ
Iia 1L la
O6paboTtka TMokcoauokcasmHoHoB lla rmapokcun-ammHamn (A<D) nnu rmapasmHamm (A=NR4) B MHEPTHOM
pacTeopuTene, Takom Kak meTtuneHxnopua, 6enson unmn TId, npu Temnepatype ot —10° go 35°C npusoanT K
nonyveHuto TnokcookcasonuavHoHos la (Geffken, D.; Z. Naturforsch., 1983, 38b, 1008).
TnokcoanokcasnHoHbl lla nonyyatoT B COOTBETCTBUN C YpaBHEHMEM 3.
YpaBHeHune 3

R

5

oH S ()\.
&' %—JO\ + x)\( SRCE L [
A

2 N—OH RS0

IV Me v lla

'mpopokcamoBble kucnoTbl IV nogsepraloT B3aMMOAEWCTBUMIO C TUOHOWMPYIOLLMM areHToM V, Takum Kak
modpocreH (X=Cl), B npucytcTBun ocHoBaHus unm 1,1-TmokapGoHungummuaasona (X-umupgason), nomnyyas
TMOKCOAUOKCa3MHOHbI Ha. Peakuunm ocywecTtensoT npu TemnepaType ot -20° go 25°C B MHepTHOM pacTBoputene
(Geffken, D.; Z. Naturforsch., 1983, 38b, 1008). MpoaykTbl, kak MpaBuio, SBMASKTCA HecTabumbHbIMU MNpwu
TemMnepaTtype OKpyXatoLlen cpefibl 1 NO3TOMY NoABepraloTcs B3auMoAeNCcTBIIO C xenaTensHbiM amuHom Il cpasy
e nocrne BblAeneHus!.

MonyveHne rmapokeunamuHoB (Castellino, AJ.; Rapoport, H.; J. Organic Chemistry, 1984, 49, 1358) (lll, A=O)
n mpapasnHos (J. Timberake; J. Stowell; The Chemistry of the Hydrazo, Azo and Azoxy Groups (S. Patai, Ed)
John Wiley and Sons, Ltd., London 0975), p.69; D'emers, J.P., Klaubert, D.J.: Tetrahedron Lett., 1987, 4933) (Il
F=NR4) MOXHO OCYLLECTBMTb U3BECTHBIMU B NIuTepaType cnocobamu.

CuHTe3 Tpebyembix rMapoKcamMoBbIX KMCMAOT IV MOXHO OCYLLECTBUTbL HECKOMbKUMU M3BECTHLIMWU Cnocobamu.
Kak nokasaHo B ypaBHeHWu 4, KoHAeHcaumsa anbda-rmapokcmkapboHoBon kucnoTel VI (Z-H) ¢ xnopruapatom N-
MeTUN-rmapoKcuraMmmnHa No3BonseT nonydunuTe Tpebyemble rmapokcamoBble kucnotsl 1V. (Geffken, D.; Kampf, H.;
J. Chem. Ltd.. 1979, 103, 19). TpuamnammH OObIY4HO MWCMNOMbL3YIOT B KayecTBe OCHOBaHWdA, a 1,3-
anumknorekevnknpboamvmng (OLIK) ncnonb3ytoT B kayecTBe AermMapaTMpytoLLEro areHTa.

YpaBHeHue 4

1 i r®
R OH | Etn o
© OGN e B
02 Olf
" 2 OH N——0H
VI v éli
]

2-I'mppokcrkapboHOBbIE KUCINOThI MOMYT OblTb MCNOJSb30BaHbI B TOTOBOM BUAE M3 KOMMEPYECKUX UCTOYHMKOB
UNM MNpuUroTaBnmMBaTbCsl U3 KETOHOB WNW anbAermgoB nyteM o6pa3oBaHWsl LMaHMOPVHOB C MOCMEeSylowmMm
rTMApOnM3oM, B M3BECTHbIX ycrnoBusix. Hanpumep, Org. Syn. Coll., v. 1V, 58 (1968) packpbiBasg nonyveHue
aTPONaKTMHOBOMN KUCMOTbI M3 aueTodeHoHa. CnoxHble 3Mpbl MOTYT BbiTb NONYy4EHb! U3 2-TMAPOKCMKapBOOHOBBLIX
KMCNOT M3BECTHbIMK criocobamu. AnbTepHaTUBHO, apuIoBble CrOXHblE 3dmpbl anbga-rmapokcukapboHoBow
Kucnotel MoOryr ObiTb  MonydeHbl nyreM 06paboTkM  CMOXHbIX 3hMpPOB  MMPOBUHOrPAZHONW  KUCMOThI
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HYKNeOoUNbHLIMU MeTannopraHMYeckummn peareHTaMmun, Takumm kak oeHUnIMarimnépoMma nnu eHnnmmMTnii, Kak
onucaHo B nutepaTtype (Salomon, R.G., Pardo, S.N.. Ghosh, S., J. Org. Chem., 1982, 47, 4692). "CnoBapb
opraHmyeckmx coegnHeHun", Tom 3, 4-a pepakumsa (1965), ¢.1791 (Oxford Univ. Press) nepeuncrngeT npumepsl
aTPONaKTMHOBOW KMCMNOTbI N CIOKHbBIX 3MPOB.

B nutepaType n3BeCTHbl anbTepHaTUBHbIE CNOCOOLI NONy4eHUst coeauHeHun dgopmynsl IV. Kak nokasaHo B
ypaBHeHUn 5, anbda-rmapokcu-rmapokcamoBble KucroTbl IV MoryT OblTb CUHTE3MpoBaHbl NyteM 06paboTku
anbda-ketormapokcamoBbix kucrnoT VIl n3bbitouHbiM kommyectBom peareHTa puHbsapa (Geffken, D., Borchardt.
A., Arch. Pharm., 1988, 321, 311). PeakLun ocylLeCcTBRAIOT B KUNSALLEM NPOCTOM admpe B TeveHune 2-6 u.

YpaBHeHune 5
OH
o |
n")v\cu + B HgBr 2, W 1_-\
5 3
VI —OH
I-I

v Cl

[aHHas meTogvka Haunydwum obpasom paboTaeT B TOM cnydae, Korga R? mapokcamoBbiX kucrnoT VI
npeacraensieT coboi HEe3HONMU3NPYEMYIO TPYMNY, HanpuMep, PEHUNBHYIO TP ynny.

a-Ketormgpokcamosble kucrotel VIl moryr ObiTe  MOMAyYEHbl  KOHAEHCUPOBaAHMEM  XIOPaHIMAPUAOB
rmmokcunoBoit kucrnoTel VI, nonydeHHbIX U3 cooTBeTCTBYHO LM X KapboHoBbix kucnoT (Geffken, D., Burchardt, A.,
Arch. Ptiarm., 1988, 321, 311), ¢ O-tpumeTuncurm-N-vetnnmppokcunamuHom (Geffken, D., Burchardt, A., Arch.
Pham., 1988, 321, 311) (ypaBHeHue 6).

YpaBHeHue 6
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OTy peakumto oCcyLeCTBNAT B CMecy NMpUAMHA U MeTuneHxnopuaa npu temnepatype ot 0 go 25°C.

McexogHble  a-ketokuenotel VIl nmbo nocTaBnsioT M3  KOMMEPYECKUMX WCTOYHMKOB, nMBO nonyyqaroT
OKUCIieHVEM COOTBETCTBYIOLLEro MeTUIKeTOHa C Ucnonb3oBaHneM aMokcupaa cenexa (Hallman, G., Hacgele. K.,
Annairn, 1963, 662, 147).

TpeTtun cnocoG flonyseHus anbda-mapo-KkeumapokcamoBsbix Kucnot |V sensetca cieumdmyeckuMm  ans
cnyyaes, Korga R'=R? (IVa). OaHHbIn cnocob, npMBeAeHHBIN B ypaBHEHUN 7, npedycMatpuaeT npubasneHne
M36bLITOYHOTO KonMYyecTBa peakTuea puHbapa (06bIYHO NATH 3KBMBANIEHTOB), K PACTBOPY MMAPOKCaMOBBIX KUCIOT
IX B npoctom adwmpe (Geffken, D., Arch. Pharm., 1987, 320, 382). Peakunmn 0Obl4HO OCYLLECTBMSAOT MNpwu
TemnepaType KuneHus.

YpaBHeHue 7
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1X Iva
McxoaHble rmapokcamoBble kucroTel [X nonyyqatoT nyreM o6paboTkn atunokcanunxnopuaa X xnopruapatom
N-meTunrmapokcunamuHa. KapboHaT HaTpua npubaBhsiloT B KavecTBe akuentopa KucroTbl (ypaBHeHue 8)
(Geffken, D., Arch. Pharm., 1987, 320, 382).
YpaBHeHue 8

0 Na, CO_
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x - X
CoeguHenue obwen dopmynsbl 1, rae W un A obosHavatot O (Ic), nonyyatoT cnocobom, nokasaHHbIM B ypaBHEHMWM
9.
YpaBHeHune 9
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[oGaeneHne kapOoHUnNupylowero areHta, Hanpumep, docreHa (X€ 1), 1,1-TMokapboHun-gummmngasona
(Xmvnpason ) wumm okcammMnxnopuga, K rMapokcamoBbiM kucroTam Tuna Xl NpMBOAMT K NOMYHEHUIo
ANoKcoTeTparnapooKcasoros Ic.
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Linknusaumio MOXHO OCyLLeCTBNATL B MHEPTHOM pacTBopuTene, Hanpumep, 6eH3one nnu metuneHxnopuae,
npu TemnepaTtype B AvanasoHe ot 0 go 80°C.

OkcnepuMeHTanbHble MNOAPOOHOCTM OTHOCUTENBbHO peakumMii JAHHOTO TuMna W3NOKEHbl MPU  OnMcaHuu
nonyvyeHus ncxogHolx rmapokcamoBsbix kucnot Xl. (Geffken, D., Zinner, O., Chem. Ber., 1973, 106, 2246).

CoeavHenusa cdopmynsl |, rae W o6o3HavaeT J u A obosHavaeT NR* (Id), cuHTesnpyrotT nyrtem obpabotku
rmapokcamoBbliX kucnoT llb pasnunuHbiMu rugpasvHamu, kak nokasaHo B ypasHeHuu 10. B 3aBucumoctn ot
npupoabl 3amectutenen Ha llb n pearmpytowero rmagpasuHa, npomexyrodHble N-ammHokap6amatbl Xl moryT unm
He MoryT 6bITb BblAeNeHbl. B cnyyasx, koraa 3aMblkaHue KomnbLa He NPOUCX0ANT CMIOHTAaHHO B YCIOBUSAX peakLumm,
o6paboTka coegmHeHus Xl TppuoTMNammMHOM B MHEPTHOM pacTBopuTene (Takom kak TI®) npu TemnepaTtype B
AnanasoHe ot 25°C go 80°C uHagyumpyeT uuknusaumio B coeguHeHune Id (Geffken, D., Arch. Phann., 1982, 315,
802; Geffken, D., Synthesis, 1981, 38).

YpasHeHue 10
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IOnokenauorsl llb nerko nonyvaioT u3 cooTBeTCTBYIOLEN anbda-rmapoKCUrMapoKkcamoBOW KMCNOTbI NyTeM
obpabotkn 1,1'-kapboHun-gyumungaszonom (ypaeHeHue 11). Luknusaumio ocyllecTBASKT B MHEPTHOM
pacTBopuTerne, TakOM Kak MeTUNeHXNopu, U 3aBepLuUaloT MeHee, YeM 3a OOHY MUHYTY nNpu Temnepatype 25°C
(Geftken. D., Arch. Phann., 1982, 315. 802: Geffken, D., Synthesis, 1981, 38).

YpaBHeHnue 11
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Kpome onucaHHbIX Bbile crnocoboBs, okca-30nnavHanMoHbl ¢opmynbl |, rae W ob6osHavaeT O, moryt ObiTb

nonyyeHbl AecynbypunsaLmen TMOKCOOKCa3ONMAMHOHOB KakK Noka3aHo B ypaBHeHUM 12.
YpaBHeHne 12
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Obwas meToAuKa MNOMYMEHWS OKCa3OSNMIUH-OQMOHOB OMWCbiBaeTcsl Hwke. TuokcookcasonuamHoH (Ib)
pacTBOPSIOT B OPraHNYeCKoOM pacTBOpuTene, KOTOPbIN He CMeLLMBaeTCs C BOAOW, Hanpuvep, MeTaHore, aueToHe,
aueToHuTpure, aumeTundopmamuie, AUMoKcaHe, TeTparmapodypaHe 1 Tak ganee. MetaHon M aueToH ABRAAIOTCA
npeanoYTMTenbHEIMU pacTBoputensmu. PactBop ob6pabaTbiBaloT AecynbdypUpYOLWMM areHToM, Takum Kak
BoaHbIn OXONE® (KHSOs3), BogHbii HuTpaT cepebpa, otbenueatens (NaOCl), pasmmyHble nepekucu wu
NepKUCroTbl NNV Opyrve peareHTbl, M3BECTHbIE CreumanucTam Aans okmcneHus cepbl. MNpeanoytmtensHbl BOAHBIN
OXONE® u BogHbIN HUTpaT cepebpa. PeakUMOHHYIO CMEeCh nepeMeLLmBaloT Npu TemnepaTtype B AnanasoHe oT -
20 po 100°C po 3aBeplueHus peakunn. MNpoaykT MOXHO BblAENUTL yNapuBaHWMEM pacTBOPUTENS U OYUCTUTL
NMPOMbIBKOV BOAOW B pacTBopuTesnie, KOTOPbIl He CMellMBaeTCs C BOAOW, Hanpumep, MeTUneHxnopuge wnm
npoctom 3dwmpe. Cywka, ynapupaHve pacTBOpUTENS WM MOCNeaylwas o4vucTka nepekpucrannusaumen unm
XpoMaTorpadguen No3BoNAT NOMYYNTb YNCTbIE OKCA3OMMANHANOHBI Id.

Bo3smoxHO monyyeHne TuokcookcasormanHoHoB b ¢ xopowwmm Bbeixogom. Crnocob npepycmatpuBaeT
npoBeAeHne YeTbipex nocneaoBaTenbHbIX peakumi:

1) peakumsi CNOXHOro agmpa 2-rmgpoKcn-kapboHOBOW KMCNOTbI C OCHOBaHUEM,

2) peakuusi npoaykTa peakumu (1) c cepoyrne-  poAom,

3) peakuma NpoAyKTa peakumm (2) C aunnmpyloLmmM areHTom, u

4) peakuvst NpoAykTa peakumm (3) ¢ 3aMeLleHHbIM MTMaPasnHOM.

[aHHyl0o nocnegoBaTenbHOCTL peakumMi YAoOGHO oOcylwecTBnATb B OAHOM peakTope 6e3 BblgeneHus
XAMUYECKMNX NPOMEXYTOUHbBIX COEANHEHUA.

B ypaBHeHun 13 npeactaBneH crnocod Anst nomnydeHus 5-metmn-5-ceHun-3-(dpeHnnammHo)-2-TMokco-4-
OKCa30MMaNHOHA, a B ypaBHeHMM 14 npegocTaeneH cnocob ans obuwero criyqas.

YpaBHeHue 13
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rae 3Ha4YeHUs paaykanoB yKasaHbl HUKE.

MonyveHne cnoxHbix anbda-rmapokeacdmpos VI B ypaBHeHUM 14 obcyxaeHO Bbiwe. PYNMON CrOXHOro
acmpa moxeT 6biTb ankmun (C1-C12), unknoankmn (Cs-C12), umknoankunankun (Ce-C7), ankokcuankun (C2-Cs4) unm
OeH3un. [Ona ynpolieHus CuHTe3a, CHWKEHUs CTOMMOCTM M Bornee BbICOKOW MPUTOAHOCTU NPEeAnOYTUTESNbHbI
CnoXHble admpsbl, B KoTopbix Z 0603Ha4vaeT C1-Ciankun.

TWOKCOOKCA30MMAMHOHBLI b, MmonyyeHHble OaHHbIM Ccnocobom, npeanoyTUTENbHBLI Onarogaps npocTtoTe
CUHTE3a, HU3KOW CTOUMOCTUN U Bonee BbICOKON aKTUBHOCTU, U OHW NPeacTaBnsaioT cOO0M COeaMHEHMs], B KOTOPbIX
R' 06o3HavaeT MeTun, R? 0603HauaeT deHnn, 3aMeLleHHbI R°uR ; R® 0603HauaeT deHnn, 3ameLleHHbIn R 0, "
R* 06o3HauaeT BOAOPOA.

B kaxpon ctaguu peakumm no ypaBHeHMIO 14 onTManbHOe couYeTaHMe BPEMEHU peakuun, TemnepaTypbl
peakuuun, cTexmomMeTpun, pacTBopuTene u Tomy nogobHoro OyaeT 3aBUCETb OT KOHKPETHOro Mofy4aemoro
NpoAyKTa, a TakXke OT OTHOCUTENBHOWN BaKHOCTUN 3TUX (PAaKTOPOB U pe3ynbTaToB AMs1 K&KA0r0 OTAENbHOrO criyyast.
Hanpumep, Bpemsa peakumnm JOIPKHO OblTb JOCTAaTOYHBIM AMs OCYLUECTBNEHMS TpebyemMow peakumu; TemnepaTypa
peakunn [orkHa ObiTb AOCTAaTOYHOM AN OcyllecTBrneHus Tpebyemolr peakumMu B xenaTesbHoOe Bpems 6e3
pas3noXeHus NpoayKTOB MMM MOBOYHBIX peakuui; CTEXMOMETPUS peareHTOB AOSpKHa ObiTb TeopeTuyeckon B
MHTEpecax 9KOHOMKM, C Ppas3fMYHbIMW BapuaHTamu [N KOMMEHCauuW YrnapuBaHus UMM OpyriMX noTepb;
pacTBopuTenb (PaCTBOPUTENU) MOXKHO BbIOpaTh, HaMpUMep, TakumM 06pa3oM, YTOObl peakUMOHHbIE NHIPEOUEHTHI
MMerM OOCTaTOYHYI0 PacTBOPUMOCTb, AN YCKOPEHUS peaKLuu.

Ha cragum | wucrnomb3yloT noaxofsime OCHOBaHMWs, T.e. Te, KOTOpPble CNOCOOHbLI AenpoTOHUpOBaTb
TMAPOKCUNBHYIO TPYNMny Mpy OTCYTCTBUM MNOBGOYHBLIX peakumin. B ux umcno BxoOAT TpPeTUYHble ankokcuAbl
LeNOYHbIX MeTanmnoB, mapuabl v mmapokcuasl. B uenax ©onee BbICOKOW pacTBOPUMOCTU, PEaKLUOHHOWM
CnocobHOCTM, NPOCTOThI UK 6e30NacHOCTU UCMONb30BaHUS, ANs MOMYYEHUS! BbICOKMX BbIXOOOB UMM 3KOHOMUU
npeanoyvTMTENbHBIMU ABMSIOTCS TPETUYHBbIE ankoOKCUAbI Kanusi, Takue Kak TpeT.-byTokcua kanus u TpeT.-amunat
kanusa. OcobeHHO NpeanoyTUTENEH TpeT.-byToKCHa Kanus.

MpurogHsiMM  pacTBOpUTENAMK SBMAAIOTCA CIOXKHBIA 3dMp  2-rMAPOKCUKapOOHOBON KUCMOTbl M OObIYHO
HErMapoKCUIbHbIE PacTBOPUTENM, BKIOYas MPoCTble acupbl (HanpuMmep, AUaTMNOBLIN admp, TeTparmagpodypaH,
AVoKcaH, 1,2-AMMEeTOKCUATaH), CroXHble admpbl (Hanpumep, MeTun u atunauetar), amuasl (Hanpumep, N,N-
anmetungopmamug, N,N-gumetunauetamng, 1-MeTmn-2-NMpponnaoH), HUTPUNbI (HaNpUMep, aueToHUTPUIN) 1 Tak
panee, a Takke cmecu, cogepxalume ogvH unm 6onee aTux pacteoputenei. MNpegnoytuTensHel pacTBOpUTENn, B
KOTOpbIX peareHTbl UMET JOCTAaTOYHYIO PacTBOPUMOCTb.

TemnepaTypa MOXeT BapbMpoBaTbCcs NpubnusntensHo ot -80 go 100°C, npeanoytMTensHO NpMbNManTensHO
ot -20 po 80°C, bonee npeanoyTMTENBLHO NpUbM3nTENsHO OT -5 Ao 50°C. TemnepaTypa OKpyxatwLleln cpeabl
AaBnaeTcs yqobHOM TemMnepaTypoi, Npu KOTOPO OCYLLECTBASIIOT peakLuio.

HeobGxoanmoe Bpems peakumm 0Obl4HO AOCTAaTOYHO KOPOTKOE NMPU MCNOMb30BaHUN PAacTBOPUMbIX peareHToB.
He 6onee HeckomnbkMX MUHYT HEOOXOAMMO Anst TOro, YToObl AOCTUYL TemnepaTypbl OT NeAsHON [0 KOMHAaTHOWM,
Hanpumep, oT 0,5 4o 15 MUH.

Ha cragum 2 cepoyrnepop (CS2) nogsepratloT B3aMMOAENCTBUIO C MPOAYKTOM cTagum 1 npu TemnepaType
npubmmautensHo ot -20 go 100 oc, npepnovtutensHo ot -10 go 50°C, B TeyeHne npuMepHo oT 5 ¢ Ao 24 v,
npegnoytutensHo oT 5 Ao 30 MuH. Peakums siBnsieTca OGbICTpoW B Crydae pacTBOPUMbIX peareHToB. TemnepaTypa
oKpyXatowewn cpefbl sBnseTca yqobHow TemnepaTypou, NPy KOTOPOW NPOBOAAT peakLuio.

Ha ctaguu 3 auunmpylowmin areHT, cnocobHbIn 06pa3oBbiBaTh CMELLUAHHbIA aHrMapua ¢ NpoaYKTOM CTaauu 2,
noagepralT B3avMOEACTBUIO C MPOAYKTOM cTaauu 2. Takue aumnupytolme areHTbl BKIHOYaoT XnopdopmuaTsl,
Hanpumep, MeTunxnopdopmMuat,  aTunxiopdopmuat, nponunxnopdopmuat, Oytunxnopdopmuat  wu
OeH3unxnopdgopmumaT, a Takke ApYrMe auurmpylowme areHTbl. [1peanoyTMTeNbHbIMU auUIMPYIOLWMUK areHTaMmu
SIBNSAOTCA METUN- 1 atunxnopdopmuat. Peakuua siBnsetcs ObICTpOW U 3aBepLuaeTcst NpubnuanTensHo oT 5 ¢ o
OLHOrO Yaca nMpu WCIOMb30BaHUM PacTBOPUMMbIX peareHToB. BonblMHCTBO peakuuin  3aBepliaeTcs
npubrmautensHo ot 1 go 30 myH. TemnepaTypa MOXeT BapbMpOBaTbCA B AnanasoHe npnbnuantensHo ot -20 o
50°C. MpegnoytnTenbHbIN ananasoH coctaensgeT npubnuantensHo ot -10 go 25°C. TemnepaTypa B npeagenax ot
neAstHOM No TemnepaTypbl OKpyXatoLlen cpefpbl sBnsieTcs yaoOHOoM Ans NpoBeAeHUst [aHHOW peakumu.

Ha ctaguun 4 3amelleHHbIN MapasvH nogsepralT B3aMOAEWCTBUIO C NPOAYKTOM cTaauun 3. 3aMeLLeHHbIN
mMapasuH MOXHO WCNonb30oBaTb B BuMAE CBOOOAHOrO OCHOBaHWSA WM B BMOE CMECUM €ro KUCIIolM conu ¢
pobaBneHveM akuenTopa KMCroTbl, TaKOro Kak TPeTUYHbIN amuH (Hanpumep, TpuatnnamuH, N,N-gnusonponunn-N-
atmnamuH). Peakuua sBnsieTcs ObicTpo u TpebyeT He 6Gonee HECKONMbKUX MUHYT Afsi ee 3aBeplieHust C
pacTBOopMMbIMKU peareHTamu. Bpemsa peakuun moxeT cocTtaBuTb npumepHo oT 10 ¢ OO OAHOroO [AHs,
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npegnoytutensHo oT 1 MnH Ao 8 4. TemnepaTtypa peakumm MOXeT BapbupoBaTbC B nNpegenax npubnmsntensHo
oT1-20 go 100°C. insa 3aBepLueHns peakumm yao6HO ncnonb3oBaTb TeMNepaTypy OT NegsHOW 40 KOMHATHON.

MpoAyKkT cTagmm 4 MOXHO BblAENUTbL YapuBaHMeM peakLMOHHOIo PacTBOPUTENS, U OH MOXKET BbiTb OYMLLEH,
npw XXenaHuu, NnyTeM pacTBOpPEHWs B pacTBOpuTene, KOTOPbI He CMeluMBaeTcs C BOOOW (Hanpumep, YeTbipex
XNOPUCTLINA yrnepoa, bytunxropua, NpocTon acmp). MPOMbIBKM BOAOW, MUHEPanbHOW KUCIOTON Y OCHOBaHWEM C
nocriegylolwien CylwKoW W ynapuBaHWeM pacTBOpuUTENs, nocfe "ero OCYWEeCTBASAT KpucTanmuaaumo Wmm
Xpomatorpadmio, eCnu xenaTensHo.

CoefguHeHus, KOTOpble MOXHO MOMY4NTb CNOCOBOM HacTOSALWEro u3obpeTeHns, ONUChIBATCS B NpuMepax u
Tabnuuax n He JOMKHbl OblTb MCTOMKOBaHbI Kak OrpaHuyMBaowme o6bem HacTosLero n3obpeTteHus.

Mpumep 1

O1un 2-(3-Topnupuna-4-)naktat

CH 0l
3

Et

NOL o

27 mn kommepyeckn poctynHoro pacteopa 2,03 M nutun gumsonponunamunga B TIrd/rentanc (Lithco)
pasbaenaiT 50 mn cyxoro TI®, oxnaxpawT go TemnepaTypbl -60°C nop as3oToM U nNepemelumBaloT C
O[lHOBpeMeHHbIM aobasneHnem pactsopa 4,3 mn (4,8 r, 50 mmonb) 3-cropnvpuanHa B 10 mn cyxoro TId co
CKOPOCTbI0, KOTOpas coxpaHsieT cMecb Npu Temnepartype Hwke -55°C. MonydeHHy cycneH3unio nepemMeLunBatoT
npu Temnepatype -60°C B TeuyeHme 30 MMH M 3aTeM NPOAOIDKAIOT OXNaxAaTth M nepemeLlumBaTb pacteop 6,0 mn
(6,4 r, 55 mmomb) atunnupysata B 30 mMn cyxoro TI'®d, koTopbii [O6aBNsAT B CMECb Kak MOXHO ObicTpee,
nogaepxuneBas BHYTPEHHIOIO TemnepaTypy -60°C. [onydeHHY0 XUOKylo CyCneH3uno AOBOAAT A0 TemnepaTtypbl —
10°C, 3aTtem pasbasnaiot 200 mn Boabl u 200 mn npocTtoro admpa. BogHyo dasy gosogdat go pH 7,0 nytem
npubaeneHns 1H BogHoro pacteBopa HCI, admpHyio dasy oTaensoT, BOAHYIO a3y IKCTparMpyloT ABYMS
nopuvsmun 100 Mn npocTtoro agwmpa 1 o6beaAnHeHHbIe admpHble dasbl NpombiBatoT Tpems 100 Mn nopuusaMu m
100 mn coneBoro pacTteopa, Cylat B NPUCYTCTBUM CynbdaTa MarHnsa v ynapmeatoT ¢ nonydeHmem 5,8 r TemHo-
KOpuyHeBOoro macna. Xpomatorpadms Ha curmkarene, anioUpoBaHMe MeTuneHxnopuaom-metaHogom 99:1
npueogAT k nonydeHuto 3,7 r (35%) ykasaHHOro B 3arofioBke COeaMHEHUs B BUAEe ManeBO-XenToro TBepaoro
BellecTBa ¢ TemnepaTypoi nrasneHus 55-60°C; UK (Hyxon) 2600-3400, 1755, 1730 ov’: AMP (CDCl3, 200
Mru), 1,2 (3H,t,J=7); 1,8 (3H, s); 3,9 (1H, s); 4,3 (2H, q, J=7); 7,5 (1H, dd, J=5, 7); 8,4-8.5 (2H, m).

Mpumep 2

O1un 2-(4-cpeHokanpeHmn)nakTaT

205-vn konby, CHaGXeHHYI0 MarHMTHOW MeLLarnkon, BOAHbIM KoHAeHcaTopoM, 125-Mn kanensHOW BOPOHKOM,
TEPMOMETPOM 1 OTBEPCTUEM A9 Bnycka asoTa, 3arpyxatT 2,7 1 (110 MMonb) MeTannmMyeckoro MarHust u cyliat
TENSIOBOWM MYLWKOW MpW CWUMbHOW MpoAyBke a3oToM. [locrie oxnaxgeHus B KanerbHYl0 BOPOHKY 3arpyxaroT
pacteop 17,5 mn (24,9 r, 100 Mmornb) 4-6pomandeHunnosoro acmpa B 67 mn cyxoro TF®d, n 10 mn nponyckatoT B
konby. MNMpu nepeme-lMBaHMM COHTAHHO HauMHaeTcs peakuusi [puHbsipa, a ocTarbHYl0 YacTtb GpomMmaHOro
pactBopa QfobaB-naiT B TeyeHue 15 MuUH, noppepxuBas BHYTpeHHIO TemnepaTypy 67-68°C. [llocne
3aBepleHus npubaB-neHns TemnepaTypy COXpaHsT Ha ypoBHe 68°C B TeyeHue 5 MuH, 3aTeM HauvHaloT
noHwkeHwve, aoctm-rag 30°C yepes 45 MuH. B atom xe Bpemsa 250 mn konby, marHuTHyi0 mewanky n 125 mn
KanernbHyl0 BOPOHKY, MpeABapuUTENbHO BbICYLLUEHHYIO B Me4un, co-OMpatloT ropsunmuy nog asoToM M OXnaxaatoT.
BBoAsT HM3KOTEMMepaTypHbI TEPMOMETP B YCTPOMCTBO, KON-0y 3arpyxatoT pacteBopom 11,5 mn (12,2 r, 105
MMOrb) oTunnupysaTa B 66 mn cyxoro TI®. n pacteop peareHTta [(pMHbapa NepeHoCcAT B KanernbHYI0 BOPOHKY Npu
nomowm wnpuua. [lupyBaTHbIA pacTBOp oxnaxpaawT Ao TemnepaTypbl -10°C, u pactBop [puHbsipa
obpabaTbiBaloT B TeyeHMe 15 MUH C XOpo-LLMM NepeMeluMBaHWeM, oxnaxas Tak, 4TobObl noa-gepxaTtb
BHYTPEHHIOK TeMnepaTtypy ot -5 go -10°C.

[MonyyeHHbI pacTBOp nepemelumBaloT M obpabaTbiBator 50 mn BoAbl M 50 MM HaCbIWEHHOrO BOOHOTO
pacTBopa XMOPUCTOr0 aMMOHUSl, nonydasi ABe cBeTnble a3bl, KOTOpble pa3fernaiT, U BepxHiow dasy
noagepralT BpallaTenbHOMY ynapuBaHUIO C uUenblo yaaneHuss bombwen vactm TIF®. MpubasneHme 50 mn
NopLMI BOAbl U METUIEH XIIOpMAa NPUBOAUT K NONYYEHUIO ABYyX NPO3payHbiX das, KoTopble pasgenstoT, BOAHYIO
(basy npombiBatoT 25 MN MeTUNEHXNopuaa n o6beAUHEHHbIE opraHnyeckme asbl MPOMbIBAOT BOAOW U CONEBLIM
pacTBOpOM, CywaT B NPUCYTCTBMM CynbdaTa MarHus 1 ynapuealT C nonydeHueM 23,8 I opaHKeBO-KENToro
macna. MNeperoHka Kugelrohr npn 140°C/0,1-0,2 mm B TedeHne 60 MUH MO3BOMSET yaanuTb feTyume npuMmecu,
ocraenss 17,1 r (60%) npogykta B BMAE CBETNO-OpaHxeBoro macna: np26 1,5555; UK (6ecnpumecHsiin) 3490,
1725 cm-1; AMP (COCI3, 200 MI'y), 1,3 (3H, t, J=7), 1,8 (3H,s),3,8 (1H, br.s), 4,2 (2H, m), 6,9-7,0 (4H, m), 7,1
(1H,tJ=7),7,3 (2H,t,J=7),7,5 (2H, d, J=9).

Mpvmep 3

MonyyeHune 5-metnn-5-cpeHunn-3-(eHNnNammHo )-2-TMoKCo-4-0KCca3onNManHoOHa



PactBop metunatponaktata (7,641, 0,0424 mornb) B TeTparmgpodypaHe (80 mn) nepemelumsaoT U
OXMaxgawT B NnefsHoW BaHHe, npubasnasa 3atem TpeT.-6ytokeng kanusa (4,76 r, 0,0424 monb). JlegaHyio BaHHY
yoanswT U cMecb nepemewwmBaloT B TedeHre 10 mMuH. [JaHHas meToavka MPUBOAMT K MONYMEHUIO CBETIIONO
pacTBopa XenToro useTa npu TemnepaTtype 21°C.

Dob6aensitoT cepoyrnepos (2,8 mn, 0,046 monb), 4TO NPMBOUT K OKPALUMBAHUIO PEaKLMOHHOW Macchbl B
OpaHXeBbI UBET, Nnocre 4ero temnepartypy nosbiwakT go 32°C. PactBop oxnaxaalwT B BaHHE CO NbAOM B
TeyeHne 10 MuH, B pesynbTaTe 4yero temnepartypa cHwkaetca o 4°C. B oxmaxaeHHbIn Ha rbay pacTBop
pobasnstoT  atunxnopgopmuat (4,1 mn, 0,043 monb), mHAyuMpyda obpasoBaHve MYTHO-XENTon cMecu U
TemnepaTtypa nosbiwaeTca o 12°C. Cmecb nepemeLumBatloT NpuU OXNaX4eHU B BaHHe CO MbJOM B TeyeHue 5
MWH 1 TeMnepaTypa B 3TO Bpemsi NoHwkaeTca Ao 5. Jo6aensawT deHunmapasud (97%, 4,5 mn, 0,044 mMorb).
TemnepaTypa nosbiwaeTtcs A0 24°C npu MCNoNb30BaHNM OXNaaMTenbHOW BaHHbI. Mocne Toro, kak TemnepaTypa
ynana go 20°C, cmecb nepemelunsatoT B TedeHne 10 MUWH, 3aTem ynapuvBaloT MpU MOHWKEHHOM AaBreHuu 00
mMacna, KoTopoe cMeLuMBatoT ¢ 1-xnopbyraHom 1 BoAoW, 1 crion pasgenstoT. OpraHnyeckun crov NnpombiBatoT 1H
pactsopomM HCI, BOgoM 1 HacbIWEHHLIM BOAHLIM pacTBOpoM OrkapOoHaTa HaTpusa. OpraHnveckuin pacteop cyliaT
(cynbdbaT marHns), MUNbTPYIOT M ynapuBaloT NPU NOHWKEHHOM AaBneHunM Ao macna. Macno KpuctannmsyloT un3s
YyeTblpexxnopuctoro yrnepopgal/rekcaHa (okorio 40 mn/20 Mn), nonydaa npoaykt (7,40 r, 58,5% ot
TEOPETUYECKOIO) CBETIO-XENToro LBeTa C TemnepaTtypon nnaesneHua 104-105°C. lMpoaykT ganee ouuwarot
nepekpucTannmsaumen n3 4eTblpexxiopucToro yrnepoga/rekcana ¢ 93% BbI XO40OM.

B opyrom cnyyae npu nonydeHWM TOro e NpoAyKTa UCNOMb3YT YeTblpexXnopucTbi yrnepog Bmecto 1-
xnopbyTtaHa Bo Bpems nepepaboTku. Kpuctannusauuss M3 pacTBopa 4YeTbIpexXXIopuUCTOro yrnepoga nytem
pa3baBneHnst rekcaHOM MO3BONAET MOoNynTb NpoaKT ¢ 54% Bbixogowm; [lepekpuctannusauus un3
n3onponaHona/soabl NpUBOMT K MOMYMEHUIO MpoaykTa B Buae OGenoro TBephoro BellecTBa, TemnepaTypa
nnaeneHus 108-109 (92% BbIxon).

Mpumep 4

MonyyeHne 5-peHnn-3-(heHnnamMmmHo )-2-TMOKCO-4-0KCa3oNMMANHOHA

MepemelwanHbIn pacTBop TpeT.-Oytokcupa kanusa (11,22 r, 0,1 monb) B TeTparmmgpodypaHe (100 mn),
nogaepxusaembln npu Temnepatype oT 0 go -5°C, obpabaTtbiBaloT MOPUMOHHO pacTBOPOM MeTunMaHgenara
(16,62 r, 0,1 mmornb) B TeTpamgpodpypaHe (70 mn), naty 4aa opaHxKeBo-KpacHbln pacteop. Yepes 4 MuH
pobaensitoT cepoyrnepog (6,04 mn, 0,1 mornb). Yepes 5 MuH npu Temnepatype ot 0 o -5°C opaHxeBbIi pacTBop
oxnaxgatT go temnepatypbl -30°C u obpabateiBatoT atunxnopdopmmatom (9,5 mn, 0,1 mornb). Yepes 2 muH
pacTteop HarpeBalT 4o Temnepatypbl -10°C. MNMocne 5-TM MUHYTHON BblAEPXKM Npu TemnepaTtype -10°C pacTteop
oxnaxgatTt o Temnepatypel -30°C u obpabatbiBatoT 97% deHunmmagpasuHom (10,1 mn, 0,1 Morb). XKenTbi
pacTBop HarpesatoT Ao 25°C 1 yepe3 10 MUH cMecb ynapuBatoT NMpu MOHWKEHHOM AaBMeHNM 4O MYTHOrO Macra,
KOTOpOe CMeLmMBaloT C BoAoW M 1-xmop6yraHOM, Cnou pas3gensaloT U OpraHMyecknin pacTBop NpoMbiBaloT 1H
pactesopom NCI, BTOopoin (OBaAbl) U HaCbIWEHHbIM pacTtBopom bukapboHaTa HaTpus. BbicylweHHbIM (cynbdaT
MarHusi) pacTBop ynapvsatT NpU MOHWKEHHOM AaBlEHUN [0 XEeNTo-opaHkKeBOro Macna 1 Macrno pacTBOpsiOT B
xnopocopme. PurnbTpauus Ha cunukarene xnopodOpPMEHHOrO pacTBopa C MOCeAyWMM ynapuBaHUeM
dunbTpaTa NPy NOHWKEHHOM AABMEHUMN NMO3BONAET NOMY4NTb 3e€fIeHOe Macro, KOTOpoe HauyMHaeT OTBepAeBaTh.
HdanbHenwaa ounctka NpoBOAMTCA Kpuctannusaumen usz 1-xnopOyraHa, Yto NPpMBOAMT K MOMNYMEHUIO NPOAyKTa
(9,9 1, 35% TeopeTnyeckoro BbiIxofda) B Buae Genoro TBephoro Tenn, Temnepatypa nnasneHus 140-141°C.
NHdpakpacHbIn crnekTp (Hyk0n) NokasbiBaeT xapakTepHyto abcopbumio npu 3295 oM (N-HO n 1760 oM’ (vmug
C=0).

Mpumep 5

MonyveHne 3' (peHnnammHo)-2'-tnokco-cnmpo (9H-cnyopeH-9,5-okcasonmamnH)-4'-oHa

PactBop 9-rmapukcn-9-conyopeHkapO0oHOBOM KUCNOTbI, CIOXKHOrO MeTnnosoro adwmpa (8,91, 0,0371 r, monb),
B TeTparmgpodypaHe (89 mn) obpabaTtbiBatoT TpeT.-6yTokcugom kanua (4,16 r, 0,0371 monb). Yepes 6 mMuH
pacTBOp OxnaxzaloT B BaHHE cO Ibaom u gobasnsioT cepoyrnepod (2,3 mn, 0,038 momb). Yepes 7 MmuH K
XonogHoMmy pacrteopy pobaensioT atunxnopdgopmuat (3,6 mn, 0,035 momb). Yepes 7 muH gobaensawT 97%
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deHunrmgpasuH (3,9 mn, 0,038 monb). Yepes 3 MUHYTBI CMeChL ynapuBaloT NpU MOHWKEHHOM [AAaBREHUW [0
xentoro cvpona. Cupon o6pabaTtbiBaloT 1-xnopOyraHOM W BOAOW W OpraHWYeckU Crio MNpoMbIBaoT
HacbllWEeHHbIM pacTBOpoM OukapboHata HaTpusa, Bogon, 1H pactBopom HCI n BogoNl. BbICylEHHbI B
NPUCYTCTBUU CynbaTa MarHna pacteop UNbTPYIOT U ynapueatoT NPy NOHWKEHHOM AaBneHun go macna. Macno
KPUCTannu3yloT M3 4eTbIpeXIIOPUCTOro yrrepoga/rekcaHa W TBepAbld MNPOOYKT O4YMLLAIOT KUMNSIYEHWEM C
usonponaHonoMm (6e3 pacTBOpeHWsi BCero TBEPOOro BeLUeCTBA), OXNaxAeHnem u dunbTpauven. [MpoaykT
nonyyatoT B Buae (3,56 r 27% OT TeOpeTMYeCcKOro aHanmMTMyecKku YMCTOro TBEPAOro BeLlecTBa, TemnepaTypa
nnaeneHus 187-189°C. AHanua: BblumcneHo and C2iHuN202S: C 70,37%. H, 3,94%: N, 7.82%, Ham,quo C,
70 28% H, 4,19% N, 7,68%. NHdppakpacHsiin cnektp (Nujol) nokassiBaeT abcopbumto npu 3275 cm (N H)n 1770
cm™! (umug C=0).

Mpumep 6

5-(3-dpropnupua-4-un)-5-meTnn-3-geHnnammHo-2-TMok co-4-oKcasoNnMANHOH

N

SN

Pacteop 3,2 r (15 MmMmonb) aTun 2-(3-cpro-ponupuna-4-un)-naktata 20 mn TFP nepemeLmsaloT 1 oxnaxgarT B
BaHHe C neasiHoM BOOOW Mpu OOHOBpeMeHHOM AobaBneHwn nopumsmu 1,6 © (15 mMMornb) TBepaoro TpeT.-
Ooytokcupga kanus. Oxnaxpatowyto 6GaHwo ymanawoT 1,0 mn (1,2 r, 155 mMmonb) cepoyrmepoza, CMech
nepemewwmBaloT B TeyeHune 10 MUH, BO30OHOBMAKT oxnaxaeHue, gobaenawt 1,4 mn (1,6 r, 15 mMmornb)
atunxopdopmmaTa, cmecb nepemewmsaloT B TedeHne 10 wmuHyt, pgobaensot 1,5 mn (15 mMmorb)
deHUNrMapasuHa, MofyyeHHYIo CYCNeH3uIo NepemMeLuvMBaloT U LOBOAAT A0 KOMHATHOW TemnepaTypbl, 3aTeMm
pobaensatt 20 mn TP n cvech nepemewmsaroT 15 MWH NpyM KOMHATHOW TemnepaType. Bonblyto vactb
pacTBOpMTENS 3aTeM yaansioT POTOPHbLIM UCNapUTENeM, OCTaToK pacnpeaenaiT mexay 1-xnopbyraHoMm 1 Bogowm
N opraHuyeckyto ¢asy oTaenstT, npombiatoT 1H BoAaHbIM pacTtBopom HCI, Bogow, HacbIWEHHbIM BOAHbLIM
pacTBopoM 6GukapboHaTa HaTpusi, BOOOW M CONEBbIM pPacTBOPOM, CyllaT B MPUCYTCTBUM cynbdata marHus u
ynapuBatoT € nonydeHuem 3,7 r 3efieHOn cmornbl. XpomaTtorpadms Ha cunvkarene ¢ 3ioMpoBaHNEM CMECHHO
MeTuneH-xnopua: metaHon 98:2 npusoauT Kk nonydeHuto 1,7 1 (35%) ykasaHHOro B 3aronoske coevHeHNs B BUAe
nonyreepgoro BellecTtsa. Kpuctannusaumsa n3 atunayeTatarekcaHos 1:1 No3BONAET NoNydNTs Naneso-kentole
KpuUcTanmsl: TeMnepaTtypa nnasnexust 165-169°C: HK (Hyxon) 3200, 3130, 1780cv™: SIMP (CDCls, 200 Mw), 2,2
(8H,s), 6,4 (1H,s), 6,8 (2H,d, J=8),7,0 (1H, t, J=8),7,3 (2H, t,J=8) 7,5 (1H, t, J=6), 8,6 (2H, m).

[MoBTOPAS aHaNOrMyYHYI0 METOAUKY C 3TUN2-(2-propnunpna-3-nnjaueTaTom, nonyyatoT 5-(2-propnupun-3-un)-
5-meTnn-3-eHnnaMmmnHo-2-TMokco-4-okca3onuanHoH, Temnepartypa nnasnexus 130-135°C.

Mpumep 7

(S)-5-meTMn-5-peHun-3-cheHmMnammHo-2-TMoKco-4-o0KCa3oNMNaMHOH

CH
3

PactBop 1,0 r (6,0 MmMonb) (S) -aTponakTMHOBOW KMCNOTLI B 7 M1 MeTaHona oxnaxjatwT B 6aHe ¢ negsHom
BOZOWN M nepemelumBatoT npu gobasneHum no kannsm 0,70 mn (1,15 r, 9,6 Mmornb) TMoHMNXnopuaa. MNonydeHHyo
CMeCb MepemMeLunBaloT Npu KOMHaTHOW TemnvpaTtype B TevyeHue 1 4, 3aTeM KOHLEHTPUPYIOT MPU MOHWKEHHOM
AasrneHuu ¢ nonydeHuem 1,1 rmetun (S-atponaktata, np25 1,5096.

[aHHoe BelecTBo pactBopstoT B 10 mn 1 TMT® 1 pacTBop nepeMeLLmBatoT 1 OXnaXkaarT B BaHHE C NeasdHom
BOZON NpU OOHOBpEeMeHHOM fobasnenun TpeT.-OyTokcuaa kanmusa 3a ogHy nopuwmio. [MonydyeHHylo cycneHsuto
nepemeLLMBaloT NpU KOMHATHOW TeMnepaType B TeuyeHue 40 MuH, 3atem gobaenstot 0,40 mn (0,51 r, 6,7 Mmornb)
cepoyrnepoga, nonydas pacteop. Bo3obHoBnsawT oxnaxaeHne Ha nbay u yepesd 10 muH pobasnstot 0,58 mn
(0,66 r, 6,1 Mmmornb) atunxnopdopmmaTa, nonydas cycneHsuio. Yepes 5 muH gobaensaioT 0,60 mn (0,66 T,
6,1 MMOrb) beHUNIMApasvHa, oxXnaXAeHve MpekpalialT U CMeCb HarpeBalT A0 KOMHaTHOW TemmnepaTypbl.
Bonbwyto yacte TI® ygansioT nNpu MNOHWKEHHOM AaBNeHWM, OCTaTOK pacnpedenstioT Mmexay Bogon u 1-
xnopbyTaHOM W opraHuMdeckyio dasy npoMbiBaloT nocrnegosatensHo 1H BoaHeiM pactBopom HCI, Bogow,
HaCbILLEHHbIM BOAHbLIM pacTBOpoM GukapboHaTa HaTpMs U CONEBbIM PacTBOPOM, CyliaT B MPUCYTCTBUM CynbdaTa
MarHuss u ynapuealT C nonydeHnem 1,4 r macra. XpomaTtorpadms Ha cCunMkarene c 3noupoBaHUEM
MeTunenxnopuaom-rekcaHamu 70:30 nossonset nonydnts 0689 r (50%) ykasaHHOro B 3arofioBke COeAMHEHVs B
BMAE Macra, KoTopoe MeAneHHO OTBepAeBaeT npu oTctauBaHuu. Kpucrtannusaumsa ms 1-xnopOyraHa-rekcaHoB
5:3 npuBoAMT K MonydyeHWto 6OecuBeTHbIX MWronbYyaTbiX KpWUCTanmnoB: TemnepaTypa nnaeneHns 81-85°C;
[anbda[p23+70,1 (c=0,52, EtOH); UK (Hyxon) 3250, 1775 cv -1; AMP (CDCls, 200 Ml'u), 2,05 (3H, s), 6,37 (1H
s), 6,73 (2H,d, J=8), 7,02 (1H, t, J=8), 7,24 (2H, 1, J-8), 7,4 7,5 (3H, m), 7,5-7,6 (2H, m).

MoBTOpsAs aHanmorMyHble MeToaAMKM B OTHoweHuu (P)-aTponakTMHOBOM kucrnoTbl, nonyqawT (R)-3-
(cbeHnnamuHo)-5-peHnn-5-veTmn-2-TMokco-4-oKkCcaso-NMANHOH: TemnepaTypa nnaenenus 81-85°C; [anbda [p23-
70,5 (c=0,52, EtOH).

Mpumep 8

MonyveHne 5-meTnn-5-(4-gpeHokcmdeHun)-3-(dbeHnnamuHo)-2,4-okca3onMamHamoHa
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Ao

PactBop 5-meTun-5-(4-ceHokcndeHnn)-3-ge-HunammHo-2-TMokcookcasonHanH-4-oHa (2 r, 0,0051 monb) B
50 mn auetoHa (0,1 M) obpabaTbiBatoT nNpu KOMHaTHOM TemnepaType pactBopom KHSOs (OXONE® 4,72 r,
0.0154 momb) B 20 mn Boabl. benyto cycneH3uio HarpeBatoT npu Temnepatype 50°C B TeyeHune 2 4, 3atem
OXNaX[arT OO KOMHATHOW TemnepaTypbl H dmnbTpytoT. OCTaTOK NPOMbIBAKOT CBEXMM aLEeTOHOM M unbTpaThl
yrnapuBaT Npy MOHWKEHHOM [aBreHWM OO0 TeX Nop, noka aueToH He neperoHutcs. OcTtaTok pacTBOPSIOT B
MeTUNEHXTOPUAE M NPOMbIBAKOT BOAOW M coneBbiM pactBopoM. OpraHunyeckuii cnow cywaTt (MgS04), dunbtpytoT
W yrapuvBaloT C NOMyYeHMEM HeOUULLEHHOro npoaykTa. MNepekpuctanmsauusa n3 1-xnopbyraHa n neTponenHoro
admpa nosponseT nonydntb 1,68 r (88% OT TeopeTuyeckoro) yMctoro npoAykta B Buae Oenoro TBEpOoro
BelllecTBa c TemnepaTypou nnasnenus 140-142°C.

Tabn. 1-3 nokasblBalT YHMUUAHbIE COEAMHEHUs, KOTOPble MOXHO MOMAY4MTb OMWUCaHHbIMU BblLlE
cnocobamu. 3Tn Tabnuubl ABMASIOTCA UNNIOCTPATUBHBIMM U HE OrpaHMyMBaloT 06beM HacTosLLero ndobpeTeHus.

B Tabn. 4 npuBefeHbl cnekTparnbHble AaHHble Ansi COeAUHEHUI, NONYYEHHbIX B BUAEe Macna.

Komnoanunmn

CoeguHeHusa HacTtodAwero u3obpeTeHNs OObLIYHO WCMOMBb3YIOT B COCTaBax C >XWOKUM WAM  TBEPAbIM
pas3baBMTENeM MM C opraHUYeckum pactBopuTtenem. purogHble cocTaBbl coegunHeHwun copmynbl (1) MOXHO
NnonydMTe TpaauMUMOHHbIMKU crocobamu. OHM BKMOYAKT AyCTbl, FPaHYmMbl, LUAPWKKU, PacTBOPbl, 3MYMbCWM,
CMayMBaeMble MOPOLUKMA, 3MYNbIMpyeMble KOHUEHTpatbl M Tak panee. MHOrMe u3 HUX MOXHO HaHOCUTb
HenocpeAcTBeHHO. Pacnbingemble COCTaBbl MOTYT HaxOAMTbCS B MPUIrogHbIX cpefax U UCMonb3oBaTbCa npu
ob6bemMax pacnblneHs NpubmanTensHO OT OLHOMO 40 HECKOSbKUX COTEH NMTPOB Ha rektap. BoicokoycToumBeie
KOMMO3ULMN UCMOMNb3YIT MaBHbIM 00pa3oM B KavyecTBe NPOMEXYTOYHbIX ANS OanbHENLEro CcocTaBMneHus.
CocTtaBbl 00bI4HO cogepxaT okoso 1-99% no macce akTMBHOIO WHIpeaveHTa(oB) M MO KpavHenW mepe OOHO U3
ymcna cnepytowmx: (a) okono 0,1-35% nNOBEPXHOCTHO-aKTMBHOIO BeLlecTBO (BewecTts) M (6) okono 5-99%
TBEPOOrO MMM XUAKOro MHEpPTHOro pa3baBuTtens (pasbaeutenei). bornee KOHKpPeTHO, OHWM ByaoyT cogepxaTtb 3Tn
WHIpeaneHTbl B NpMONmn3nTeNbHbIX Npornopumsax (cM. Tabn. 5).

Bonblwme unu mMeHblUMe KOMMYECTBA aKTUBHOIO WHIpeaueHTa, KOHEYHO, 3aBUCAT OT NpefHa3HayeHHOoro
MCNonb30BaHust U M3NYECKMX CBOWCTB coeauHeHusi. MHorga kenaTenbHbl Gonee BbICOKME OTHOLLEHUS
NOBEPXHOCTHO-aKTMBHOIO BELLUECTBa K aKTMBHOMY UHIPEAMEHTY U OHM JOCTUTAlOTCs NPy BBEAEHMMU B COCTaB MU
npu CMeLLMBaHUK B pesepByape.

TunnuHble TBepAable pa3baBuTeny onucaHsl B pabote Walking, et al., "Handbook of Insecticide Dust Diluents
and Carriers", 2-e u3g., Borland Books, Caldwell, New Jersey. Bonee abcopbupytowme paszbasutenu aenarTcs
npeanoyvTMTeNnbHbIMU NS CMayvBaeMbIX MOPOLLKOB, a bonee nnoTtHble pas3baBuTenu - ong OycToB. TUNU4YHbIE
Xunakve pasbasuTtenu n pactesoputenn onucaHbl B pabote Marsden "Solvents Guide", 2-e un3g., Intersdence, New
York, 1950. PactBopumocts Hwke 0,1% xapakTepHa Ans KOHUEHTPAaTOB CYCMEH3UI: pacTBOPbl KOHLEHTpaToB
00bIYHO yCcTOMYMBLI NPOTUB ba30BOro pasgeneHus npu temnepatype 0°C. [MoBEpPXHOCTHO-aKTUBHbIE BeLLeCTBa
nx mncnonb3oBaHve npuBegdeHbl B "McCutchcon's Detergents and Emulsifiers Annual”, Me Publishing Corp.,
Ridgewood, New Jersey, a Takke B pabote Sisely u Wood, "Encyclopedia of Surface Active Agents”, Chemical
Publ. Co., Inc.,, New York, 1964. Bce coctaBbl MOryr cogepxaTb MeHbLUME KONuYecTBa MpUCafoK C Lenbio
CHWKEHMs neHoobpa3oBaHMs, CMekaHwsd, Koppo3uu, MuKpobuMorormdyeckoro pocta UM Tak  Janee.
MpegnoytnTensHo, YTOObI MCMONb3yeMble MHIPeAMEeHTbl Oblnv 0go0OpeHbl AreHTCTBOM No 3awmTte OkpyKaroLemn
Cpepabl CLUA ons npeaHasHayeHHOro npyuMeHeHus .

Cnocobbl NonydeHWst TakMX KOMMO3ULMIA XOPOLIO W3BECTHbl. PacTBopbl MonydawT MyTeEM MPOCTOro
CMelUMBaHUA WHIpeaueHToB. TBepAble KOMMO3WMLMK TOHKOrO MNOMora nonydarT CMelmBaHMeM W 00blYHO
n3Mernb4YeHMeM B MOJIOTKOBOM MeNbHULE NN ApoBunke ¢ XXMAKOCTHbIM NpuBoAOoM. CycneH3nm nony4aT MOKpbIM
nomorsiom (cM., Hanpumep, Littler, nateHt CLUA 3060084). paHynbl 1 Wapvkn MOryT 6biTe M3roTOBMNEHbI NyTEM
pacrbiNeHns akTUBHOIO BeLIecTBa Ha NpefBapUTENbHO MOATOTOBMEHHbLIN 3€PHUCTBIA HOCUTENL UMM METOL0M
armomepaumm. Cwm., J.E. Browning, "Agglomeration”, Chemical Engineering, Dec. 4, 1967, pp. 147ff u "Perrys
Chemical Engineer's Handbook", 4-e nag., McOraw-Hill, N.Y., 1963. pp. 8-59ff.

[ononH1TenbHYIO MHGOPMaLMIO, KacatoLLytocst 0b6nactm NPUroToBnNeEHUS KOMMO3MLMIA, CM., Hanpumep: H.M.
Loux, nateHT CLUA 3235361, 15 ceBpansa 1966 roga, konoHka 6, ctpoka 16 - konoHka 7, cTpoka 19, a Takke
npumepbl 10-41; R.W. Luckcnbaugh, natent CLLUA 3W9192, 14 mapTa 1967 roaa, KonoHka 5, cTpoka 43 - KornoHka
7, cTpoka 62, a Takke npumepsl 8, 12,15, 39, 41, 52, 53, 58, 132, 138-140. 162-164, 166, 167, 169-182; H. Gysin
n E. Knusli, nateHt CLUA 2891855, 23 niona 1959 roga, konoHka 3, ctpoka 65 - konoHka 5, ctpoka 17, a Takke
npumepbl 1-4; G.C. Klingman, "Weed control as a Science", John Wiley and Sons, Inc., New York, 1961, pp. 81-
96; J.D. Fryer n S.A. Evans "Weed Control Handbook", 5-e n3g., Blackwell Scientific Publications, Oxford, 1968.
pp. 101-103.

Mpymepbl NpUroaHbIX COCTAaBOB COEANHEHNIA HACTOSILLETO N306peTeHns NpUBEaEHbI HUKE.

Mpvmepsl

Mpumep 217. CmaumBaembli MOPOLLOK

5-meTun-5-geHnn-3-(dpeHmnammnHo )-2-
TUOKCO-4-0KCa30SMANHOH 80%
ankunHadgTanuHcynsgoHaT HaTpuA 4%
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TNUTHUHCYNbOHAT HaTPUA 2%
CUHTETUYECKNIA aMOPHbI KpEMHE3EM 1%
KaomnuHUT 13%

MHrpeaneHTel CMeLWMBalT, U3MenbyarT MOJIOTKOBOM OPOOMNKOM, CMELMBAOT MOBTOPHO W yMako-
BbIBaIOT.

Mpumep 218. BbICOKONPOYHbIN KOHUEHTPAT
5-metnn-5-geHnn-3-(dpeHmnammnHo )-2-

TMOKCO-4-0KCA30MMONHOH 80%
asporernb KpemHesema 0.5%
CUHTETUYECKUI aMOPPHbIA KpeMHe3eM 1,0%

MHrpeoueHTbl cmewwmBaloT M M3MenbyalT B MOMOTKOBOM MefbHMUE C MOMYyMEHUEM BblCOKOMPOYHOTO
KOHUEeHTpaTa, KOTopbl MO CcylwecTBY Becb nponyckatT vyepes cuto N 50 AmepukaHckoro CtaHgapta (0,3 Mm
oTtBepcTUs). [laHHOE BeLLeCTBO 3aTEM MOXHO UCMOSb30BaTh pasnuyHbIMU criocobamu.

Mpumep 219. Pacteop

5-meTnn-5-dpeHnn-3-(dpeHmnnammHo)-2-
TUOKCO-4-0KCA30MMANHOH 25%
MeTUN-2-MMppPonuaoH 75%

MHrpegueHTbl 06beAnHAIOT 1 NepemMeLumBatoT C NoNyYdeHMeM pacTBopa, KOTOPbIN MOXXHO MCMOMb30BaTh AMs
HU3KOOOLEMHbIX MPUMEHEHUNIA.

Mpumep 220. SMynbrupyembli KOHUEHTPAT

5-meTnn-5-dpeHnn-3-(peHmnnammHo)-2-

TMOKCO-4-0KCa30MANHOH 5%

CMecb CynbgOHaTOB KarnbLuns U HEVOHO-
rEHHbIX MOBEPXHOCTHO-AKTUBHbIX 6%
BELLECTB 0

aueTogeHOoH 79%

MHrpeoueHTbl 06beAMHAT 1 NepeEMELUMBALOT A0 PACTBOPEHUSI aKTUBHOIO KOMMOHEHTA U (hUnbTpyloT Yepe3s
Merkun unbTp Mpy yNakoBke AN rapaHTUW, YTO B MPOAYKTE OTCYTCTBYET NMOCTOPOHHEE HEPACTBOPEHHOE
BELUECTBO.

[MonesHocTb

CoegvHeHusi HacTosilero u3obpeTeHWst NMpurodHbl B KadyecTtBe areHToB no 6opbbe c -3aboneBaHusMun
pacteHuin. OHM obecneuvBalOT KOHTPOMb 33 OOMEe3HsMM, BbI3BAHHBIMM LUMPOKUM CMIEKTPOM PaCTUTENbHbIX
naToreHoB B kracce basidiomyceTe n ascomycete, 1 ocobeHHO npoTuB rpubkoB B knacce oomycetc. OHU
appekTMBHbI Npu 6Gopbbe C LWMPOKMM CMEKTPOM pacTUTenbHbIX 6GonesHew, B YaCTHOCTW, FUCTBEHHbIX
60ne3HeTBOPHbIX OPraHM3MOB AEKOPATUBHbIX, OBOLLUHbIX, MONEBbIX, 3N1AKOBbIX U (P YKTOBbLIX KYNbTyp, TakMX Kak
Plasmopara viticola. Phytophtora infestans. Peronospora tabacina, Pseudoperonospora cubensis. Phytophtora
niegaspemla. Botrytis cincrca. Venturia inaeclualis, Puccinia recondiTa, Pythium aphanidcnnatum, Altcrnaria
brassicola, Septoria nodorum, Cercosporidium pcrsonatum, u Buabl, OTHOCALWMECHA K 3TUM OONE3HETBOPHbLIM
opraHvamam.

CoeguHeHus HacToALWEero n3obpeTeHns MOXHO cvelumBaTth C yHrMumaaMmu, 6aktepuumaamu, akapuumaamu,
HemaTouuaamu, MHCEKTUUMAAMMN Unu Apyriumm G1Monormyeckm akTMBHbIMA COEOMHEHUSIMU C LIENb0 OOCTKEHNS
XernaembIxX pe3ynbTaToB C MUHMMANbHbIM PacXOLOM BpPEMEHM, YCUnui u matepmana. MNpurogHble KOMMOHEHTHI
AaHHOTIO TVMa XOPOLLUO M3BECTHbI cneuvanucTaMm B AaHHOW o6nacTn TeXHUKW. HekoTopble M3 HUX NpeacTaBrneHbl
HWKe:

OyHrMUMabI

mMeTun-2-6eHsumunaasankapbamart (kapbeHga-3vm),

TeTpameTunTMypamaucynbgug (Tmypam),

H-gogeuunryaHMavHaueTaT (QOMWH),

atuneHbucantuckapbamat mapradua (MaHeb),

1,4-anxnop-2,5-gumcTokcubeH3on (xnopoHeo),

metun 1-(6ytmnkapbamounn)-2-6eH3umungazon-kapbamat (6eHomun),

2-umaHo-N-atnrnkapbamounn-2-meTokCUMMMHO-aueTamung (LumokcaHun),

N-TpuxnopmeTuntuoTeTparngpodranaMmun (kantaH),

N-TpuxnopmetTuntnocpranamug (gonner),

anmeTtnn 4,4'-(o-deHuneH)bnc(3-tmoannodaHar) (TmodaHaT-meTvn),

2-(Tnason-4-un) 6eHsmmugason (tvabeHgason),

Tpn(0-aTun-cocdoHaT) antoMuHus (oseTunaniommHun),

TETPaxopm30TanoHUTPUI (XIOPOTanNoHm),

2,6-anxnop-4-HNTpoanuvH (Auxnopax),

N-(2,6-aumetundeHun)-N-(meTokcmaueTun)ana-H1MH MeTUnoBbi 3cmp (MeTanakeun),

umc-N-11,1,2,2-TeTpaxnopatnn)tmoumknorekc-4-eH-1,2-gukapbokcmmmg (kantacon),

3-(3,5-guxnopdeHnn)-N-(1-veTnnatmn)-2,4-an-okco-1-nmmnaasonnavH kapbokcammn (MNpoanoH),
3-(3,5-guxnopdeHnn)-5-aTeHnn-5-mctmn-2,4-okcasoNNMANHANOH (BUHKIIO30SMH) KasyraMULMH,

O-amn-5,5-gudpeHnndocdopogntmnoar (sagudeHdoc),

4-[3-14-(1,1-pumeTvnatnn)deHun 1-2-metun [nponun-2.6-guMeTnMopdonuH (dpeHnponnumopd),

4-(3-[4-(1,1-gumeTnnaTtun)deHun 1-2-veTtun [nponunnunepnanH (PeHNPonManH),

1-(4-xnopdpeHokcn)-3,3-ammeTnn-1-dH-1,2 4-tpuason-1-un)dyraH (TpuagumedoH),
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2-(4-xnopeHun)-2-(1H-1,2,4-tpnason-1unme-tmn) rekcaHHUTpun (MuknobyraHun), TebykoHason,

3-xnop-4-[4-metmn-2-(1H-1,2,4-tpnason)-1-unme-tmn1-1,3-gnokconan-2-nn[dpeHun-4-xnopgeHmMnoBsin  agmp
(andpeHokoHazarT),

1-[2-(2,4-puxnopdeHunn)neHTnn]-1H-1,2,4-tpua-3on (NeHkoHason),

anbda-(2-gpropdeHnn)-a--(4-bropdeHun)-1H-1,2,4-tpuason-1-ataHon (cnyrpunacpon),

2-meToken-N-(2-okco-1,3-okcazanmavH-3-un) aueT-2,6-kennuaug (okcagmkenn),

1-[[Enc(4-dpropdeHnn)meTuncununimetun[-1H-1,2,4-tpmnason (donycunason),

1-N-npormmn-N-[2-(2,4 ,6-TpuxnopdeHokcn)aTtun] kapbamounnmmuaason(npoxnopas),

1-[[2-(2,4-guxnopdeHnn)-4-nponun-1,3-aMokco-naH-2-mnjmetmnl-1H-1,2 4-tpnason (NponvkoHa3son),

anba-(2-xnopdeHun)-a-(4-xnopdpeHunn)-5nu-puamHmetaHon (peHapumon),

oKkcuxnopuaMmeau,

me™nN-(2,6-aumeTnndeHnn)-N-(2-dypaHun-kapboHunn)-DL-anaHvHaT (dypanakcun),

rekcakoHasorn,

4-xrnop-N-(unaHoaTokcmeTnN)6eH3amug,

4-[3-(4-xnopdreHunn)-3-(3,4-guMeTokCM e HMMI-1-0KkCco-2-1poneHnnIMopOosnH.

BakTtepuuungp!:

TPEXOCHOBHbIN MeAHbIN cynbdar,

cynbdaT CTpenTOMULMHA,

OKCUTETPALMKIMH.

Axkapuumabl:

CEHeLMOoHOBast KUCMOTa, CNOXHbIN 3cmp ¢ 2-BTOp-6yTnn-4,6-amHnTpodeHonom (buHanaapwn),

6-meTnn-1,3-ammmono[2,3-B]XxMHOHONNH-2-0H(OK-CUTMOXMHOKC),

2,2, 2-tpuxnop-1,1-6uc(4-xnopceHnn)ataHon (avkodon),

6uc(neHTaxnop-2,4-UMKnoncHTagueH-1-un) (ame-Hoxmnop),

TMAPOOKMCh TPULIMKIIOrEKCMIONoBa (LMrekcaTuH),

rekcakunc(2-metmn-2-peHmMnnponun)ancraHHok-caH (okeug deHbyTnHa).

Hematnungbi:

2-[anaTokcndocoHUNMMUHO[-1,3-AnaTMaTaH (PoCTUITaH),

S-metun-1-(anmetnnkapbamonn)-N-(Metunkap 6amonnokcu)Tmodopmummaat (okcamun),

S-meTtun-1«apbamounn-N-(MeTunkap6amonnok cu) TModopMmuMmnaarT,

N-n3onponundocdopamuanHosas Kucnora, CMNOXHbIN O-an-0"-14-(MeTMnTno)-m-tonunjanagmp
(dbeHamudpoc).

NHcekTnumnapl

3-rmppokcn-N-metnnkpotoHamug, (aumetun-gocdat) acdmp (MoHokpoTodoc), MeTunkapbammHoBas KucnoTa,
CNOXHbIV 3dmp ¢ 2,3-AunHapo-2,2-aumeTnn-7-6eH3odypaHornomM (kapbodypaH),

O-[2,4,5-Tpuxnop-a-(xnopmetnn) 6eHann]doc-dopHasa kucrnoTa,

cnoxHoeii O',0'-gumMeTnnoBbIv admp (TeTpaxnopBUHEOC),

2-MepKanTosHTapHasi KWUCroTa, CIOXHbBIA AU3-TUIMOBbLIA 3Mp, CAOXHBIA S-3dmp € TUOHOGOC-OPHON
KNCMOTOMN, CAIOXKHBLIN AUMETUNOBBIN 3dMp (ManaTuoH),

TMoHodocdopHon kncnotbl, O,0-gumeTun, O-p-HUTPOEHUITOBBIN CAOXHBIA 3dMpP (METUNNA-PaTHOH),

MeTurkapb6amMmMHoBas KMCINoTa, CIIOXHbIN 3dmp ¢ a- -HadTonom (kap6apwun),

metun N-[[(MeTnnamuHo kapboHunjokcm]aTaHn-mmaoTmoaTt (MeTomun),

N'-(4-xnop-O-tonun)-N,N-gumeTundopmamv AuH (xnopoaumedopm),

0,0-gnamn-0-(2-n3onponun-4-mMmetmn-6-nupn-vingun)gocdoptnoat (AUasnHOH),

oKTaxrnopokamgeH (TokcadeH),

O-amn-O-p-HuTpodeHun deHundgocdoHotnoat (EPN),

uunaHo(3-ceHokcndecHmn)meTmn4-xnopo-ansda-(1-metnnatmn)6eHsonaveTar (peHBanepar),

(3-cbeHokenbeHMn)MeTUN(/umc, TpaHc-3(2,2-An-XNopaTeHUN)-2,2-0MM CTUNUMKITION po-naHkapbokcunaT
(nepmeTpuH),

anmetnn N,N'-[tTnobuc(N-vetnnammHo kapobokcu][onc(ataHumungoTmoaT) (Tnognkapo),

doccopoTMonNoTMOHOBasi  Kucnota, crnoxHelh  O-atun-O-[4-(MeTunTuo)deHun|-S-n-nponmunosein - agmp
(cynsnpodpoc),

anbda-unaHo-3-geHokcndbeH3nn3-(2,2-guxnop-BuHmnN)-2,2-AMMe TUILUKNonponaH kapbokcunat
(umnepmeTpuH),

umnaHo(3-ceHokcneHnnMeTnn4-(amdpropmeToK-cn)-ans a-(MeTun-atmn)6eH3onaveTar (pnyumT-puHar),

0,0-gnamn-0-(3,5,6-Tpuxnop-2-nupuamn)goc-cdopTroat (xropnmpndoc),

0,0-gnmeTnn-5-[(4-okco-1,2,3-6eH3oTpuasnH-3-(4H)-un)metmn]dochopamtmoart (asanHdocmeTnn),

5,6-oumeTUN-2-guMeTnaMmuHo-4-NMpUMMANHN guMmeTunkapbamar (nupumukapob),

S-(N-dopmun-N-metunkapbamounnme™mn)-0,0-gumetnndocdopauTtmoaT (POPMOTUOH),

8-2-(amntnoatmn)-0,0-gumeTundocdopTmoat (GeMeToH-S-meTun),

anbda-unaHo-3-geHoKkcubeH3nn unc-3-(2,2-pm-6pomBuHNN)-2,2-AuMeTMnumKnonponaHkap-6okeunat
(aenbTameTpuH),

uunaHo(3-ceHokcneHmnMeTnnoseii agmp N-(2-xnop-4-TpudtopmeTundeHun)ananuHa (pnysa-nuHar).

B HekoTOpbIX cnydyasx coyeTaHus C ApYTMMWU PyHIMUMAAMWU, UMEIOWMMM aHanorMyHbii cnekTp 6opbbbl ¢
3ab0oneBaHMsIMK, HO OT/IMYAIOLLMECS PEXUMOM OENCTBUS, 6yoyT ocOGEHHO NpeanoYTUTENbHbLI AN MOBbLILEHUS
PE3UCTEHTHOCTU W/MMM YMydLIEHUS CBOWCTB, TakMX KaK rneyebHasi aKkTMBHOCTb B OTHOLLEHWM YCTOSIBLUMXCS
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nHekumin. OcobeHHo adhheKTMBHON KOMOBMHaUMen B OTHOLEHUN o6onx 3aTUX (PakTopoB ABNAETCA COYeTaHWue
coeanHeHua dopmynbl (1) ¢ LMHOKCaHWOM

MNpumeHeHue

Bopbby c 3aboneBaHusaMM OObIYHO OCYWIECTBASIOT NYTEM HaHeceHns 9deKTBHOrO KonmyecTsa
coeanHeHus nubo nepep 3apaxeHnem, NMbo Nocne TakoBOro, Ha YacTb pPacTeHWsl, KoTopasi NOANEXUT 3almTe,
Hanpumep, KOpHK, cTebnu, NMcTBa, NNoA, cemeHa, knybeHb nnu nykosuubl. CoegnHeHne Takke MOKHO HaHOCUTb
Ha ceMmsi, U3 KOTOPOro pacTyT 3alyMLaeMble pacTeHus.

Hopmbl BHECEHMsT 3TUX COeAMHEHWA MOTYT 3aBUCEeTb OT MHOMMX )aKkTOPOB OKpYXatoLen cpefbl U AOMMKHbI
onpefenaTbca B YcrnoBusiX bakTUHECKOro Mcrnonb3oBaHusA. OAns nucteBbl 0bbl4HO TpebyeTcss Ana 3awmTbl nNpu
0bpaboTke coeauHEeHVMEe C KONMYECTBOM aKTMBHOTO WMHrpeaneHta meHee 1 r/ra-10000 r/ra. Cemss U MPOPOCTKM
00bIYHO ObIBaOT 3aLLMLLEHBI, KOrAa ceMs obpabaTbiBatoT o3or o1 0,1 go 10 r Ha Kr cemMeHu.

Mpumep A

McnbiTyemble coeanHeHns pacTBOpSOT B aueToHe B Korm4yecTtse, paBHOM 3% KOHeyHoro obbema, un 3aTem
cycneHanpyloT npu KoHueHTpauum 200 ppm (4acTer Ha MUNNOH) B OYULLEHHOW BoAe, codepxalen 250 ppm
NoBEPXHOCTHO-aKTMBHOIO BellecTBa Tpem 014 (criokHble adwmpbl MHOroatoMHoro cnvpta). JaHHyio cycneHsuto
pacnbINAT B TOYKY NOBEPXHOCTHOTO CTOKa MPOPOCTKOB s16M0oHM. Ha cneayoumn AeHb MPOpPOCTKU MHOKYNUPYIOT
cycneHsven cnop Venturia inacgualis (KaysanmbHbli areHT napwu A650HW) U UHKYOMPYIOT B HaCbIWEHHON
atmocdepe npu Temnepatype 20°C B TeyeHne 24 4, NOCTe Yero NepeHoCcAT B pacTUbHIO Npu TemnepaType 22°C
Ha 6 CyTOK, MO UCTEYEHMMN KOTOPbIX AenatoT oLeHku 3abonesaHus.

Mpumep B

McnbiTyemble coeanHeHns pacTBOPSAOT B aueToHe B KonmM4yecTee, paBHOM 3% KOHeuyHoro obbema, 1 3aTem
cycneHAnpyIoT nNpu KoHueHTpauun 200 ppm B ouunLLeHHOM BoAe, cogepxatlen 250 ppm noBepXHOCTHO-aKTUBHOIMO
Bewectea Tpem 014 (crnoxHble 3dMpbl MHOroOaTOMHOro cnupTta). [aHHYl0 CYCMeH3Wt0 HaHOCAT B TOYKY
NOBEPXHOCTHOMO CTOKa MPOPOCTKOB apaxvca. Ha cnegylowmin AeHb NPOPOCTKA UHOKYNUPYIOT CYCMEeH3MEN crop
Cercosporidium personatum (kay3anbHbli areHT Mo3AHEelN NATHUCTOCTM NIUCTLEB apaxuca) U UHKYOMpPYIOT B
HacbllWeHHoW atmocdepe npu TemnepaType 22-30°C B TeuyeHue 5 cyTtok, nocre 4Yero NepeHocAT B pacTUmbHIO
npu TemnepaType 29°C Ha 6 CyToK, MO NCTEYEHNN KOTOPbLIX OCYLLECTBNAIOT OLEHKY 3aboneBaHus.

Mpumep C

McnbiTyemble coenHeHns pacTBOPSAIOT B aleToHe B Konm4yecTee, paBHOM 3% KOHeuyHoro obbema, 1 3atem
CycneHANpYIOT Npu KoHueHTpauum 200 ppm B O4MLLEHHOW BoAe, cogepxallen 250 ppm noBepXHOCTHO-aKTUBHOMO
Bewectea Tpem 014 (cnoxHble acmpbl MHOrOATOMHBIX CNMPTOB). CyCneH3Uto HaHOCAT B TOYKY NOBEPXHOCTHOIO
CTOKa MpOpOCTKOB BUHOrpada. Ha cregylowmii AeHb NPOPOCTKU MHOKYMNMPYIOT CMOPOBOW cycrneHaven Puccinia
recondita (kay3anbHbli areHT NOXHOW MYYHUCTON POCHI BAHOIpada) U MHKYOMPYIOT B HacbILWEHHON aTMocdepe
npu Temnepatype 20°C B TeueHue 24 4, nepemeLLaoT B pacTunbHio npu Temnepatype 20°C Ha 6 gHen, nocne
Yero OCyLUeCTBNAT OUeHKY 3abonesaHus.

Mpumep D

McnbiTyemble coenHeHns pacTBOPSAIOT B aleToHe B Konm4yecTse, paBHOM 3% KOHe4yHoro obbema, u 3atem
CycneHaMpYT Npu KoHueHTpauumn 200 ppm B ounLLeHHON Bone, cogepxatuert 250 ppm noBepXHOCTHO-aKTMBHOTO
BelecTtea TpeM 014 (CnoxHble ampbl MHOrOATOMHbLIX CMMPTOB). [aHHYIO CYCNEeH3WI0 pacnbifsioT Ha TOYKY
NMOBEPXHOCTHOIO CTOKa MPOPOCTKOB MOMMAOPOB. Ha crnepylowmii AeHb MNPOPOCTKM MHOKYNMPYIOT CMNOPOBOM
cycneHsnen Phytophthora infestans (kay3anbHbIi areHT paHHen rHUIM kapTodens U ToMaToB) U MHKYOMPYIOT B
HacbllWweHHon aTtmocdepe npu TemnepaType 20°C B TeyeHnne 24 4, a 3aTeM NEPEHOCHAT B PaCTUMbLHIO Npwu
Temnepatype 20°C Ha 5 cyTok, Mocre Yero OCyLecCTBST OUeHKY 3abonesaHus.

Mpumep E

McnbiTyemble coeaMHeHNs pacTBOPSOT B aueToHe B Korm4yecTtse, paBHOM 3% KOHeyHoro obbema, un 3aTem
CyCneHAMpYIoT NpU KoHUeHTpauun 40 ppm B OYMLLEHHOW BOAE, coaepxallen 250 ppm nNOBEPXHOCTHO-aKTUBHOTO
BewectBa Tpem 014 (cnoxHble 3adMpbl MHOFOATOMHOrO cnupta). [JaHHyI0 CYCMeH3U0 pachiblfisioT Ha TOUKY
NMOBEPXHOCTHOIO CTOKa MPOPOCTKOB MleHuubl. Ha crnegyloumii AeHb MPOPOCTKM WMHOKYNMPYIOT CMNOPOBOM
cycneHsven Flasmopara ticola (kay3anbHbll areHT NWCTOBOW pXaBYMHbl MWEHULbI) W MHKYOUPYIOT B
HacyweHHon aTMocdepe npu TemnepaType 20°C B TeveHue 24 4, nocne 4Yero NepeHocAT B pacTUIbHIO Npwu
Temnepatype 20°C Ha 6 cyTok, 3aTeM WMHKYOUPYIOT B HacbllweHHon aTtMocdepe npu 20°C B TeyeHue 24 4, no
NCTEeYEHMMN KOTOPbIX OCYLLECTBNSOT OLIeHKY 3aboneBaHus.

Mpvmep F

McnbiTyemble coegnHeHns pacTBOPSAIOT B aueToHe B Konm4yecTee, paBHOM 3% KOHeuyHoro obbema, 1 3aTem
cycneHanpyloT nNpu KoHueHTpaumn 200 ppm B ounLLEHHOM BOoAe, cogepxatlen 250 ppm noBepXHOCTHO-aKTUBHOIO
BelwecTtea Tpem 014 (cnoxHble ampbl MHOrOATOMHbIX CMMPTOB). [aHHYIO CYCMeH3ui0 pachbifisoT Ha TOYKY
NOBEPXHOCTHOIO CTOKa MNPOPOCTKOB OrypuoB. Ha cnegyloumin geHb NPOPOCTKM MHOKYMMPYIOT CNoOpOBOW
cycneH3nen Botrytis cinerea (kaysanbHbIi areHT CEpPOM MNIECEHUM Ha MHOMMX KynbTypax) M WHKYOMpPYOT B
HacblWweHHoM amvocdepe npu TemnepaType 20°C B TeueHue 48 4. mocre 4Yero NEPEHOCAT B PACTUIbHIO Mpu
Temnepatype 20°C Ha 5 cyTok, N0 MCTEYEHWN KOTOPbIX OCYLLECTBNSAIOT OLEHKY 3abonesaHns.

Mpumep G

McnbiTyemble coenHeHns pacTBOPSAIOT B aleToHe B KONM4YecTBe, paBHOM 2% KOHe4yHoro obbema, u 3atem
CyCcneHANpYIOT Npu KoHueHTpauum 40 ppm B ounLleHHON Bode, cogepxallen 250 ppm noBepXxHOCTHO-aKTUBHOMO
BelecTtea Tpem 014 (CnoxHble ampbl MHOrOATOMHbIX CMMPTOB). [laHHYIO CYCMEeH3Wi0 pacnbifsoT Ha TOYKY
NMOBEPXHOCTHOIO CTOKa NPOPOCTKOB Tabaka. Ha cnegyowmii AeHb NPOPOCTKU MHOKYNMPYIOT CNOPOBOW CyCrieH3nen
Peronospora tabacina (kay3anbHbili areHT ronybon nneceHy tabaka) U MHKYOUPYIOT B HacblLLEHHON aTMocdepe
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npu Temnepatype 22°C B TeyeHue 24 4, nocne Yero nepeHocsAT B pacTunbHio npu Temnepatype 20°C Ha 6 cyToK,
nocrie 4ero MHKYOMpYIOT B HacbiweHHoW amocdepe npu TemnepaType 20°C B TeyeHue 24 4, NO MUCTEYEHUU
KOTOPbIX OCYLLECTBISAIOT OLLEHKY 3ab0oneBaHns.

Mpvmep H

McnbiTyemble coeanHeHns pacTBOPSAOT B aueToHe B Konm4yecTee, paBHOM 3% KOHeuyHoro obbema, 1 3aTem
cycneHanpyloT nNpu KoHueHTpauuu 40 ppm B ouMLLeHHOW Bode, cogepallen 250 ppm noBepXHOCTHO-aKTUBHOIMO
BewecTtea Tpem 014 (cnoxHble a¢mpbl MHOrOATOMHbIX CMMPTOB). [aHHYIO CyCMeH3ui0 pachbifsoT Ha TOYKY
NOBEPXHOCTHOIO CTOKa MNPOPOCTKOB OrypuoB. Ha cnegyloumin geHb NPOPOCTKM MHOKYMMPYIOT CNOpOBOW
cycneH3nen Pseudoperonospora cubensis (kay3anbHblii areHT JIOKHOW MYHMHUCTOM POChbl OTYPLIOB) Y UHKYOMPYIOT
B HacblLeHHOW atvocdepe npu TemnepaTtype 20°C B TeyeHne 24 4, NEPEHOCHT B pacTUIbHIO NpU TemnepaTtype
20°C Ha 6 CyTOK M UHKYOMPYIOT B HacbILeHHONW atmocdepe npn Temnepatype 20°C B TeueHue 24 4, nocne yero
OCYLLECTBNSIOT OUEHKY 3abonesaHus.

Mpumep |

McnbiTyemble coeaMHeHNss pacTBOPSIlOT B aueToHe B Korm4yecTBe, paBHOM 3% KoHeyHoro obbema, un 3aTem
CycneHaMpyoT Npu KoHueHTpauumn 200 ppm B ounLLeHHON BoAe, coaepxatuert 250 ppm noBepXHOCTHO-aKTMBHOTO
BelecTtea TpeM 014 (CnoxHble ampbl MHOrOATOMHbLIX CMMPTOB). [aHHYIO CYCNEeH3WI0 pacnbifsioT Ha TOYKY
NOBEPXHOCTHOIO CTOKa NPOPOCTKOB MNlUeHUUbl. Ha cneaylolmin AeHb NPOPOCTKM MHOKYNMpPYOT cnopamu Erysiphe
gramims (kay3anbHblAi areHT HacTosAlel MYYHUCTOW POCbl MWEHUUbl) U WHKYOUPYIOT B pacTuiibHe npu
Temnepatype 20°C B Te4eHue 7 CyToK, MO UCTEYEHUM KOTOPbIX OCYLLECTBASAIOT OLIEHKY 3aboneBaHus.

Mpumep J

McnbiTyemble coeaMHeHNss pacTBOPSIlOT B aueToHe B Korm4yecTBe, paBHOM 3% KoHeyHoro obbema, un 3aTem
CycneHaMpYoT Npu KoHueHTpauumn 200 ppm B ounLLeHHON BoAe, coaepxatuert 250 ppm noBepXHOCTHO-aKTMBHOTO
BelecTtea TpeM 014 (CnoxHble ampbl MHOrOATOMHbLIX CMMPTOB). [aHHYI0 CYCNEeH3WI0 pacnbifsioT Ha TOYKY
NoBEPXHOCTHOIO CTOKa NMPOPOCTKOB puca. Ha crnepyloumii 4eHb NPOPOCTKM MHOKYINMPYIOT CMIOPOBOW CycreH3nen
Rhizoctonia solani (kay3anbHbili areHT 3aboneBaHuss 00epTOK puca) N UHKYOUPYIOT B HacbIWEHHON aTMocdepe
npu Temnepatype 27°C B TeyeHue 48 yacoB, NEPEHOCAT B pacTuibHiO Mpu Temnepatype 29°C Ha 48 uvacos,
nocrie Yero OCyLLECTBNSAOT ONeHKY 3aboneBaHus.

Mpumep K

McnbiTyemble coeamHeHNs pacTBOPSOT B aueToHe B Korm4yecTtse, paBHOM 3% KOHeyHoro obbema, un 3aTem
CycneHaMpYoT Npu KoHueHTpauuu 200 ppm B cunLLEeHHON BoAe, coaepxaluert 250 ppm noBEpXHOCTHO-aKTUBHOTO
BelectBa Tpem 014 (crnoxHble 3dupbl MHOroaTOMHbIX cnupToB). CycneH3uio pacnbINAlT Ha  TOYKY
NMOBEPXHOCTHOIO CTOKa BCXOAOB puca. Ha crnegyloumin geHb BCxodbl MHOKYMMPYOT CMOPOBOW CYCMEH3newn
Pyricularia orvzae (kaysanbHbl areHT NMpUXyNsSprMo3a puca) U UHKYOMPYIOT M HacbiWeHHOW aTmocdepe npwu
Temnepatype 27°C B TeueHue 24 4, nepeHocaT B pacTunbHio npn Temnepatype 30°C Ha 4 cyTok, N0 ucteveHuu
KOTOPbIX OCYLLECTBAIOT OLLEHKY 3a00neBaHus.

Mpvmepbl, AONONHATENBHO WNMNIOCTPUPYIOLLME HacToswee m3obpeTeHve, ykasaHbl B Tabn.6. B T1abnuue
nokasatens 100 cootBeTtctBYeT 100%-HOMY ncxoay 6opbbbl ¢ 3abonesaHnem, a nokasatens 0 cooTBeTCTBYET
OTCYTCTBMIO Kakoro 6bl To HYM Obino pe3ynbTaTa B 60pbbe ¢ 3aboneBaHneM OTHOCUTENBHO KOHTPOMbHbLIX MPob,
pacnbineHHbIX ¢ HocuTenem). 3Hak "-" obo3HayaeT, YTo MpU yKasaHHOW KOHLEHTpauuu He ObINio NpoBeneHo
ucnbiTaHWe B OTHOLIEHUN AaHHOro 3aboneBaHuns.

Mpumep L

TecTMpyemble KOMMO3MLMK NPUrOTaBNMBAlOT cregylowmm obpasom: K 73 Mr 50%-HOro BNaXHOMO NOPOLLKA,
cogepxawlero CoegmHeHve 305 (36,5Mr akTMBHOTO MHIpegueHTa), AobaenatoT 32 Mn OMCTUINNIMPOBAHHOM BOAbI
Ans nonydeHus rotosoro pacteopa CoeamHeHus 305. LiumokcaHMn Mcnonb3yloT B KayecTBe MPOMbILLIEHHO
npumeHsaemoro 50%-Horo coctaBa BnaxHoro nopouka Curzate®. [OTOBbIN pacTBOp MONYHaKT nNytem
pobaeneHust 32 Mn OUCTUNNUPOBaHHOM BoAbl K 73 Mr coctaBa BnaxHoro nopowka (36,5 mr akTMBHOro
WHrpeameHTa). FoTOBbLIM pacTBOp 3aTem pa3baBnsaT AMCTUNNMPOBAHHOW BOAOW M MCNOMb3YIOT ANA PaChbINEeHns .
Ncnonb3yioT paszbasneHns AN NONy4eHNs HYXHbIX COOTHOLUEHWI, NpuBeAeHHbIe B Tabn. 7.

Ona coBmecTHoro ucnonb3oBaHuss CoeauHeHus 305 M uumMokcanuna, nNpubnusmTensHo pasbasneHHble
rotoBble pacTtBopbl, cogepxaume CoepuHenve 305 M UMMOKCaHWUI, KOMOMHUPYIOT U 3aTeM WCMOMb3yT ANS
pacnbineHus.

KapTtodens (Solanum tuberosum "Superior"), BbipalleHHbIN B KNETOYHOW KYNbType, TPaHCNNaHTUPYIOT B 4-
arovimoBble (10x16 cM) BereTauMoOHHble cocydbl W ocTaengawT B Tennuue. Cnycta 5-6 Hepenb nocne
TpaHcnnaHTauunm oTomMpaltoT OOuHaKoBble pacTeHus BbicoToW 6-8 awoimoB (15,24-20,32 com). Pactenns
obpbi3rMBaloT cMecbto uMMokcaHuna n CoeanHeHuss 305 Bo Bcex MogoOpaHHbIX COOTHOWeEHuAX. [locne
o0OpbI3rMBaHMa pacTeHMsl OCTaBnsAlT B Tennuue Ha 2 gHA. 3aTemM pacTeHusi WHOKYNMPYIOT a3po30JibHOW
cycneH3nen 3oocnop P. infectans (2-‘104 300CMOp Ha MM) B OUCTUNNUpOBaHHOM Bode. PacteHus cpasy xe
noMeLlalT B kamepy C yBnaxHenuem (98% cpepHel BnaxHoctv) Ha 48 4, ytobbl obecneunts HeobxoauMble
YyCroBuUsA Ons NOMHoro 3apaxeHus. Cnegyioume 24 4 nepexodHoOro nepuvoga WX cogepkaT B OCBELUEHHOM
pacTunbHe, a 3aTeM BO3BpallalT B Tennuuy. bonesHb pa3BuMBaeTcs B TeyeHuMe 6 OHEW nocre MHOKYNSUUmM u
pervcTpmpyeTcs Mo MNPOLEHTY NOpaKeHus MoBEepXHOCTM nucta tmnudHoMy ans P. infestans Ha GasanbHon
CTOpPOHE YeTblpeX MOMHOCTLH PacKkpbIThbiX HACTOALWMX NNCTbEB. Kaxkayto 06paboTky nosTopstoT 3 pasa. OCHOBHOM
NPOLEHT KOHTPOSLHOTO NopaxeHus npeacrasrneH B Tabn. 8.



Tabnuua 1
R' O\fw
RQ
7 \yR?
o Eid
Mpumep W R' R2 R3 R* T.nn.,
°C
1 S Me Ph Ph H 109’
2 S Me Ph Ph H 87°
3 S Me Ph Ph H 87’
4 S H Ph Ph H 142
5 S Et Ph Ph H 96
6 S H-rekcun Ph Ph H
7 S H-6ytnn Ph Ph H 100
8 S CFs Ph Ph H
9 S CF3CH2CH2CH> Ph Ph H
10 S Linknonponun Ph Ph H 98
11 S Linknobytun Ph Ph H Macno
12 S Linknorekcun Ph Ph H
13 S BuHun Ph Ph H 107
14 S Annun Ph Ph H 113
15 S AuetuneHun Ph Ph H
16 S Mponaprun Ph Ph H
17 S MeTokcumeTun Ph Ph H
18 S LinknonponunmeTtun Ph Ph H
19 S BeHaun Ph Ph H 116
20 S 4’-meTOKCMOEeH3un Ph Ph H
21 S 4’-HnTpobeH3nn Ph Ph H
22 S 4’-tpndbropmMeTUI-6eHann Ph Ph H
23 S 4’-meTnbeH3nn Ph Ph H
24 S 2" 4’ -pnxnop6eHann Ph Ph H
25 S 4’-cpropbeHaun Ph Ph H
26 S Me 4-H-okTUNeHnn Ph H
27 S Me 4-(2-OKTeHUMOKCH )- Ph H
deHnn
28 S Me 4-(2- Ph H
nponenun)peHnn
29 S Me 4-(2-okTnn)deHun Ph H
30 S Me 4-H-OKTUNTNOEHUIT Ph H
31 S Me 4-(1,1-guxnop- Ph H
annun)deHnn
32 S Me 4-(2- Ph H
nponexHun)peHnn
33 S H Me Ph H 117
MpoporrkeHve Tabn. 1
Mpume T.nn.,
PUMER | w R R? R® R o0
34 S H t-Bu Ph H 98
35 S H i-Pr Ph H 107
36 S H Linknorekcmn Ph H 90
37 S Me Me Ph H 132
38 S Me Ph H 99
39 S Me deHokCcMMeTUn Ph H 77
40 S Me H-rekcun Ph H
41 S Me Linknorekcmn Ph H mMacro
42 S Me 4-xnopdpeHun Ph H 156
43 S Me 3-xnopdeHnn Ph H 105
44 S Me 2-xnopceHunn Ph H 170
45 S Me 4-goropchbeHnn Ph H 150
46 S Me 3-cbropcheHmn Ph H 108
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47 S Me 4-6pomdbeHunn Ph H 115
48 S Me 3.,5-guxnopceHnn Ph H 152
49 S Me 3,4-guxnopdeHunn Ph H 143
50 S Me 2,4-pnxnopdeHnn Ph H 161
51 S Me 2-propcheHnn Ph H 123
52 S Et 2-dropcheHnn Ph H 130
53 S H 2-propbeHunn Ph H
54 S BuHun 2-coropdeHnn Ph H 102
55 S Me 2-pTopcheHnn 4- H 129
dTop cheHnn
56 S Me 2-cpropcbeHunn 2-metun- H 129
deHun
57 S Me 2-pTopcheHnn 4-meTun- H 140
beHun
58 S Me 2-dpTropcheHun 2,6-guxnop- H 148
deHnn
59 S Me 2-pTopcheHnn Ph Me 134
60 S Me 2,3-gnudpropcheHunn Ph H 120
61 S Me 2,5-gudptopdeHnn Ph H 119
62 S Me 3,5-gndpropdeHmn Ph H 135
63 S Me 2,6-gudptopdeHmn Ph H 137
64 S Me 3,4-andropchbeHunn Ph H 97
65 S Me 2 ,4-andptopchbeHunn Ph H 127
66 S Et 2 ,4-pncpropdeHmnn Ph H
67 S H 2,4-pndptopdeHnn Ph H
68 S BuHun 2,4-gpndpropdeHmn Ph H
69 S Me 2,4-gnudptopchbeHunn Ph H 128
70 S Me 2,4-anudptopchbeHunn 2,6-gnxnop- H 185
deHun
71 S Me 2,4-pndptopdeHnn 4- H 136
drop heHun
72 S Me 2,4-anudptopchbeHunn 4-meTun- H 134
beHun
73 S Me 2,4-pndptopdheHnn 2-metun- H
deHun
74 S H 2-meTnundeHnn Ph H 121
75 S Me 2-meTundeHun Ph H 115
76 S Me 4-meTnndeHnn Ph H 108
77 S Me 2,5-gumeTvndeHnn Ph H
78 S Me 4-t-6ytundpeHun Ph H 124
79 S Me 4-unknorekevndpeHmn Ph H 160
80 S Me 3-Tpudprop- Ph H 133
MeTundeHun
81 S Me 3-HaHodTOpOYTUN- Ph H
deHunn
82 S Me 2-MeTOoKCUEHUIT Ph H 154
83 S Me 4-meTOKCMGEeHMN Ph H 156
MpoporrkeHue Tabn. 1
anl' W R1 R2 R3 4 T.I'IJ'I.,
Mep °C
84 S Me 4-3TOKCMPEHUN Ph H 64
85 S Me 4-n-neHTnNnN- Ph H 79
oKcnpeHun
86 S Me 4-annunokcndeHnn Ph H
87 S Me 3-MeTunTMoeHnn Ph H
88 S Me 4-tpncpropme- Ph H
™MnTMoeHnn
89 S Me 4-tpucpropmeT- Ph H
OKcupeHun
90 S Me 2-LimaHopeHnn Ph H
91 S Me 4-1imaHodpeHun Ph H
92 S Me 2-n-NEHTUNOKCU- Ph H 146
beHun
93 S Me 3-n-NEeHTUNOKCU- Ph H 67
deHmn
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94 S Me 4-pnmeTun- Ph H
amMuHobeHun
95 S Me 4-(N-meTtnn-N- Ph H
eHnnammHo )cbeHnn
96 S Me 4-cpeHokendpeHmn Ph H 115
97 S Et 4-cpeHokendpeHmn Ph H
98 S H 4-cheHOKCNPEHUN Ph H
99 S Me 4-cheHoKCMpeHUN Ph H 75
100 S Me 4-cheHOKCNpEHUTT 2-MeTun- H 139
deHun
101 S Me 4-cpeHokendpeHmn 4-meTtnn- H
deHun
102 S Me 4-cheHOKCMpEHUT 4-cbTop- H
deHun
103 S Me 3-tbeHokendeHun Ph H Macno
104 S Me 2-cheHOKCnpeHUn Ph H 156
105 S Me 4-(4-xnopdpeHokcn)- Ph H 114
beHun
106 S Me 4-(4-6pomdeHOoKCK)- Ph H 111
deHnn
107 S Me 4-(4-cbropdeHokcm)- Ph H 137
eHun
108 S Me 4-(3-cbropheHokcm)- Ph H 88
deHun
109 S Me 4-(2-gpTropheHokcK)- Ph H 110
beHun
110 S Me 4-(4-HnTpOdheHOK M )- Ph H 61
deHmn
111 S Me 4-(4-meTundeHoken )- Ph H
eHun
112 S Me 4-(2-meTundeHoKn )- Ph H Macrno
eHun 135
113 S Me 4-6eH3nHoKcnpeHUn Ph H 157
114 S Me 2-gptop-4-chbeHoKCK- Ph H 114
eHun
115 S Me 4-kapbomeToKCu- Ph H
deHun
116 S Me 4-kapbodeHokcu- Ph H
beHun
117 S Me 3-nupngmn Ph H
118 S Me 4-nupuaun Ph H
119 S Me 4-gprop-3-nupuamn Ph H
120 S Me 3-dpTop-2-nnpuann Ph H
121 S H 3-(3,5-guxrop- Ph H 130
heHoKCK )dheHun
MpoporrkeHue Tabn. 1
Mpu- W R’ R2 R R* T.nn,,
mMep °C
122 S H 3-(3-TpucbropmeTun- Ph Macno*
deHoKkcu)peHnn
123 S H 3-heHoKaneHUnN Ph H 136
124 S Me 4-(4-tpucpropmeTnn- Ph H
heHoKcK )dheHun
125 S Me 4-(4-meToKen- Ph H Macno*
deHoKkcu)peHnn
126 S Me 4-(2,4-puxrnop- Ph H 121
deHoKCK )chbeHnn
127 S Me 4-meTaHCynb- Ph H
doHungeHnn
128 S Me 4-HuTpodhbeHun Ph H 170
129 S Me 3-Tpuddrop- Ph H 134
MeTungeHnn
130 S Me 4-peHnntnopeHmnn Ph H 144
131 | s Me 4-cheHnncpeHmnn Ph H 172
132 | s Me 2-HadyTvn Ph H 152
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133 | s Me 1-HadpTvn Ph H 139

134 S Me 2-TUeHUnN Ph H

135 | s Me 5-Xn0pP-2-TUEHUN Ph H

136 | s Me 4 5-0UXIOpP-2-TUEHMT Ph H 132

137 S Me 5-meTun-2-tmeHun Ph H

138 S Me 3-MeTOKCN-2-TUEeHUI Ph H

139 | s Me 3-Tenun Ph H 121

140 S Me 2,5-anxnop-3-tmeHunn Ph H 146

141 | s Me 2,5-AnmeTUn-3- Ph H 88

TMEeHUN

142 S Me 2-heHOKCN-3-TUEHUTT Ph H

143 S Me 2-HUTPO-4-TMEeHUN Ph H

144 | g Me 3-MeToKCHU-<4-TUEHMN Ph H

145 | s Me 2-coypun Ph H

146 | s Me 3-cbypun Ph H

147 S Me 2-nupngmn Ph H

148 S Me 5-drop-3-nupungun Ph H

149 S Me 2-goTop-3-Nnpnann Ph H 134

150 S Me 2-pTop-4-nupunann Ph H

151 S Me 3-dpTrop-4-nnpuann Ph H 168

152 s -CH2(CH2)3sCH2- Ph H Macno

153 s -CH2(CH2)sCH2- 3,5-auxnop- H 184
deHun

154 S -CH2NMeCH2CH2- Ph H

155 ) -CH2CH2SCH2CH2 Ph H

156 | S ©j—\j Ph H 168

157 S @j Ph H

158 | S s Ph H

0
159 S Me 4-kapbomeToKkcU- Ph H
deHun
160 | S Me 4-6eH3nndeHnn Ph H 104
161 S Ph H 189
MpoporrkeHne Tabn. 1

Mpwu- T.nn,,

M'?ep w R’ R? R® R* o

162 S Me Ph 3,5-anxnop- H 142
deHun

163 S Linknonponun Ph 3,5-anxnop- H 133
deHun

164 S Me deHokcumeTUn 3,5-anxnop- H 146
deHun

165 S Me Ph 2,6-guxnop- H 157
deHun

166 S Me 4-cpeHokendpeHmn 2,6-gnxnop- H 118
deHun

167 S Me deHokCUMeETUn 2,6-gnxnop- H 122
deHun

168 S H t+-Bu 2,6-gnxnop- H 87
deHun

169 S Me Ph 4-pTop- H 72
deHun

170 S Me 4-cpropcpeHmn 4-cprop- H 91
deHun
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171 Me 4-uukrorekenngeHun 4-cpTop- H 155
deHun
172 Me deHnnTMomeTUn 4-chTop- H 68
deHun
173 Me Ph 3-cprop- H 70
deHun
174 Me Ph 4-xnop- H 136
deHun
175 Me Ph 3-xnop- H 132
deHun
176 Me Ph 2- H 121
XxropeHun
177 Me Ph 2-cpTop- H Macno*
deHunn
178 Me Ph 2,5-andptop- H Macno*
deHun
179 Me Ph 2-6pom- H 120
deHun
180 Me Ph 4- H 142
MeTundeHnn
181 Me 4-dpropcpeHmn 4-menn- H 106
deHun
182 Me 4-dpeHokendpeHmn 4-metnn- H 146
deHun
183 Me deHunTMoMeTUn 4-meTtnn- H 89
deHun
184 Me deHokCcUMeTUnN 4-meTtun- H 155
deHun
185 Me 2,5-anxnop-3-TneHunn 4-meTtnn- H 145
deHun
186 Me Ph 2,6-anmve- H 101
mndeHun
187 Me Ph 4-t-6ytnn- H 125
deHun
188 Me Ph 3-metun- H 97
deHun
MpoporrkeHne Tabn. 1
Mpu- 1 2 3 4 T.nn,
mMep R R R R oC
189 Me Ph 2-meTun- H 100
deHun
190 Me Ph 2-meToKCU- H 110
deHun
191 Me Ph 4-meToKCH- H 135
deHun
192 Me Ph 3-meToKkcu- H Macno*
deHun
193 Me Ph 4-n-neHTnNnN- H Macno*
oKcnpeHun
194 Me Ph 4-annun- H
OKcubeHun
195 Me Ph 4-tpudotop- H 73
MeTOKCU-
deHun
196 Me Ph 4-tpncprop- H
MeTundeHmn
197 Me Ph 3-Tpudotop- H
MeTundeHnn
198 Me Ph 2-Tpudprop- H 115
MeTundeHnn
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199 S Me Ph 2-HUTpO- H 137
deHun
200 S Me Ph 4-HuTpo- H
deHun
201 S Me Ph 4-unaHo- H
deHun
202 S Me Ph 4-kapbomeT- H 151
oKcueHun
203 S Me Ph G6eHaun H 82
204 S Me Ph 2-TNeHUnN H
205 S Me Ph 3-cbypun H
206 S Me Ph 2-Nnpnuann H 147
207 S Me Ph 5-Tpudprop- H 150
MeTun-2-
nupuaun
208 S Me Ph 2-nnpwm- H 187
Muamn
209 S Me Ph 6-xnop-3- H 184
nupugasmn
210 S Me Ph A1nn H
211 S Me Ph Linnorekevn H Macno*
212 S Me Ph t+-Bu H 48
213 S Me Ph n-rekcun H Macno*
214 S Me Ph n-geumn H
215 S Me Ph Ph dopmmn
216 S Me Ph Ph Auetun 96
217 S Me Ph Ph Tpudropauetin 62
218 S Me Ph Ph MeTtokcmnauetmn | Macno
MpoporrkeHne Tabn. 1
Mpu- T.nn.,
M%p w R’ R? R® R* e
219 [ S Me Ph Ph MeTokcu-kap6oHnn
220 S Me Ph Ph MeTunamumHokapOoHun
221 S Me Ph Ph MeTaHCyrnb oHUN
222 S Me 3-TmeHun Ph MeTun 82
223 S 4-cbropdeHunn Ph Ph MeTtun 118
224 S Me Ph Ph MeTtun 62
225 | S Me Ph Ph PeHunamuHokapboHUn
226 S Me Ph 2-meTun- MeTun Macno*
deHun
227 S Me 2,5-guxnop-3- Ph MeTtun 147
TMeHun
228 S Me 4.5-guxnop-2- Ph MeTtun 146
TMeHUN
229 S Me Ph Ph Otnn Macno*
230 S Me Ph Ph n-neHT1n *
231 S Me 3-meHun 4-dprop- H 101
deHun
232 S Me 3-TmeHun 4-dprop- Auetnn 111
deHun
233 S Me Ph Ph Annun
234 S Me Ph Ph Mponaprun
235 | S Me Ph Ph Linknobyrtnn
236 S Me Ph Ph BeHaun
237 | S Me Ph m 161
238 S Me Ph Ph | 2-0poM-NpONNOHU Macno
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239 S Me Ph Ph BpomaueTtun 112
240 S Me 2,5-guxnop-3- Ph MeTokcmnaueTun 82
TMeHun
241 S Me 4 5-anxnop-2- Ph MeTokcnaueTtnn 80
TMeHun
242 S Me Ph 1-nnppono 80
243 S Me 4-cpbropceHun 1-nuppono 118
244 S Me 4- 1-nuppono 112
umKnorekcundenmn
245 S Me 3-TneHun 1-nuppono 84
246 | O Me Ph Ph H 163*
247 | O Me Ph Ph H 92°
248 | O H Ph Ph H
249 | O Et Ph Ph H
250 6] n-rekcun Ph Ph H
251 O CFs Ph Ph H
252 o) CF3CH2CH2CH2 Ph Ph H
253 | O Linknonponun Ph Ph H
254 0] Linknorekcun Ph Ph H
255 0 BuHun Ph Ph H
256 | O Annun Ph Ph H
257 0 AuetuneHun Ph Ph H
258 | O Mponaprun Ph Ph H
259 6] MeTokCcumeTUn Ph Ph H
260 0] LinknonponunmeTtnn Ph Ph H
MpoporrkeHne Tabn. 1
Mpn- |y R’ R R R* T,
Mep °C
261 6] BeHann Ph Ph H
262 (0] 4'-MmeTOKCNBEH3UN Ph Ph H
263 (0] 4'-HnTpOobEH3MN Ph Ph H
264 O 4'-TpudropmeTUn-6eHsnn Ph Ph H
265 (0] 4'-meTanbeH3un Ph Ph H
266 (6] 2'4'-anxnop6eH3nn Ph Ph H
267 (0] Me Ph Ph H
268 0] Ph 4-n-okTndeHnn Ph H
269 (0] Me 4-n-OKTMNTUOEHUN Ph H
270 0] Me 4-(2-okTeHun)dpeHnn Ph H
271 (0] Me 4-(2-0KTeHMMoKeu )- Ph H
eHun
272 (0] Me 4-(2-nponeHun) Ph H
eHun
273 0] Me 4-(2-6yTMHUN)peHun Ph H
274 (0] H Me Ph H
275 | O H t-Bu Ph H
276 | O H i-Pr Ph H
277 0] H Linknorekcun Ph H
278 6] Me Me Ph H 115
279 (0] BeHann Me Ph H
280 (0] Me deHokeumeTun Ph H
281 (0] Me N-rekcun Ph H
282 (0] Me 4-xnopdpeHnn Ph H 116
283 0] Me 3-xnopceHnn Ph H 127
284 0] Me 2-cpropdeHnn Ph H
285 (0] Me 4-cbropceHun Ph H 102
286 (0] Me 3-cpropdeHun Ph H
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287 (0] Me 4-6pomdeHun Ph H
288 (0] Me 3,5-gmxnopgeHmn Ph H 131
289 (0] Me 3,4-gmuxnopdeHmn Ph H
290 0] Me 2,4-guxnopdeHnn Ph H 152
291 O Me 2-cbropdeHun Ph H 149
292 0] Et 2-cpropdeHun Ph H
293 | O H 2-chropcpeHnn Ph H 163
294 (0] BuHun 2-cpropdeHnn Ph H
295 (0] Me 2-cpropdeHun 4-cpTop- H
deHun
296 (0] Me 2-cpropdeHun 2-MeTun- H 140
deHun
297 (0] Me 2-¢propdeHHN 4-metnn- H 138
deHun
298 (0] Me 2-cpropdeHun 2,6-guxnop- H
deHun
299 0] Me 2-¢propdeHun Ph Me
300 0] Me 2,3-gndptopdeHnn Ph H
301 6] Me 2,5-andptopdeHmn Ph H 141
302 (0] Me 3,5-gndpropdeHmn Ph H
303 (0] Me 2,6-andpropdeHmn Ph H
304 O Me 3,4-gndropceHunn Ph H
305 0] Me 2 4-gndptopdeHmn Ph H 142
MpoporrkeHne Tabn. 1
Mpu- T.nn.,
M%p w R’ R? R® R* o
306 (0] Et 2,4-pndptopdeHmnn Ph H
307 O H 2,4-andropeHmnn Ph 11
30S 0] BUHUN 2,4-gndpTopdeHnn Ph H
309 0] Me 2,4-gndptopdeHnn Ph Me 129
310 (0] Me 2, 4-pndptopdeHmn 2,6-guxnop- H
deHun
311 (0] Me 2.4-gndptopdeHnn 4-dprop- H 162
deHun
312 (0] Me 2, 4-pudptopdeHunn 4-meTtnn- H 124
deHun
313 (0] Me 2,4-andpropeHmn 2-mMmeTun- H
deHun
314 (0] Me 2-MmeTundeHnn Ph H 140
315 O Me 4-meTnndeHmn Ph H 128
316 (0] Me 2,5-gumeTnndeHun Ph H
317 0] Me 4-t-6ytndpeHunn Ph H
318 0] Me 4-umkrorekeundeHmn Ph H
319 | O Me 3-TpudpTop- Ph H
MeTundgeHun
320 (0] Me 3-HoHagTOop- Ph H
6yTnngenunn
322 0] Me 4-meTokcndeHun Ph H 104
323 0] Me 4-n-neHToKkcnpeHmn Ph H 128
324 (0] Me 4-annunokcudeHnn Ph H
325 (0] Me 3-MeTunTnogeHnn Ph H
326 (0] Me 4-tpndcprop- Ph H
MeTunTModeHnn
327 (0] Me 4-TpuctopmeTOKCH- Ph H
deHun
328 (0] Me 2-LimaHocheHnn Ph H
329 (0] Me 4-maHopeHun Ph H
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330 (0] Me 4-cbeHOKCMeHUI Ph H 142
331 (0] Et 4-cheHOKCMpEeHU Ph H
332 O H 4-cbeHoKCMpeHUN Ph H 171
333 ®] Me 4-cpeHokendpenmn Ph Me 95
334 0] Me 4-cpeHokendpeHmn 2-meTun- H 118
deHun
335 (0] Me 4-cbeHOKCnpeHUN 4-meTnn- H
deHun
336 (0] Me 4-cheHOKCMpEHU 4-cpTop- H
deHun
337 (0] Me 3-cheHOKancpeHUnN Ph H
338 (0] Me 2-hbeHOoKCMcpeHUIN Ph H
339 (0] Me 4-(4-xnopdpeHokcn) Ph H
deHun
340 (0] Me 4-(4-6pomdpeHokcu) Ph H 162
deHmn
341 0] Me 4-(4-cpropdeHok- Ph H
cn)dpeHun
342 | O Me 4-(3-cpropcpeH- Ph H 123
OKCUpeHun
343 (0] Me 4-(2-cpropdeHokK- Ph H 137
cu)dpeHnn
MpoporrkeHue Tabn. 1
Mpu- T.nn.,
M%p R R R® R* o
344 (0] Me 4-(4-HUTpObeHOK- Ph H 63
cu)dpeHnn
345 (0] Me 4-(4-meTnndpeHokK- Ph H
cu)dpeHnn
346 (0] Me 4-(2-meTundpeHokK- Ph H
cn)dpeHun
347 (0] Me 4-6eH3nnokcndpeHnn Ph H 155
348 (0] Me 2-goTrop-4-chbeHoKCK- Ph H 129
beHun
349 (0] Me 4-kapbomeT- Ph H
oKcudeHun
350 (0] Me 4-kapbodheH- Ph H
oKkcudeHun
351 (0] H 3-(3,5-anxnopde- Ph H
HoKen)dpeHun
352 (0] H 3-(3-TpudropmeTun- Ph H
deHoKkcu)peHnn
353 0] H 3-tbeHokendeHunN Ph H
354 | O Me 4-(4-TpucbropmeTUn- Ph H
eHOoKCK )dpeHUn
355 (0] Me 4-(4-meToKCu- Ph H 153
deHoKCK )chbeHnn
356 (0] Me. 4-(2,4-puxnopdoe- Ph n 125
HOKCv)cpeHnn
357 (0] Me 4-meTaHCynbgOoHUI- Ph H
deHmn
358 0] Me 4-HnTpodheHnn Ph H 116
359 (0] Me 3-Tpudbrop- Ph H
MeTungeHnn
360 0] Me 4-cpbeHnnTnodeHUn Ph H 158
361 0] Me 4-hbeHnndeHnn Ph H
362 (0] Me 2-HadhTmn Ph H
363 O Me 1-HadpTmn Ph H
364 0] Me 2-TMeHun Ph H




35548

365 (0] Me 5-xnop-2-tmeHun Ph H
366 0] Me 5-meTnn-2-tnexHun Ph H
367 0] Me 3-MeTOoKCU-2-TUeHU Ph H
368 0] Me 3-TmeHun Ph H 146
369 0] Me 2,5-xnop-3-TMeHunn Ph H
370 (0] Me 2,5-gpumetnn-3- Ph H
TUEHUN
371 0] Me 2-thpeHoKken-3-TmeHnn Ph H
372 (0] Me 2-HUTPO-4-THeHUnN Ph H
373 6] Me 3-MmeTokCn-4-TMeHnn Ph H 170
374 6] Me 2-cpypun Ph H
375 0] Me 3-cbypun Ph H
376 (0] Me 2-nupnann Ph H
377 ®] Me 3-nvpngmn Ph H
378 0] Me 2-cprop-3-nmupunamn Ph H
379 0] Me 4-nupuaun Ph H
380 0] Me 3-grop-4-nupungun Ph H 131
381 0 -CH2(CHz2)3CH2- Ph H
MpoporrkeHve Tabn. 1

Mpu- 1 2 T.nn.,
M%p R R RS R4 g
382 | O -CH2(CH2)sCH2- 3,5-auxiop- H

deHun
383 o} -CH2NMeCH2CH2- Ph H
384 (o) -CH2CH2SCH2CH2 Ph H
385 | O @U Ph H
386 | O @\/j Ph H 163
387 | O Me 4-cprop-3-nnpuamn Ph H
388 | O Me 3-cprop-2-nupuann Ph H
389 | O %\(j Ph H

X
390 0] Me 4-knpbomeT- Ph H
oKcudpeHun

391 0] Me 4-6eH3undeHun Ph H
392 0] Ph H
393 (0] Me Ph 3,5-anxnop- H

deHun
391 (0] Lnknonponun Ph 3,5-guxnop- H

deHun
395 (0] Me deHokCUMeTUn 3,5-guxnop- H

deHunn
396 (0] Me Ph 2,6-gnxnop- H

deHun
397 (0] Me 4-cheHOKCUPEHUI 2,6-anxnop- H

deHun
398 (0] Me deHokcumeTun 2,6-au- H

xnopdeHun
399 (0] H t—Bu 2,6-aun- H
- xropdeHun

400 0] Me Ph 4-gptop- H

deHun
401 (0] Me 4-gpTopceHnn 4-gpTop- 7

deHun
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402 Me 4-uukrorekenngeHun 4-cpTop- H
deHun
403 Me deHnnTMomeTUn 4-cpTop- H
deHun
404 Me Ph 3- H 164
drop cheHun
405 Me Ph 4-xrop- H
deHun
406 Me Ph 3-xnop- H 59
deHun
407 Me 4-meTokcndeHUn 3-xnop- H 152
docHUN
408 Me Ph 2-cprop- H
deHunn
409 Me Ph 2,5-audrop- H
deHun
410 Me Ph 4-menn- H
deHun
MpoporrkeHne Tabn. 1
Mpw- 1 2 3 4 T.nn.,
mMep R R R R oC
411 Me 4-cpbropdeHun 4-meTnn- H
deHunn
412 Me 4-cheHOKCNPEHUI 4-meTun- H
deHun
413 Me deHnnTMoMeTUN 4-menn- H
deHun
414 Me deHokcumeTUn 4-metnn- H
deHun
415 Me Ph 2,6-gume- H
TMNgeHun
416 Me Ph 4-t-6ytun- H
deHun
417 Me Ph 3-metun- H
deHun
418 Me Ph 2-meTun- H
deHun
419 Me Ph 4-meT- H 134
okcudeHun
420 Me Ph 4-n-neHTnn- H
okcudeHun
421 Me Ph 4-annun- H
okcudeHun
422 Me Ph 4-Tpudptop- H
MeTundeHnn
423 Me Ph 3-Tpudprop- H
MeTun-
deHun
424 Me Ph 2-Tpugotop- H 141
MeTun-
deHun
425 Me Ph 4-HuTpo- H
deHun
426 Me Ph 4-umaHo- H
deHun
427 Me Ph 4-kapbomeT- H
oKcupeHun
428 Me Ph BeHann H
429 Me Ph 2-TneHnn H
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430 | O Me Ph 3-dypun H
431 (0] Me Ph 2-Nnupnann H
432 (0] Me Ph 5-Tpudptop- H
MeTun-2-
nupuamn
433 (0] Me Ph 2-nnpm- H
Muamn
434 (0] Me Ph 6-x1op-3- H
nupunaasun
435 (0] Me Ph otun H
436 0] Me Ph Linknorekcnn H
437 P Me Ph {-Bu H
438 (0] Me Ph n-geumn H
439 (0] Me Ph Ph dopmmn
440 (0] Me Ph Ph Auetun
MpoporrkeHne Tabn. 1
Mpumep | W R’ R2 R3 R* T.nn.,
0O
441 O Me Ph Ph Tpudptopauetun
442 (e} Me Ph Ph MeTokcmnaueTtun
443 0 Me Ph Ph MeTokcukap6oHmn
444 (0] Me Ph Ph MeTunamu-
HOoKapboHMN
445 (0] Me Ph Ph MeTaH-
CyrnbdOoHMUN
446 (0] Me 3-TeHun Ph Metun 118
447 (6] 4-goropcheHnn Ph Ph MeTtun
448 (6] Me Ph Ph MeTtun 131
449 (0] Me Ph Ph deHnnamu-
HoKapOoHMN
450 (6] Me Ph Ph Annun
451 (0] Me Ph Ph Mponaprun
452 O Me Ph Ph Linknobyrun
453 O Me Ph Ph beHaun
454 (0] Me Ph m
455 (e} Me 2-umaHoheHun 2-meTun- H
deHun
456 (e} Me 2-N,N-gumeTnnamum- Ph H
HOobeHMN
457 (0] Me 3-nupngmn Ph H
458 (6] Me 4-nupngun Ph H
459 S BMHUN denun 4-goTop- H 64
deHun
460 S Me 4-(6,6,6-Tpuxnop- Ph H
rekcunTno)peHmn
461 S Me 4-(6,6,6-TpnddTop- Ph H
reKCUnokcu)dpeHunn
462 S Me 4-(TpudTopmeTaH- Ph H
cynbdoHun)peHnn
463 S Me 4-(2'-pTropbeH3u- Ph H
nokcu)peHun
464 S Me 4-(4'-cbeHoKCnBEH - Ph H
3unokcu)deHnn
465 S Me 3-dprop-4-cbcHoKCU- Ph H
deHunn
466 (0] Me 3-cprop-4- Ph H
deHoKkcudeHnn
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467 S Me 2-cprop-4-(2-ctop- Ph H
deHokcm)deHnn

468 (0] Me 2-¢prop-4-(2-cbTop- Ph H
deHokcm)beHnn

469 S Me 4-(2,4-pudptop- Ph H
deHoKcK)peHnn

470 O Me 4- (2,4-pncbropdpe- Ph H

HoKen)dpeHun

471 S Me 4-(4-n-6yTMnokcu- Ph H

deHoKcm)dpeHnn

MpoporrkeHne Tabn. 1

Mpwu- 1 2 3 4 T.nn.,
Mep w R R R R °C
472 S Me 4-(4-n-6yTnn- Ph H
deHoKeu)peHnn
473 S Me 4-(4-umknorekcun- Ph H
okcundeHoken )peHnn
474 S Me 4-(4-meToKen- Ph H
MeTun)eHnn
475 S Me 4-cbeHeTUN- Ph H
OKcupeHun
476 S Me 4-(2'-goropdeHnn) Ph H
477 S Me Ph 4-cprop-2- H
MeTungeHunn
478 S Me 4-(N-cbeHun- Ph H
aMuHo)beHun
479 S Me 4-(N-meTun- Ph H
aMuHO)peHnnN
480 (0] Me 4-(N-meTun- Ph H
aMuHO)peHuN
481 S Me 4-(N-6ymmn- Ph H
aMmuHo)dpeHun
482 S Me 4-(N-(2-dpTopcpe- Ph H
HWM)aMUHO )dpeHUn
483 S Me 4-(N-(4-meTunde- Ph H
HWUIT)aMUHO )peH N

. pauemumyeckas CMech; 2. (R)-3HaHTMOMED; 3. (S)-a3HaHTMOMEDP; ‘. pauemMumyeckasi CMecb; ° (S)-aHaHTMOMEp

Tabnuua 2
r' GY‘"’ R RiR¢
2
c
Mpumep W R’ R* R® R® T.nn.,
(&Y

484 S Me Ph H H
485 6] Me Ph H H
486 S H Ph H H
487 S TpudptopmeTnn Ph H H
488 S Me 3-meHun H H
489 S Me 4-cpropcpeHunn H H
490 S Me 2,4-pndptopdheHnn H H 82
491 S Me 4-cheHOKCMpeHUN H H Macno
492 S Me 3-TpudpTopmeTUndeHnn H H
493 S Me Ph 4-chTop H
494 S Me Ph 3-TpudropmeTun H
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495 S Me Ph 4-cheHOKn H
496 S Me Ph 2-xrop 4-xnop
497 S Me Ph 2-Me 6-Me
Tabnuua 3
w
\ 0‘{/
® /a-;
E’%}/ﬂ\ﬁ ~
o r
Mpumep | W R’ R2 R® R* T.nn,
(WY
498 S Me 2-pTrop-4-MeTOKCUPEHUN Ph H 117
499 O | Me 2-grop-4-meTokCcupeHnn Ph H 182
500 S | Me 4-(4-cpeHokcunpeHoken)dpeHnn Ph H 134
501 O [ Me 4-(4-cpeHokcnpeHokcn)dpeHnn Ph H 113
502 O | Me 4-amvHobeHUnN Ph H 156
503 S | Me 3-6pom-2,6-gudtopdeHnn Ph H 137
504 O | Me 3-6pom-2,6-gudtopdeHnn Ph H 155
505 O Me 4-cheHoKCndpeHUN 3-dpropdeHnn H 117
506 O [ Me 2,4-gndptopdheHnn 3-cpropdeHun H 118
507 O [ Me 2-prop-4-(3-dpropdpeHokcu )dpeHnn Ph H 121
508 (e} Me 4-N,N-gumetnnamuHodeHun Ph H 132
509 (6] Me 4.5-gnxnop-2-TMeHnn Ph H 152
510 O | Me 5-xnop-2-tmeHun Ph H 116
511 S Me 3-xnop-4-cpropeHunn Ph H 111
512 O Me 3-xnop-4-cpropeHunn Ph H 170
513 S | Me 2,5-AnxnopgeHnn Ph H 135
514 S | Me 3-xnop-4-ceHokcndeHnn Ph H 122
515 O | Me 3-xnop-4-ceHokcndeHnn Pli H 117
516 S | Me 4-TpncpropmeToKcMdeHun Ph H 95
517 (6] Me 4-meTuncynboHUNGeHnn Ph H 175
518 S | Me 4-meTnTmogeHun Ph H 109
519 O Me 4-tpucpbropmeTmndeHmn Ph H 143
520 S | Me 4-TpndpTopmMeTUndeHmn Ph H 111
521 O [ Me 2,5-AnxnopgeHnn Ph H 179
522 O [ Me 3-xnop-4-gropceHnn Ph H 170
523 S Me 2,5-guxnopdeHnn Ph H 135
524 (e} Me 3,5-gmxnopgeHmn Ph H 131
525 S Me 3,5-gmxnopdeHmn Ph H 153
526 S Me 3-xnop-4-cpropeHunn Ph H 111
527 O [ Me 3-xnopeHunn Ph H 127
528 O [ Me 4-(2-xnopdpeHokcn)deHnn Ph H 150
529 O [ Me 2,5-andptop-4-meTnndeHunn Ph H 157
530 O | Me 3-xnop-4-(2-xnopdeHokcm )peHun Ph H 157
531 O [ Me 4-(4-n-6yTokcncpeHokcK )peHnn Ph H 134
532 O | Me 3-6pom-4-gropcheHnn Ph H 173
533 O Me 3-6pomdeHun Ph H 120
534 O [ Me 3-6pom-4-heHoKCMdeHUN Ph H 131
535 (0] ok il > Ph H 207
g =

536 O [ Me 4-tpeHokendpeHmn Ph H 150°
537 | O | Me 4-cpeHoKcndeHNn Ph H 150"
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538 O | Me i-nponun Ph H 91
539 O | Me 4-(2,2,2-1pncpropoToKCU )dheHUn Ph H 124
540 S| Me 4-(2,2,2-TpncbTOpaTOKCH )beHUN Ph H 144
541 O [ Me 4-cpeHokendpeHmn 3,5-aumeTunderHun H 172
542 O [ Me Ph 4-TpndpTopmeTundeHmn H 148
MpoporkeHve Tabn. 3
Mpu- T.nn.,
M%p w | R' R? R R* o
543 (0] Me 4-cbeHOKCMGEHU 4-i-nponnndeHunn H 161
544 O Me 4-cbeHOKCMGEHU 4-TpncTop-METOKCMEHNIT H 153
545 S Me Ph 4-TpndTOp-METOKUDEH NI H 93
546 O | Me n-rekcun Ph H 57
547 S Me Nn-rekcun Ph H 70
548 O | Me 4-cpeHmnntTnodeHnn Ph H 158
549 S Me 3-xnop-4-ceHokcndeHnn Ph H 122
550 (0] Me 3-xnop-4-eHokcndeHunn Ph H 117
551 0] H Ph Ph H 208
552 O | CFs3 Ph Ph H 88
553 O | Me 2-drop-5-metundeHun Ph H 128
554 O | Me 2-cprop-5-xnopdeHun Ph H 148
555 O | Me 2,5-gndpropheHmn 4-meTnnceHnn H 133
556 O | Me 4-cpeHOoKCnpeHUN 3-xnopdeHun H 115
557 (0] Me 2,4-anpropheHmnn 3-xnopdeHunn H 139
558 O Me 2,5-andropeHmn 3-propdeHnn H 140
559 O | Me 2-dptopcheHnn 3-dropceHun H i 32
560 O | Me 3-drop-4-chenokcudeHun Ph H 121
561 O | Me 2,4-gndptopcpeHmn 2-cpropceHunn H 122
562 6] Me 4-TpncpropmeToKCMdeHUN Ph H 109
563 O | Me 2-htopcheHnn 3-xnopdeHun H 114
564 O | Me 4-meTnTmodeHun Ph H 150
565 S Me 4-(3-xnopdpeHokcn)perHnn Ph H 109
566 O | Me 4-(4-xnopcpeHokcn)peHnn Ph H 145
567 O | Me 4-(4-meTnndpeHoken )dpeHnn Ph H 145
568 O | Me 4-(3-xnopdpeHokcu)dpeHnn Ph H 123
569 O | Me 4-(2-metnnceHokev )peHnn Ph H 156
570 S [ Me 4-(2-i-nponundpeHokcn)deHnn Ph H Macno*
571 0 Me 4-(2-i-nponundeHokcu )cpeHnn Ph H 125
572 S Me 4-(3-i-nponundpeHokcn)deHnn Ph H Macno*
573 O | Me 4-(3-i-nponundpeHokcn)deHnn Ph H 125
574 S Me 4-(3-t-6yTnndpeHorkcm)cpeHun Ph H Macno*
575 O | Me 4-(3-t-6yTundeHokcu)deHun Ph H 138
576 S [ Me 4-(4-t-6yTnndpeHokcn)dpenHnn Ph H 143
577 0] Me 4-(4-t-6yTnn deHjkcu)dpenmn Ph H 154
578 O | Me 2-(cbeHnnTno)peHnn Ph H 69
579 O | Me 4-n-byTokcu-2-propcpeHmn Ph H 100
580 (0] Me 2-goTop-4-3TOKCUPEHUN Ph H 140
581 O | Me 4-n-6ytnceHun Ph H 109
582 O | Me 4-n-nponundeHun Ph H 110
583 O | Me 4-3TMndeHnn Ph H 118
584 O | Me 2-oTop-4-meTnndeHun Ph H 145
585 O | Me 2-(chbeHOoKen)aTnn Ph H 102
586 (0] Me 2,6-anropnnpng-3-mn Ph H 127
587 S Me 2,6-gncropnnpng-3-mn Ph H 131
588 (0] Me 4-cbeHOKCMGEHU 2-(MmeTOKCHKapboHNI)-3- H Macno
TMEeHUN
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S
589 (0] E ji-‘;- Ph H 184
590 (0] o ﬂ-’@ Ph H 124
MpopgorrkeHve Tabn. 3
591 (6] Me 4-umauodeHun Ph H 193
592 0] Me 4-(MEeTOKCUMETOKCH )heHUN Ph H 113
593 0] Me 4-[(2-meTundeHokcu)MeTunldpeHmn Ph H 107
594 0] Me 4-[(2-aTndeHun)meTokcu]deHnn Ph H 124
595 0] Me 4-(2-chbeHmnatokcn)deHnn Ph H
596 O | CHzF Ph Ph H
597 0] O Ph H
L)
€. (R)-aHaHTMOMED; " - (S) - SHaHTUOMEp
Tabnuua 4
CoeavHenne Ne 'H-AMP B8 CDCl3 1 MK-cnekTpbl coeanHeHU, U3MepeHHbIX B YUCTOM BUAE
11 (DMSO-d6) 69,10 (s, IH), 6,52 (d, J=7,5 Hz, 2H), 3,53 (m, IH)
41 3300cm™" (NH), 1770 (C=0)
103 1775 em™' (C=0)
122 86,5 (s, 1H), 5,7 (s, 1H)
125 83,8 (s, 3H), 2,02 (s.3H)
177 56,61 (d, J=2Hz 1H), 2.06 (s, 3H)
178 86,20 (m, 1H), 2,06 (s, 3H)
192 (DMSO-ds) & 8,99 (s, 1H), 3,58 (s,3H)
193 3300cm ™' (NH), 1775 (C=0)
211 54,73 (d, J=7THz 1H)
213 54,87 (t, 1H)
226 83,32 (s, 3H), 2,05 (s, 3H)
229 83,74 (m, 2H)
230 53,63 (m, 2H)
570 56,4 (s, 1H), 3,18 (m, 1H)
572 86,43 (s, 1H), 2,90 (q, 1H)
574 56,39 (S, 1H), 1,32 (s, 9H)
Tabnuua 5
MpoueHT no macce
AKTUBHbBIN KOMMOHEHT PasbaButerns MAB
CMaymBaeMble NOPOLLKM 20-90 0-74 1-10
MacnsiHble cycneHavu, aMyrnbCcun, pacTBopbl
(BkMtoYasi aMynbrMpyeMble KOHUEHTpaTbl) 5-50 40-95 0-35
BogHble cycneHsum 10-50 40-84 1-20
OycTbl 1-25 70-99 0-5
[paHynbl 1 Wapukn 1-95 5-99 0-15
BbICOKOMPOYHbIE KOMMO3ULN 90-99 0-10 0-2
Tabnuua 6
Coeg. Mpumepsl
Ne A B C D E F G H | J K
278 36 0 - 0 - 45 - - 0 0 0
169 64 71 - 64 100 0 70 46 0 0 0
156 39 43 - 77 100 96 - - 0 0 0
212 50 0 - 0 22 0 - - 0 0 0
3 97 100 100 99 100 0 100 100 0 73 0
2 92 60 - 0 54 5 0 11 0 0 0
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76 0 0 - 92 100 0 - - 0 0 0
75 69 18 - 21 99 7 - - 0 0 23
MpoporrkeHve Tabn.
Coeg. Mpvmepsbl
Ne A B C D E F G H | J K
208 81 34 - 76 72 0 - - 0 0 0
207 4 34 - 0 35 0 - - 0 0 0
206 51 33 - 25 68 0 - - 0 0 0
13 93 64 - 93 54 0 - - 0 0 0
131 30 11 - 0 14 0 - - 0 0 0
186 60 60 - 0 65 0 - - 63 0 0
193 23 64 - 0 29 0 - - 0 0 0
161 60 26 - 0 86 69 - - 39 0 0
42 61 79 - 93 97 0 92 79 60 0 0
282 39 23 - 0 88 0 62 67 0 0 0
45 88 2.3 - 99 100 0 100 100 34 0 22
285 11 23 - 93 94 0 99 100 60 0 0
83 61 58 - 64 100 0 55 62 0 0 0
322 11 23 - 86 75 0 0 - 34 0 0
128 61 23 - 64 25 0 0 - 34 0 0
358 39 23 - 0 32 0 0 - 0 0 0
1 59 91 100 99 100 - 100 - 0 0 0
37 77 23 - 0 17 0 0 - 34 0 0
175 39 23 - 86 97 0 36 - 0 0 0
406 61 23 - 0 - 0 46 34 0 0
38 39 0 - 0 49 0 0 - 0 0 0
96 61 23 - 26 100 0 100 100 0 0 22
407 61 0 - 0 34 0 0 - 0 0 22
246 39 23 - 47 98 0 91 100 0 0 0
139 0 43 - 99 100 88 92 89 0 0 0
152 6 0 - 47 48 35 0 0 39 0 0
153 0 0 - 0 15 0 0 0 0 0 0
35 0 0 - 0 23 96 0 0 0 0 0
34 64 0 - 0 - 88 0 11 39 0 0
4 39 0 - 47 97 99 0 25 0 0 0
36 81 0 - 26 15 79 0 6 0 0 0
216 39 94 - 26 45 35 13 11 39 0 0
19 39 0 - 0 79 63 0 39 0 0 0
224 6 43 - 77 82 0 32 46 39 0 0
162 39 43 - 0 89 0 0 11 0 0 0
5 81 0 .- 0 - 0 0 0 0 0 0
10 6 43 - 0 77 0 0 0 0 0 0
163 39 0 - 0 58 35 0 6 0 0 0
171 - - - - 36 - 0 4 - - -
14 - - - - 34 - 0 22 - - -
39 - - - - 53 - 0 11 - - -
191 11 23 - 0 73 0 0 - 0 0 0
322 61 23 - 0 0 0 0 - 0 0 0
218 -- - - - 100 - 66 11 - - -
79 - - - - 13 0 58 - -
154 - - - - 13 - 4 4 - - -
164 - - - - 62 - 0 7 - - -
167 - - - - 3 - 9 4 - - -
172 - - - - 58 - 0 38 - -
183 - - - - 58 - 0 7 - - -




35548

MpopgorrkeHve Tabn. 6

Coeg. Mpumepsl

Ne A B C D E F G H | J K
33 - - - - 4 - 0 7 - - -
169 - - - - 100 - 47 36 - - -
168 - - - - 59 - 0 29 - - -
180 - - - - 100 - 0 49 - - -
165 - - - - 15 - 0 11 - - -
181 - - - - 100 - 77 22 - - -
170 - - - - 100 - 17 49 - - -
182 - - - - 15 - 21 22 - - -
166 - - - - 2 - 0 40 - -

54 46 21 - 86 89 0 - - 0 0 0
65 46 98 - 100 100 0 100 100 0 0 0
70 0 21 - 0 0 0 - - 0 0 0
80 0 11 - 0 3 6 - - 0 0 0
209 0 0 - 0 12 6 - - 0 0 0
132 30 11 - 0 43 90 - - 0 0 0
78 0 11 - 0 25 6 - - 0 0 0
49 0 0 - 0 100 0 - - 0 0 0
177 97 39 98 25 95 99 - - 37 0 0
178 91 0 - 25 74 0 - - 0 0 0
47 100 39 - 76 97 0 - - 0 0 0
188 92 76 - 47 91 0 - - 54 0 0
237 100 0 - 0 8 0 - - 0 0 0
123 100 0 - 24 0 0 - - 0 0 0
121 - - - - 39 - - - 0 - -
174 0 46 - 0 - 0 - - 0 0 0
189 80 72 - 90 0 - 0 0 0
459 46 0 - 0 36 8 - - 0 0 0
46 30 100 99 99 100 0 42 23 0 19 0
11 0 0 - 0 22 0 - - 0 0 0

7 0 57 - 0 62 0 - - 0 0 0
133 51 0 - 0 45 0 - - 0 0 0
130 51 40 - 0 97 0 - - 0 0 0
122 25 0 - 0 44 0 - - 0 0 0
44 68 21 - 0 98 47 - - 0 0 0
84 85 0 - 99 98 5 - - 38 0 0
85 71 82 - 0 100 0 - - 0 36 27
106 93 35 - 24 100 5 - - 38 0 0
113 0 0 - 46 100 5 - - 0 0 0
62 0 65 - 46 100 5 - - 0 0 0
78 51 0 - 0 88 5 - - 0 0 0
160 0 82 - 46 100 0 - - 0 0 85
192 91 78 - 97 97 6 - - 0 0 0
176 61 22 - 0 99 0 - 38 0 0
60 61 100 - 99 100 0 69 100 0 62 97
199 0 79 0 0 - 0 - - 39 0 25
179 60 59 - 0 - 0 - - 39 0 25
43 35 95 - 93 100 6 - - 0 0 27
92 0 0 - 0 7 0 - - 0 0 0
93 0 24 - 26 40 0 - - 0 0 0
103 32 90 - 26 99 0 - - 0 0 0

MpoporvkeHve Tabn. 6
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Coeg. Mpumepsbl
Ne A B C D E F G H | J K
63 32 79 100 99 100 0 - 0 0 0
61 79 90 100 99 100 42 - - 0 0 25
74 39 12 - 26 27 0 - - 23 0 0
238 5 95 - 0 - 0 - 54 0
330 11 83 100 93 100 45 100 100 0 0 27
190 11 0 - 0 - 5 - - 0 0 0
104 43 0 - 0 5 0 - - 36 0 27
202 11 0 - 26 94 5 - - 0 0 0
247 64 81 - 97 100 0 - - 0 0 67
195 17 0 - 26 - 89 - - 38 0 0
198 15 26 - 0 - 66 - - 0 0 0
41 92 21 - 46 98 0 - - 0 0 26
64 85 65 - 92 100 0 - - 62 0 0
213 39 12 - 0 - 0 - - 0 0 0
203 4: 0 - 0 5 0 - - 0 0 0
107 15 0 - 26 100 66 - - 0 0 0
342 - - - 98 100 - - - - - -
105 15 60 - 26 - 80 - - 0 0 0
51 0 100 - 97 100 80 - - 38 0 0
108 3 96 100 76 100 0 - - 0 0 86
305 0 79 - 99 100 0 - - 0 0 28
114 87 96 - 97 - 0 - - 0 0 94
229 3 24 - 24 - 0 - - 0 0 0
230 42 0 - 0 - 0 - - 0 0 0
226 51 0 - 0 - - - - 0 36 67
239 73 60 - 0 - 0 - - 0 0 0
242 88 60 - 0 - 0 - - 38 0 0
243 88 60 - 0 - - - - 38 0 0
244 15 60 - 0 - 41 - - 63 0 0
231 15 0 - 77 87 41 - - 0 0 27
232 49 0 - 0 - 0 - - 0 0 0
136 15 60 - 0 - 0 - 1 0 0 0
241 0 60 - 0 - 41 - - 0 0 0
228 0 26 - 0 - 0 - - 0 0 0
141 73 0 - 0 - 0 - - 0 0 0
140 15 26 - 0 - 0 - - 0 0 0
240 0 80 - 0 - 0 - - 0 0 0
185 15 26 - 0 - 41 - - 0 0 27
221 0 0 - 0 - 0 - - 0 0 0
245 15 26 - 0 - 0 - - 0 0 0
222 15 26 - 77 100 41 - - 38 0 0
301 90 81 100 99 100 0 - - 0 0 0
291 4 100 - 99 100 0 - - 0 0 0
522 - - 49 85 20 0 - - 94 - -
374 - - 98 100 100 7 - - 0 - -
585 - - 19 13 22 0 - - 53 -
578 - - 0 23 100? 0 - - 20 - -
546 - - 0 86 100 31 - - 60 - -
386 - - 89 0 99 6 - - 0 - -
535 - - 85 63 100 6 - - 0 - -
MpopgorrkeHve Tabn.
Coeg. Mpumepsbl
Ne A B C D E F G H | J K
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211 62 23 - 0 65 0 - 0 - -
539 - - 97 93 100 0 - 29 - -
517 - 7 14 85° 0 - 53 - -
508 0 - - 0 6 0 - 0 - -
502 26 0 - 0 32 0 - 0 - -
518 - - 98 98 100 0 - 0 - -
187 51 0 - 15 88 5 - 0 - -
490 0 51 63 100 1 - 0 - -
589 - - 0 0 0° 8 - 0 - -
590 - - 0 0 747 0 - 58 - -
591 - 12 60 73° 0 - 59 - -
592 - - 91 82 100° S - 0 - -
593 - - 95 97 100° 0 - 54 - -
594 - - 99 92 100° 0 - 54 - -
595 - - 98 100 100° 0 - 63 - -
597 - - 0 3 43° 47 - 0 - -

- McnbiTaHo B KoHW. 200 yacTelt Ha MIH. (ppm).

Tabnuua 7
CooTHoLeHue (r an/ra)* [oTOBbLIN pacTBOp (M) OuctunnuposaHHasa Boga (Mn)
8 0,5 59,5
35 2 58
140" 8 52
280 16 44

*- [(paMM aKTMBHOIO MHIPeMEHTa Ha rekTap.

Tabnuua 8

CooTHolweHne CoeanHeHusa 305/LlumokcaHmn

CoepuHeHne CooTHOLeHWe 1 an/ra* KOHTpOnbHbIA NPOLIEHT NopaXeHns
Lunmokcanun + CoegnHenune 305 8+8 79
Linmokcanun + CoegnHenmne 305 8+35 90
Linmokcnkun + CoegnHerne 305 8+140 97
Linmokcanmun + CoegmHenmne 305 35+8 93
Linmokcanmn + CoegmHenmne 305 35+35 94
LUnmokcannn + CoemnHenmne 305 35+140 95
Unmokcanun + CoeanHenune 305 140+8 99
Lunmokcanun + CoegnHenune 305 140+35 99
Linmokcanun + CoegmHenmne 305 140+140 100

* - paMM aKTMBHOIO MHIpeaneHTa Ha rekTap.



