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DEHUACYNOOHUNKAPBAMU AN, METO 3A TAXHOTO

MONYYABAHE M nam

MM KATO XEPEMLUUAN

U PETYAATOPU HA PACTEXA HA PACTEHHATA

M3BeCTHO e, Ye HaKou deHnncyndpoHunkapbamuam

npuTexasaT xep6uunaHa W peryaupailia pacrtexa Ha pacTeHusaTa

akTuBHocT (US-A-4 786 314, US-A-4 927 453 n WO 89/10921). MNpn

npunaraHeTo um, ofaye, Te NokalpaT OTHACTN HepoCTaTbLLUM, KATO

HanpuMep BUcoka ycTO4MBOCT U HeAOCTaTb4YHA CE@NMEeKTUBHOCT Npu

BaXHW NOAE3HWN KYNTYPHU pacTeHud.

Cera ca HaMepeHu dpeHuncyndpoHunkapbamuam cec

cneunduyH 3amecTuTenn npu $deHNNoBUA NPbLCTEH, KOUTO MOraT Aa

ce ManonseaT KaTo xepSuumau n perynatopum Ha pacrexa Ha

pacTeHus ¢ NnpeauMCTBO.

O6eKT Ha HacToOAWOTO naobpereHne ca ChefAUHEHUA C

dopmyna (l) nanm TexHu conm,
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kbaeTo R' osnayasa CO-Q-RS,

R?2, R® He3aBMCWUMO eaAUH OT Apyr o3HauasaT H uan
(C1-C4)anknn,

R4 oaHayaBa H, (C1-Cg)ankun, KoilTo e He3amMecTeH uUnu
3aMecTeH ¢ eAWH UWAKN NoBeYe 3aMecTUTeNn OT rpynaTta Xanorex,
(C1-Cas)ankokcu, (C1-Cq)ankuntuo, (C1-Cs)ankuncynduuun, (C1-Cy)-
ankuncyndouun, [(Ci-C4)ankokculkapbounn n CN unu (C3-Cs)-
ankeHun, KOMToO e He3amMecTeH UNKM 3aMecTeH C eAUH NiKn nosede
xanoreHHun atomu, unu (Cz-Cg)ankuHun, KOWTo € He3aMeCTeH unam
3aMeCTeH C eAMH UNK NoBeYe XaNoreHHW aToMu, unu xuapokcu, (Ci-
Cs)ankokecum, [(Cy1-Cs)ankunlkapboHun unm (C;-Cy)ankuncyndoHun
KaTO BCeKW OT nMocnegHuTe TPU 3aMeCTUTEONA € He3aMeCTeH unu
3aMecTeH B anKunHaTa 4acT C e4UH UAKN NoBeYe XaNoOreHHn aTomMu
mnu ¢ (C,-Cs)ankokcu nnun (C1-C4)ankuntuo samMecTuTenu, unu
deHuncyndoHUN, Npu KoetTo GEHUNOBUAT OCTATbK € He3aMeCTeH uaun
3aMecTeH Hanpumep Cc eAuH UKW NoBe4Ye 3aMecTUTenNw oT rpynarta
xanoreH, CN, NO,, (Cy-Cs)ankun, (C1-Cy)xanoankun n (C-Cy)-
ankokcu un

R° osnauyaBa (C;-Cs)ankuncyndouun nan (Cs-Cg)-
ankeHuncyndoHuUn, Npu KOETo BCOKU OT Te3n ABa 3amecTutens e
HEe3aMeCTeH WU 3aMeCTeH C eAUH UWAKN NoBeYe XanoreHHun aToMu

unu c (C1-Cy)ankokcu unu (C,-Cs)ankuntno, unu GeHuncyndpoHun,



unu deHnnkapOoHUAa, Npu Koeto deHUnoBUTe ocTaTblumn Ha
nocneaHuTe ABa 3aMeCTUTENS Ca HE3aMEeCTeHW MW 3aMeCTeHMn
Hanpumep ¢ eAUH MNKM noBedve 3aamecTtutenu ot rpynata CN, NO,,
(C1-C4)anknn, (Cy-Cy)xanoankun n (C;-Cs)ankokcu, unm MOoHO- unu
an-[(C-Cs)ankun]amuHocyndouunn, unm [(Ci-Ce)ankun)lkapboHun,
npu KOeTO BCEKU OT NOCNEeAHUTEe TPU 3aMecTUTens e HesamecTeH
W 3aMecTeH C eAWH WAK NoBe4Ye 3amMecTUTenu oT rpynarta xanored,
(C1-Cs)ankokcu, (Ci-Cs)ankuntuo, (Ci1-Cylankmncyndpunun, (C1-Cy)-
ankuncyndponun, [(Ci-Cylankun]kaponun, [(C1-C4)-
ankokculkapGouun n CN, nnun dopmun, rpyna ¢ dopmyna
-CO-CO-R’, kppeto R'=H, OH, (C{-C4)ankokcu nan (Cy1-Cylankun,
nnm [(Ca-Cslumknoankunlkap6oHun, [(Cy-Cg)lankeHunlkap6oHun nau
[(C2-Cg)lanknHun]lkapBGoHun, npu KoeTo BCeKN OT NocnefHnTe Tpu
3aMecTUTens € He3aMeCTeH WiKn 3aMecTeH C eAAUH Unu noseye
XanoreHHW atomu, uau rpyna ¢ ¢opmyna
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R4 u R® 3aenHo o3HauasaT Bepura ¢ dpopmyna (-CHz),B- unn
-B'-(CH2)m1-B-, npu koeTo Bepurata e HeaaMecTeHa UNN 3aMecTeHa
C eAUH unu noeeye Hanpumep ¢ Ao vyetupu (C,-Cz)anknnosnm
ocTaTbka U m o3Ha4yaea 3 unu 4, m' o3Havasa 2 unu 3,

W oaHavyaBa KucnopopneH nnum ceped atom (O unu S),

B, B' HesaBucumMo eguH oT aApyr osHadasaTt SO, unu CO,

Q oavauasa O, S uaum -NR'3-,

T osaHavasa O uam S,

RS oanauyaBa H, (C{-C4)ankun, (C;-Cs)ankokcu, [{C;-Cy)-
ankun]lkap6oHun unu [(C1-Cy)ankokculkap6oHun, Nnpum KoeTo Bceku

OT NnocnepgHnTe 4 3aaMecTUTenNs @€ HelaMeCcTeH UNU 3aMecTeH B



ankmnHaTta 4acT C eANH UAU NoBeYe XaNioreHHU aTOMU, UAK X3aNOFreH,
NO> nan CN,

R’ osHavyaBa H uan CH3,

R® oanauaBa H, (Ci-Cs)ankun, (Cz-Cs)ankenun unm (Ca-Cy)-
aNnkKMHUA, NPU KOETO BCEKMU OT nocnegHuTte Tpu 3amecTturTena e
He3aMecCTeH UNWN 3aMeCTeH C eAnH MAWN noBeye 3aMecTUTenn oT
rpynaTta xanoreHd, (Ci-Cs)ankokcu, (Ci1-Cy)lankuntuo, [(C1-Cy)-
ankunlkap6oHun n [(C,-Cs)ankokculkapboHun,

R® osnauaBa (Ci-Cs)ankun, (Cz-Cs)ankenun unm (C3-Cy)-
afNKWUHUAN, NPU KOBTO BCEKW OT NOCAEAHUTE TPU 3aMecTUTena e
He3aMecTeH WAu 3aMecTeH C eAWH UK NoBe4Ye 3amMecTuTenn oT
rpynata xanoreH, (C,-Cs)ankokcu, (Ci-Cy)ankuntuo, [(C1-Cy4)-
ankunlkap6ouun n [(C1-C4)-ankokculkap6boHun,

R'?, R'' HesaBucumMo eaunH oT Apyr o3HayaBaT H, (C1-Cy4)-
ankun, (Cz-Cilankenun unm (C3-Cya)ankuHun, npu Koeto Bcekun oT
nocnepHuTe TpU 3aMecTUTENA € He3aMeCTeH UK 3aMecTeH C eanH
UWNK NoBevye 3amMecTUTenu oT rpynarta xanoreH, (C,-Cy)ankokcu,
(C1-Cq)ankuntumo, [(Cy-Cy)ankun]kap6oruun u [(C1-Cy)ankokcul-
Kap6oHun,

samecTutenst R'?2 saegHo ¢ N-atom o3HauyaBa 5 unu 6
YNeHeH xeTepouyuksieH NPLCTEH, KONTO MOXe Aa CbAbPXa OCBEH
ToBa u xetepoaTtomy oT rpynata N, O u S BbB BLh3MOXHaTa crereH
Ha OKUCNeHue n e HeaamecTeH nnun aamecteH ¢ (C1-Cy)lankun unau
oKcorpyna uam e 6eH30KOHAeH3UpaH,

R'3 osnauaBa H, (Ci-Cs)ankun, (C3-Cs)ankexHun nnm
(Ca-Cs)ankmunn, Nnpu KoeTo BCeKN OT NocneaHUTe Tpu 3amMecTuTens
© He3aMecCTeH MNKN 3aMecTeH ¢ eANH UAKN noBe4Ye 3aMecTUTenn oT
rpynarta xanores, (C;-C4)ankokcu u (C1-Cy)ankmntno,

A o3HayaBa ocTaTbk ¢ popmyna
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OAUHUAT OT 3amMecTutennte X u Y oaHayasa BOQOPOA, XanoreH,
(Cy-Ca)ankun vnm (C1-Ci)ankokcu, Npu KoeTo ABaTta nNocnepHwu
3aMecTuTens ca HeaaMeCTeHUW UNN 3aMecCTeHMu C eAUH UK NoBeye
XafnoreHHn atoma mnhm ¢ eamH (C;-Cz)ankokcu aamectTurten , a

ApyruaTt ot 3amectutenute X U Y osaHadasa Boaopoa,
(C1-Cz)ankun, (Ci-Cs)ankokcu nam (C,-Cz)ankmuntuno, Nnpm KoeTo
nocnepHuTe Tpu aNkKUNCbAbPXalln 3aMEeCTUTENS Ca He3aMeCTeH#u
MAKN 3aMeCTeHW C eAUH UAKU NoBeve XaNoreHHW aToOMKU AU UAN C
eauHd unu aBa (Ci-Ciz)ankokcu unm (C1-Cz)ankuatmo, nam ocratbk C
dopmyna NR'#R'S, (C3-Cg)-uuknoankun, (C2-Cs)ankenun,
(C2-Cy)ankunun, (Cz-Cy)-ankenunokecu nnun (Cz-Cs)ankunnnokcu,

Z o3HayaBa CH unu N,

R'* un R'S Hesasucumo eann ot Apyr oanayasaT H, (C{-Ca)
ankun nnun (Cz-Cy)ankeHun,

X' osHayasa CHj, OCH3, OCyHs uanm OCHF,,

Y' oanawaBa -O- unm -CHo,
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X? osnavaBa CHj, CoHs unu CH,CFg,

Y2 oanHayaBa OCHj;, OCzHs, SCHa ,SCH>CHa, CHa unu CaoHs,
X® osHavaBa CHj; unu OCH,,

Y® oanayasa H mnu CHag,

X* osHayasa CHj, OCHj;, OC,Hs, CH,OCH; unu Ci,

Y* oanayasa CHj3, OCH3, OCoHs uau Cl u

Y® osHavasa CHj, CoHs, OCHs unu Cl.

Bvs dopmMmyna (I) n cnegBauinte samMectTutTenute ankun,
anKokcu, xanoankun, ankunaMuHoO U aNKUATUO KAaKTO U CbOTBETHUTE
HeHacCUTeHU N/MnNn 3amMecTeHn oCTaTblih ca C NpaBa UNMU
paskfoHeHa BbraeponHa sepura. ANKUAOBUAT OCTaThbK, KakTo u
3aMecTUTeNnuTe ankokcu, xanoankma U T.H., UMAT 3HaAYeHUudaTa
MeTWun, eTUA, HOPM- UAK U3ONPONUAN, HOPM-, U30-, TPEeT- UK
2-6yTUN, aNKeHNNOBUTE N AaIKUHUNOBUTE 3aMeCTUTENn umarT
3HavYeHUATa, KOUTO Ca CbOTBETHNTE Bb3MOXHU HEHACUTEHM
3aMecTUTenn Ha ankKunoBUS OCTaThK KAaTo 2-nponeHun, 2- nam 3-
6yTeHun, 2-NnponuHun, 2- unu 3-6ytTuHun. XanoreH osHavyasa ¢nyop,
xnop, 6pom unu oA, xanoankmn o3Havyasa ankun, KOWToO e 3amMecTeH
C eAWH NAK nNoBeuYe aTOMMK OT rpynaTta XaNoreH, xanoankun e
Hanpumep CF3;, CHF2, CH,CF,;. 3amMecTteH deHun o3Havasa Hanpumep
dennn, KOTO e 3aMecTeH ¢ eAUH UNK NoBeYve, 3a npeanovntadHe 1,2
nnu 3 3amecTuTens oT rpynarta xanored kato F, Cl, Br, |, 3a
npegnoyutaHe F,Cl n Br, no-HaTaTbk anknn, xanoankun, ankokcwu,
Xanoankokcu, XMapokKcu, aMmmHo, HUTPO, UMAHO, ankokcukapBoHun,
anknnkap6noHun, dopmun, kapSamMounn, MOHO- U
anankunaMuHokapOGOHUN, MOHO- U ANAaNKUNAMUHO, ankKnncynpuuun n
ankmncyndoHun, Kato npennovYeTeHun ca ocratomunte ¢ 1 no 4
BbrnepoaxHun atomu n ocobero 1 mnu 2. B pega Ha 3amecTuTennTe

npegrnoyeTeHn ca 3aMecTUTenuTe OT rpynaTta xanoreH, Hanp. ¢nayop



uan xnop, (C1-Cy)ankun kato metun uau etun, (C,-C,y)xanoankun
kato Tpudpnyopometun, (C1-C,4)ankokcm Kato METOKCHU UNN €TOKCH,
(C1-C4)xanoankokcn, HUTPO M LMAHO.

MeT- unn WeCTYNEHHUAT XeTepoUnKNeH ocTaTbK, KOUTO B
AaaeH cnyyalh e 6eH3OKOHAEH3MPaAaH M cbabpXa eanH N-atom (Hanp.
B cnyuas N(R'?),), Moxe fa 6bpe HAaCUTEOH, HEHACUTEH UK
xeTepoapoMaTeH OcTaTbK, Hanp. nNpea cBbp3aHUs ¢ N-aToma Ha
OCTaTbK OT rpynarta NUPOAMANHUA, NUNEePUAKUN, NUPa3oNUn,
MOPODONNHUAN, MHAOAUA, XUHONUHUA, NTUPUMUANHUA, TPUA30ONUN,
OKCa30AMA, NUPUANA, NUPUMULUHUA, NUPUAAIUHUA, NUPA3UHKA,
THalonuMn, oKcasonun, NUPOAUN, UMNAA30ONNUA N GeH30Kca3oNun.

O6ekT Ha HAacTOAWOTO UsoGpeTeHne ca CbULO0 BCUUKN
cTepeon3oMepu, KOUTO ce BKR4YBAT BB dopMmyna (I) n TexHu
cmecu. CreanHeHunsaTa ¢ popmyna (l) cbabvpXaT egquH NN nosevde
acCUMEeTPUYHU BbTrNEepoOaHN aTOMU UAKN CHLW,O ABONHN BPbL3KU, KOUTO B
o6uwaTta ¢dopmyna (i) He ca naaeHu oraenHo. epuHupaHute 3apaau
TAXHOTO cCNeundPUYHO pas3nonoxeHue Bb3IMOXHU cTepeousomepu
KaTO eHaHTUOMep, Anacrtepeomep, Z- nu E-nsomepun, scuuku ce
BKAIOYBAT BbB dpopmyna (1) U Morat ga ce nonyvyart no oGuvaitum
MEeToOAM OT CMEeCW Ha CTepeon3oMepn UAKM Cbio Ypes
CTepeocCeneKTUBHO B3aumopeitctenme B Kom6uHauuma ¢ npo6aska Ha
CTEPEOXMMUYEH YUCT U3XOHNEH NPOARYKT.

CreauHeHuaTa ¢ ¢popmyna (I) morat na o6paaysaT conm,
npu KOUTO BogopoaHMST aTom Ha -SO,-NH-rpynata e samMecTeH ¢
noaxoAsu, 3a aemenenneTo KaTuoH. Teau conm ca Hanpumep
MeTanHu CONMK, NOo-CrneymnanHo ankafsHOMeTaNlHU CONn Unun
anKkano3aeMHoMeTanHu conu,No-cneymanHo Hatpumesa M Kanumena
CONMN, MK CHLWO aMOHUEBA COJl UK CONMN C OPraHUYHMN aMUHMN.

Oco6eHo nHTepecHU ca cbepuHeHunaTa ¢ dopmyna (1) unn



TEXHWU CONU, KbAeTo

R* osHauaBa H, (C{-C4)ankun, KoTo e He3aMecTeH UnNu
3aMecTeH C eAUH UNAKu NoBe4Ye 3aMeCTUTeNsa OT rpynara xanoreH,
(Ci1-Cs)ankokecu, (C1-Cy)ankuntmno, (Ci-Cs)ankuncyndonun,
[(Ci1-Cs)ankokcu]kapBoHun u CN, unu (Cy-Cy)ankeHnn, (Cs-
Cs)ankunuun, xuppokeu, (Ci1-Cy)ankokcu, [(Ci-Cs)ankun]lkapBoHun
unu (C1-Cy)ankuncyndoHunn, Nnpm KoeTo BCEKW OT nocnepHuTe nert
3aMecTuTens e HeaamMecTeH AN 3aMecCTeH B afnkunHarta 4acT C eAuH
WNK NoBevYe XanoreHHu atoma, Unn GeHUNCYyndPoHUN, NpU KoeTo
GEeHNNOBUAT OCTaTbK € He3aMeCcTeH Wi 3aMeCTeH C eAUH Uau
nose4ye 3amectTutenu ot rpynata xanoreH, (C{-Cy)ankun un (C;-
Cs)ankokcu u (C1-Cslankuncyndonun, (C,-Cy)xanoankuncyndonun,
deHnncyndonun mnu dpennnkapboHun, npm Koeto GEeHUNOBUAT
OCTaThK B NOCNeAHUTE ABa OCTaTbka € HE3aMeCTEeH WK 3aMecTeH C
eAUH UNKn noBevye 3aMecTUTenNu oT rpynarta xanoreH, (Cy-Cslankun u
(C1-Cy)ankokcu, nnn MoHo- unau an-[(C,-Cylankun]lamuHocyndouun,
[(C1-Cg)ankunlkapBoHuUN, KOKTO e He3aMecCTeH WU 3aMeCTeH C
eAuH nan noseye xanoreHun atomm unm (C,-Cy)ankokcu n (C;-Cy)-
ankuntuo, uanm dpopmun, OHC-CO-, 2-okco-(C3-Cs)ankanoun,
[(Ci-C4)ankokculokcanun, [(Ca-Cg)lumknoankmnlkap6ouun, [(C2-Cy)-
ankenunlkap6oHun, unu [(Co-Cy)ankmHunlkap6oHuUn, unu rpyna c

dopmyna
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W o3xHavyaea O nau S,
R® oanauaBa H, (C{-C4)ankun, (Cy-Cys)xanoankun,
(C1-Cs)ankokcu, (C1-C4)xanoankun vnu xanoreH,

R® oanauaBa (Ci-C4)ankun, KONTO e HE3aMecCTeH Unu
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3aMecCTeH C eAnH UAu noseye xanoreHHn atomu, nam (C;-Cy)-
ankeHun mnan (Cy-CylanknHun,

R® oaHauaBa H, (C-Cs)ankun, KoiTo e He3aMecTeH Unu
3aMecCTeH C eAlUH UNK noBeye XanoreHHn atomum unm ¢ (C1-Cy)-
ankokcm, (C1-Cs)ankuntuo, [(Ci-Cy)ankokculkapBoHun u [(Ci-C4)-
ankunlkap6oHun,

R'%, R'' HesaBucUMO eauH oT Apyr o3HayaeaT H, (C;-Cy)-
ankun, KoTo e HesamMecTeH UNN 3aMecTeH C eiUH UAKN noBeye
XanoreHHu atomm, unu (Ca-Cy)ankeHun, nnu (Cy-Cy)ankuHun, npu
KOeTO Halt-Manko eANHUAT OT 3aMecTuTennTe Fs‘“° u R'' e paanuyen
oT BOoAoOpOA,

R'?2 saegHo ¢ N-aTomMa 03Ha4yaBa NeT- UNU WECTYNEHEH
XxeTepouukneH NpPpLcTeH , KOWNTO MOXe Aa CbAbPXa U APYT
xeTepoaTom oT rpynata N, O u S B pa3nn4HUTe CTENEHU Ha
oKucneHune n HesaMecTeH man 3amecteH ¢ (C1-Cs)ankun nnn
okcorpyna u

R'% oaHayasa H, (C1-C4)ankun, KoiiTo e He3aMeCTeH unu
3aMecCTeH C efiMH NN nNosBe4vYe XanoreHHn atomu, nam (Cz-Cy)-
ankeHun uaun (C3-Cy)ankuHun.

Mpeanountaum cbeauHeHns ¢ ¢opmyna (I) nanm Texun conun
ca Takusa, npu Kounto W oaHayaBa kucnopoa n A e octaThk ¢
dopmyna

X
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Kkbaeto X, Y u Z umaTt nedPuHUpaHuUTe No-rope 3HaYeHUs.
Oco6eHo npegnoynTaHun cbeaunHeHns ¢ dopmyna (I) unn

TeXHW CONKn ca Tes3u, KbaeTo



R4 oaHauyaBa H, (C1-Cs)ankun, xuapokcu unu
(C1-Cs)ankokcm,

RS oanauaBa (Cy-Cys)ankuncyndonun, CHO, [(Cy-Cs)ankun]-
kapG6oOHWN, KORTO € He3aMecTeH UNU 3aMeCTeH C efiMH uAu noseue
xanoreHHn atoma, unu [(C,-Cy)ankokcu]okcanun, [(Ca-Cy)-

uuknoankunlkapGoHun unu rpyna ¢ popmyna
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KbAeTOo
W.T, R® po R'2 umar anaueHusnta gedpuHupaHu BLB
dopmyna (1)
R® osnayaBa H, (C{-C3z)ankun, (C;-Ca)ankokcu unu
XanoreH,

A o3HavaBa ocTaTbk ¢ dopMyna

X

~
{3
_<Y

Z o3Havyasa CH waun N, 3a npeanouuntaHe CH u

eaAnHnaT ot 3amectTutTenute X u Y os3Hayasa xanore,
(Cq1-Co)ankun, (C1-Cz)ankokcu, OCFoH, CF3 unun OCHLCFa3, a gpyrusaT
oT ocTatbumtTe X U Y o3Hauasa (C;-Cy)ankun, (C;-Co)ankokcu unn
(C1-Co)xanoankokcu,

OT ocofeH uHTepec, Bb3 OCHOBa Ha No-go6poTo
nonyyasaHe unaun no-go6poto 6uonorn4yHo gecreme , ca
CbefinHeHUNTa CbTNacHO uaobperteHuetro ¢ popmyna (li) nam TexHu
conu, B kouto rpynata -CR?R3-NR“R°® e Ha opTo- unu napa-msacto

cnpaMo rpynata R' unu Ha opto-mMsacTo cnpsMo cyndorpynaTta,
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NPeANOYUTAHO € napa-MACTOTO Ha rpynata -CR?R3-NR*R5 cnpamo
rpynata R'.

O6eKkT Ha HacToAWOTO U3oBpeTeHne @ ChLlWo Taka MeTon 3a

nonyyagaHe Ha cbeAunHeHUAaTa ¢ dopmyna (I) nam TexHwn conn, npn

KORRTO
a) cbenuHeHune ¢ popmyna (ll)
=
()
ONH,

-
s

B3aumMoaeioctea ¢ xetepouukneH kap8amart ¢ dopmyna (ill)

R*-0-CO-NR”-A (1H)
Kbaeto R* o3HavyaBa B AafleH chyyait 3amMecTen GeHunh nan
(Ci-Cs)ankun unu

6) ¢eHuacyndoHunkapBamaTt ¢ popmyna (1V)

1
o)
H/u\ V)
ON OCeHs
AR

NRRS

Re

B3amMoaeiictBa ¢ aMuHoxeTepouunkbn ¢ popmyna (V)
H-NR” - A (V)
nnu

B) cynpoHunuaouunaHart ¢ popmyna (Vi)



)

SO,~N=C=0
RRC Oz

Nres

B3auMogeicTBa C aMuHoxeTepouukbn ¢ popmyna H-NR7-A (V) unu

r) B epHocbaOBa peakuus Hall-Hanpen aMUHOXETEpPOLUKBLA
c popmyna H-NR7-A (V) BsaumopgeiictBa ¢ $oCreH B NpUcbCTBUE Ha
OCHOBa ¥ NONYYEHUNT MeXAUHEeH NPOAYKT B3aumopeincrtea ¢
deHuncyndponamug ¢ dopmyna (i), naun

) cyndboHnnxnopup ¢ popmyna (Vil)

Re R!

(Vi

SO,—Cl
R2—C—R®
\rere

Baaumopnehctea ¢ ymaHat M-OCN, kbgeto M o3xHavyasa NH4, Na nnu
Ku c amuHoxetepouunkssn ¢ popmyna H-NR7-A (V) B npucwcTaue Ha
OCHOBa, unun

e) cynpoHamupg c popmyna (ll) esammogeitctea ¢

(Tuo-)uaoumnaHart ¢ ¢opmyna (V')
W=C=N-A (V')

B NPUCBLCTBUE HA OCHOBA,
npy KoeTo ocTaThuUMUTe, croTBeTHO rpynute R'-R7, A unn W BbB

dopmynute (Il) - (VII) n (V') nmat pepunnpaHute B popmyna (I)
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3Ha4YeHUs U CbMNacHO BapuaHTUTe a) - A) Hall-Hanpen ce nonyvasar
cvegnHennsTta ¢ dopmyna (l), kpaeto W = O,

BaaumopgeiAcTBMeTo Ha cbefuHeHna c dopmyna (i) wn (lI)
ce M3BbLpWBA 3a NpeanoYuTaHe B MHEPTEH OpraHu4yeH pasrTesopuTen
KaToO Hanp. AUXNopMeTaH, aueToOHUTPUA, ANOKCAH U
TeTpaxuapodypaH Npu TemnepaTtypu mexay 0°C n Temnepartyparta Ha
KuneHe Ha paaaTBopuTens. Kato ocHosu ce uanonssart Hanpumep
OpPraHW4HNM aMUHOOCHOBW KaTo 1,8-anaszabuunkno(5.4.0]yHpen-7-eH
(DBU), oco6exo npu R* = aamecTeH peHun (Bux EP-A-44807), vnu
TPUMETUNANYMUHUN UAN TPpUEeTUNANYMUHUA, NnocneaHUTe 0CoOBeHO
npu R* = ankun (Bux EP-A-166516).

Cyndonamuaute ¢ popmyna (I1) ca HoBU cbepAnHeHUs. Te u
TAXHOTO NofyyYyaBaHe ca CbU,0 NpeAMET Ha HacTOSU,O0TO uopeTeHue.

Mpu npumepa cbC cbeauHeHue ¢ dopmyna (li) c R?=R%*= H
M Q=0 morart Aa ce 0o6SCHAT NO-NOAPOOGHO CbC CnepBaluTe
BL3MOXHOCTW 3a NonyyasaHe, KOMTO mMoraT Aa 6bAaT M3NON3BaAHU C
HE3HAYNTENHN U3MEHEeHUA CblLo W 3a cheauHeHusaTa ¢ R? , R®
pa3nuyHo ot H, cboTBeTHo Q paanuuyHo ot O.

KaTto ce uanuaa, B flafeH cnydait, oT 3amecTteHa
MeTunanunuHcyndonosa kucenuna c popmyna (VIil) (sux DRP
48583, S.242), koaT0 Hak-Hanpej Ype3 Ana3oTupaHe u
B3aumopeidctene ¢ KCN/CuCN no 3anamaitep ce npespblla B
HuTpun ¢ dopmyna (IX), cnep ectepuduunpatHe Ha HUTpuna,
ectepuduunpaHe Ha kapbokcunHaTta rpyna u npespbuuiaHe Ha
cyndokucenuHHaTta rpyna B Tpet-6yTunsauiuteHa cynpoHaMuaHa
rpyna no aHaNoruYyHuW W3BECTHN MeTOoAM, ce nonyyasa cyndoHamup ¢

dopmyna (X) KaTo MexXAUHEeH NPOAYKT (BuX cxema 1).



CXEMA 1
- NH, i CN "
' SOH SOH SO,NHC(CHy),
— —
H, CHgy CHy
(ViH) (IX) )

CyndoHamung c ¢dopmyna (X) ce nony4yasa u KaTto ce
nanusa, B AaAeH chyuail, oT 3amecTeHa MeTuAHuUTpobGeH3oeHa
kucenuHa ¢ popmyna (Xl), koaTo ce noanara Ha ectepuduuupane,
peaykuus Ha HMUTporpynaTta, AMasoTupaHe u cBbp3BaHe C SO, /CuCl
(Bux H.Meerwein et al., Chem.Ber.90, 841-1178 (1957)) m
aMMWHONM3a C TpeT-ByTUNaMuH (BUX cxema 2).

CXEMA 2

a R
NG, SONHC(CHy),

Hq CH,
0] X)

Cbuw,o Taka, cynpoHamua ¢ popmyna (X) moxe pa ce
nony4yu KaTto ce uanese, B AafaeH cnydail, oT 3amMecTeH
MeTUNIHUTPpOoaHuanH ¢ popmyna (Xil). [ilnasoTuparHeTo "
cebp3saHeTro ¢ KCN/CuCN soau A0 nonyyasaHe Ha CbOTBETHUSR
HUTPWUA, KONTO Ypes3 XUApPONM3a Ha uuaHorpynarta u
ecTepuduyupaHe MOXe Aa ce NpesbpHe B ecCTep Ha
HUTpoGeH3oeHaTa kKucenuHa ¢ popmMyna (X111).

Torasa HUTpOrpynaTta MoXe, KakTo @ ONMCaHo B cxeMma 2,

Aa ce npeBbpHe B SyTunamMuHocyndoHunHa rpyna (Bux cxema 3).



e b e e

CXEMA 3

2 COOR®
No: e Nno, P SONHC(CHgs
_— —_—

Hy
() (Xm) X)
3a nonyyasaHe Ha cyndoHamua c dopmyna (ll), cTpaHuu-

HaTa Bepura Ha chbenuHeHusTa ¢ popmyna (X) ce xanoreHupa ao
nony4yaBpaHe Ha cbeAuHeHus ¢ dopmyna (XIV), cneg KoeTo xanoreH-
HUAT aTOM OT cveauHeHue ¢ dopmMyna (XIV) ce zamecTsa ¢ aMuH
unu asup, cnep Koeto ce peayuupa go GeHaunamul ¢ popmyna
(XV') n cnen ToBa aMuHorpynaTta ce akTUBupa U TpeT-GYTUN3ALWMNT-
HaTa rpyna ce otuensa aHaflOrM4YHO Ha W3BECTHUTe MeToAau (Hanp.c

CF3COOH) no nonyyasaHe Ha cyndoHamuau c dopmyna (I1') (sux

cxema 4). CXEMA 4
COOR8 COORS
RA R,

SONHC(CHg), SO,NHC(CH,),
—_— —

CH3 CH,—Hal

(X) (Xiv)
RS SONHC(CH,), NH,

—
N /N
Fi4/ \H R4 RS

xv) ()



MeToAbT 3a NnonyvasaHe ce nNposexpaa aHanorU4YHoO Ha
nonyyaBaHeTo Ha APYrum cheaAnHeHus ¢ popmyna (i), npu koeto B

nocneaHWsa eTtan ce nNonyyaBaT cbeAuHeHUs ¢ popmyna (XV)

Rl
Re,
HC(CHz)g

AR
Waes

Kap6amatute ¢ ¢popmyna (lll) morat aa ce noayyart no
MeToAu, KOUTO ca onucaHu B IOXHOaPUKAHCKN NATEHTHU 3aABKHK
82/5671 n 82/5045 cvoTrseTtHo EP-A-70804 (US-A-4 480 101) unan
RD 275056.

BzaumopneilctBueTo Ha cbepuHeHnn ¢ popmyna (IV) ¢
aMuHoxetepounknu ¢ ¢opmyna (V) ce nposexna 3a npepnoynTtaHe
B MHEPTEeH, anpoTeH pa3TBOPUTEN KATO HaNp. ANOKCaH,
aueTOHUTPUN unu TeTpaxuapodypaH Npu Temneparypu Mexay 0°C u
TeMnepaTypaTa Ha KuneHe Ha paateoputenna. Heob6xoaumure
naxonHwW npoAykTn ¢ ¢dopmyna (V) ca napecTHu oT nutepaTtypara
WAn mMorart ga ce nNony4aTt Nno MeToAM W3IBECTHUW B AUTepaTyparTa.
deHuncyndoHunkapbamartsT ¢ popmyna (IV) ce nonyvasa
aHanornyHo Ha US-PS-4 684 393 unu US-PS-4 743 290.

deHuncynpoHmnusoymaHatsT ¢ popmyna (VI) ce nonyyaBa
aHanoruwdyHo Ha US-PS-4 481 029 n s3aumopaeiictBa ¢ xerepouukbna
c ¢opmyna (V).

docreHupaHeTo Ha cheguHeHusaTa ¢ gopmyna (V) cbraacHo
BapuaHT ') MOXe Aa ce nposeje 3a nNpeanovYuTaHe B NpuchcTBME
Ha OCHOBA KaTo NPOCTPAaHCTBEHO 3anpeyeHa opraHu4yHa

aMMNHOOCHOBAa, HanpumMmep TpnetTunamMnH. Cneppawgorto



! eoveoe
.
[ XXX ]

B3auMopeiWcTBue cbC cheauHeHus ¢ popmyna (1) cbrnacHo sapuanT
r) Moxe fa ce NpoBefie aHANOrMYHO Ha U3BECTHMW Metoaun (cps. EP-
A-232 067).

Cyndoxnopuant ¢ popmyna (VIl) moxe ga ce nonyyu or
CbOoTBeTHaTa cynpoHOBa KMCeNUHA, HANpP. NO CTaHAAPTHU MeToau
KaTto B3aumopelcTBme Ha kanuesu conn ¢ GochopeH OKCUXNOPUA
UNN TUOHUNXNOPUA B MHEPTEH Pa3TBOPUTEN KaTO aUeTOHUTPUA
w/wnu cyndonaH unu B cy6cTaHuMa Npu HarpseaHe nog ob6paTeH
xnagHuk (cpe. Houben-Weyl-Klamann, "Methoden der organischen
Chemie”, 4. Aufl., Bd.E XI/2, S. 1067-1073, Thieme Verlag
Stuttgart, 1985).

CbhoTBEeTHUTE CYNPOHOBMU KMCENUHU Ce nonay4yasarT oT
CbOTBETHUTE HUTPOCbEAUHEHUS aHANOTrU4YHO Ha B3auMogelcTBmeTo
Ha chbepunHeHuaTa ¢ popmyna (XI).

AnTepHaTuWBHO oTAenHU cyndoxnopuam c dopmyna (VII) ce
nony4asart 4pes cynpoHupaHe (+ xnopupaHe) unu cyndoxnopupaHe
Ha noaxoaauwus ectep Ha 3aMecTeHa 6eH306Ha KUCONUHA, KaTo
cyndoxnopupaHeTo € aHaNOrUM4YHO Ha Houben-Weyl-Klamann,
"Methoden der organischen Chemie”, 4. Aufl., Bd.E X1/2,5.1067 ff.,
Thieme Veriag Stuttgart, 1985, Houben-Weyl-Miller, "Methoden der
organischen Chemie”, 4. Aufl., Bd.E XI/2, S. 563ff, Thieme Verlag
Stuttgart, 1955, a cynpoHupaHeTo e aHAaNOrMYHO Ha Houben-Weyi-
Klamann, "Methoden der organischen Chemie", 4. Aufl., Bd.E Xl/2,
S. 10556ff, Thieme Verlag Stuttgart, 1985, Houben-Weyl-Miiller,
"Methoden der organischen Chemie®, 4. Aufl., Bd.E Xl/2, S. 435f1f,
Thieme Verlag Stuttgart, 1955,

(Tuo-)usoumanatute c popmMyna (V') ce nonyyasaTt no
W3BEeCTHWM B nuTepaTypaTa metoan (EP-A-232067, EP-A-166516).

BsaumopeiictBueto Ha (TUo-)uaoynaHaturte ¢ ¢dopmyna (V') cke
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creanHeHus ¢ popmyna (ll) ce nasbplBa Npu TemnepaTypa oT
-10°C po 100°C, 3a npegnountaHe 20 o 100°C B MHepTEeH anpoTeH
pasTBOpUTeNn, KaTo Hanp. auleToH UNK aueTOHUTPUA, B NPUCBCTBUE
Ha noaxopsuia ocHoBa, Hanp. N{(CzHs)s unn K,COa,.

ConuTe Ha cheaunHeHunsiTa ¢ ¢opmyna (l) saa npepnoYnTaHe
ce nonyyasaT B MHEpPTeH NOoNaApeH palTBOpPUTEN KaTo Hanp. soaa,
METaHON WK aueToH Npn Temnepatypu ot 0-100°C. NoagxoaaiKn
OCHOBW 3a NofyvyaBaHe Ha CONUTe CbMrnacHo naolBpereHneTo ca
HanpuMmep ankanHu KkapGoHaTu KaTo Kanaues KapGoHaT, ankafnHu Uan
ankanoaeMmHu xuapokcuam kato Hanp. NaOH unu KOH, unn amoHsk,
MAWN eTaHONAMWUH.

O3HayeHUTe BbLB BapuaHTUTe Ha MeTona NO-rope "MHEPTHU
pasTBopuTenn” ca pa3TBopuUTenun, KOUTO NpU JafeHUTe PeakKUUOHHU
YCNOBUSR Ca MHEPTHU, HO Bce Nak He TpsGBa fa ca UHEPTHU Npw
BCAKAaKBU PeaKLMOHHU YCNOBUSK.

CreanHeHuaTa cbrnacHo naodpereHuneto ¢ popmyna (I)
npurexasaTt OoTAUYHA xepOuunpHa akKTUBHOCT CNPAMO WUPOK
CNeKTbp OT CTOMAHCKWU BaXHWU elHO- U AByceMeAenHu nnesenu.
Cbuw,o Taka akTUBHUTEe chefunHeHns aeicteaTtT nob6pe BbpPXy TPyAHU
3a YHMUW,OXaBaHe MHOrFOroAWWIHN NneBenn, KOUTO n3Kapseart oT
KOPeHW KopeHuuwa unaum apyrv TpaHn opraHu. lNpu tosa e
6e3apa3nNuuHo ganu cy6cTaHuMuTe ce npunaararT npeaun nocABaHeTo,
npean NOHWKBaAHeTO UNKU chef NOHUKBaAHETO.

Mo-cneynanHo, B onucaHMeTo ca NOCOYEeHWU NpuMmepu 3a
npeaAcTaBuUTEeNn Ha efHO- U AByceMeAeNnHW Nnesenn, KOUTO MoraT aa
ce KOHTpOAUpaT CbC CbeAUHEHUATA CLIrNacHoO HacTOAWOTO
nsoGpeteHne, 6e3a Topa Aa OorpaHu4apa onpeneneHu snaose.

OT epHoceMenenHuTte naesenun gob6pe ce nosnuaBar



Hanpumep Avena, Lolium, Alopecurus, Phalaris, Echinochloa,
Digitaria, Srtaria kakTo # Cyperus BuaoBe ot rpynarta Ha
€AHOroOANWHATe, @ OT rpynaTta Ha MHOTOrOAUIWHUTE - BuaoseTe
Agropyron, Cynodon, Imperata kakTo un Sorgum un cwuwo Nnaabpxnusu
Cyperus Bupose.

Mpu aBycemenenHute Bugose nnesenu CNeKTbpPbLT Ha
AeiAcTBue ce NpocTUpa BLPXY BUAOBE KaTo Hanpumep Galium, Viola,
Veronica, Lamium, Stellaria, Amaranthus, Sinapis, Ipomoea,
Matricaria, Abutilon U Sida oT egHOroAMIWIHUTE, KaKTO U BbpXy
Convolvulus, Cirsium, Rumex n Artemisia ot MHOTrOroguWHUTE
nnesenu.

Cpewauwunte ce npu cneunduinuTte ycnoBusa Ha
KynTuBupaHe B opusa nnesenun karto Hanpumep Sagittaria, Alisma,
Eleocharis, Scirpus u Cyperus CbUWo MHOTo gobpe ce yHuwoxasar
OT CbefA\uHeHnaTa CLMNAacCHO HacTONWOTO UsobpeTeHue.

AKO CbefMHEHURTA CbIrNacHo naobpeTeHneTo ce npunoxar
Npeau NoKbNBaHeTO BbPXy 3eMHaTa NOBLPXHOCT, Torasa
NOHUKBAHETO Ha KbNHOBETE Ha NNeBENAUTE Ce NPEenATCTBAa HaNbLIHO
“an nNneesenute uspacrteaT [0 cTaAunil Ha 3apoAMIWIEH NUCT, Toraea
Cfupa pacTexbT UM U HaKkpas 3arMBaT HaNb/AIHO B TeYEeHUe Ha Tpu
BO YeTUpu ceamuum.

MNpu npunarane Ha geilcTBawaTta cbcTaBKa BbpPXYy 3€e5eHn
H4aCTW Ha pacTeHudaTa No meTopa cnej NoHuWKBaHe TBbpAe CKOpo
chep TpeTupaHe ChLWO HacTbNBa APAaCTUYHO CNUPaHe Ha pacTexa W
nAeseénuTe octasaT B AOCTUrHATUS NPeAN NpUNaraHeTo cTaguit Ha
pa3sutue unu 3arueaTt cnen M3BECTHO BPeMe HaNMbAHO, Taka Yye no
TO3W HaYUH BpepHUTE 3a KYNTYPHUTE pacTeHUs nnesenm TBbpAae
paHo M TpailHo ce oTcTpaHsBaT.

Makap 4e cheguHeHUsTa CbrNacHo naobpertexnueTo



noKa3BaT oTNWYHA xepbuMUMAHA aKTUBHOCT Cpelly eaHo- W
ABycemMenenHu nnesenn, KYNTYpPHUTE pacTeHWS OT CTOMAHCKM
SHAYUMKN KYNTYPWU KaTO HanNnpumep NwWeHUya, e4eMuK, pPbX, opus,
uapesuua, saxapHo UBeKNO, NaMyK U COSt UAU CAMO HE3HAYUTENHO
WAU HUKakK He ce yBpexaaT. MopaAu ToBa CbeAUHEHNATA CbraNacHo
W3obpeTeHneTo ca MHOro NOAXOAS WM Cblllo 3a cenekTusHa G6opbBa c
HeXenaH pacTex NpU CeNcCKOCTONAaHCKN NONE3HW NOCeB!.

OcBeH TOoBa, CbeguHEHUATA CbIrNACHO nsobpereHueTo
nokassart 3alenexmtenHu ceoilcTea 3a perynupaHe Ha pactexa Ha
KYATYpPHUW pacTeHusa. Te ce HamecBaT perynmpawo s cneuundpuuHaTa
o6MAHa Ha BelwecTBaTa B PaCTEHUSHTA W nopaau Tosa Morart Aa
6bAaT W3NON3BaHW 33 LENEHACO4YEHO NOBNUSBAHE Ha chbAbpXawure
Cé B pacTeHMeTo Belw,ecTBa U 3a ynecHaBaHe Ha XbTBaTa, KaTo
Hanpumep Ypea NpeauaBUKBaHe Ha Aecukauus u perynupaHe Ha
pacTexa. MopaAu ToBa Te ca NOAXOAAWM CbLO 3a o6uwo
perynmparHe u cnupaHe Ha HexenaH BeretTaTuBeH pacTex, 6es npu
ToBa Aa ce y6uBaT pacTeHuaTa. CNnupaHeTO Ha BereTaTUBHUS
pacTtex urpae ronsama pona Npu MHOro €QHO- U ABYCEMeaeNHW
KYNTypu, Tbid KaTo ¢ ToBa MOXe fa Ce HaManu MNU HaNbAHO Aa ce
naberHe narepysaHeTo.

CbheauHeHunaTa cwrnacHo usob6peTeHneTo Morar Aa ce
NpunaraTt nop ¢opmMarta Ha NpaxoBe 3a pa3npbLCKBaHe, eMynrupalim
Cé KoOHUeHTpaTh, paaTBopKu 3a pasnpbckBaHe, CpeacTBa 3a
onyapsHe unu rpaHynatum B o6uyaiAHUTe roToBM dbopmu.

Mopanwn Tosa o6ekT Ha naobGpeTeHreTo ca CblULo
XepGULUMUAHKN U perynvpawm pacrtexa Ha pacTeHuAaTa cpepcTea,
CbAbpXawmn cbeanHeHusa ¢ popmyna ().

CvenuHenunata c popmyna (I) moraTt ga ce npuroTBAaT B

FroToBM ¢OPMM NOo pa3annyeH Ha4YunH, cnopep ToBpa KakeBu GUONOTUYHN
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M/Mnn GUINKOXUMUYHM NapaMeTpu ca 3afafeHn NpenBapUTENHO.
KaTo BLb3MOXHOCTM 3a roToBM GOpPMWU Ce UMAT NPpeaBUA HanpuMmep:
OMokpsiuium ce npaxose (WP), sogHopaaTsopumu npaxose (SP),
BOAHOPA3TBOPUMMU KOHUEHTPATK, eMyArupaim ce koHyeHTpartu (EC),
emyncumu (EW) kato macno BbB BOla M BOoAa B Macno eMyncun,
pas3TBoOpyW 3a pa3npbckBaHe, CYCMEH3NOHHMN KOHUeHTpaTu (SC),
Aucnepcuu Ha 6a3a Macno unu Bofa, pa3aTBOPU CMecCBalU Ce ¢
mMacno, cycneHauu 3a kancynw, cpeacrtea 3a onygpsHe (DP),
cpencTsa 3a GaliuBaHe, rpaHynaTu 3a NpunaraHe Yypes HanpbLCkBaHe
Whu 3a npunaraHe sbpxy noyearta, rpaHynatu (GR) kaTo
MUKPOrpaHynaTu, rpaHynaTu 3a pasnpbckBaHe U afCOPGUNOHHMU
rpaHynatu, soaHoaucneprupawm ce rpaHynatu (WG),
BOAHOpa3TBOpUMK rpaHynatu (SG), ULV-dopmu, Mukpokancynm u
BOCbHUM.

Teau oTaenHn Tunose GoOpMU ca NO NPUHLMUN NO3HATU U ca
onucaHu HanpumMmep B: Winnacker-Kichler, “Chemische
Technologie”, Band 7, C.Hauser Verlag Munchen, 4 Aufl. 1986,
Wade van Valkenburg, Pesticide Formulations”, Marcel Dekker,
N.Y., 1973, K.Martens, “Spray Drying” “Handbook, 3rd Ed.1979,
G.Goodwin Ltd.London.

Heo6xoauMuTe NnoMouWHN cpeacTBa 3a U3rOTBSIHE Ha
$dopMUTE KATO MHEPTHU MaTepuann, NOBLPXHOCTHOAKTUBHMW
BeuiecTBa, pa3TBOpPUTENU U ApPYruM A06aBKWU Ca CbL,O NO3HATHU
n ca onncaHun Hanpumep: Watkins, “Handbook of Insecticide Dust
Dituents and Carriers, 2nd Ed., Darland Books, Caldwell N.J.,
H.v.,Olphen, “Introduction to Clay Colloid Chemistry”, 2nd Ed., J.
Wiley & Sons, N.Y., C. Marsden “Solvents Guide"”, 2nd Ed.,
Interscience, N.Y., 1963, McCutcheon's “Detergents and

Emuisifiers Annual”, MC Publ. Corp., Ridgewood N.J., Sisely and



Wood, Encyclopedia of Surface Active Agents”, Chem. Publ.Co.Inc.,
N.Y. 1964, Schonfeldt, “Grenzflachenactive Athylenoxidadductqg”,
Wiss.Verlagsgesell., Stuttgart 1976, Winnacker-Kichler,
“Chemische Technologie”, Band 7, C. Hauser Verlag Munchen, 4
Aufl. 1986,

Ha Gasa Ha Tean ¢opmMu MoraT ga ce NPUroTBST CbuWo
KoMOuHaLuKM ¢ Apyru necTUUMAHOAGHCTBALWM BelwecTBa KaTo
Hanpumep nHcekTUUMAK, aKapuuuam, xepbuumnamn, GYHrMLMAN KakTo
“ c o6esonacaBalm cpeacTBa, TOPOBE U/UNKU PerynaTopu Ha
pacTexa kaTo rotoeu GOpMU AU KaTo peaepeoapHa cMmec.

MpaxoBeTe 3a pasnpbckBaHe ca PaBHOMEpPHO
Aucneprupauwu ce Bb8 Boja NpenapaTtu, KOUTO ocBeH AelicTBawaTa
CbCTaBka CbAbLPXAT U pa3penuTenn WAK MHEPTHU Bel,ecTea,
NOBLPXHOCTHOAKTUBHMK BelecTBa OT NOHHA WAW HelHOHeH sug
(oMoKpsWM M Aucneprupawm cpeacTea), Hanpumep
nonuoKCcUeTUNUPaHu ankunpeHonu, NONNOKCUETUNNPAHU MACTHHU
ankoxonu, NONUOCKCUETUAMPAHN MACTHU aMUHU, NONUTNNKON-
etepcyndaTtu Ha MaCTHM ankoxonw, ankaHcyndoHaTw,
ankunbeHaoncyndoHaTu, HaTpues nurHuHcyndoHaT, HaTpuen 2,2’-
AvHadTunmeTaH-6,6'-gucynpoHaT, HaTpues AnGyTunHadpTanuH-
CYN@oHaT UMK CbLLO HaTPUeB oneounMeTUNTaypaT. 3a NonyyapaHe
Ha pa3npbcKBalmn ce Npaxose, xepSUUNOHUTE BewecTBa ce cMunarT
$nHO B oO6uyailHn anapaTypmu KkaTo HYKOBU MenHuun, cTpytHum
MEeNHUUN U MUKPOHU3ATOPU U €JHOBPEMEHHO UNKN cnepn ToBa ce
cMecBaT C NOMOLUHUTEe cpeacTBa.

EmMyarupauwmre ce KoHueHTpaT ce nonyvyasaT ypea
pasTBapsHe Ha aKTUBHOTO BeWECTBO B opravae‘H paaTBoputen,
Hanpumep 6YTaHON, UUKNOXEKCAHOH, AUMETUNDOPMaAMUA, KCUNON

MU CbLUO BUCOKOKUNAILM apOMAaTHU CbeUHEHUS 1 Bbrnesogopoan
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Mnu cMecn OT OpraHWYHKW pastTesoputTenn npu aoGassHe Ha €4HO UAM
nosevye NOBLPXHOCTHO akKTUBHMW BelWecTBa ¢ MOHHaA U/MNU HelOHHa
npupopa (emynratopu). Kato emynratopu mMorart aa ce npunarar
HanpuMmep KanuuesBu ConuM Ha ankunapuncyndoHoBaTa KucenumHa
Kato kanuues pgogeunnbeHaoncyndoHaT unm HeiAOHHN eMynratopm
KaTo NONUFAMKONOB €cTep Ha MAacTHa KUCenuHa, ankunapumanonm-
rnukoneTep, NONUrANKONeTepP Ha MAaCTHW aNKOXOAW, KOHAEH3aLUOHHMU
NPOAYKTU HA NPONUNEHOKCUA-@TUNEHOKCUA, ankunnonueTep,
copfuTtaHecTep KaTo HanpuMmep cop6UTaHOB ecTep Ha MacTHa
KncennHa uanm nonuokcuetruneHcopbmutaHoB ecTep KaTo Hanpumep
nonnokcueTuneHcopOUTaHOB eCTep Ha MacCTHa KUCeNnuHa.

Cpeacrteata 3a onyapsHe ce NPUTroOTBAT Ype3a CMUaHe Ha
aKTUBHOTO BelWwecTBO ¢ PUHO pa3npeneneHn TBLPAK BelecTBa KaTo
HanpuMmep Tank, NPUPOAHN FNUHK KATO KAaONUH, GOHTOHUT U
nMpoPuNnuT Nan HPy3opHa NpPHLCT.

CyCneH3anoHHUTe KOHUEHTPpaTW MOoraTtT ga 6bAaT Ha BOAHA
unu MacneHa Gasa. Te mMorart aa ce NPUroTBAT HanNpuMmep 4Ypes
MOKpPO CMUNaHe nocpeAacTBoM Oo6UYallHM TOMNKOBU MeNHWWW, B AaneH
cnyvyaih ¢ po6aBaHe Ha NOBbLPXHOCTHOAKTUBHU BeW,ecTBa KakTo Be4e
ca cnoMeHaTw no-rope nNpu Apyru Buaose Gopmu.

EMyncuunrte, Hanpumep Macno BbB Boaa emyncuute (EW) ce
NPUroTeaT Ypes pa3lbbpkBaHe, KONOUAHO CMUNAHe W/WNWU CTAaTUYHO
cMecBaHe Npu nNpunaraHe Ha BOAHW OPraHUYHW Pa3TBOPUTENU U B
AapeH cnyyah NoBbLPXHOCTHOAKTUBHKN BelecTBa KakTo Be4ve ca
CnoMeHaTwu no-rope nNpun Apyru Tunose ¢opmu.

fpaHynaTuTe MoraTt ga ce nonyyaT UAuM ypes
pa3npbCcKBaHe Ha akKTUBHOTO BeWecTBO BbpxXy a6CcOoGUUOHHO
cnoco6eH rpaHynupaH UHepTeH MaTepuan UNM Ypesa HaHaCsHe Ha

KOHUEeHTpPaTKu OT aKTUBHOTO BewWecTBO NOCPeLCTBOM AeNUNHNU
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CpeAcTBa, HaNpuMep NONUBUHUNANKOXON, HATPUEB NONUAKPUAAT Unw
CblUlo MUHEPaNnHM Macna BbPXy NOBbPXHOCTUTE Ha HOCUTENU KAaTo
MACHK, KAONUHUT UNK rpaHynupaH uHepTeH Matepuan. fa ce
FPaHynmMpaT MoraTt M NnoaAxoAnsiLM aKTUBHW BewecTBa NO o6uYailHus
Ha4YuH 3a nNony4yasaHeTO Ha rpaHynaTu OT TOpoBe, NO XenaHue B
cMec ¢ Topose.

BoaHoaucneprupawmnTe ce rpaHynaTtu ce nonyyasaTt no
NPaBuNo CbrnacHo o6u4aitHuTe MeTOAM KaTo pas3nNpPaWUTeNHo
CyweHe, rpaHynupaHe B KUNSW, Cnoil, rpaHynupaHe B Tapenkm,
CMecBaHe C BUCOKOCKOPOCTHU CMecCUTenu n excTpyaus 6ea TBbpA
WHepTeH MaTepuan.

3a nonyyaBaHeTo Ha TapenkoBM FpaHynaTw, ekcTpyaaTw,
FPaHynaTu nony4eHu 4pes pasnpallaBaHe, rpaHynaTu NonyyYeHu B
Kunaw, cnot Bux “Spray-Drying Handbook”, 3rd Ed., 1979,
G.Goodwin Ltd., London, J.E. Browning, “Agglomeration”, Chemical
and Engineering 1967, s. 147ff, “Perry’s Chemical Engineer’s
Handbook”, 5th Ed., McGraw-Hill, N.Y. 1973, s. 8-57.

3a Apyru 0co6eHOCTH NPM NPUTrOTBAHETO Ha FOTOBU HOPMM
OT cpencTea 3a pacTuTenHa 3auwuTta Bux cbwo G.C.Kingman, Weed
Control as a Science”, John Wiley and Sons, Inc., N.Y., 1961, s.81-
96 u J.D.Freyer, S.A.Evans, Weed Control Handbook”, 6th Ed.,
Blackwell Scientific Publications, Oxford, 1968, s. 101-103.

ArpoxMMu4HuTe NpenapaTtn cbAbpPXaT Mo npasuno 0,1 po
99 TernosHu %, no-cneumanHo 0,1 Ao 95 TernoBHM % akKTUBHO
BewecTtso ¢ ¢dopmyna (I). B npaxoBeTe 3a pa3npbCKBaHe
KOHUEHTpauusaTa Ha aKTUBHOTO BeWECTBO 3aeMa HanpuMep oKono
10-90 TernoBHu %, ocTaTbKbT A0 100 TernoBHu % ce CbLCTOM OT
o6uyalHUTe CLCTAaBHM 4HacTW Ha rotosuTe dbopmu. MNpw

eMyJirnpauinTe ce KOHUEHTPaATU KOHUEHTPpaLUUATa Ha akTUBHaTa
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CbCTaBka Moxe pa 6bae okono 1 go 90, 3a npegnovutaHe 5 go 80
TernosHu %. dopmure 3a onyapaHe cbabpxaTt 1 o 30 TernosHu %
aKTUBHO BewecTso, 3a NpeanoYUTaHe rnaBHo 5 A0 20 TErNoOBHM %
aKTUBHO BelecTBO, pa3TBLPUTE 3a Pa3NPbLCKBAHe CbAbpXaT OKONO
0,05 po 80, 3sa npeanountane 20 A0 50 TernoBHu % akTuUBHO
BewecTtso. lpn BogHOAUCNEpPrUupawmnTe ce rpadynartm
CbAbPXAHMETO Ha aKTMBHO BeLLECTBO 3aBUCK OTHYACTM OT TOBa Aanwn
aKTMBHOTO CbeMHEHWEe e Te4YHO UNU TBLPAO W KakBoO rpanynupauo
NMOMOUWHO CpeanCcTBO, NbAHUTEN U T.H. Ca U3NON3BAHMU. Mpwn
Aucneprupawure ce BLB BoAa rpaHynaTi CbAbPXaHUeTO Ha akKTUBHO
BOLWecTBo e Hanpumep mexay 1 A0 95 TernoBsHuU %, 3a
npeanouyuntaHe Mmexay 10 no 80 Ternosuu %.

OcBeH ToBa roToBuTe $OpPMU C aKTUBHUTE CbCTaBKM
CbAbPXaT B RafeH cnyyait o6UYaitHN aaxe3nBHM, OMOKpPSLWN,
Aucneprupalmn, eMynrupauiu, NeHeTpaLUOHHMU, KoHcepBUupauwm
CpeAcTBa, cpencTBa NPOTUB 3aMpb3BaHe U pasTBOpuUTEenm,
MbAHUTENN, HOCUTeNN 1 Barpuna, NPOTUBONEHUTENN, cpeacTtBa
nNpensTcTBawWu wanapaBaHeTo U cpeacTBa nosnuasawm pH
CTOMHOCTTAa M BUCKO3UTeTa.

3aeAHO C aKTUBHUTE BELW,ECTBA CbIrNaCHO nsobperteHmeTo B
rotoeuTe GOpMU MAU B pe3epBOapPHUTE CMECU MoOraT ha ce
BbBEXAAT W3BOCTHN aKTUBHMW CbCTaBKMN KAaTO TE3W ONUGAHU B Hanp.
oT Weed Research 26, 441-445(1986), unu "The Pesticide Manual”,
9th ed., The British Crop Council,1990/91, Bracnell, England un
unTupaHata TaM nutepaTtypa. Kato M3BEeCTHU OT nutepartypaTa
xep6uumamn, KOUTo MoraT ga ce KOMOGUHUPAT CbC CbeAUHEHUNTA C
dopmyna (l), ca Hanpumep cnegHUTe aKTUBHM BeuwecTsa
(3a6enexka: CbefAMHEHUATA Ca NOCOYEHU UAMK C TAXHOTO ob6uvyaitHo

HauMeHoBaHue cnopep International Organisation for



Standardization (ISO) uan ¢ XMMUYECKOTO UM HanmeHoBaHue, ggf.
3aeAHO ¢ obwonpueTy KOROBM HOMepa): aueToxnop, aundnyopoeH,
AKH 7088 - [[[1-5~[2-xnopo-4-(‘rpu¢nyopome'run)cbeuoKcvn]-2-
an'poq:euun]-2-MeToxcmeTunnneH]aMMHo]oxcM]ou,eTHa KNCenumHa u
HeiiHWa MeTunoB ecTep, anaxnop, anokcManm, aMeTpuH,
amunpocyndypoH, amutpon, AMS - amoHues cyndamar, anunodoc,
acynawm, atpasuH, asumcyndpypon (DPX-A8947), 6ap6aH, BAS 516 H
- 5-¢nyopo-2-¢enmn-4l‘—3,1-6eHachaaauH-4-0H, 6eHa30nNuH,
6endnypanuH, GeHdypecar, 6eHcyndypoH-meTun, GeHcynug,
6eHTa3oH, 6eH3odeHan, GeHsodnyop, GeHsounnpon-eTun,
6eH3THMa3ypoH, 6uanadoc, 6udeHokc, 6poMayun, GpomoGyTua,
6poMOdEeHOKCUM,6POMOKCUHMA, 6pomMypoH, 6yMuHadoc,
6y30KCHHOH, ByTaxnop, 6yTamudoc, GyTeHaxnop, 6yTunason,
6yTpanuH, 6yTunar, kadpenctpon (CH-900), Kapb6etamug,
kadeHTpasoH (ICI-A0051), CDAA - 2-xnopo-N,N-gu-2-
nponeHunauetamun, CDEC - 2-xnopamunos ectep Ha
Anetunautuokapb6amMuHoBa KMUCenuHa, XnomMetTokcudeH, xnopambex,
xnopasudon-6yTun, XnopMeaynoH (ICI-A0051), xnop6pomMypoH,
xnop6ydpam, xnopdeHak, xXnopédnypekon-meTun, xnopuaaaoH,
XNOPUMYPOH-€TUN, XNOPHUTPOGEH, XNOPOTONYPOH, XNOPOKCYPOH,
xnopnpodam, XNopCcyndpypoH, XnopTtan-aAuMeTUN, xnoptuamug,
UMHMETUNUH, UNHOCYNPYPOH, KNeToAnyM, KnoauHadhon n Herosm
ecTepHun NnpouasoaHu (Hanp. KnoauHadon-nponaprun), KNomasoH,
KnoMeTpon, KNONPOKCUMAWUM, KNONUpanua, KYMANYpPoH (JC 940),
unaHasuH, uuknoar, uuknocyndamypoH (AC 104), LuKnokcuaum,
UNKNYPOH, unxanodon u HeroBu ecTepHU NPOU3IBOAHMN (Hanp.
6yTunos ectep, DEH-112), uunepkeaT, uunpasuH, yuunpason,
AWaMmypoH, 2,4-DB, pananoH, neameandam, Ae3MeTpuUH, gu-anar,

Ankam6a, guxnoGeHun, auxnopnpon, Auknodon n Heros ecTep KaTo
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AvKknodon-meTtun, aueTatun, AMPeHoOKCYpoH, andeHaokear,
AnbnydeHukaH, AuMmePypoH, AMMeTaxnop, AUMETaMeTPUH,
AvumeteHamuna (SAN-582H), pMMeTa3oH, KNOMa30H, AUMETUINMUH,
AumeTpacyndypoH, ARHUTPaMWUH, AuHo3elb, auHoTepO, AndeHamuna,
AunponeTpuH, aukeaT, AutTuonup, anypoH, DNOC, ernnHasauH-eTun,
EL-177 - 5-unaHo-1-(1,1-anmeTunetun)-N-metnn-1H-nupason-4-
kap6okcamup, engotan, EPTC, ecnpokap6, etandnypanuH,
eTaMeTcyndpypoH-MeTUn, eTUANMYPOH, eTUO3UH, eTodpymMmecaT, F5231
- N-[2-xnopo-4-dnyopo-5-[4-(3-dnyoponponun)-4,5-guxnapo-5-
okco-1H-teTrpason-1-unjdennnletaHcyndpoHamupg, etokcudeH un
HeroB ecTep (Hanp.etunosB ectep, HN-252), etoBenszaHug (HW 52),
dbeHonpon, deHokcaH, peHokcanpon n deHokcanpon-P KkakTo u
Heroe ecTtep, Hanp. ¢eHokcanpon-P-etun n peHokcanpon-etTna,
denokcuaum, deHypoH, dpnamnpon-metun, dnasacyndpypoH
¢dnyaaucdon n dnyasndon-P n TexHn ectepu, Hanp. ¢nyasudon-
6ytvn n ¢dnyasaundon-P-6ytun, ®nyxnopanuH, GpnymeTcynaH,
dnymeTypoH, dnymMmuknopak u Heros ectep (Hanp. ¢eHunos ecrtep,
S-23031), dnymnokcaaunu (s-482), dnymunponunH, dnynokcaH (KNW-
739), dnyopogudeH, pnyopornukodeH-etun, ¢onynponauyunn (UBIC-
4243), dbnypnaoH, GaypoxnopuaoH, dpypokcunup, GaypraMoH,
domesadeH, posamuH, dypunokcudeH,rnyposumHaT, rnndosar,
xanosaTeH, xanocynpopoH u Heros ectep (Hanp. metunectep, NC-
319), xanokcudon n Heros ectep, xanokcudon-P (= R-
xanokcu@don) n Heros ecTep, XeKCa3auHOH, nMalameTabeH3-MeTuUN,
nMas3anup, UMa3akBWH U CON KaTO aMOHUeBa CON, uMaleTametanup,
uMaseTtanup, UMa3ocyndpypoH, NOKCUHUN, n3okapBamua,
naonponanuH, M3oNPOTYPOH, N3OYPOH, usokcaeH, naokcanupudon,
kap6ytunaTt, naktodeH, neHauyun, nuHypoud, MCPA, MCPB,

mekonpon, medeHauer, mepnynaun, MeTaMUTpPoOH, MeTasaxnop,
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MeTaBeH3TNa3ypoH, M@TaM, MeTa3oN, MeTOKCUGHEHOH, MeTUNAUMPOH,
MeTa6eH3ypoH, MeTo6eH3ypoH, MeTo6pOMYPOH, MeToNnaxnop,
meTocynam (XRD 511), MeToKCYpoH, MeTpuGy3uH, MeTCYNnPypoH-
meTun, MH, monnMHaTt, MOHaNuWA, MOHOoKapG6amua auxuaporeHcynoar,
MOHONUHYPOH, MOHYPOH, MT 128 - 6-xnopo-N-{(3-xnopo-2-
nponexHnn)-5-metun-N-peHnn-3-nnpnaasnHamuH, MT 5950 - N-[3-
xnopo-4-(1-metTunetun)pexHun]-2-MmetTunneHTaHaMmua, HanpoaHunua,
Hanponamug, Hadtanam, NC 310 - 4-(2,4-puxnopoGensonn)-1-
MeTUN-5-6eHaunokcunupaaon, He6ypoH, HUKOCYNPYpPOH,
HUNUPaKknodeH, HUTPaNUH, HUTPOPEH, HUTpodyopdeH,
Hopdnypa3oH, opberkapl, opu3annH, okcaauaprun (RP-020630),
oKkcaaumasoH, okcubnyopdeH, napakearT, nebynaTt, neHAUMeTanuH,
nepdnynpnoH, peHuaodam, denmeandam, nuknopam, nunepodoc,
nupubytukap6, nupudeHon-6yTun, npeTunaxnop, NPUMUCYNPYPOH-
MeTWNn, NMpouuasnH, NpoauamMuH, NpodbnypanuH, NporanHasnH-eTun,
NPOMETOH, NPOMETPUH, Nponaxnop, NponaHun, nponaxusadon u
Heroe ecTep, nponaauH, npodam, Nponuaoxnop, nponusamua,
npocyndanuH, npocyndokapb, npocyndypoH 1CGA-152005),
npuMaxnop, NUPasoAUHAT, NUPa3OH, NMPaA3OCYNPypPOH-eTUn,
nupasokcudeH,, nupuaart, nuputnobak (KIH-2031), nupokcodon u
Heroe ecTep (Hanp. Nponaprunos ectep), XUHKNOPaK, XUHMepaKk,
XUWHOGON U HEeroBo ecTepHo NPOU3IBOAHO, xu3anodon n xusanoodon-
P U THXHO €CTEePHO NMPOU3BOAHO Hanp. xusanodon-eTun, xusanopon-
P-tedypun v -eTUN, PEHPUAYPOH, pumcyndypon (DPX-E 9636), S
275 - 2-[4-xnopo-2-¢nyopo-5-(2-nponuHmnchv\)cpeva]-4,5,6,7-
TeTpaxuapo-2H-uxHaason, cekGymMeToH, CETOKCMAUM, CUAYPOH,
cuMa3uH, cumeTpuH, SN 106279 - 2-[[7-[2-xnopo-4-
(Tpmcbnyopouewn)cbenoxcw]-2-Ha¢TaneHMn]OKcu]—nponaHoea

KWCEeNWHa W HEeWH MeTUnoB ectep, CYndeHTpa3oH (FMC-97285, F-
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6285),cyn¢aaypon,cyn¢0MeTyp0H-MeTMn.cyn¢oaaT(KN-A0224L
TCA, tefytam USCP-5544),TeoyTuypon,Tepdauun,repcyxapﬁ,
Tepﬁyxnop,TepGyMeTou,TepGminaaMH.TepGyTpMH,TFH 450 - N,N-
nneTun-S-u2-eTun-6-MeTun¢eHun)cyn¢0HMn]-1FL1,2,4-Tpmason-1-
kap6okcammua, TueHunxnop (NSK-850), tTnasadpnypoH, Tusonup
(Mon-13200),runuaamuun(SN-124085),Tu¢eHcyn¢ypon-MeTun,
TnobeHkap6, TuokapGasun, Tpankokcuaum, Tpu-anarT,
Tpuaaacyn¢ypon,Tpmaao¢enamnn,TpMGeHypon,TpMGeHypoH-
MeTWUA, TPUKNONUP, TpuaudaH, Tpuetaaud, TpudnypanuH,
Tpu¢nycyn¢ypon|necTep(Hanp.MeTunosecTep,DPX-66037L
TpMMeTypOH,TCMTOAe¢,BepﬂonaT,VVL1105471 - 6-peHokcu-1-[3-
(Tpu¢nyopoue7mn)¢eﬂmn]1H-TeTpaaon,IJBH-509,D-489,LS 82-
556, KPP-300, NC-324, NC-330, KH-218,
DPX-N8189, SC-0774, DOWCO-535, DK-8910, V-53482, PP-600,
MBH-001, KIH-9201, ET-751, KIH-6127 n KIH-2023.

3a npunaraHe, HaMupauuTe ce B TbproBcko AOCTbNHA
dopma rotTosu GOpMU B AafeH cnydvaih ce paspexaar no o6uvaeH
HauWH Hanpumep Npu nNpaxoseTte 3a pa3npbcKkBaHe, eMynrupauwure
ce KOHUeHTpaTu, Aucnepcun U BogHoaAMCnNeprupaliuTe ce rpalynatu
c sopa. Npaxoo6pasHuTe npenapaTi, rpaHynaTtuTe 3a noysarta unu
3a pasnpbcKkBaHe, KakTo W paa3TBopuTe 3a pa3npbckBaHe,
o6MKHOBEHO He ce paapexaaT nNnoseye C UHEPTHW BewecTBa npean
npunaraHeTo UM.

A. XUMUYHN METOLOMN
CbkpaweHus: JaHHUTE 3a NPOLUEHTHOTO U KONUYECTBEHOTO
CbOTHOWEHNE ca TerNOBHMK, aKo He € TMOCOYeHO CNeynantHo.

NPUMEP At

N-TpeT-GyTnn-S-6pouomeTmn-2-MeT0chKapéouun—

GeH3socyndoHamua



PaaTtsop Ha 54,8 g (192 mmol) N-TpeT-6yTun-2-
MeTOoKcukapboHun-5-metunGeHaoncyndoHammg 8 420 mi
TéTpaxnopmeTaH, nNoA 3alluTHa asoTHa atMocdepa cnel npubassHe
Ha 36 g (202 mmol) N-GpomcykunHumug n 0,5 g
azobucuaobyTupoHuUTpUnN
ce Harpsasa nop o6paTeH xXNafHUK U €lHOBPEMEHHO ce 06AbYBa C
hamna ¢ AHeBHa cBeTNUHA B NpoAbNXeHWe Ha 6-8 yaca. Cnepn Tosa
pPasTBOPBT Ce puUNTPMPa M NOCNEAOBATENHO CE NPOMUBA C pasTBOp
Ha HaTpues 6UCynduUT, pa3TBOpP Ha HaTpues xnpporeHkapGoHaT u
BoAa, cywwu ce Han NaSO4 v ce uanapasa HanbAHO nop BakyyMm.
Cnea kpucTanuampaHe Ha ocTaTbka NOJ BaKyyMm U3
Aunsonponunertep/ eTtunauertart ce nonydyasa 41,9 g (57%) N-Tper-
6min-5-6p0M0MeTMn-2-MeToxcuxap60Hundeﬂsoncyn¢onauuq<:T.
Ha ToneHe 88-90°C.

NMPUMEP A2

N-Tper.GyTun-asnaomMeTun-2-meToKcUKapGoOHMUN -
GeHaoncyndoHamua

PaaTtesop Ha 25,5 g (70 mmol) N-TpeTt.6yTnn-5-
GpOMOMeTmn-Z-MeToxcuKapﬁouunﬁeuaoncyncbouaunp, m59g (90
mmol) HaTpues a3ua B 240 ml eTaHon ce Harpsdsa B NpogbnxXeHue
Ha 6 Yaca noj o6paTeH xnaAHWUK. HenocpeacTBeHo cnep ToBa ce
n3napssa HaNbLAHO M OCTaTLKBLT Ce ekcTpaxupa ¢ Boaa/eTunayeTar.
ExcTpaxupaHeTo Ha CypoBUS MPOAYKT C AUUIOAPONUAOE eTep soam
Ao nonyyasaHe Ha 16,6 g (72,5%) N-TpeT.yTun-5-aangomerun-2-
MeTokcukapGoHunbeHaon-cyndoHaMua ¢ T. Ha ToneHe 63-65°C.

NPUMEP A3

N-dyTMn-S-aMMHOMeTun-Z-MeToxcmxapdonundeﬂaon-

cyndoHamup
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16,3 g (50 mmol) N-TpeT-6yTun-5-aanaoMeTun-2-MeToKcu-
kap6oHunGeHaoncyndoHamup ce pasTBapsT B 300 ml n ce xnppupa
Bbpxy Pd/C (56%). NsxopHaTa cMecC ce éunTpupa u ce usnapsasa
HaNbAHO. M3NaaHaNUAT CYPOB NPOAYKT ce NpeyYyncTsBa 4ypes enynpaHe
Ha KW3eNnrenHa KonoHa ¢ eTunayerat/MetTaHon 4:1. Mony4yaBaTt ce
11,2 g (74%) N-TpeT.yTun-5-amuHomeTunn-2-
MeTokcukapBoHunbeHaon-cynpoHamMua KaTo BUCKO3HO Macno.
TH-AMP (100 MHz, CDCl3): 8 = 1,25 (s,9H,C(CHa)a),
1,80 (bs,2H,NH?),
3,95 (s,3H,0CH3),
4,00 (s,2H,Ar-CHy),
6,20 (bs, 1H, SO2NH),
7,68 (dd,1H,Ar-H).
7,80 (d,1H,Ar-H),
8,10 (dd,1H,Ar-H).
NPUMEP A4
N-TpeT-Gmin—S-aueTaMM.qoMeTMn-2-MeT0KcuKap0Hun-
GeHaoncyndoHamug
KbM oxnageH go 0°C paatsop oT 2,01 g (6,7 mmol) N-
TpeT-GyTvm-5-aMm-loMeTun-2-Me'roxcukapGOHnnGeHsoncyncbouaMun
m 0,93 mi (6,7 mmol) TpueTunaMmuH B 30 ml gaguxnopMeTaH Ha Kanku
ce nputassaT 0,63 g (8 mmol) aueTunxnopua pasTeBopeH B 10 ml
auxnopMmeTaH U ce pa3abbpkea B NpoOAbAXEHWE HA 2 yaca npu ctaiHa
TemnepaTypa. PeakuMOHHUAT pa3TBOp Ce NpoMUBa ¢ BOAA, Cyln cé
W ce uanapsea HanNbAHO NOA HaManeHo nanaraxe. fMonyyasar ce 2,1
g (91%) N-Tpe1‘-6y7un-5-au.eTaMmp,ouemn-2-MeT0KcuKap60Hun-

GenaoncyndoHaMmna kaTo BUCKO3HO Macno.



Olees

.75

"H-9MP (MHz,CDCl3): 8 = 1,25 (5,9H,C(CHa)a),

2,05 (s,3H,COCHy3),
3,95 (s,3H,0CH3),
4,50 (s,2H,Ar-CHy),
6,15 (s, 1H, SO2NH),
6,38 (bt,1H,NH).
7.47 (dd,1H,Ar-H),
7,75 (d,1H,Ar-H).
7,95 (d,1H,Ar-H).

NPUMEP A5

5-aueTaMM,qomeTun—2-eToxcuKapGOHundenaoncynq)ouaMMp,

PaaTtsop Ha 2,09 g (6,1 mmol) N-TpeT-6yTun-5-
aueramunomemn-2-Me'roxcm(apconunGeuaoncyndJouaMM.q 8 25 mli
TpudpnyopoueTHa KucenmHa ce pasbbpkBa B NpoAbAXEHUE HA 14
yaca NpuW cTailHa TemnepaTypa WU cnep ToBa ce uanapsaea HaNwuAHO.
Cnef KpUCTanuaupaHe Ha ocTaTbka M3 eTunaueraT ce nonydasa
1,33 g (76%) 5-ayeTaMuaoMeTun-2-metokcukapB6oHunGeHaon-
cynpoHamMmnp ¢ T. Ha ToneHe 173-175°C.

NPUMEP A6

N-[(4.6-AumeToxcmnupuMunuH-2-Mn)aMMH0Kap60HMn]-5-
aueTamunomeTnn-2-MeToxcuKapdouvmﬁeuaoncyncbouamup,

KbMm cycneHaus ot 1,3 g (4,54 mmol) 5-auetamupaomeTun-
2-meTokcukapboHmnGeHsoncyndpoHamua v 1,25 g (4,54 mmol) N-
(4,6-nmvue'roKcnnmpumunmu-2-un)cbeuunkapdauar 8 20 mli
aueToHNTpUAN
ce npu6aes npu 0°C 0,69 g (4,54 mmol) 1,8-anaszabuuunknof[5.4.0]-
yHaeu-7-exd. Cnen 2 yaca npu ctaliHa TeMnepaTypa ce pa3pexaa C

Bofa U AMEeTUNOB eTep, NOAKUCNABA Cé CbC CONHA KUCeNnuHa no pH



o mhy efe e
1-2 w wanagHanaTta ytaiika ce ¢puntpupa u cywu. lNMonyyasar ce 1,32
g (62%) N-[(4,S-AMMeToxcunmpMMmp.MH-Z-vm)aMMHoxapGOHmn]-5-
au.eTaMMp.omeTun-2-MeToKcvnKapﬁouunﬁeuaoncynd:ouamun C T. Ha

Tonexe 149-150°C.

B cnepapawute Tabnnumn 1-4, cbeauHenusTa ¢ dopmyna (n
(W= 0, A= nupuMuanHun nau TpuasauHuna) ce nonyvapart
aHanorwyHo Ha npumepu Al pno A6 . B ta6namuute o3HauyeHuqaTa ca:
T.T1. = TemnepaTtypa Ha ToneHe B °C
Cuvepn. = Mopenexn HOMep Ha CbeAMHEHMWETO = HOMepa Ha npumepa
Me = Metun = CH;
Et = ETun
Bu = n-Bu = HOpM-6yTun = H-C4Hg

Ph = denun
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Cuea. R’ R RS R? X Y Z T.1°C
1 CO,CH; H CHO H OCH, OCH, CH 124-125
2 " " " H  OCH, CH, CH
3 - - " H CH, CH, CH
4 . . - H CHy OC,Hg  CH
5 - - - H OCH;  OCH, N
6 - - - H  OCH, CH, N
7 - - . H OCH, c CH
8 - - - H OCFH  CHg CH
9 . - " H OCF,H  OCF,H  CH
10 - - . H OCH, Br CH
Moo - . H OCH, OC,Hg  CH
12 " - - H OCH, SCH;  CH
13 - " . H OCH, OC,Hg N
18 - . - H OCH, OCsH,  CH
15 " - - H CH, cl CH
16 " " - H Cl OC,Hg CH
17 - - H OC,iHg  OCHg  CH
18 " . - H CHg OCH,4 CH
19 - - - H CF, OCH, CH
20 - - " H OCH,CF; CH, CH
21 * - " H OCH,CF; OCH, CH
2 " " . H OCH,CF; OCH,CF; CH
23 - - - H  OCH,CF; OCH, N
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24 " - - | H OCH, CH(OCH;3), CH
25 " s . CH; OCH, OCH,4 CH
26 " - - CH; OCH;  CH, N
27 H COCH, H  OCH, OCH, CH 148-150
28 . - H  OCH, CH, cH
29 - - . H CH, CH, CH
30 - - - H CH;  OCHg CH
31 - . - H OCH, OCH; N
32 - - - H OCH, CH, N
33 - " H OCH, cl CH
38 - " » . H OCFH  CHy CH
3 " " " M. OCF,H OCF,H  CH
s - - - H OCH, Br CH
37 - - . H  OCH, OC,Hg  CH
g - " . H OCH, SCH, CH
g - " " H  OCH, OC,Hg N
490 - - H OCH;  OCjH,;  CH
41 - - H CH, cl CH
42 - - - H C OC,Hg  CH
43 " " H OC,Hg  OC,Hs  CH
44 " " " H C,Hg OCH,4 CH
4 - " - H CF, OCH,4 CH
46 - - H OCH,CF; CHy CH
47 . . H OCH,CF, OCH, CH
48 - - - H OCH,CF, OCH,CF, CH
4 - . - H OCH,CF; OCH, N
50 ° - o H OCH;  CHIOCH,), CH
51 - - " CH; OCH4 OCH; CH
52 " - " CH; OCHy4 CH, N
53 " CH, CHO H  OCH, OCH,4 CH 171-175
54 " . " H OCH, CH, CH 135-140
55 " " " H CH, CH, CH 123-126
56 " " - H CH, OC,Hg  CH
57 " - " H OCH, OCH, N
58 " " " H OCH, CH, N 105
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59  ° - - H OCH; cl CH 125-130
60 - - " H OCF,H  CHy CH
61 " " H OCFH - OCFH  CH
62 ° . . H OCH; Br CH
63 * . - H OCH, OC,Hg  CH
64 ° " . H OCH; SCH; CH
65 " - - H OCH;  OCHs N
66 " . . H OCH, OCsH,  CH
67 - " - H CH, ci CH
68 * " - H C OC,Hg  CH D
69 - - - H OC,iHg OCHg  CH
70 - . " H . C,Hg OCH,4 CH
7t " - H CFy OCH, CH
72 - - - H OCH,CF; CHj CH
73 " - H OCH,CF; OCHy CH
74 - - - H OCH,CF; OCH,CF; CH
75 " - - H OCH,CF; OCH; N
7 " - - H OCH,  CHIOCH,), CH
77 " - - CH, OCH, OCH, CH
78 " . . CH; OCH,4 CH, N
79 " CH, COCH, H OCH, OCH, CH 146-149
8o " " H OCH, CH, CH
81 " y - H CH, CH, CH )
82 - - - H CHy OC,Hg CH
83 " - H OCH, OCH, N
84 - . H OCH, CH, N
gs  * - - H OCH; cl CH
86 - - - H OCF,H  CH, CH
g7 ° - " H OCFH  OCF,H  CH
gg - - H OCH, Br CH
gg " " " H OCH, OC,Hg  CH
s0 - - " H OCH, SCH, CH
91 ° " " H OCH, OC,Hg N
92 - - " H OCH, OC;H,  CH
93 ° " - H cl CH

CH,
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94 " - . H C . OC,Hg  CH
95 " ~ - H OC,Hg  OCHg  CH
96 " . . H C,Hg ~ OCH, CH
97 " - . H CF, OCH, CH
98 - - H OCH,CF; CHj CH
99 " . - H OCH,CF; OCH, CH
100 " . - H OCH,CF; OCH,CF; CH
101 * . - H OCH,CF; OCH; N
102 * - - H OCH, CH(OCH,), CH
103 * - - CH, OCH, OCH, CH
104 * - CH; OCH, CH, N
105 ° H SO,CH; - H. OCHy  OCH, CH 192-194
106 - " H OCH, CH, CH
107 * - " H  CHy CH, CH
108 - " H OCH, OCH, N
109 ° - " H  OCH, CH, N
10 * - - H OCHg. NHCH; N
- . - CH, OCH, OCH, CH
12 ° . - CH; OCH, CH, N
13 - CH, S0,CH, H  OCH,4 OCH, CH 107-109
1Ma - - - H  OCH, CH CH
15 " - H  CH, CH, CH
16 - " H OCH, OCH, N
17 " - " H OCH, CH, N
18 - - - H OC,Hg  NHCH; N
19 - " . CH; OCH,4 OCH, CH
120 ° " " CH; OCH, CH, N
121 ° OH CHO H  OCH, OCH, CH
122 ° - - H OCH, CH, CH
123 " " " H CH, CH, CH
124 - " " H OCH4 OCH,4 N
125 ° - " H OCH, CH, N
126 " - - H OCHg  NHCH; N
127 " - - CH, OCHj OCH, CH

128 " " - CH, OCH, CH, N
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129 - OCH, CHO H OCH;  OCH;  CH 142-145
130 * . . H OCH,  CH, CH
131 ° - . H CH, CH, CcH
132 - - - H OCH;  OCH; N
133 - - - H OCH;  CHy N
134~ - . H OCMHs NHCH; N
135 - - CH; OCH; ~ OCH;  CH
136 - - - CH; OCH;  CH, N
137 - OH COCH, H OCH, OCH;  CH
138 * . . H OCH;  CH, CH
139 - - - H  CHy CH, CH
140 - - - H OCHy  OCH; N
141 - - " H  OCH, CH, N
142 - - . H OCHs NHCH; N
143 -~ - - CH, OCH,  OCH;  CH
144 ° - - CH; OCH;  CH, N .
145 - OCH, COCH; H OCH,  OCH;  CH 195-196
146 ° - " H OCH;  CH, CH
47 - - - H  CH, CH, CH
148 - . - H OCH, OCH; N
149 - - - H OCH;  CH, N
150 * - - H OCHs NHCH; N
151 . - CH, OCH;  OCH;  CH
152 * - - CH; OCH;  CH, N
153 -~ H COC,Hg H OCH;  OCH;  CH 150-152
154 * - - H OCH;  CH, CH
155 - - H OCH;  OCH; N
156 - - - H OCH;  CH, N
157 - CH, - H OCH,  OCH;  CH
158 - - - H OCH;  CH, CH
159 -~ - - H OCH; OCHy N
160 -~ - . H OCH;  CH, N
161 " H COCH,0CH; H OCH, OCH;  CH
162 * . . H OCH;  CH, CH
163 - . - H OCH; N

OCH,

S
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164 ° - - H _OCH, CH, N
165 " CHy . H OCH, OCH, CH
166 " . - H OCH, CH, CH
167 ° - . H OCH, OCH, N
168 * - - H OCH, CH, N
169 * H COCO,C,Hs H OCH, OCH, CH
170 * . - H OCH;  CHg CH
171 " - - H OCH, OCH,4 N
172 - - . H OCH, CH, N
173 - CHy . H  OCH, OCH, CH
174 * - - H OCH, CH, CH
175 - - - H' . OCH;  OCH, N
176 * - - H  OCH, CH, N
177 " H COCF, H OCH, OCH, CH 158
178 -~ - - H  OCHy CH, CH
179 - . - H OCHg OCH, N
180 " - - H OCHj CH, N
181 " CH, - H  OCHjg OCH, CH 144-147
182 " - - H  OCH, CH, CH
183 - - . H  OCHj OCH, N
184 - . - H  OCH, CH, N
185 " H COOCH, H OCHjg OCH,4 CH 160-161
186 " - - H  OCH, CH, CH
187 * - - H OCH, OCH, N
188 - d - H OCH, CH, N
189 ° CH, - H  OCH, OCH, CH 157-159
190 - - . H  OCH, CH, CH
191 - - . H  OCH, OCH, N
192 - - H  OCH, CH, N
193 * H CONHC,Hs H  OCH, OCH, CH
194 . - H OCH, CH, CH
195 ° - . H  OCH, OCH, N
196 ° . " H  OCH, CH, N
197 - CH, " H  OCH, OCH, CH
198 * - " H  OCH, CH, CH
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199 - - . H  OCH, OCH, N
200 - 3 ;o H  OCH, CH, N

201 * H. CSNHC,Hg H OCH, OCH, CH
202 * - . H  OCH, CH, CH
203 " - . H OCH, OCH, N

204 * . . H OCH, CH, N
205 * CH, " H OCH, OCH, CH

206 * . - H OCH,4 CH, ' CH

207 ° . . H OCH, OCH, N

208 * . - H OCH, CH, N

209 " H SO,NHCH, H OCH, OCH, CH Q
210 " " " H . OCH, CH, CH

211 - " " H  OCH,4 OCH, N
212 - " - H OCH, CH, N
213 - CH, . H  OCH, OCH, CH 171173
214 - - - H  OCH, CH, CH
215 - . H OCH, OCH, N
216 - - - H OCH;  CHy N
217 - H SO,N(CH3), H  OCH, OCH, CH 162
218 - . - | H OCH, CH, CH

219 " " " H  OCH,4 OCH, N

220 - " - H OCH, CH, N

221 - CH, " H  OCH, OCH, CH 127-129 S
222 - " " H OCH, CH, CH
223 - - " H  OCH, OCH, N

224 * " " H  OCH, CH, N

225 - -CH,CH,CH,CO- H OCHg OCH, CH

226 - " H  OCH, CH, CH

227 - " H OCH, OCH, N

228 -* - H  OCH, CH, N
229 - -CH,CH,CH,S0,- H OCH, OCH, CH

230 ° " H  OCH, CH, CH

231 " H  OCH, OCH, N

232 - H  OCH, CH, N

233 " -CH,CH,CH,CH,CO- H  OCH,4 OCH, CH
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234 - . H OCH;  CHg CH

235 * . H OCH; OCHy N

236 - . H OCH;  CH, N

237 - -CH,CH,CH,CH,S0,- H OCH,  OCH;  CH

238 - - H OCH;  CH, CH

239 - . H OCH;  OCH; N

240 " - H OCH;  CH, N

281 * -CH,CH,0CH,CH,- H OCH;  OCH,  CH

282 - - H OCH;  CHs CH

243 - - H OCHy  OCH; N

284 - - H OCH;  CH, N

25 - H COC3H, H. OCH;  OCH;  CH

206 * - - H OCH;  CH, CH

247 - - - H OCH,  OCH; N

248 - - . H OCH;  CH, N

249 - CHy - H OCH;  OCHy  CH

250 * - - H OCH;  CHy CH

251 * - - H OCH;  OCHy N

252 * - . H OCH;  CHs N

253 - H COCH,CI H OCH;  OCH;  CH 144-145

254 ° - - H OCH;  CH, CH

255 - - H OCH;  OCH; N

256 * . - H OCH;  CHs N

257 - CH, - H OCH;  OCH;  CH 138140

288 * . - H OCH,  CH, CH

259 - - - H OCH;  OCH; N

260 - - H OCH;  CHy N

261 - H COCHC, H OCH;  OCH;  CH

262 - - - H OCH;  CH, CH

263 - - - H OCH;  OCH; N

264 ° - - H OCH;  CHs N

265 * CH, - H OCH;  OCH;  CH

266 - - - H OCH;  CHy CH

267 - - . H OCH;  OCHy N

268 * - - H OCH;  CH, N
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269 ° H coccly H OCH, OCH,4 CH
270 ° "» . H  OCH, CHy CH
2711 " - - H OCH;  OCHj N
272 ° - . H OCHy CH, N
273 ° CH, - H OCH, OCH, CH
274 ° . . H OCH, CH, CH
275 " . - H OCHy  OCHj N
276 ° - - H OCH, CH, N
277 " H COCH=CH, H  OCH, OCH, CH
278 " - - H OCH, CH; CH
279 " - " H  OCH, OCH, N
280 " - - H. OCH;  CH, N
281 " CHy - H OCH, OCH, CH
282 ° - . H OCH, CH, CH
283 - - - H OCH, OCH, N
284 ° - - H OCH, CH, N
285 * H COCmCH H OCH;  OCH; CH
286 - - H OCH;  CHy CH
287 " . . H OCH,4 OCH, N
288 " " " H OCH, CH, N
289 ° CH, - H OCH, OCH, CH
290 " " " H OCH, CH, CH
291 ° - - H OCH, OCH, N
292 ° " - H OCH, CHj N
293 ° H COCgHs H OCH, OCH, CH
294 ° . - H OCH; CH, CH
295 " - o H  OCH, OCH,3 N
296 ° . - H OCH, CHy3 N
297 * CH, - H  OCH, OCH, CH
298 - - H OCH, CH, CH
299 ° - " H  OCH, OCH, N
300 ° " " H OCH, CH, N
301 " SO,CeHs  SO,CeHs M  OCH, OCH, CH
302 " - - H OCH, CH, CH
303 " - - H OCH, OCH, N
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304 ° - - | H OCH, CH, N
305 - £0,CH;  SO,CH, H OCH, OCH, CH
306 ° -. . H OCH, CH, CH
307 - - - H OCH, OCH,3 N
308 - . - H OCH, CH, N
309 - H COCH,Br H OCH, OCH,4 CH
310 ° . . H  OCH, CH, N
311" CH, . H OCH, OCH,3 CH
312 " . " H OCH, CH, N
313 " H COCH,F H  OCH, OCH,4 CH
314 - - . H OCH, CH, N
315 * CH, " H. OCH, OCH,4 CH
316 " " " H  OCH, CH, N
317 " H COCH,C=CH H OCH, OCH, CH
318 * " " H OCH, CH, N
319 * CH, - H OCH, OCH,4 CH
320 - " " H OCH;  CHj N
321 " H. COCO,CH, H OCH, OCH; CH
322 - - - H OCH, CH, N
323 ° CH, " H OCH, OCH, CH
324 " " " H OCH, CH, N
325 ° H C0O,C,Hs H  OCH, OCH; CH
326 " . " H OCH, CH, N
327 - CH, - H OCH, OCH, CH
328 - - - H OCH, CH, N
329 ° H COSCH, H OCH, OCH; CH
330 - " . H OCH, CH, N
331 - CH, " H  OCH, OCH; CH
332 ° . " H  OCH, CHy N
333 " ° H CSOCH, H  OCH, OCH, CH
334 ° . - H OCH, CH, N
335 * CH, - H OCH, OCH, CH
336 * - . H OCH, CH, N
337 - H CSSCH, H OCH, OCH,4 CH
338 " " " H C_)CH3 CH, N
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333 - CH; - H  OCH, OCH, CH
34 - . . H OCH, CHj N
331 - H- COCH(CH3,), H OCH, OCH, CH
342 - . - : H OCH, CHy N
343 " CHy . H OCH, OCH, CH
344 * - . H OCH, CHy N
345 - H COCICH,)y H OCH, OCH;  CH
346 " . " H OCH, CHy N
347 CH, - H OCH, OCH, CH
348 - - . H OCH, CHy N
349 * H CO-umMknonponut H  OCH, OCH,4 CH
30 " " . H - OCH, CHj N
3z1 " CHj " H OCH, OCH, CH
3/2 - - - H OCH, CH, N
363 * H CO- umknoGytun  H  OCH, OCH, CH
354 " " " H OCH, CHy N
35 " CHy " H OCH; . OCH, CH
356 " . . H OCH, CH, N
357 " H CO-umxnonentun H  OCHj, OCH,4 CH
358 " " " H OCH, CHy N
359 " CH, . H OCH, OCH, CH
360 " " - H OCH, CH, N
361 - H CO-umknoxexcun H  OCH; OCH, CH
362 " - " H OCH,3 CH, N
363 " CHy - H OCH, OCH, CH
364 " " - H  OCH, CH, N
365 ° H CONHCH,CH,CI H  OCH, OCH, CH
366 " - " H OCH, CH, N
367 " CHy . H OCH, OCH, CH
368 * - - H OCH, CH, N
369 " H CSNHCH,CH,CI H  OCH, OCH, CH
370 - . " H OCH, CHy N
<74 I CHy " H OCHj OCH; CH
372 - " . H  OCH; CHy N
373 " H CONH-n-C4H, H OCH, OCH, CH
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374 - - - H OCH;  CHs N
375 - CH, - H OCH, OCH;  CH
376~ - - H OCH,  CHg N
377 * H CSNHCH, H OCH;  OCH;  CH
378 - - - H OCH,  CHs N
379 - CH, - H OCH,  OCH;  CH
380 " - - H OCH,  CHy N
38 " H CSNHCH,CH=CH, H OCH,4 OCH;  CH
3g2 - - . H OCH;  CHg N
383 - CH, ' H OCH,  OCH;  CH
s - - - H OCH;  CH, N
385 CH, CSNHCH,COCH, H OCH;  OCH;  CH
386 " - - H OCH;  CH, N
387 " CH, CSNHCH,COC,Hg H OCH;  OCH;  CH
388 " . - H OCH,  CH, N
389 CHy CONHCH,COCH, H OCH;  OCH;  CH
390 - - - H OCH,  CH, N
391 " CH, CONHCH,COC,Hg H OCH;  OCH,  CH
392 - - - H OCH;  CH, N
393 ° -CONHCH,CO- H OCH,  OCH,  CH
394 - - H OCH;  CHy N
395 - H SO,CH,F H OCH, . OCH,  CH
396 - " H OCH;  CHg N
397 - CH, - H OCH, OCH;  CH.
< J - H OCH;  CH, N
399 - H S0,CF, H OCHy  OCH;  CH
a00 - - - H OCH,  CH, N
a01 CH, - H OCH, OCH; CH
402 " . - H OCH;  CH, N
403 H S0,C,Hs H OCH,  OCH;  CH
a04 - - . H OCH,  CH, N
405 - CH, - H OCH;  OCH;  CH
406 . - H OCH;  CH, N
407 - H $0,-n-C3H, H OCH,  OCH;  CH
408 * - - H OCH;  CH, N



.

WO 9510507 .s: T PCT/EP94/03369
NEEREE SRR
. > 46
C't,.en_iR'I R4 RS R X Y Z. T.TPC
409 CHj- - H OCH, OCH, CH
410 " . H OCH, CH, N
4 " OH COC,Hs H OCH, - OCH;  CH
412 - . H OCH; CHj N
413 ° OCH; - H OCH, OCH, CH
414 ° . - H OCH, CHj N
415 ° OH COCH,CI H OCH, OCH; CH
416 * - . H OCH, CH; N
417 " OCH; - H OCH, OCH; CH
418 " " " H OCH; CH, N
419 " OH COCF, H OCH, OCH, CH
420 * - " H_ OCH;  CH, N
421 " OCH,4 . H  OCH, OCH, CH 159-161
422 " - - H OCH; CH, N
423 " OH COCH,0CH, H OCH;  OCH; CH
424 " " " H OCH, CH, N
425 " OCH; - H  OCH, OCH, CH 130-131
a26 * - - H OCH;  CHy N
427 " OH COCO,C,Hs H OCH, OCH; CH
428 " . - H OCH, CH, N
429 " OCH; . H  OCH, OCH, CH 158-159
430 " " " H OCH, CH, N
431 " OH COOCH; H  OCH,4 OCH; CH
432 " " - H  OCH, CH, N
433 OCH; - H  OCH, OCH, CH 137-138
434 ° . - H OCH, CH, N
435 " OH Cyclopropy! H OCH; OCH, CH
436 ° " - H OCH, CH, N
437 OCH; - H OCH, OCH, CH 118120
438 ° " " H OCH, CH, N
439 ° OH COCgHsg H OCH, OCH, CH
440 " " - H  OCH, CH, N
441 " OCH; " H OCH, OCH, CH
442 " " " H OCH; CH; N
443 " OH COCHICH3), H OCH, OCH, CH

»

Q
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4as . - H OCH;  CH, N
445 OCH, - H OCH,  OCH;  CH 126-128
446 " - " H OCH, CH, N
a7 OH COCH=CH, H OCH;  OCH;  CH
a8 - - H OCHy  CHs N
443 - OCH, . H OCH;  OCH;  CH
450 - . H OCH;  CHy N
451 " OH COCmCH H OCH, OCH;  CH
452 - - - H OCH,  CH, N
453  * OCH, - H OCH,  OCH;  CH
asa  * . - H OCH;  CH, N
as5 " OH SO,CH4 H. OCHy  OCH,  CH
456 " - . H OCH;  CH, N
a57 OCH, - H OCH, OCH;  CH 146-148
458 " - - H OCH;  CH, N
459 OH SO,NHCH; H OCH;  OCHy  CH
460 " - - H OCH;  CHy N
461 " OCH, - H OCH,  OCH;  CH 179-180
462 - - " H OCH;  CH, N
463 OH SO,NICH,), H OCH;  OCH;  CH
a64 " - - H OCH;  CH, N
a5 " OCH, - H OCH,  OCHy  CH 179-180
a66 " " - H OCH,  CHy N
a67 C,Hs CHO H OCH;  OCH;  CH 168-170
a68 - . - H OCHy  CH, N
469 - COCH;4 M OCH, OCHy  CH
a70 - - H OCH;  CH, N
a7 - - Cyclopropyl H OCH;  OCHy  CH
472 - - - H OCH;  CH, N
473 - COCH,CI H OCH, OCH;  CH
474 - - - H OCH;  CH, N
475 " - COCF, H OCH,  OCH,  CH
a76 " - - H OCH;  CH, N
477 " - COOCH, H OCH, OCH;  CH
478 " - - H OCHy  CH, N
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479 - . COCgHg H  OCH, OCH, CH
480 * . . H OCH,  CH, N

481 - - CONHC,H H OCH;  OCH, CH
482 - . . H OCH;  CH, N

483 - - CSNHC,Hg H OCH;  OCH, CH
484 - . . H OCH;  CH, N

485 - . SO,CH, H OCH;  OCH, CH 154-155
a86 * . - H OCHy CH; N

487 - - 'SO,NHCH, H OCH;  OCH, CH 150-152
488 " - H OCH, CH, N

489 - - SO,N(CH,), H  OCH, OCH, CH
a0 - - - H . OCH, CH, N

491 - - S0,CeHs H OCH;  OCH, CH
492 - - - H OCH;  CH, N

493  CO,C,Hg H CHO H OCH;  OCH, CH
494 - - - H OCH;  CH, N

495 - - COCH, H OCH; = OCH, CH
496 - " " H OCH;  CH, N

497 -~ - SO,CH, H OCH;  OCH, CH
498 - - - H OCH;  CH, N

499 - CH, CHO H OCH,  GCH, CH
500 * - - H OCH;  CH, N

501 " - COCH, H OCH;  OCH, CH
502 * - " H OCH;  CH, N

503 " " SO,CH, H OCH;  OCH, CH
504 - - - H OCH;  CH, N

505 * C,Hs CHO H OCH;  OCH, CH
506 * - - H OCH;  CH, N

507 * - COCH, H OCH;  OCH, CH
508 " - H OCHy  CH, N

509 ° - SO,CH, H OCH, OCH, CH

510 - " " H OCH;  CH, N
511~ OH CHO H OCH;  OCH, CH

512 - - . H OCH;  CH, N

513 -~ . COCH, H OCH;  OCH, CH

-

R
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514 * " - H OCH,  CH, N

515 . SO,CH, H OCH, OCH;  CH

516 ° - . H OCHy - CH, N

517 * OCH, CHO H OCH, OCH;  CH

518 . " H OCH;  CH, N

519 -~ . COCH, H OCH, OCH;  CH

520 * - - H OCH; ~ CH, N

521 CO,n-Bu H CHO H 'OCHy  OCH,  CH

522  CONICH;), CHy CHO H OCH;  CHy N

523 CONHCH; H CHO H OCH,  OCH;  CH

524 COSCH; CH, COCH, H OCH;  CH, N

5256 CO,CH; n-Bu CHO H OCH,  OCH;  CH

526 - - H OCH;  CH, N

527 " H - H OCH,CF; NICHy, N

528 CH, . Hooo - N

529 -~ H COCH, Hooo - -

530 " CH, - oo - -

531 " " SO,CH, H OCH,  OCHy  CH

532 - - H OCH;  CH, N

533 COCH; gy \(—Yc " H OCH,  OCH;  CH

534 " H OCH;  CH, N

§35 CO,CH; CHy CHO H OCH;  OCH;  CH Na-con
236-238

536 CO,CH; H SO,CH, H OCH,  OCH;  CH Nacon
170-173

337  CO,CH; CH, S0,CH, H OCH;  OCH;  CH Nacon
191

538 CO,CH; OCH, CHO H OCH,  OCH;  CH Nacon

' 215-216
539 CO,CH; OCH; COCH, H OCH, OCH, CH Na-con

224-225



WOISI0S0T 1, .t 1 PCI/EP94/03369
60
Cuen.R' R4 RS ‘R? X Y z T.C
540 CO,CH; H COOCH, H OCH;  OCH;  CH Na-con
- 203-205
541  CO,CH; &H, SO,NI(CH,), H OCHy;  OCH;  CH Na-con
' 122

542 CO,CH; CH, CONHER H OCH;  OCH, CH Na-con
190-192

§43 CO,CH; CH, CONHEt H OCH; . OCH;  CH 150-152

544  CO,CH;  CH, CONHEt H OCH; CHy . N

545 CO,CH; H CONHEL H OCH;  OCH;  CH

546 CO,CH; H CONHEt H OCH;  CH, N

547  CO,CH, -CO-CH,CH,-CO- H OCH;  OCH;  CH 220-221 ™

548  CO,CH, -CO-CH,CH,-CO- H OCH;  OCH; N

549  CO,CH, -CO-CH,CH,-CO- H' OCH,  CH, CH

550  CO,CH, -CO-CH,CH,-CO- H OCH;  CH, N

551  CO,CH, -CO-CH,CH,-CO- H OCH;  OCH,  CH Nacon
210-212

552 CO,CH; OCH, COCF, H OCHy;  OCH;  CH Na-con
228-229

553 CO,CH; OCH, COOCH, H OCH;  OCH; CH Nacon
184-185

554 CO,CH; OCH, uvknonponun H OCH, OCH,4 CH Na-con
216

555 CO,CH, OCH, SO,CH, H OCH;  OCH;  CH Na-con
183-185

556 CO,CH; C,Hs CHO H OCH;  OCH; CH Na-con
237-239

557 CO,CH3 C,Hg unknonponun H OCH, OCH, CH Na-con
178-180

558 CO,CH; C,H coccl, H OCH;  OCH,  CH 109-111

559 CO,CH; C,Hs coccl, H OCH;  OCH, CH Na-con
174-176

560 CO,CH; C,H coccel, H OCH;  CH, N

561 CO,CH; C,H COCOOCH, H OCH;  CH, N

562 CO,CH; C,Hs COCOOCH, H OCH;  OCH,  CH 138140

563 CO,CH;  C,H COCH,0CH, H OCH;  OCH,  CH 121-123
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564 CO,CH; C,Hsg COCH,0CH, H OCH, CH, N
565 CO,CH; = C,Hg SO,CH,4 H OCH, OCH3 CH 154-155
566 CO,CH; "C,Hs 'SO,CH,4 H OCH, OCH, CH Na-con|
' | 161
567 CO,CH; C,Hs SO,NHCH, H OCH, OCH, CH 150-152
568 CO,CH; C,Hg SO,NHCH, H OCH, OCH,4 CH Na-con
165-168
569 CO,CH; OC,Hg SO,CH, H - OCH,4 OCH,4 CH 163-164
5§70 CO,CH; OC,Hg SO,CH, H OCH, OCH, CH Na-con
' 166-168
571 CO,CH; OC,Hg CHO H OCH, OCHg CH 165-166
572 CO,CH; OC,Hg CHO H  OCH, OCHy CH Na-con
‘ | 207-208
573 CO,CH; OCH, CONHPh H OCH; ° OCH,4 CH 178-179
574 CO,CH; OCH, CONHEt H OCH, OCH,4 CH 155-157
575 CO,CH, OCH, COCCl, H OCH, OCH, CH 165-168
576 CO,CH; OCH, COCCl, H  OCH, OCH,3 CH Na-con
. 100
577 CO,CH; OCH; COCH(Cl, H OCH, OCH, CH 145-150
578 CO,CH; OCH, COCHCl, H OCH, OCH, CH Na-con
235
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1 CO,CH; H CHO H  OCH, OCH, CH 142-144 Q
2 - - - H. OCH, CH, CH
3 - . - H CH, CH, CH
4 - " - H CH, OC,Hg  CH
5 - " - H  OCH, OCH, N
6 - - " H OCH, CH, N
7 - . - H OCH, « CH
8 . - . H OCFH  CH, CH
9 - - - H OCFH  OCFH  CH
10 - " " H OCH, Br CH
nooo- . " H OCH, OC,Hs  CH
12 - - - H OCH, SCH, CH
13 . y - H  OCH, OC,Hg N - 3
14 - " " H OCH, OCsH, CH
15 - . - H CH, cl CH
16 - . . H OC,Hg  CH
17 - . " H OCHs OCHg  CH
18 - . " H  C,Hg OCH, CH
19 - " - H CF, OCH, CH
20 - . - H OCH,CF, CH, CH
21 - . " H  OCH,CF; OCH, CH
22 - - " H OCH,CF; OCH,CF, CH
23 - " . H  OCH,CF; OCH, N
24 - " - H  OCH, CH(OCH,), CH
25 - - - CH, OCH; OCH, CH
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26 * - . | CH, OCHj, CH, N
27 " M COCH; H  OCH; OCH, CH 167-169
28 " . . H OCHy = CHj CH
29 - . - H CHy CH, CH
30 - . - H CH, OC,Hg  CH
3 - - - H OCH, OCH, N
32 - - H OCH;  CHj N
3 - . - H OCH, Cl  CH
34 - . - H OCF,H  CHs CH
3B - " - H OCFH  OCFH  CH
6 - - " H OCH,  Br CH
37 " . - H. OCH, OC,Hg  CH
s " " H OCH, SCH, CH
39 - " " H OCH, OCHs N
4 " " H OCH, OCsH,  CH
FI . " H  CH, cl CH
42 - " H € OCHg CH
43 - " - H OCHs OCHg  CH
44 - - " H CyHg OCH, CH
45 " " " H CF, OCH, CH
46 " " " H  OCH,CF, CH, CH
47 " - " H OCH,CF, OCH, CH
48 - " " H OCH,CF; OCH,CF; CH
a9 " " H OCH,CF; OCH, N
50 ° - - H  OCH,4 CH(OCH,), CH
51 " . " CHj OCH,4 OCH, CH
52 ° " - CH, OCH,4 CH, N
53 CH, CHO H OCH, OCH, CH 160-162
54 " - - H  OCH,4 CH, CH
55 " " " H CHy CHy CH
56 " " " H CHj OC,Hg  CH
57 " - - H OCH, OCH, N
58 " - . H OCH, CH, N
59 " - - H OCH, cl CH
60 - - H OCF,H  CHy CH
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61 " - - H OCFH  OCFH  CH
62 - » " H OCH, Br CH
63 " - " H OCH, OC,Hg CH
64 - . . H OCH, SCHy CH
65 - - - H OCH, oC,Hg N
66 ° - - H OCH; OCsH, CH
67 ° . - H CHg ci CH
68 " - - H o C OC,Hg  CH
69 ° " " H OCHg OCHs  CH
70 - " " H C,Hs OCH, CH
7o - " H CF4 OCH; CH
72 " . " H- OCH,CF; CHy CH
73 " " " H OCH,CF; OCH; CH
74 * " " H OCH,CF, OCH,CF3 CH
75 " " - H OCH,CF; OCH, N
76 " - " H OCH, CH(OCH,), CH
7 " " " CH; OCH; . OCH, CH
78 " " . CH; OCHy CH, N
79 " CH, COCH; H OCH, OCH,4 CH 166-168
go ° " - H OCH; CH, CH
g1 - " - H CHy CH,4 CH
g2 - - . H  CH, OC,Hg  CH
83 " " " H  OCH, OCH,4 N
g8a " - " H  OCH, CH, N
gs - " - H OCH; cl CH
g6 - - " H OCF,H  CHj CH
g7 - - " H OCFH  OCFH  CH
gs - " " H OCH; Br CH
gg " " H OCH, OC,Hg  CH
0 - " - H OCH; SCH4 CH
91 - - H  OCH; OC,Hg N
92 * " . H OCH; OCsH,  CH
93 ° " . H CHy cl CH
94 ° " - H Ci OC,Hg  CH
95  * " " H OCHs OCHg  CH

oy
4
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9% * " - H C,Hg OCH, CH
97 - " - H CFy OCH, CH
98 " . - H OCH,CF; CH, CH
99 " - - H OCH,CF; OCH, CH
100 * - . H OCH,CF; OCH,CF; CH
101 ° . - H OCH,CF; OCHj N
102 ° . - H OCH;  CH(OCH,), CH
103 * . - CHy OCHj OCH;  CH
104 * " - CH; OCHy4 CH, N
105 H SO,CH, H OCH, OCH4 CH
106 ° - " H  OCH, CH, CH
107 * " " H. CHy. CH, CH
108 " . " H OCH, OCH, N
109 " " - H OCH, CH, N
10 - " " H OCHg NHCH; N
1m - " - CH; OCH, OCH, CH
112 ° " " CH; OCH;  CHj N
13 - CH, SO,CH, H OCH, OCH, CH
14 - " " H  OCH, CH, CH
115 " . " H CH, CH, CH
16 ° . " H  OCH, OCH,4 N
17 " " " H OCH, CH, N
18 " - " ~ H  OCHg  NHCH; N
19 ° " " CH; OCHy4 OCH, CH
120 - - - CH; OCH, CH, N
121 OH CHO H  OCH, OCH, CH
122 - " H OCH, CH, CH
123 * - . H CH, CH, CH
124 - " " H OCH, OCH, N
125 " " - H OCH, CH, N
126 " - - H OC,2Hg  NHCH; N
127 * " " CH; OCH, OCH, CH
128 - " " CH; OCH, CH, N
129 ° OCH,4 CHO H  OCH, OCH, CH

130 - " - H OCH, CH, CH
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131 - . . H CH, CH, CH
132 - " - H OCH;  OCH; N
133 - - - H OCH;  CH, N
134 - . . H OCHs NHCH; N
135 * - - CH; OCH;  OCH;  CH
136 ° - - . CH3 OCHy  CH, N
137 ° OH COCH, H OCH, 'OCH4 CH
138 - . - H OCH, CH, CH
139 - - - H CH, CH, CH
140 . . H OCH;  OCH; N
141 - - L. H OCH;  CH, N
142 - - - H. OCHs NHCH; N
143 - . - CH; OCH,  OCH;  CH
144 . - CH; OCH;  CH, N
145 - OCH, COCH, H OCH,  OCH;  CH
146 - - H OCH;  CHy CH
147 - - - H CHy  CH, CH
148 - - . H OCH;  OCHy; N
149 - - - H OCH;  CH, N
150 - - - H OCHs NHCH; N
151 - - - CH; OCH,  OCH,  CH
152 * . - CH; OCH,  CH, N
153 - H COC,Hg H OCH,  OCH;  CH 196
154 - - H OCHy  CH, CH
155 - - H OCHy;  OCH; N
156 - - - H OCH;  CH, N
157 - CH, - H OCH;  OCH,  CH
158 - . - H OCH;  CHs CH
159 * - . H OCH;  OCH; N
160 ° . - H OCH,  CH, N
161 - H COCH,0CH, H OCH;  OCH;  CH 192-195
162 - y - H OCH,  CH, CH
163 - - - H OCH;  OCH; N
164 - - H OCH;  CH, N
165 CH, - H OCH;  OCH;  CH

O
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166 . H OCH, CH, CH

167 - H OCH, OCHy N

168 . H OCH, CH, N

169 COCO,C,Hg .~ H OCHy OCH, CH 183-185
170 . H OCH, CH, CH
171 . H OCH, OCH,4 N

172 . H  OCH, CH, N

173 . H OCH, OCH;  CH

174 " H OCH, CH; CH

175 - H OCH, OCH, N

176 " H OCH, CH;, N

177 COCF, ‘H. OCHj OCH, CH 180-182
178 " H OCH, CH, CH

179 - H OCH, OCH, N

180 " H OCH, CH, N

181 - H OCH, OCH, CH 144-147
182 " H OCH; = CH, CH

183 " H OCHj3 OCH, N

184 - H OCH, CH, N

185 COOCH, H OCH, OCH, CH 178-180
186 " H OCH, CH, CH

187 " H OCH; OCH, N

188 " H OCH; CH, N

189 - H OCH, OCH, CH

190 - H  OCH, CH, CH

191 . H OCH; OCH, N

192 " H OCH, CH, N

193 CONHC,Hg H OCH; OCH; CH

194 " H OCH, CH, CH

195 " H OCH, OCH, N

196 . H OCH, CH, N

197 - H OCH, OCH, CH

198 " H OCH, CH, CH

199 " H OCH, OCH, N

200 " H OCHy CHj N
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201 ° H CSNHC,Hg H OCH, OCH, CH
202 ° s - H OCH, CHy CH
203 ° . - H OCH, OCH, N
204 " " - H  OCH, CHj N
205 " CHy - H OCH, OCH, CH
206 " " " H OCH, CH, CH
207 " - . H OCH, OCH, N
208 - - H OCH, CHy N
209 " H SO,NHCH, H OCH, OCH, CH
210 ° - - H OCH, CH, CH
211 - - H OCH, OCH, N
212 " . - H. OCH, CH, N
213 " CH, " H OCH, OCH, CH
214 " " - H OCH, CH, CH
215 " - . H OCH, OCH, N
216 " . " H OCH, CHj N
217 " H SO,NICH;3), H OCH;  OCH, CH
218 " . - H OCH, CH, CH
219 " - - H OCH, OCH, N
220 " " - H OCH, CHj N
221 " CH, - H OCH, OCH, CH
222 ° - - H  OCH, CH, CH
223 " " " H OCH, OCH,4 N
224 " - - H OCH, CH, N
225 " -CH,CH,CH,CO- H  OCH, OCH, CH
226 ° - H OCH, CH, CH
227 ° " H OCH, OCH, N
228 " - H  OCH, CH, N
229 ° -CH,CH,CH,S0, H  OCH, OCH,4 CH
230 " - H OCH, CH, CH
231 " - H OCH, OCH, N
232 " " H OCH, CH, N
233 " -CH,CH,CH,CH,CO- H OCH, OCH, CH
234 " - H OCH, CH, CH
235 ° " H OCH, OCH, N
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236 ° - | H OCH, CH, N

237 " #CH,CH,CH,CH,S0,- H OCH, OCH, CH

238 ° " H OCH, CH,3 CH

239 ° . H OCH, OCH,4 N

240 ° - H OCH, CH, N

241 " -CH,CH,0CH,CH,- H OCH;, OCH, CH

242 " - H OCH, CH, CH

243 " . H  OCH, OCH; N

244 " - H OCH, CH, N

245 ° H COC3H, H OCH, OCH, CH

246 " " . H OCH, CH, CH

247 " - . H. OCH, OCH,4 N

248 ° . - H OCH, CH, N

249 * CHj " H  OCH, OCH,4 CH

250 " " - H OCH, CHy CH

251 * - " H  OCH; OCH, N

252 ° - . H OCH;  CH; N

253 * H COCH,CI H OCH, OCH, CH 170-172
254 " . " H OCH, CH, CH

255 ° " . H OCH, OCH,4 N

256 " . " H OCH, CH, N

257 " CH, . H  OCH, OCH, CH

258 * " - H OCH, CH, CH

259 ° . . H OCH, OCH, N

260 ° . . H OCH, CH, N

261 ° H COCHCl, H  OCH, OCH, CH 158-160
262 - - " H  OCH, CH, CH

263 ° . " H OCH, OCH, N

264 " - . H OCH, CH, N

265 " CHj3 - H OCH, OCH; CH

266 ° . " H OCH, CH, CH

267 " " " H OCH, OCH,4 N

268 ° " - H OCH, CH, N

269 ° H coccl, H OCH, OCH; CH 194-196
270 ° " - H OCH, CH, CH
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271 " " - H OCH, OCH, N
272 " " - H OCH, CH, N
273 * CH, - H OCH, OCH, CH
274 ° - - H OCH, CH, CH
275 ° " - H OCH, OCH, N
276 - - - H OCHs CH, N
277 " H COCH=CH, H OCH;  OCH; CH
278 * - - H OCHy  CH, CH
279 * - - H  OCH,4 OCH, N
280 * - - H  OCH, CH, N
281 " CH, - H OCHj OCH,4 CH
282 * - - H . OCHy CH, CH
283 " - - H OCH, OCH, N
284 - - H  OCHj CH, N
285 ° H COCm=CH H OCH, OCH, CH
286 ° - - H  OCH,4 CH, CH
287 * - - H OCH;  OCH, N
288 * . - H  OCH, CH, N
289 ° CH, - H OCH, OCH,4 CH
290 " - - H  OCH, CH, CH
291 - - . H  OCH OCH,4 N
292 - - - H  OCH, CH, N
293 - H COCgHs H OCH, OCH, CH
294 ° - . H OCH, CH, CH
295 - . - H  OCH, OCH,4 N
296 " - - H OCH, CH, N
297 * CH, - H  OCH, OCH, CH
298 - . " H  OCH, CH; CH
299 - - " H OCH, OCH, N
300 . " H OCH, CH4 N
301 - SO,CeHs  SO,CeHs H  OCH, OCH, CH
302 - . " H  OCH, CH, CH
303 - - - H  OCH, OCH, N
304 - - " H OCH, CH, N
305 SO,CH;  SO,CHy4 H  OCH, OCH, CH
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306 ° - - H OCHy  CHy CH
307 - - . H OCH;  OCH; N
308 * ® - H OCH, CH, N
309 ° H COCH,Br M OCH, OCH;  CH
310 * - - H OCHs  CHs N
31 - CH, - H OCH,  OCHy  CH
312 - . - H OCH; . CHy N
313 " H COCH,F H .OCH;  OCHy . CH
314 " - - H OCH;  CHj N
315 ° CH, . H OCH;  OCH;  CH
316 * . - H OCH;  CH, N
317 ° H COCH,C=CH H OCH,  OCH;  CH
3ig - " - H  OCHy CH, N
319 - CH, - H OCH;  OCH;  CH
320 - - - H OCH;  CHy N
321 - H COCO,CH, H OCH,  OCH;  CH
322 - - - H OCH;  CH, N
323 " CH, - H OCHy~ OCH;  CH
324 " - - H OCHy  CH, N
325 - H C0O,C,Hs H OCH;  OCH;  CH
326 ° - " H OCH;  CH, N
327 " CH, - H OCH,  OCH;  CH
328 * - - H OCHy  CH, N
329 ° H COSCH, H OCH;  OCH;  CH
330 - - - H OCH;  CH, N
33 - CH, - H OCH;  OCH;  CH
332 - . . H OCH;  CH, N
333 - H CSOCH, H OCH;  OCH;  CH
334 - - " H  OCH, CH, N
335 CH, . H OCHy  OCH,  CH
336 * - - H OCH;  CH N
337 " H CSSCH, H OCH,  OCH; CH
338 - - - H OCH;  CH, N
339 - CHy - H OCH, OCH, CH
340 " - - H CH, N

OCH,



wossnosor, 330 L il B b PCT/EP94/03369
62

Cwea.R! R* RS R X Y 2z T.°C

a1 " H COCHICH3), H OCH, OCHj CH 195-196

342 - " " H OCH, CHg N

343 " CH, . H OCH;  OCHg CH

334 " - . H OCH, CH, N

345 " H COC(CH3), H OCH, OCH,4 CH

346 " - - H OCH, CHj N

3a7 " CH, - H OCH;  OCH CH

348 - . H OCH;  CHs N

349 " H CO-umxnonponuan H  OCH,3 OCH3 CH 202-203

350 * - - H OCH, CHj N 9

351 - CHy  ° H OCH, OCH4 CH

352 * - " H. OCH, CH, N

353 * H CO-umknobytun  H  OCHj, OCH,4 CH

354 " - " H OCH, CH, N

355 CH; " H  OCH, OCH,4 CH

386 " " " H OCH, CH, N

357 - H CO-umknonentun H  OCH,4 OCH, CH

358 - - H OCH;  CHg N

3/ " CH, " H  OCH, OCH,4 CH

360 - - " H  OCH, CH; N

361 ° H CO-umknoxexcun H  OCHj OCH; CH

362 " - H OCH, CH, N

363 CH, - H OCH,3 OCH4 CH 3

364 - " H OCH, CHj N

365 ° H CONHCH,CH,CI H  OCH, OCH,4 CH 178-182

366 " " H OCH, CH, N

367 ° CH; . H OCH, OCH,4 CH

368 . " H OCH; CH, N

369 - H CSNHCH,CH,CI H  OCH, OCH; CH

370 " . " H OCH, CH, N

371 " CHg - H  OCHy OCH, CH

372 " . " H OCH, CH,4 N

373 " H CONH-n-C,4Hg H OCH, OCH; CH 183-184

374 " " " H  OCH, CH, N

375 " CH, " H  OCH, OCH, CH
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37’6 * - - H OCH, CH, N
77 - H CSNHCH,4 H  OCH, OCH, CH
azg ° . - H OCH, CH, N
379 - CH, - H OCH, OCH, CH
3go * - - H OCH, CH, N
ag1  * H CSNHCH,CH=CH, H  OCH, OCH; CH
3g2 * - - H OCH, cH; N
383 -~ CH, - H OCHy  OCH,  CH
3s4 - . - H OCH, CH, N
3gs ° CH, CSNHCH,COCH; H  OCH, OCH; CH
3g6 ° - - H  OCH, CH, N
387 - CH, CSNHCH,COC,Hg H- OCH; OCH, CH
388 ° - - H OCH, CH, N
3g9 - CH, CONHCH,COCH; H  OCH, OCH, CH
390 - " - H  OCH, CH, N
39 - CH, CONHCH,COC,Hg H  OCHg OCH, CH
392 - - - H OCHs. CH, N
393 - -CONHCH,CO- H  OCH, OCH, CH
394 ° - - H OCH,  CHy N
395 ° H SO,CH,F H OCH, OCH, CH
396 ° - - H  OCH, CH, N
397 - CH, - H  OCH, OCH, CH
398 ° - - H OCH;  CHy N
399 * H S0,CF, H OCH;  OCH, CH
400 - - . H OCH;  CH, N
401 ° CH, - H OCH, OCH, CH
402 - - - H OCHy  CH, N
403 - H S0,C,Hs H OCH,  OCH, CH
404 * - - H OCH;  CH, N
405 " CH, " H OCH, OCH, CH
406 - - - H OCH;  CH, N
407 * H S0,-n-CyH, H OCH;  OCH, CH
408 * - - H OCH;  CHy N
409 ° CH, - R  OCH, OCH, CH
410 - - - H OCH, CH, N
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411 " OH COC,Hs H OCH,3 OCH,4 CH
412 ° - . H OCH,3 CH, N
413 " OCH, . H OCH;  OCH, CH
414 " - - H OCH,4 CH, N
415 " OH COCH,CI H OCH, OCH, CH
416 " - . H OCH, CH, N
417 OCH, - H OCH;  OCH, CH
418 " - - H OCH;  CH, N
419 " OH 'COCF,4 H OCH, OCH, CH
420 ° - . H OCH, CH, N
421 " OCHj; - H OCH, OCH,4 CH
422 - " . H . OCH, CH, N
423 " OH COCH,OCH, H OCH, OCH, CH
424 - . " H OCH, CH, N
425 " OCH, - H OCH, OCH, CH
426 ° - . H OCH,3 CH, N
427 " OH COCO,C,Hg H OCH;  OCH, CH
428 " - . H OCH, CH, N
429 " OCH, " H OCH, OCH,4 CH
430 " . " H OCH, CH, N
a31 " OH COOCH, H OCH, OCH, CH
432 " - " H OCH, CH, N
433 °* OCH, . H OCH, OCH, CH
434 ° - " H OCH, CH, N
435 b OH . Cyclopropyl H OCH; OCH4 CH
436 " " " H OCH, CH, N
437 OCH,4 - H OCH, OCH, CH
438 " y . H OCH, CH, N
439 ° OH COCgHs H OCH, OCH,4 CH
440 " - " H OCH, CH, N
441 " OCH, - H OCH, OCH, CH
442 " - - H OCH, CH, N
443 " OH COCHICH;,), H OCH, OCH, CH
444 ° - . H OCH, CH, N
445 ° OCH, - H OCH, OCH, CH
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446 * - - H OCH;, CH, N
a7 * OH COCH=CH, H OCH, OCH, CH
448 " .. - H OCH, CH, N
449 OCH, - H OCH, OCH,4 CH
450 " . - H OCH; CH, N
451 ° OH COCmCH H  OCH, OCH, CH
452 ° - - H OCH, CH, N
453 " OCH, - H OCH;  OCH;  CH
454 ° - - H  OCH, CHj N
455 ° OH SO,CH, H  OCH, OCH4 CH
456 " " - H OCH, CH, N
457 ° OCH, - H. OCH,4 OCH, CH
458 ° - - H  OCH, CH, N
459 ° OH SO,NHCH; H  OCH, OCH, CH
460 " . - H OCH,4 CHj N
461 " OCH, " H  OCH, OCH, CH
462 " - . H OCH;  CH, N
463 " OH SO,N(CH3), H  OCH, OCH,4 CH
464 " - - H OCH, CH, N
465 " OCH, - H OCH, OCH, CH
466 ° . " H OCH, CH, N
467 ° C,Hs CHO H  OCH, OCH,4 CH
468 " " " H OCH, CH, N
469 " . COCH, H OCH, OCH, CH
470 * - - H  OCH, CH, N
a7 " - umMKsIONPONUA H  OCH, OCH,4 CH
472 ° " - H OCH, CH, N
473 ° . COCH,CI H OCH, OCH, CH
474 * . " H OCH, CH, N
475 " - COCF, H OCH, OCH; CH
476 ° - . H OCH, CH;, N
477 * " COOCH, H OCH, OCH, CH
478 ° " - H  OCH, CH, N
479 . COCgHs H  OCH, OCH, CH
480 ° " - H  OCH, CHg N
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agt " - CONHC,Hg H OCH, OCH, CH
482 * " - H  OCH, CH, N
483 ° " CSNHC,Hg H OCH; - OCH; CH
48a * . " H OCH, CH, N
ags - . SO,CH, H OCH, OCH, CH
486 ° - - H OCH, CH, N
487 " - SO,NHCH; H OCH;  OCHy CH
488 " - " H OCH, CH, N
489 ° " - SO,N(CH3), H OCH, OCH, CH
490 ° - . H OCH, CH, N
a91 - -  S0,CgHs H OCH, OCH, CH
492 * " " H . OCH, CH, N
493 CO,C,Hg H CHO H  OCH, OCHj CH
494 ° - - H OCH, CH, N
495 * - COCH; H OCH,4 OCH, CH
496 " " " H  OCH,4 CH, N
497 * - SO,CH, H OCH, OCHj CH
a98 - - H OCH,  CH, N
499 " CH, CHO H  OCH, OCH, CH
500 ° - " H OCH, CH, N
501 ° - COCH, H  OCH, OCH, CH
502 - - H OCH, CH, N
503 ° - S0,CHj, H OCH, OCH, CH
504 " - - H  OCH, CH, N
505 * CHs CHO H  OCH, OCH, CH
506 " . " H  OCH, CH, N
507 " - COCH, H OCH, OCH, CH
508 ° " - H OCH, CH, N
509 " - SO,CH,4 H OCH, OCH, CH
510 " " " H  OCH, CH, N
511 " OH CHO H OCH, OCH, CH
512 ° " " H OCH, CH, N
513 ° " COCH, H OCH, OCH, CH
514 ° . " H OCH, CH, N
515 " . SO,CH,4 H OCH, OCH, CH

O
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516 ° - - H OCH, CH,4 N
517 * OCH, CHO H OCH, OCH, CH
518 * - . H OCH, CH,3 N
519 " - COCH, H OCH,3 OCH, CH
520 ° - - H OCH, CH, N
521 CO,-n-Bu H CHO H *° OMe CH
522 CONMe, Me " H -~ Me N
523 CONHMe H " Ho- OMe  CH
524 COSMe Me CO-Me H - Me N
5256 CO,Me n-Bu CHO H - OMe CH
526 " n-Bu " H - Me N
527 " H - H. OCH,CF; NMe, .
528 * Me " H " " -
529 " H CO-Me H " . -
530 * Me - H - " -
531 * - SO,CH, H OCH, OCH, CH
532 " " " H OCH, CH, N
533 ° CHy \(——ﬁ/c i H OCH, OCH, CH
534 - " H OCH, CH4 N
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1 CO,CH; H CHO H . OCH;  OCHj CH
2 - - - H OCH;  CHs CH
3 - - - H CH, CH, CH
4 - - - H CH, OC,Hg  CH
5 - - - H OCH;  OCH, N
6 - - - H OCH;  CH, N
7 . - - H OCHy  Cl CH
8 - - - H OCF,H  CHy CH
9 - - - H OCF,H  OCFH  CH
10 - - . H OCH;  Br CH
1" - - H OCH,  OCMHg CH
12 - - - H OCH;  SCHy CH
13 - - " H OCH;  OCHg N
14w - - - H OCH;  OCsH,; CH
15 - " - H  CHy cl CH
16 - - - H OC,Hg  CH
17 - - " H OCHs OCHg  CH
18 - - H  C,Hs OCH, CH
19 - - H CF, OCH;  CH
20 - - " H OCH,CF; CHy CH
21 - - " H OCH,CF; OCH, CH
22 - - . H OCH,CF; OCH,CF; CH
23 - - - H OCH,CF, OCH, N
24 " - " H OCH;  CHIOCH,), CH
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25 - . . CH; OCH, OCH,4 CH
6 . " CH; OCH, CH, N
27 - H, COCH;4 H OCH, OCH;  CH 198-200
28 " - - H  OCH, CH, CH
29 - . H CH, CH, CH
30 - - . H CH, OC,Hg  CH
31 - - - H  OCH, OCH; N
32 - - - H OCH, CHy N
33 - - - H  OCH, cl CH
34 - - - H OCF,H  CH, CH
3’ " - . H OCF,H OCFH  CH
s - " H_ OCH, Br CH
37 - - - H  OCH, OC,Hs  CH
s - - - H OCH, SCH, CH
3 - " " H  OCH, OC,Hg N
0 - - . H  OCH, OCsH,  CH
a1 - - . H CH, cl CH
a2 - - - H C OC,Hg  CH
a3 - " " H OCHg  OCHg  CH
44 " - " H  C,Hs OCH, CH
45 . " " H CF; OCH, CH
46 " - - H  OCH,CF; CH, CH
a7 - - - H OCH,CF; OCH,  CH
a8 - " - H OCH,CF; OCH,CF, CH
a9 " - - H OCH,CF; OCH; N
50 " . - H OCH,  CHIOCHy), CH
51 - - CH; OCH;  OCH, CH
52 * - - CH; OCH;  CHy N
53 " CH, CHO H OCH;  OCH, CH
54 - - - H OCH;  CHy CH
55 - . H  CHy CH, CH
56 " - - H CHy OC,H;  CH
57 - - H OCH;  OCH, N
58 * - - H OCH,  CH, N
59 - - H c CH

OCH;4
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60 - - - H OCF,H  CHy CH
61 - - H OCF,H OCFH  CH
62 - - . H OCH;  Br CH
63 - . - " H  OCH, OC,Hs  CH
64 . - H  OCH, SCH4 CH
65 - - H  OCH, OC,Hg N
66 - - H OCH,  OCH, CH
67 - - . H CH, ci CH
68  * . - H C OC,Hs  CH
69 - - - H OCHg OCHs CH
70 - - - H  C,Hs OCH, CH
7 . - H. CF, OCH,4 CH
72 - - H OCH,CF, CH, CH
73 - - - H OCH,CF, OCH, CH
74 - - - H OCH,CF; OCH,CF; CH
75 - - - H OCH,CF, OCH, N
7 - - - H OCH, CH(OCH,), CH
77 - - - CH, OCH, OCH,4 CH
78 ° - - CH, OCH, CH, N
79 - CH, COCH, H  OCH, OCH, CH
go - - - H OCH, CH, CH
g1 " - - H  CH, CH, CH
g2 - - - H  CH, OC,Hs  CH
g3 - . - H OCH, OCH, N
g4 - - - H  OCH, CH, N
gs - - - H OCH, cl CH
g6 - - - H OCFH  CHy CH
87 - - - H OCF,H OCFH  CH
gg - - - H  OCH, Br CH
gg " - - H OCH, OC,Hs  CH
0 - - . H OCH, SCH, CH
91 " . H OCH, OC,Hg N
92 - - - H OCH,  OCsH, CH
93 - - - H CH, cl CH
94 - - " H OC,Hg  CH

Cl
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95 * - - H OCHg OCHg  CH
%6 " " . H C,Hg OCH, CH
97 - - - H CF, ~ OCH,4 CH
98 - - - H OCH,CF; CH; CH
99 - - - H OCH,CF; OCHj CH
100 - - - H OCH,CF; OCH,CF; CH
101 g - H OCH,CF; OCH; N
102 * - - H  OCH, CH(OCHj), CH
103 -~ . - CH; OCH, OCH,4 CH
104 * " . CH; OCH, CH, N
105 -~ H SO,CH, H  OCH, OCH, CH
106 " - - H - OCH, CH, CH
107 " " - H  CH, CH, CH
108 - . - H OCH, OCHj N
109 * " - H  OCH, CH, N
10 " " - H OCHg  NHCH; N
1M - - CH, OCH; . OCH, CH
M2 " . - CH; OCH, CH, N
13 - CH, SO,CH, H  OCH, OCH; CH
114 " - - H  OCH, CHy CH
15 -~ " " H CHy CHy CH
16 ° - " H  OCH, OCHj N
117 " . - H  OCH, CH, N
18 - " . H OCHg  NHCH; N
19 - " - CH; OCH, OCH, CH
120 * - - CH; OCH, CHy N
121 - OH CHO H OCH, OCH, CH
122 " - - H  OCH, CH, CH
123 " - . H  CH, CH, CH
124~ . " H  OCH, OCH, N
125 -~ . " H OCH; CH, N
126 * - - H OCHg NHCH; N
127 - - " CH, OCH, OCH,4 CH
128 " " - CH, OCH, CH, N
129 " OCH, CHO H  OCH, OCH, CH
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130 - - - H  OCH, CH, CH
131 - . - H CH, CH, CH
132 - - H OCH;  OCH, N
133 " . " H OCH, CH, N
134 " - - H OC,Hg NHCH; N
135 ° - - CH; OCHy OCH, CH
136 - - CH; OCH, CHj N
137 * OH COCH,4 H OCH, OCH; CH
138 * - " H OCH, CH, CH
139 " - H CH, CH, CH
140 " - " H OCH, OCH, N
141 " " H.  OCH,3 CH,4 N
142 " - - H OC,Hg NHCH; N
143 - - - CH; OCH, OCH, CH
144 - - " CH; OCH, CH, N
145 ° OCH, COCH, H OCH, OCH, CH
146 " - . H OCH, CH, CH
147 " " H CH, CH, CH
148 " " " H OCH, OCH, N
149 - - " H OCH, CH, N
150 " . - H  OC,Hg NHCH; N
151 ° " " CH, OCH, OCH, CH
152 * - " CH; OCH, CH, N
153 * H COC,Hs H OCH, OCH, CH
154 " " " H OCH,3 CH, CH
155 " " . H OCH, OCH,4 N
156 ° . - H OCH, CH, N
157 - CH, " H OCH, OCH, CH
158 * y y H OCH, CH, CH
159 - - . H OCH, OCH,4 N
160 * - - H OCH, CH, N
161 " H COCH,0CH, H  OCH, OCH, CH
162 - - " H OCH, CH, CH
163 ° " - H OCH, OCH, N
164 ° " - H OCH, CH, N
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165 " CH, - . H OCH, OCH, CH
166 ° " - H OCH, CHj CH
167 ° . - H OCH, OCH, N
168 " - - H OCH, CH, N
169 " H COCO,C,Hs H OCH, OCH, CH
170 ° " . H OCH, CH, CH
171 - . H OCH;  OCH, N
172 " - - H OCH, CH,3 N
173 - CH, - H OCH;  OCH;  CH
174 " " " H OCH, CH, CH
175 " " " H OCH, OCH, N
176 * " " H  OCH, CH, N
177 ° H COCF, H OCH, OCH, CH
178 " - - H OCH, CH, CH
179 " - " H  OCH, OCH,4 N
180 " " - H  OCH, CH, N
181 ° CH, " H OCH, OCH, CH
182 ° - " H OCH, CH, CH
183 " " " H OCH, OCH,4 N
184 " " " H OCH, CH, N
185 " H COOCH, H  OCH, OCH, CH
186 " " - H OCH, CH, CH
187 " " " H OCH, OCH,

188 " " " H OCH, CH, N
189 " CH, " H  OCH, OCH, CH
190 " " " H OCH, CH, CH
191 " - " H OCH, OCH, N
192 " . - H  OCH, CH, N
193 - H CONHC,Hg H  OCH, OCH,4 CH
194 " " - H OCH, CH, CH
195 " - - H OCH, OCH, N
196 " " - H OCH, CH, N
197 " CH, " H  OCH, OCH, CH
198 * " - H OCH, CH, CH
199 * - " H OCH, OCH, N
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200 ° . . H  OCH, CHy N
201 * H CSNHC,Hg H OCH, OCH, CH
202 * - . H  OCH, CH CH
203 ° - - H OCH, OCHj4 N
204 ° . - H  OCH, CHy N
205 " CH, . H  OCH, OCH; CH
206 - - . H OCH;  CH, CH
207 - - H OCH, OCH; N
208 " " . H OCH, CH, N
209 " H SO,NHCH, H  OCH, OCH, CH
210 - " . H  OCH, CH, CH
211 " . - H . OCH, OCH, N
212 " " " H OCH, CH, N
213 " CH, . H  OCH, OCH, CH
214 - - . H  OCH, CH, CH
215 " . " H  OCH, OCH, N
216 " . " H OCH;  CHy
217 " H SO,N(CH,), H OCH, OCH, CH
218 - " H  OCH, CH, CH
219 " - - H  OCH, OCH, N
220 - - . H  OCH, CHy N
221 " CH, - H OCH, OCH, CH
222 " " - H  OCH, CH, CH
223 * - - H OCHy;  OCH; N
224 * - . H  OCH, CH, N
225 ° -CH,CH,CH,CO- H  OCH, OCH, CH
226 " - H  OCH, CH, CH
227 * - H OCH, OCH, N
228 ° . H  OCH, CHy N
229 - -CH,CH,CH,S0,- H  OCH, OCH, CH
230 * - H  OCH, CH, CH
231 * - H  OCH,4 OCH, N
232 * - H OCH, CH, N
233 * -CH,CH,CH,CH,CO- H OCH, OCH, CH
234 * . H OCH, CH, CH
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235 - Lo H  OCH, OCH, N
236 - . " _ H  OCH, CH, N
237 " -CH,CH,CH,CH,S0,- H OCH, OCH, CH
238 " - H OCH, CH, CH
239 - - H OCH, OCH, N
240 ° . H  OCH, CH, N
241 ° -CH,CH,0OCH,CH - H OCH;  OCH, CH
242 * - H OCH;  CH, “CH
243 " - H  OCH, OCH, N
244 * " H OCH, CH, N
245 ° H COC,3H, H  OCH, OCH; CH
246 - " H . OCH, CHj CH
247 " " " H  OCH, OCH, N
248 ° " " H  OCH, CH, N
249 CH, " H OCH, OCH,4 CH
250 - " . H  OCH, CH, CH
251 - - " H OCH;  OCH, N
252 * " " H OCH, CH, N
253 ° H COCH,C H  OCH, OCH, CH
254 " - H  OCH, CH,4 CH
255 " - H  OCH, OCH, N
256 " - H  OCH, CH, N
257 - CH, " H  OCH, OCH, CH
258 ° " " H  OCH, CH, CH
259 - - " H  OCH, OCH, N
260 " - - H OCH, CH, N
261 H COCHCI, H  OCH, OCH, CH
262 " " " H OCH, CH, CH
263 " " - H OCH, OCH, N
264 " " " H OCH, CH, N
265 " CH, " H OCH, OCH, CH
266 " " " H OCH, CH, CH
267 " " " H  OCH, OCH, N
268 " " - H  OCH, CHy N
269 - H coccl, H  OCH, OCH; CH
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270 - - - H  OCH, CH, CH
2711 - - - H OCH, OCH; N
272 - - - H OCH;  CHy N
273 " CHy - H  OCH, OCH; CH
274 - . - H  OCH,4 CH, CH
275 - " " H OCH, OCH, N
276 * " - H OCH;  CH, N
277 - H COCH=CH, H OCH, OCH, 'CH
278 * - - H OCH, CH, CH
279 - " " H  OCH, OCH, N
280 " - " H  OCH, CHy N
281 - CHy - H  OCH, OCH, CH
282 " - - H  OCH, CH, CH
283 - " H OCH, OCH, N
284 - - H OCH, CH, N
285 - H COC=CH H OCH, OCH, CH
286 - - " H OCH, CH, CH
287 - - - H OCH;  OCH, N
288 - . - H OCH, CHjy N
289 " CH, - H  OCH, OCH, CH
280 - - - H  OCH, CHy CH
291 - - - H  OCH, OCH, N
292 - - - H  OCH,4 CH, N
293 " H COCgHs H OCH, OCH, CH
294 " - - H OCH, CH, CH
295 - - - H OCH, OCH, N
296 - - - H  OCH, CHy N
297 - CHy - H OCH, OCH, CH
298 * " " H OCH, CH, CH
299 - " - H  OCH, OCH, N
300 -~ " " H  OCH,4 CH, N
301 - SO,CeHs  SO,CeHs H OCH, OCH, CH
302 - - " H  OCH, CH, CH
303 - " " H  OCH, OCH, N
304 - - " H  OCH, CH, N
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305 - SO,CH, SO,CH, H OCH, OCH, CH
306 ° " - H OCH, CH,3 CH
307 - - - H OCH, OCH, N
308 - - " H OCH, CH, N
309 - H COCH,Br H OCH, OCH, CH
310 - - - H OCH, CH, N
311" CH, - H OCH;  OCH; CH
312 - - - H OCH;  CHy N
313 - H COCH,F H OCH, OCH, CH
314 " . - H OCH, CH, N
315 ° CH, - H  OCH, OCH, CH
316 * " " H . OCH, CH3 N
317 " H COCH,C=CH H  OCH, OCH, CH
318 " " " H OCH, CH, N
319 ° CH, " H OCH, OCH, CH
320 - . " H OCH, CH, N
321 H COCO,CH, H OCH, OCH, CH
322 " " - H OCH, CH, N
323 - CH, " H OCH, OCH, CH
324 - - - H OCH, CH, N
325 " H CO,C,Hg H OCH, OCH, CH
326 " " " H OCH, CH, N
327 CH, - H OCH, OCHj, CH
328 " " " H OCH, CH, N
329 - H COSCH, H OCH,4 OCHj, CH
330 - " - H OCH, CH, N
331 - CH, " H OCH, OCHj, CH
332 - " - H OCH, CH, N
333 - H CSOCH, H OCH, OCH,4 CH
334 -~ " - H OCH, CH, N
335 CH, - H OCH, OCHj, CH
336 " - " H OCH, CH, N
337 " H CSSCH, H OCH, OCH, CH
338 - - H OCH, CH, N
333 CH, - H OCH, OCH,4 CH
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340 - - - H  OCH, CH, N
341 - H COCHI(CH,), H OCH, OCH, CH
342 - - - H  OCH, CH, N
343 - CH, " H  OCH, OCH, CH
344 - - " H OCH, CH, N
345 - H COC(CH,)4 H OCH, OCHj, CH
346 " - - H OCH, CH, N
347 - CH, . H OCH, OCHj, ‘CH
348 - " " H  OCH, CH,4 N
349 - H CO-wmktonponma H  OCH, OCH, CH
350 - " " H  OCH, CH, N
351 - CHy " H  OCH, OCH, CH
352 - " " H  OCH, CH, N
353 - H CO-umknoGyrun  H  OCH, OCH, CH
354 - - - H  OCH, CH, N
355 * CH, g H  OCH, OCH, CH
356 " " " H  OCH, CH, N
357 - H CO- unknonentun H  OCH, OCH, CH
358 - . - H  OCH, CH, N
359 - CH, " H OCH, OCH, CH
360 - " " H  OCH, CH, N
361 - H CO- umknoxekcun H  OCH, OCH, CH
362 - . " H  OCH, CH, N
363 - CH, " H  OCH, OCH, CH
364 - . - H  OCH, CH, N
365 - H CONHCH,CH,CI  H  OCH, OCH, CH
366 - " - H OCH, CH, N
367 - CH, . H  OCH, OCH, CH
368 - " " H  OCH, CH, N
369 H CSNHCH,CH,CI  H  OCH, OCH, CH
370 - - " H  OCH, CH, N
7N - CH, . H  OCH, OCH, CH
372 - " " H  OCH, CH, N
373 - H CONH-n-C,4H, H  OCH, OCH, CH
374 - " " H OCH, CH, N
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37’5 CHy - H OCH, OCH, CH
376 - - - H OCH,4 CH, N
377 * H. CSNHCH, H  OCH, OCH, CH
37g - - - H  OCH, CHy N
79 - CH, - H  OCH, OCH; CH
g0 " - H OCH, CH, N
3g1 " H CSNHCH,CH=CH, H  OCH, OCH;  CH
382 - - - M OCH;  CHy N
383 - CH, " H  OCH, OCH, CH
384 " - - H  OCH, CH, N
385 - CH, CSNHCH,COCH; H  OCH, OCH, CH
386 - - H . OCH, CH, N
3g7 " CHy CSNHCH,COC,Hg H  OCHj OCH, CH
3gg - - - H  OCH, CH, N
3gg - CH, CONHCH,COCH; H  OCH, OCH, CH
390 " - - H  OCH, CH, N
391 - CH,4 CONHCH,COC,Hg H  OCH, OCH, CH
392 - - - H OCH, CH, N
393 - -CONHCH,CO- H OCH, OCH, CH
394 * - H  OCH, CHy N
395 H SO,CH,F H OCH, OCH, CH
396 - - - H OCH;  CHy N
397 - CH, " H  OCH, OCH, CH
398 - - . H OCH;  CHy N
399 - H SO,CF, H  OCHy OCH; CH
400 - - - H OCH, CH, N
a01 - CH, . H  OCH, OCH, CH
402 - - " H  OCH, CH, N
403 - H S0,C,Hs H  OCH, OCH, CH
404 - - " H  OCH, CH, N
405 " CH, - H OCH;  OCH, CH
406 " - H OCH, CHy N
407 - H S0,-n-C4H, H  OCH, OCH, CH
408 " - - H OCH;  CH, N
409 CH, . H  OCH, OCH, CH
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410 " - - H OCH; CH, N
a1 " OH COC,Hs H OCH, OCH, CH
412 ° " . H OCH, CH, N
413 " OCH, - H OCH,4 OCH,4 CH
414 - - " H OCH, CH, N
415 * OH COCH,Cl H OCH, OCH,4 CH
416 ° . " H OCH;  CH, N
417 - OCH, - H OCH, OCH, CH
418 - - - H OCH, CH, N
419 " OH COCF, H OCH,4 OCHj, CH
420 " " - H OCH, CH, N
421 " OCH, . H.  OCHy OCH, CH
422 - - H OCH, CH, N
423 OH COCH,0CH,4 H  OCH, OCH, CH
424 ° . " H OCH, CH, N
425 " OCH,4 " H  OCH, OCH, CH
426 " " - H  OCH, CH, N
427 ° OH COCO,C,Hg H OCH, OCH, CH
428 " " " H OCH, CHj N
429 * OCH, - H OCH, OCH, CH
430 " - " H OCH, CH, N
431 - OH COOCH, H OCH,4 OCH, CH
432 - - " H OCH,3 CH, N
433 OCH4 " H OCH, OCH, CH
434 - " " H OCH, CH, N
435 ° OH uvknonponmn H OCH, OCH,4 CH
436 " - . H OCH, CH, N
437 - OCH,4 - H OCH, OCH, CH
438 " " - H OCH, CH, N
439 OH COCgHs H OCH, OCH, CH
440 " " " H OCH, CH, N
441 OCH,4 - H OCH, OCH, CH
442 - " " H OCH4 CH, N
443 " OH COCHI(CH3,), H OCH,3 OCH, CH
444 " " - H  OCH; CH, N



WO 95/10507 §: §"?CTIEP94/03369
Cven. R’ R4 RS R? X Y z T.r°C
445 - OCH, - H  OCH; OCH,4 CH
446 " - - H OCH, CH, N
447 OH COCH=CH, H OCH; OCH,4 CH
448 " - - H OCH, CH, N
449 - OCH, - H OCH, OCH, CH
450 " . . H OCH, CH,4 N
451 " OH COC=CH H OCH, OCH, CH
452 - y y H OCHy CH, "N
453 - OCH, - H OCH, OCH,4 CH
454 * . . H OCH,4 CH, N
455 " OH SO,CH, H OCH, OCH,4 CH
456 " " " H  OCH, CH, N
457 " OCH,4 - H  OCH, OCH,4 CH
458 ° - " H OCH; CH, N
459 * OH SO,NHCH, H  OCH, OCH, CH
460 ° " y H OCH, CHy N
a1 " OCH,4 " H  OCH, OCH, CH
462 ° - " H OCH;  CHy N
463 " OH SO,N(CH,), H OCH, OCH, CH
464 " - " H OCH, CH, N
465 " OCH,4 " H  OCH, OCH4 CH
466 " " " H OCH, CH, N
467 " C,Hs CHO H OCH, OCH, CH
468 * " y H OCH, CH,4 N
469 " " COCH, H  OCH, OCH, CH
470 - " " H  OCH; CH, N
471 " " umknonponun H OCH,3 OCH, CH
472 " . . H OCH, CH, N
473 " " COCH,CI H  OCH, OCH,4 CH
474 * - y H OCH, CH, N
475 " y COCF, H OCH, OCH, CH
476 " " . H OCH, CH, N
477 ° " COOCH, H OCH, OCH, CH
478 " - . H OCH, CH, N
479 " " COCgHs H OCH, OCH, CH
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480 " - . H OCH, CH, N
ag1 " . CONHC,Hs H OCH, OCH,4 CH
482 - " . H OCH, CH,4 N
483 - . CSNHC,Hg H OCH, OCH, CH
484 " . . H OCH, CH, N
485 " - SO,CH, H OCH, OCH, CH
486 " - . H OCH;  CH, N
487 ° " SO,NHCH, H  OCH, OCH,4 CH
488 " - " H OCH, CH, N
489 ° - SO,NI(CH;), H OCH, OCH, CH
490 - " . H OCH, CH, N
491 " " SO,CeHs H.  OCH, OCH, CH
492 - " " H OCH, CH, N
493 CO,C,Hg H CHO H  OCH, OCH, CH
494 " . " H  OCH, CH, N
495 " " COCH, H  OCH, OCH, CH
496 " " " H  OCH, CH, N
497 - - SO,CH, H OCH;  OCH CH
498 " " . H  OCH, CH, N
499 - CHy CHO H  OCH, OCH, CH
500 ° " " H OCH, CH, N
501 " . COCH, H OCH, OCH, CH
502 " " " H OCH, CH, N
503 ° " SO,CH, H OCH, OCH,4 CH
504 " " " H OCH, CH, N
505 ° C,Hs CHO H  OCH, OCH, CH
506 " " " H  OCH, CH, N
507 " . COCH,4 H OCH, OCH, CH
508 " " " H  OCH, CH, N
509 - - SO,CH, H OCH, OCH, CH
510 ° " " H OCH, CH, N
511 * OH CHO H OCH, OCH, CH
512 * " " H OCH, CH, N
513 * . COCH, H  OCH, OCH, CH
514 ° . " H  OCH, CH, N
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515 " " SO,CH, H  OCH, OCH, CH
516 ° " . H OCH, CHj3 N

517 * OCH, CHO H OCH, OCH, CH
518 * - - H OCH, CH, N

519 ° . COCH, H  OCH, OCH, CH

520 " . - H  OCH, CH,3 N

521 COO-n-Bu H CHO Hoo- OMe CH
522 CONMe, Me . H " Me N

523 CONHMe H - H - OMe CH

524 COSMe Me CO-Me H - Me N

525 COOMe n-Bu CHO H - OMe CH

526 ° " - HooC Me N

527 * H " H OCH,CF; NMe, N

528 * Me " H - " N

529 * H CO-Me H - " N

530 " Me - H - - N

531 " " SO,CH, H OCH, OCH,4 CH

532 " " - H OCH, CH, N

533 " CHy \(_"‘Yc " H  OCH, OCH,4 CH

534 - " H OCH, CH, N

535 CO,CH; H COCH,4 H OCH, OCH, CH Na-con

270
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!

R .

0 N Z
SO,NH NT Y
4
R !
~
7
I R’
R 4]

Crea. R’ R* RS R7 X Y z T.1°C
1 CO,CH; H CHO H _ OCH, OCH; CH
2 " " - H  OCH, CHy CH
3 " " " H CH, CH; CH
4 . " " H  CH, OC,Hg  CH
5 " " " H  OCH, OCH4 N
6 - - - H OCH, CHy N
7 " " . H  OCH, ol CH
8 . . " H OCFH  CH, CH
9 " " " H OCF,H  OCF,H  CH
10 - " - H  OCH, Br CH
1m " " H OCH, OC,Hg  CH
12 - " " H  OCH, SCH, CH
13 " " H  OCH, OC,Hg N
14 . " H  OCH, OCsH,  CH
15 - " " H CH, o CH
16 - - " H C OC,Hg  CH
17 - " " H OCHg  OC,Hg  CH
18 - " " H CyHg OCHy CH
19 - " " H CFy OCH4 CH
20 - . " H OCH,CF; CH, CH
21 " " " H OCH,CF; OCH, CH
2 - " " H OCH,CF; OCH,CF, CH
23 . - H OCH,CF; OCH, N
24 - " " H  OCH, CH(OCH,), CH
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25 - " - CH, OCH, OCH, CH
26 - - CH, OCH, CH, N
27 - H . COCH, H  OCH, OCH, CH
28 - - - H OCH, CH, CH
29 - - - H  CH, CH, CH
< - . H CH, - OCHg  CH
3 - - - H  OCH, OCH;, N
32 - . - H  OCH, CH, N
3 - - - H  OCH, cl CH
34 - - - H OCF,H  CH, CH
3B - - - H OCF,H  OCFH  CH
36 - - - H' - OCH, Br CH
37 - - - H  OCH, OC,Hg  CH
g - - - H  OCH, SCH, CH
39 - - - H  OCH, OC,Hg N
0 - - - H  OCH, OC4H,  CH
41 - - - H  CH, cl CH
42 - - - H OC,Hg  CH
43 - . " H OCHs  OCHg  CH
a4 - - - H  C,Hg OCH, CH
45 - - - H CF, OCH, CH
46 - " H OCH,CF; CH, CH
a7 - - - H OCH,CF, OCH, CH
48 " - - H OCH,CF; OCH,CF, CH
a9 - - - H OCH,CF; OCH, N
50 - " - H  OCH, CH(OCH,), CH
51 - - - CH, OCH, OCH, CH
52 - - - CH; OCH, CH, N
53 - CH, CHO H  OCH, OCH, CH 150-151
54 - - H  OCH, CH, CH
55 - - H  CH, CH, CH
56 " - - H  CH, OC,Hg  CH
57 " - - H  OCH, OCH, N
58 - - " H OCH, CH, N
59 - " . H  OCH, cl CH
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60 ° . . H OCF,H  CHy CH
61 ° - . H OCFH  OCFH  CH
62 " - . H OCH; Br CH
63 ° . - H OCH, OC,Hg CH
64 " . - H OCH, SCHy CH
65 " - " H OCH, OoC,Hs N
66 " - " H OCH;  OCH, CH
67 " - - H CH, cl CH
68 " " - H Cl OC,Hs  CH
689 " " H OCHs  OCHg  CH
70 - " - H CyHs OCH,4 CH
7 " . H- . CF4 OCH,4 CH
72 " - . H OCH,CF; CHj CH
73 - y H OCH,CF; OCH; CH
74 " - " H OCH,CF; OCH,CF; CH
75 " " - H OCH,CF; OCH, N
7 " " - H  OCH, CH(OCH,), CH
77 - . CH, OCH,4 OCH,4 CH
78 " - CH, OCH, CH, N
79 CHy COCH, H OCH; OCH, CH
g0 - - - H OCH, CH, CH
g1 " " " H CHy CH CH
g2 " " " H CH, OC,Hg  CH
83 - " " H OCH, OCH, N
ga - - " H  OCH, CH; N
gs ° " - H OCH; cl CH
g6 - - " H OCF,H  CHy CH
g7 - - " H OCF,H  OCFH  CH
88 - - - H OCH, Br CH
g " - H OCH, OC,Hg CH
90 " - " H OCH, SCH, CH
91 - " " H OCH, OCHg N
92 " - - H  OCH, OCsH,  CH
93 ” . - H CH cl CH
94 " . " H o« OC,Hg CH
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95 - - . H OC,Hg 0C,Hg CH
96 - - " H CyHg OCH, CH
97 " - - H CF, OCH,4 CH
98 - - - H OCH,CF; CHj CH
99 - " - H OCH,CF; OCH, CH
100 * - - H OCH,CF; OCH,CF; CH
101 " - - H OCH,CF;  OCH, N
102 - - - H OCH, CH(OCH3), CH
103 - - . CH; OCH, OCH, CH
104 ° - - CH; OCH, CH, N
105 * H SO,CH,4 H  OCH, OCH4 CH
106 " " " H  OCH; CH, CH
107 - - . H CH, CH, CH
108 " " - H  OCH, OCH, N
109 y " H OCH, CH,4 N
110 - " y H OC,Hg NHCH; N
111" . . CH, OCH, OCH, CH
112 - " - CH, OCH;  CH, N
113 - CH, SO,CH, H  OCH, OCH,4 CH
114 " " H OCH, CH, CH
115 ° " " H CH, CH, CH
116 " - " H OCH, OCH, N
117 - " " H  OCH, CH, N
118 ° " " H OC,Hg NHCH; N
19 ° . " CH; OCH, OCH, CH
120 " " CH, OCH, CH, N
121 " OH CHO H  OCH, OCH, CH
122 - - - H OCH,4 CH, CH
123 ° - - H CH, CH, CH
124 - " - H OCH, OCH, N
125 - " H OCH, CH, N
126 " " " H OC,Hs NHCH; N
127 - " CH, OCH, OCH,4 CH
128 * - " CH; OCH, CH, N
129 ° OCH, CHO H OCH, OCH, CH
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130 - - " H OCH, CHj CH
131 " " " H CH, CH, CH
132 " " " H OCH, OCHg N
133 " - - H OCH, CHj N
134 -~ " " H OCHg  NHCH; N
135~ " - . CH3 OCH,4 OCH,4 CH
136 - - CH; OCH;  CHy N
137 - OH COCH, H OCH, OCH; CH
138 " - - H  OCH, CHy CH
139 - y - H CH, CH; CH
140 " " - H  OCH;, OCH,4 N
141 - - " H . OCH, CH, N
142 - " y H OC,Hs  NHCH3; N
143 " " " CH; OCH,4 OCH,4 CH
144 ° " " CH; OCHj CH, N
145 " OCH,4 COCH, H  OCH, OCH, CH
146 " " y H OCH, CH, CH
147 - - . H CHy  CHy CH
148 " - - H  OCH, OCH,4 N
149 * - " H  OCH,4 CH; N
150 " " H OC,Hg  NHCH; N
151 ° " " CH, OCH, OCHy4 CH
152 - " " CH; OCHj CH, N
153 - H COC,Hg H  OCH, OCH,4 CH
154 * " " H  OCH, CH, CH
155 " - - H  OCH, OCH,4 N
156 - " H  OCH, CH, N
157 - CH; y H  OCH,4 OCH, CH
158 ° - " H  OCH, CHy CH
159 " " " H  OCH;, OCH,4 N
160 " - . H  OCH,4 CH, N
161 " H COCH,0CH, H OCH, OCH,4 CH
162 " " " H  OCH, CH; CH
163 " " " H  OCH,4 OCH,4 N
164 " ) " H  OCH, CH; N
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165 * CHj - " H OCH, OCHy4 CH
166~ " H OCH, CHy CH
167 * - - H OCH, OCH, N
168 * " " H  OCH, CH,4 N
169 - H COCO,C,Hg H OCH, OCH,4 CH
170 * " " H OCH, CHy CH
171 - " . H OCH;  OCH, N
172 - - - H  OCH, CH, N
173 ° CHy " H  OCH, OCH,4 CH
174~ " " H OCH, CH,4 CH
175 * " " H OCH, OCH, N
176 * " " H . OCH, CH, N
177 " H COCF, H  OCH, OCH, CH
178 - " " H  OCH, CHj CH
179 - " " H  OCH, OCH, N
180 * " " H  OCH, CH, N
181 ° CH, " H OCH;  OCH, CH
182 ° " " H  OCH, CH, CH
183 ° " " H  OCH, OCH, N
184 ° " " H  OCH, CH, N
185 - H COOCH, H  OCH, OCH; CH
186 ° " " H  OCH, CH, CH
187 * - " H  OCH, OCH, N
188 * - " H  OCH, CHy N
189 * CHj - H  OCH, OCH, CH
190 ° " " H  OCH, CHy CH
191 - " " H  OCH, OCH, N
192 - " H  OCH, CH; N
193 * H CONHC,Hg H  OCH, OCH, CH
194 - " - H  OCH,4 CHy CH
195 * " " H  OCH, OCH,4 N
196 ° oo " H OCH, CH, N
197 ° CH, " H  OCH, OCH, CH
198 * " " H  OCH, CHj CH
199 - " " H  OCH, OCH,4 N
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235 " . H OCH, OCH, N
236 * " H OCH, CH, N
237 " -CH,CH,CH,CH,S0,- H OCH, OCH,4 CH
238 " . H OCH, CHj CH
239 - H OCH, OCH, N
240 " - H OCH, CH, N
241 " -CH,CH,0CH,CH,- H OCH, OCH, CH
242 . H OCH, CH, 'CH
243 ° - H OCH, OCH, N
244 - - H OCH, CHj N
245 ° H COC,H, H  OCH, OCH,4 CH
246 " . - H _ OCH, CHj CH
247 " " - H OCH, OCH, N
248 " " - H  OCH, CH, N
249 * CH, . H OCH, OCH, CH
250 ° " - H  OCH, CH, CH
251 ° . . H  OCH, OCH, N
252 " " " H  OCH, CHj N
253 " H COCH,CI H  OCH, OCH, CH
254 - " H  OCH, CHy CH
255 " - . H  OCH, OCH, N
256 " - - H  OCH, CH, N
257 " CH, " H  OCH, OCH,4 CH
258 " - - H  OCH, CH, CH
259 " . - H  OCH, OCH, N
260 " . - H  OCH, CH, N
261 - H COCHCI, H  OCH, OCH, CH
262 " " " H  OCH, CH, CH
263 " - . H  OCH, OCH, N
264 " - - H OCH,4 CH, N
265 " CH, - H OCH, OCH, CH
266 " - - H OCH, CH, CH
267 " " " H  OCH, OCH, N
268 " " - H  OCH, CH, N
269 " H COCCl, H OCH, OCH, CH
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Cnea.R' R4 RS R X Y Z T.1°C
305 " SO,CH;  SO,CH, H OCH, OCHj CH
306 * - - H OCH, CH, CH
307 - - - H OCH, OCH, N
308 * " . H  OCH, CH, N
309 - H COCH,Br H OCH, OCH;  CH
310 - - - H OCH, CH, N
31 - CH - H OCH;  OCH, CH
312 - . . H OCH; CHy N
313 - H COCH,F H OCH, OCH;  CH
314 - - H OCH, CH, N
315 - CH, " H  OCH, OCH, CH
316 * - - M. OCH, CH, N
317 " H COCH,C=CH H  OCH, OCH,4 CH
318 - - H  OCH, CH, N
319 - CH, - H  OCH, OCH, CH
320 - - - H  OCH, CH, N
321 - H COCO,CH, H OCH; . OCH;  CH
322 - - - H  OCH, CH, N
323 -~ CH, - H  OCH, OCH, CH
324 - - H  OCH, CH, N
325 H CO,C,Hs H  OCH, OCH, CH
326 " - - H  OCH, CH, N
327 CH, - H OCH;  OCH;  CH
328 - - " H OCH,  CH, N
329 - H COSCH, H  OCH, OCH;  CH
33 - - - H  OCH, CH, N
331 - CH, - H  OCH, OCH,  CH
332 - - - H OCH;  CH, N
ckk I H CSOCH, H OCH,  OCH;  CH
334 - - - H  OCH, CH, N
335 - CH, - H OCH;  OCH, CH
336 " - - H OCH;  CH, N
337 - H CSSCH, H  OCH, OCH,4 CH
338 - " H OCH;  CH, N
339 " CH, - H OCH;  OCH, CH
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375 - CH, . " H  OCH, OCH, CH
376 " . - H OCH, CH, N
377 - H CSNHCH, H OCH, OCH, CH
37zg - - - H OCH, CH, N
379 - CH, " H OCH, OCH,4 CH
380 - - - _H  OCH, CH, N
3g1 " H CSNHCH,CH=CH, H  OCH, OCH,4 CH
3g2 - . - " H  OCH, CH, N
383 " CH, - H  OCH, OCH,4 CH
384 - - . H  OCH, CH, N
385 " CH, CSNHCH,COCH; H  OCH, OCH, CH
386 " " " H  OCH, CHy N
3g7 - CHy CSNHCH,COC,Hs H  OCH, OCH;4 CH
3gg - " - H  OCH, CH, N
389 - CH, CONHCH,COCH; H  OCH, OCH, CH
390 - " " H OCH, CH, N
g - CHj CONHCH,COC,Hg H  OCH, OCH, CH
392 - - - H OCH;  CH, N
3g3 - -CONHCH,CO- H  OCH, OCH, CH
394 - - H OCH, CH, N
3g5s - H SO,CH,F H OCH, OCH, CH
35 - - - H OCH, CH, N
397 - CHy " H  OCH, OCH, CH
3gs - - - H OCH, CH, N
399 " H SO,CF, H  OCH, OCH, CH
400 - - - H  OCH, CHy N
401 - CH, - H  OCH, OCH, CH
402 - - - H  OCH, CH, N
403 - H S0,C,Hs H  OCH, OCH, CH
404 - - H  OCH, CH, N
405 * CH, " H  OCH, OCH, CH
406 " - " H  OCH, CH, N
407 - H S0,-n-C3H, H OCH, OCH, CH
408 - " " H OCH, CH, N
409 - CH, - H OCH, OCH, CH
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Cven.R' R4 RS R7 X Y Z T.r°C
445 * OCH; - H OCH, OCH, CH
446 " - - H OCH, CH, N
447 ° OH COCH=CH, H OCH, OCH3 CH
448 " - " H OCH,4 CH, N
449 ° OCH, " H OCH,4 OCH, CH
450 ° . - H OCH,3 CH, N
451 " OH COCm=CH H OCH;  OCH; CH
452 * - - H  OCH, CH, N
453 * OCH, - H  OCH, OCH,4 CH
454 " - " H OCH, CH, N
455 " OH SO,CH, H  OCH, OCH, CH
456 ° " " H . OCH, CH, N
457 " OCH, " H  OCH, OCH, CH
458 * " " H  OCH, CH, N
459 ° OH SO,NHCH, H  OCH, OCH, CH
460 " " " H OCH, CHj N
461 " OCH, " H OCH;  OCH, CH
462 ° " " H  OCH, CH, N
463 ° OH SO,N(CH3), H  OCH, OCH, CH
464 * " " H OCH, CHj N
465 ° OCH4 " H  OCH, OCH, CH
466 " - H OCH, CHj N
467 * C,Hg CHO H  OCH, OCH, CH
468 " " " H OCH, CHj N
469 " - COCH, H  OCH, OCH, CH
470 * - - H  OCH, CH, N
a7 " - umknonponua H  OCH, OCH, CH
472 - " - H  OCH, CHj N
473 ° - COCH,Cl H  OCH, OCH, CH
474 . - H OCH, CH, N
475 " - COCF, H OCH, OCH, CH
476 " " " H OCH, CH, N
477 " " COOCH, H  OCH, OCH, CH
478 ° " " H  OCH, CH, N
479 * " COCgHs H  OCH, OCH, CH
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515 " - SO,CH, H OCH, OCH; CH
516 " T " H OCHj3 CH, N
517 " OCH, CHO H OCH, OCH; CH
518 ° - - H OCH, CH, N
519 " . COCH; H OCH, OCH, CH
520 * - - H OCHs CH, N
521 COO-n-Bu H CHO Ho" OMe CH
522 CONMe, Me - Ho" Me N
523 CONHMe H - HoO* OMe CH
524 CO-SMe Me CO-Me H - Me N
525 CO-OMe n-Bu CHO Hoo* OMe CH
526 " n-Bu " H. " Me N
527 H " H OCH,CF; NMe, N
528 Me - Ho- . N
529 H CO-Me Hoo- - N
530 * Me - H " . N
531 . SO,CH, H  OCH, OCH, CH
532 ° . . H  OCH, CH, N
533  CO,CHy H  OCH, OCH, CH
3 \(—YC Ry
534 - H OCH, CH,4 N
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5. MIPUMEPWU 3A TOTOBU ®OPMU

a) CpeacTBO 33 onyaApfAHe ce NpUroTesa Kavo 10 TernosHU
4acTW OT cbhepauHenue ¢ ¢opmyna () u 90 TernosHU 4acTK Tank KaTo
MHEePTHO BelecTBO Ce CMecBaT W Ce OCMTHABAT B YyAapHa MenHuua.

6) NecHoagucneprupau, ce 8BbB BOAa OMOKpSU, ce Npax ce
nony4yaea Kato 25 TernoBHW 4acTu OT CbeAUHEHue C dopmyna (I),
64 TernOBHU 4acTWN CbAbpXall, KAONIUH KBApL KaTo UHEpPTHO
seuwectso, 10 TerNnoBHM 4acTu Kkanues nMrHnHcynoHat mn 1
TernoBHa 4YacT HaTpPueB ONEONNAMETUNTAypaT KaTo OMOKPALLO U
AMCNeprupaiLo cpeacTBo ce cCMecBaT U ce cMunaTt Ha wudrosa
MenHuua.

B) JlecHoaucneprupaw, ce BbB BOAa aucneprupau, ce
KOHULEHTpaT ce nonydaBa kaTo 20 TernosHW 4acTW OT CbeAVHeHUEe ©
dopmyna (l) ce cmecBaT ¢ 6 TernoBHU 4acTun ankundeHonnonn-
ranukonetep (®Triton x 207), 3 TernoBHW 4acTu ums3oTpupekaHon-
noaurankonetep (8EO) n 71 TernoBHn 4YacTu napa¢dpunHoBoO
MWHepanHo Macno (TemnepaTtypa Ha KuneHe Hanp. okono 255 po
okono 277°C) n ce cMunat B TONKOBa MenHUUa A0 ronemuna Ha
yacTuuute non 5 MUKpoHa.

r) EMynrnpau, ce KOHUEHTpaT ce nonyyasa o7 15 TernoBHwu
yacTu cheauHeHue ¢ popmyna (1), 75 TernoBHu HacTu
LUKNOXEKCAHOH KaTo paaTBoputen u 10 TernoBHU HacTu
oKkceTunupaH HOHUAMPEHON KaTo eMynraTop.

n) Avcneprupau, ce BB BOAA rpaHynaT ce nosny4aea 4pes
cMecBaHe Ha

75 TernoBHW 4acTu cbeauHeHnune c dpopmyna (1),

10 TernoBHM 4YacTW Kanuues NUrHUHCyndoHarT,

5 TernOBHW YacTK HaTpues naypuncyndar,

3 TerNOBHW 4acTn MNOJIMBUHUAOB ankKoxon U
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7 TernogHu 4acTy KaonwnH
cMunaHe B wWudToBa MEeNHMUA W rpaHynupaHe Ha nNpaxa B Kunaiy
cnoil m ce rpaHynupa Ype3 HanpbCckBaHe C BOAA KaTo rpaHynupaila
TEYHOOCT.

e) BogHoaucneprupau, ce rpaHynat ce nony4asa KaTo

25 TernOBHMW 4YacTu OoT cbeauHeHue ¢ popmyna (1),

5 TErNOBHW 4acTW HaTpues 2,2'-anHadpTuamMeTtaH-6,6'-
amcyndoHar,

2 TEerNOBHW 4acTu HaTpueB oneounMmeTunTaypar,

1 TernoBHa 4YacT NONUBUHUAOB ankoxon,

17 TernoBHW 4yacTu Kanyues kapGoHaT u

50 TernosHnM YacTwu BoAa
ce XOMoreHuMaupaT U OCUTHSABAT NpeABapUTENHO HA KONoUAHA
MenHWua, chea ToBa ce CMUNaT B TONKOBa MenHuuUa ¥ Taka
nonyyeHaTa CycneH3nwn ce pa3anpbckBa U CYWW Ha pa3npawnTenHa
CYWMUNHA C ©eAHOKOMMNOHEHTHa Al03a.

B. BMONOrM4YHN NPUMEPHU

1. NeicTBue BbpXy nNnnesenute npeau NoOHUKBaHe

CeMeHa, CbOTBETHO YacTWU OT KOpeHuuia oT efQHO- ¢
ABYCeMeAeNHU NnnesenHn pacTeHusa ce NOCTABAT B NNaCTMacoBu
cakCUW C NecbLKNWBa FrAMHEcCTa nNoysa W NokpueaTt ¢ nNpuoT. MNpunara
ce chbefiMHeHWe cbrnacHo nao6petrenneto c popmyna () nnn Herosa
con, npuroteeHu nopl opmaTta Ha OMOKpALWM Ce Npaxose Unu
eMyNrupalin ce KOHLEHTPaTh KaTo BOAHW CYCNEH3NU, CLOTBETHO
eMyNcuu C us3Yncnex pasxoa Ha BoAa oOT 600 no 800 I/ha B
pa3fiMyHK AO3MPOBKW BbPXY NOBLPXHOCTTA HAa NokpueallaTta NpLCT.

Cnep TpeTupaHeTo CakCuUTe ce MNOCTABAT B OpaHXepus «
ce AbpXaT npu no6pu ycnosusa 3a pactex Ha naesenute. BuayanHa

oueHKka Ha pacTeHuATa, CbOTBETHO Ha yBpexgaHuatTa Ha KbnHoBeTe
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ce npaBu cnepn MOHWKBAHETO Ha ONUTHWUTe pacTeHWs cnef Bpeme oT
3 no 4 ceaMMUM, KaTo Ce CPaBHABAT C HETPeTUpaHU KOHTpPONU.
KakTo ce BuXja OT pe3yntaTtute, CbeAWHEHUATa CbrnacHo
nao6peteHneTo nokassatT aob6pa xepSuumuaHa akKTUBHOCT Npeam
NOHMKBAaHE Cpelly WNPOK CNekTbp oT nnesenu u SypeHu. Hanpumep,
cveauHeHusTa oT npumep 1, 27, 53-55, 68, 59, 79, 105, 113, 129,,
145, 153, 177, 181, 185, 189, 213, 217, 221, 253, 257, 421, 425,
420, 433, 437, 445, 4457, 461, 465, 467, 485, 487, 535-543, 547,
551-559, 562, 563 un 5665-578 ot Tabnuua 1 KakTo U Nnpumepure 1,
27, 53, 79, 163, 161, 169, 177, 181, 185, 253, 261, 269, 341, 349,
365 n 373 oT Ta6nuua 2 KakTo u npumepute 27 u 535 ot Tabnuua 3
kakTo w npumep 53 oT Ta6auua 4 uMaT MHOTO no6po xepOGuLMAHO
peiictTeue cpeuly BpeAHU pacTeHUa KaTo Sinapis alba, Stellaria
media, Chrysanthemum segetum u Lolium multiforum npun meToa
npeauM NOHWKBaHe Mpu pas3xoj Ha akTUBHO BelecTBO OT 0,3 kg Ao
0,005 kg/ha.

2. leiicTBMe BbpXy Nnesennte cnep NoOHUKBaHe

CeMeHa, CbOTBETHO 4acTKh OT KOpeHuuwa oT eaHo-
pByceMenenHu nnesenu ce NocTaeaT B NNacTMacoBMW cakcuu B
nechLKANBa rNMHecTa No4ysa, NoKpuMBaT ce C NPLCT U Ce OCTABAT B
opaHxepus npu Achu ycnosus 3a pactex. Tpu ceamuun cnen
NoCSBaHEeTO ONUTHUTE pacTeHus B cTaauh Ha TpeTwh NUCT ce
TpeTupaTt. CbeanHeHuata c dopmyna (I) nnwn TexHun conun
NPUroTBeHW KaTo Npax 3a pa3npbCcKkBaHe, CbOTBETHO KaTo
eMyNrupaiy, ce KOHUEHTPaT ce HanpbLcKBaT BLPXY 3@NEHUTe HacTh Ha
pacTeHWeTO B Pa3fiMiHN ALO3NPOBKU C PAa3XOA Ha BOAA NPECMEeTHATo
ot 600 no 800 I/ha n cnep npecTonBaHe Ha ONUTHUTE pacTeHuUA B
opaHXepusaTa 0kono 3 Ao 4 ceaMULUM Npu ONTUMaNHW ycnoena 3a

pacTex, AeicTBMNETO Ha npenapaTunte ce oueHsBa BU3yanHo B
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cpaBHeHWe C HeTpeTUpaHuTe KOHTponu. CpeacTBaTa CbrNacHo
Wao6peTeHMeTo MNOKaaBaT CbULO U Cnep NoHwksaHe poGpa
xep6UunaHa akTUBHOCT Cpelly WKMPOK CNeKTbp CTONAHCKU BaAXHU
nnesenu n 6ypexHn. Hanpumep, cbeAuHeHUaTa oT NnpumepuTte 1, 27,
53-55, 58,69, 79, 105, 113, 129, 145, 163, 177, 181, 185, 189, 213,
217, 221, 253, 257, 421, 425, 429, 433, 437, 445, 457, 461, 465,
467, 485, 487, 535-543, 547, 551-559, 562, 563 n 565-578 o7
ta6nuua 1 kakTo U npumepurte 1, 27, 63, 79, 153, 161, 169, 177,
181, 185, 253, 261, 269, 341, 349, 365 u 373 oT Tabnuua 2 KakTo u
npuMmepute 27 u 5635 ot Ta6nuua 3 KakTo U npumep 53 oT Tabnuuya
4 uMaT MHOTro aoGpa xep6uuuaHa akTUBHOCT Cpelly BpeaHu
pacTeHus kato Sinapis alba, Stellaria media, Chrysanthemum
segetum u Lolium multiforum no metoaa cnea noHWUKBaHETO Npw
pasxof Ha akTuBHa cy6cTaHuus oT 0,3 kg go 0,005 kg/ha.

3. MOHOCUMOCT Ha KYNTYPHUTEe pacTeHund

B cnepBatiyM ONUTWM B OPaHXepus ce 3acaBaT B Nechbkanea
rAvMHecTa nNoysa ceMeHa OT rONAMO KONUYECTBO KYATYPHU pacTeHus
n Nnesenn W ce nNokpueart ¢ NpbLCT.

EnHa 4acT oT cakcuute ce of6paboTBaT BeaHara KakTo €
onucaHo B 1, a ocTaHanuTe ce OCTaBAT B OpaHXepuaTa AOKaToO
pacTeHWsTa pa3BUAT ABa A0 TPW UCTWUHCKM NUCTa U chep ToBa ce
HanpbLCKBAT CbC CbeAMHEHUATA CbFrNacHo uaobpeTenneTo ¢
dopmyna (I) nan TexHn conu Npu pas3nmnuyiHu AO3NPOBKU KaKTo e
onucaHo B 2.

YeTupu A0 neT ceAMUUMN chepj NpuiaraHeTo n npecTos B
opaHXepuaTa NOCPEACTBOM BU3yanHa oueHka ce NOTBLPXAABA, H4€
CbeAMHEeHUATa CbFNacHo nsobpeTeHneTo He yBpexAaT KynTypu ©
ABa 3apOAMILIHW NMCTa KaTo HanpuMep cof, NaMyk, panuua, 3axapHo

UBEKNO U KapTodMu no MeToaa NpPeAn UM cnep NOHUKBAHETO AOPWU
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npu BUCOKWM AO03UN HaA aKTUBHOTO BeuWwecTBO. Hsakonko BeuwectBa

(XXX ]
(XX J
[ X ]

[ A XXX X3
.
[ XX X1
[ XXX
.
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*
L]
[ XXX ]
(X R X ]
Ld
*

OCBeH TOBa 3ana3BaT KYNTYPW OT XUTHW pacTeHus HanpuMep
euyeMuk, NweHuua, pbXx, copro, rpax, yapsuua uan opus.
CbenuHeHnata ¢ dopmyna () man TexHn conu nokassat
CnefoOBaTENHO BMCOKA CONEeKTUBHOCT Npu NpunaraHeTo UM 3a GopOa

C HeXeNnaH pacTeX Ha pacTeHua npn CenNCKOCTONAHCKWU KYATYPW.
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NATEHTHM NPETEHUXWY

1. CvepureHue c dopmyna () n Herosu conun

Re o
W )
SOZNH——LNR-’-—A
n2-—<|:—ns
NRARS

kbaeto R' oaHayasa CO-Q-R®,

R2, R® HesaBWCMMO eAnH OT APYFr O3HavaBaT H unun
(Cq1-Cs)anknn,

R4 oaHauasa H, (Ci1-Cg)ankun, KOWTO € He3aMecTeH nnu
aaMecTeH C eAUH WAK NnoBedye 3amecTuTenn oT rpynarta XanoreH,
(C1-C4)ankokcu, (C1-Cslankuntuo, (Cy-Cs)ankuncyndudun, (C1-Cy4)-
ankunncynéoHun, [(Cy-C4)ankokculkapGoHun un CN wnu (C3-Cég)-
aNkeHwn, KOWTO e He3aMecTeH WAKM 3aMecTeH C eAuH Uau noseuye
xanoreHHun atomu, nnu (Ca-Cg)ankuuun, KONTO e He3aMeCTeH nnu
3aaMecTeH C efiuH WAWN noBeve XaNoreHHu aTomu, unu xuppokcu, (Cq-
Cs)ankokcu, [(Ci-Cas)ankun]kapBoHun unu (C1-Ca)ankuncyndoHun
KaTO BCEKM OT NocCneaHuTe Tpu 3amecTuTens e HesamecTeH nawm
3aMeCTeH B ankunHaTa 4acT C eAWH WAM noBeve XanoreHHu aTommn
unaum c (C1-Cs)ankokcu uan (C1-C4)ankuntno 3aMecTuTenn, nnm
deHnncyndoHun, Npu KoeTo $eHNNOBUAT OCTaTbK € HesaMecTeH unu
3amMecTeH v

RS oanauaBa (Ci-Ca)ankuncyndoHun unm (C3-Cs)
ankeHuncyndoHun, Npn KOETO BCeKWU OT Te3n ABa samMecTuTensn e

Hes3aMeCTeH WAN 3aMecTeH ¢ eAuH UNn nopeve xXxaNoreHHn aToMu



unm ¢ (C1-Cs)ankokeu nau (C;-Cs)ankuntuo, nnu deHuncyndpoHun,
unn GeHnnkapOoOHUN, NpU KoeTo GpeHUunoBuTe ocTaTwLUM Ha
nocneaHnTe ABa 3aMeCTUTENs Ca He3aMeCTeHU UNu 3amMecTeHu, uau
MOHO- unu Aau-[(Cyi-Cy)ankunlamMmHocyn@poHun, unu [(C1-Cg)ankun]-
KapGOHWA, NPK KOBTO BCEKU OT MOCNeAHUTe Tpu 3aMecTutens e
He3aMeCTeH UKW 3aMecTeH C eAUH Wik noseuve 3amecTuTenun ot
rpynata xanore, (C;-Cs)ankokcu, (Cy-Caq)ankuntuno,(C,-Cy)ankun-
cyndunun, (C,-Cys)-ankuncyndonun, [(C1-Cs)ankunjkapoHun,
[(C1-Cs)ankokculkapGounn u CN, unm dopmun, rpyna ¢ popmyna
-CO-CO-R’, kbpaeTto R'=H, OH, (C{-Cs)ankokcu nnu (Ci-Cs)ankun,
unu [(Ca-Cg)umknoankunjkapboHun, [(C2-Cg)ankeHunlxkapboHun nau
[(C2-Cs)ankununjkapGoHun, npu KoetTo Bceku OT nocnepHuTe TPpKU
3aMecTUTens e HesaMecTeH UNu 3amMecTeH C eAuH unu noseye

xafOreHHW aToMn, uau rpyna ¢ popmyna

w

W W
—E—T—FP —A—mm" win —i‘llr—N(Rf)z

R* u R® zaepHo o3HavaeaT Bepura ¢ ¢popmyna (-CH2)mB- nnn
-B'-(CH2)m1-B-, npu koeTo BepuraTa e He3amMecTeHa Uaun aamecTeHa
C efUH WK NoBe4ve Hanpumep ¢ A0 4eTUpu (C1-Ca)ankunosu
ocTaTbka U m o3HayaBa 3 nau 4, m'! oaHayasa 2 unu 3,

W o3HayaBa KUCNOpPOAeH Win ceped aToMm (O van 8),

B, B! HesaBsucumo eauH oT Apyr o3HayasaTt SO, uaun CO,

Q oaHayasa O, S uan -NR'3-,

T osHayaBa O unm S,

R® osHauaBa H, (C1-Cas)ankun, (Ci-Ca)ankokcu, [(C1-C4)-
ankunlkapBoHUn nan [(Cy-C4)ankokculkapboHun, nNpu KoeTo BCekKku
0T nNochenHuTe 4 3aMeCTUTENs e He3aMeCTeH Unu 3amecTeH B

anKkunHaTta 4acT ¢ eAuH nan nosede XanoreHHm atToMmu, Mnu



xanoreH,NO, nnn CN,

R’ osHayaBa H unu CHgj,

R® oanauaBa H, (C1-Cs)anknn, (C3-Cy)ankeHnn nam (C3-Cyu)-
ankuHUA, NPU KOGTO BCEKU OT NOCNEeAHUTEe TpPpU 3amecTurtens e
He3aMeCTeH UNKu 3aMecTeH C eANH UAN NOBEYe 3aMecTUTenNu oT
rpynata xanoreH, (Cy-Cs)ankokcm, (C1-Cy)ankuntmo, [(C1-Cy4)-
ankunlkap6oHun u [(Ci-Cs)ankokculkapGoHun,

R® oanauyaBa (C;-Cs)ankun, (Ca-Cys)ankeHun nam (C3-Cy)-
AaNKUHUAN, NPU KOBTO BCOKMU OT NOCNeAHUTe TPU 3amMecTuTens e
He3aMeCTeH WAu saMecTeH C eANH UAKN NOBe4Ye 3aMecCTUTenu oT
rpynaTta xanoreH, (Cy-Cs)ankokcu, (C,-Cy)ankunartuo, [(C1-C4)-
ankunlkap6oHun u [(C1-C4)-ankokcu)lkapGoHun,

R'?, R'! HesaBucuMoO eauH oT Apyr o3HauyaBaT H, (C;-C,)-
ankun, (Cz-CylankeHnn unu (Ca-Cy)ankuHun, npu Koeto Bceku oT
NnocCneaHUTe® TpU 3aMECTUTENR @ He3aMeCTeH WU 3aMecCTeH C eauH
UK nosevye 3amMecTuTenu oT rpynata xanoreH, (C,-C4)ankokcwu,
(C1-Cyq)ankuntuo, [(C1-Cs)ankunlkapBoHun n [(C-Cs)ankokcu]-
KapGoHun,

samectutenst R'2 saegHo ¢ N-aTom o3Hauyasa 5 unu 6
YNeHeH xeTepouunkneH NpbLCTEH, KONTO MOXe Aa CbAbPXa OCBEH
ToBa U xetepoatomu oT rpynata N, O u S suB BL3MOXHATa CTeNeH
Ha okucseHune u e HesaMecTeH Unu samecteH ¢ (C1-Cylankun unu
okcorpyna mnu e 6eH3OKOHAGH3NpaH,

R'3 osnauaBa H, (C1-Cs)ankun, (Ca-Cs)ankeHun munm
(C3-Cas)ankuunn, Nnpu KOGTO BCEKM OT NOCAEGAHUTE TPU 3aMecTUTeNs
€ He3aMeCTeH UNK 3aMecCTeH C eAUH UAK noBevye 3aMecCTUTeNu or
rpynata xanoreH, (C;-Cs)ankokcu u (C,-Cs)ankuntmo,

A o3HayaBa ocTaTbk C popMyna



eAUHUAT oT 3aMecTutenute X n Y osHayasa BoAOpOA, XanoreH,
(C1-Cjz)ankun naum (Cy-Cz)ankokcu, Nnpu Koeto gBata NnocnenHu
3aMeCcCTUTeNs ca He3aMeCTeHNn UNKU 3aMecTeHKn C eAuH UNKN noBeye
XanoreHHn atoma uam c eanH (Ci-Cz)ankokcu 3amecTuren , a
Apyrunar ot aamectutenute X n Y oaHayaea sojopos,
(Ci-Cs)ankun, (Cy-Ca)ankokcu unm (Ci-Cz)ankuntuo, Nnpu KoeTto
nocnefiHuTe TPU ankKuacuLAbPXalln 3aMeCTUTENs Ca He3aMecTeHun
MNK 3aMECTeHW C elUH UAN NOoBeYe XaNnoreHHn aToMu UAn unu c
eavd unu aBa (C,1-Cs)ankokecu nnum (C,-Cz)lankuntno, nam octaTthbk C
dopmyna NR'4R'S, (C3-Cg)-umknoankun, (C2-Cs)ankenun,
(C2-Cs)ankuuun, (C3-Cs)-ankeHunokcu unnu (Ca-Cy)ankmHunokcum,
Z o3HayaBa CH wnm N,
R'4 u R'S He3aBucuMO eauH oT ApYyr oaHauyasaT H, (C;-Ca)
ankun unum (Cy-Cy)ankeHnn,
X' osHauyaBa CHj, OCHj3, OCyHs unu OCHF,,

Y'! oavayaBa -O- uau -CH,,



Qi sseese
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X2 oaHauyaBa CHj, CoHs unum CH,CF3,

Y2 o3HayaBa OCHg, OCsHs, SCH; ,SCH2CHgj, CHgz unu C2Hs,
X% oanayasa CHj; unu OCHg,

Y3 oanavasa H unu CHg,

X4 osHauasa CHjy, OCHj3, OCzHs, CH,OCH; uau Cl,

Y4 oaHayaBa CHj, OCH3, OCoHs unu Cl u

Y5 oaHayaBa CHj, CoHs, OCHa unu Cl.

2. CheaAMHEHUS N TEXHN CONN CbrNacHO nNpeTeHuunsa 1,
xapakTepusupaum ce ¢ ToBa, ue

R* osHayaBa H, (C1-Cs)ankun, koliTo e He3aMeCTeH UAu
3aMecTeH C elUH UNN NoBeYe 3aMecTUTens OT rpynara xaflorex,
(C1-Ca)ankokcm, (C1-Cylankuntuo, (Ci;-Cs)anknncyndorun,
[(C1-Cs)ankokculkapGouun v CN, naunm (Cz-Cs)ankeHun, (Cs-
Cs)ankuuun, xugpokeu, (C,-Cslankokeun, [(C1-CslankunlkapboHun
nnm (C1-CylankuncyndoHnn, npm Koeto BCeku OoT nocnefHute ner
3aMecTuTend e HeaaMecTeH UNU 3aMeCTeH B afkKUAHaTa 4acT C eAuH
MWK noseye XanoreHHwn atoma, nnu deHuncyndoHUn, Npm Koeto
$EeHNNOBUAT OCTAaTLK € He3aMeCTeH NN 3aMecTeH C eaAuH unwm
nose4ye 3aMecTUTenm oT rpynata xanoreH, (C1-Cs)ankun n (Cq-
Cas)ankokcu u (C1-Cylankuncyndponun, (Ci-Cy)xanoankuncyndoHun,
deHnncyndoHnn nnn deHnnkapboHuna, Npu Koeto GPeHNNOBUNAT
OCTaThbk B NOCNeAHUTe fiBa OCTaTbka € He3aMeCTeH UNU 3aMecTeH ¢
eguH UAKM NoBeYyYe 3aMecTUTenNn oT rpynara xanoreH, (C1-Cylankun un
(Ci-Ca)ankokcu, nnum MoHOo- uau amn-[(Ci-CylanknnjamMumHocyndoHun,
[(Ci-Cg)anknunlkapOGoHun, KONTO € He3aMecCTeH UAU 3aMecCTeH ¢
eAuH unun noseye xanoreHHn atomum uam (C;-Cy)ankokcu n (C1-Cy)-
ankuatTuo, nnn dopmun, OHC-CO-, 2-0kco-(Ca-Cs)ankaHoun,

[(Ci1-Cs)ankokcu]okcanun, [(Cz-Cglunknoankunlkapbounmn, [(C2-Cy4)-
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ankeHunlkap6ouun, nam [(C2-Cs)lankuHunlkapGoHun, unu rpyna ¢

dopmyna

w w w
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W o3Hayasa O uan S,

R® oaHayaBa H, (Cq1-C4)ankun, (C1-Cs)xanoankun,
(C1-Cs)ankokeu, (C1-Cs)xanoankun nam xanores,

R® oanayaBa (C;1-C4)ankun, KoMTo e He3aMeCTeH UK
3amMecTeH C egUH UK NoBeYvYe XanoreHHn atomu, unum (Cz-Cy)-
ankeHmnn unm (Cz-CylankuHun,

R® osnayasa H, (Cy-Cs)ankun, kolhTo e He3aMecTeH Unu
3aMecCTeH C eAnH UAKU noBe4ye xanoreHHn atoMum unm ¢ (C1-Cy)-
ankokcu, (Cy-Cy)ankuntuo, [(Ci-Cy)ankokculkapGorHun u [{(C:-C4)-
ankunlkapSouun,

R'%, R'' HesaBucuMoO enuH oT Apyr osHa4yaBaT H, (C;-Cy)-
ankun, KONTo e HeaaMecTeH WAKN 3aMeCTeH C eiuH UnNKu nosevye
xanoreHHun atomu, unm (Cz-CylankeHun, uam (Ca-CylankuHun, npu
KoeTo Hall-Manko eauHuaTt ot aamectutennte R'° u R'' e paanuuen
OT BOAQOpOA,

R'2 saegHo ¢ N-atoma o3HayaBa NeT- WAW WeECTYNEHEH
XxeTepouukneH NpbLCTeH , KOMTO MOXe Aa CbAbPXa U APYr
xeTepoatom oT rpynata N, O u S B pas3nuyHuTe cTeneHn Ha
okKucneHume n HesamecteH nan samMecteH ¢ (Ci-Cylankun nan
okcorpyna u

R'3 oanayaBa H, (C1-Cs)ankun, koiATo e HE3aMECTEH UAMN
3aMecTeH C eAUH UNK noBeye XanoreHHU atomu, uam (Cz-Cy)-

ankeHun nam (C3-CylankuuHun,

3. CbeanHeHUs U TEXHU CONM CbINAacHO nNpeteHuma 1 uam 2,



Xapakrepuaupaium ce ¢ ToBa, ye
R* oanayaBa H, (C1-Cs)ankun, xugpokcu nan
(Cy1-Cs)ankokeu,

RS o3HauaBa (C1-Cs)ankuncyndponun, CHO, [(C1-C4)ankun]-
KapGoHUN, KONTO e He3aMeCTeH UM 3aMecTeH C eNH UK noseye
xanorewHu atoma, unu [(C,-Cy)ankokcu]okcanun, [(C3-Cy)-

uuknoankunlkapGouun uan rpyna ¢ dopmyna

w w w
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KbaerTo
W,T, R® o R'2 umaT 3HayeHnaTa AedUHUPAHMN BbB
dopmyna (I)
R® oanauasa H, (C1-C3z)ankun, (C,-Cz)ankokcu unu
XanoreH,

A o3HayaBa 0CTaTbk C popMmyna

Z osnayasa CH unu N, n

eAUHUAT OT 3amMecTutennte X u Y oaHayaBa xaNnoreH,
(C1-Cz2)anknn, (Cy-Cz)ankokcu, OCFyH, CF3 nnu OCH,CF,, a papyrusar
oT ocTtatbuyute X u Y oanHauasa (Ci-Cz)ankun, (Cy-Colankokcu uau

(Cq1-C2)xanoankokcu.

4. MeTop 3a nonyyaBaHe Ha cheAuHeHns ¢ dopmyna (1) unu
TeXHU CONUN CLIrNacHoO NpeTeHHUNS 1, xapecTepuaunpaulu, ce ¢ ToBa, 4e

a) cbeauHenne ¢ dopmyna (i)
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NR4RS

B3awmMopeicTea ¢ xetepounkneH kapGamart ¢ popmyna (I11)

R*-0-CO-NR" -A (1)
kbAaeto R* osHavasa B faneH cnydail saamecteH peHun unu
(Cq1-Cslankun nan

6) deHnncyndonunnkapbamat ¢ dpopmyna (1V)

1
0O
H)L (V)
ON OCgHg

R

RR3
NR4RS

B3ammopeiictsa ¢ aMuHoxetepouukbvn ¢ popmyna (V)
H-NR” - A (V)
nnun

8) cyndoHunnasoumnaHat ¢ popmyna (Vi)

R1
M)
SO,—N=C=0

Nrees



B3auMogeiicTea ¢ aMMHoOxeTepouuksn ¢ popmyna H-NR7-A (V) uanu

r) B eqHOCbAOBa peakuus Hall-Hanpea aMUHOXETepoUUKbLA
c popmyna H-NR7-A (V) ssaumogeiicTea ¢ pocrexd B NnpucLCTBUe Ha
OCHOBa U NONYYEHUAT MeXAUHeH NPoAYKT B3aumopgeicTea C
deHuncyndoHamug ¢ popmyna (i), nam

A) cynboHunxnopua ¢ popmyna (Vi)

Re R

(Vi)

SO,—Cl
R2—C—R3

\rers

B3aumopeictea ¢ yuaHat M-OCN, kbgeto M o3Hauyaea NH,, Na unu
K# c amuHoxeTepouukbvn ¢ popmyna H-NR’-A (V) B npucbucTane Ha
oCHOBa, UAwn

e) cyndpoHamug c popmyna (ll) Bsaumopeitctea ¢

(Tno-)uzouyumaHart ¢ popmyna (V')
W=C=N-A (V')

B NPUCHCTBUE Ha OCHOBA,
NPy KOeTo ocTaTbluMuTe, cboTBeTHO rpynute R'-R7, A unu W pub
dopmynute (1) - (Vi) n (V') umaTt pedurupanuute sue ¢opmyna (I)
3HAYeHUS U CLINAacCHO BapuaHTuTe a) - ) Hal-Hanpen ce nonyyasaTt

cvepuHeHunaTta ¢ ¢popmyna (l), kbgeto W = O.

5. XepOuuuaHo unan perynupallo pacrexa Ha pacTteHusTa
cpeacTBoO, xapakTepnanpauw,o ce ¢ ToBa, Ye CbAbpXa Hall-Manko egHo

crenuHernue ¢ gpopmyna () unnm Herosa CON CLIMNACHO efHa OT



LA R XX )
L
esee

- 10 -
npeteHyun 1 ao 3, saepHo C o6uyaliHuTe 3a npuroTsaHe Ha dopmu 33
pacTuTenHa 3awuTa NOMOLULHK cpeacTea.

' 6. MeTop 3a 6op6a C BPeAHW pacTeHUs Unu 3a perynmpaHe
paacTexa Ha pacTeHus, xapakTepuaupau, ce ¢ ToBa, 4e BbpXy BpeaHuTe
pacTedus, CbOTBETHO TexXHNUTe cemMeHa Unu NOBbLPXHOCTUTE BbLPXY KOUTO
pacTaT, ce npunara epeKTUBHO KOIU4ECTBO OT MNOHE eHO CbhefuHeHHune
c ¢opmyna (l) uan Herosa con CbLrNacCHO efHa OT nperexHuun 1-3.

7. WanonaBaHe Ha cbeauHeHus ¢ dopmyna () nnm TexHu conu
CbrnacHo egHa oT npeteeHuuu 1 fo 3 KaTo XxepuUMAHO CPEACTBO UK
CPeACTBO 3a peryniMpaHe pactexa Ha pacTeHunTa.

8. ChepuHeHune ¢ dopmyna (i)

e

(n

o
NR4R5
xbaeto R' no R® uMaT HauyeHuaTa AaaeHu npu ¢opmyna () ot
npeteHuma 1.
9. MeToq 3a nony4yaBaHe Ha chbeAUHEeHUs C dopmyna (l1)
CbIrNAacHO MpeTeHuus 8, xapakTepusupau, ce ¢ ToBa, e CbeauHeHue ¢

dopmyna (XV)

R‘
SONHC(CHg)a

FRREC
Nt

gpaaumMogeilcTtea aHaNnoOrnyHo Ha u3BecTeH MeTopq 3a oTuenBaHe Ha TpeT-

6yTMNOKCMAaLWUTHA rpyna, kaTo saMecTurenuTe R' no R® ca aeduHupaHn

npwu dopmyna (I1).



MATEHTHU NPETEHUUMK

1. CbeanHeHue c popmyna (l) n Herosu conu

Re R
w 0
SOZNH—g—-NR"——A
R2—C—R?
NR4R5

kbaeTo R' oanauasa CO-Q-R®,

R2, R® HesaBMCHMO eAnH OT APYr o3Hauasar H wunn
(C1-Cas)ankun,

R4 oaHayaBa H, (C1-Cg)ankun, KOATO e He3aMecTeH Unn
3aMecTeH C eAuH WNKW noBeYe 3amMecTUTenu oT rpynara Xanorex,
(C,-C4)ankokecu, (C1-C4)ankuntno, (Ci-Cs)ankuncynbuuun, (C1-Ca)-
ankuncyndpoHun, [(C1-Ca)ankokculkapboHun v CN wunun (C3-Cég)-
anKeHWn, KoWTO e He3aMecTeH Win 3aMecTeH C eAunH unn nosevye
xanoreHHu atomm, unm (Cs-Ceg)ankuuun, XONTO € He3aMecTeH Uuan
aaMecTeH C eAuH MNu noBeYe XanoreHHW aTomu, uiu xuapokcu, (Ci-
C4)ankoxcu, [(Cy-Ca)anknnjkapGoHun unu (C1-Ca)ankuncyndoHun
KaTO BCEKM OT NOCNeAHUTE TPU 3aMecTuTens e He3aMecTeH nnu
aaMeCcTeH B ankKunHaTta yactT C eaAunH Unn noseuye xanoreHHn aToMu
nam ¢ (C1-Cs)ankokcu unv (C1-Ca)ankuntuo samecTutenu, uin
deHuncyndoHuUn, Npu KoeTo $GEeHUNOBUAT OCTaTbK € He3aMeCTeH uiu
3aMecTeH u

RS oanauaBa (Ci-Cs)ankuncynpoHun niu (C3-Cs)
ankeHNNCYNQOHMA, NPU KOETO BCEKU OT Te3un ABa 3amecTuTens e
He3aMecCTeH MNK 3aMecTeH C eAuH Wiau noseue XaNoreHHn aToMu
unu ¢ (Ci-Cs)ankokcu uau (C1-Cs)ankuntno, nnn dennncyndoHun,

MU deHnnkapGoOHUN, Npu KoeTo GeHnnosuTe OCTaTLLM Ha



nocneaHuTe ABa 3aMeCTUTENS Ca HE3aMOCTEHW UM 3aMEeCTeHun, uin
MOHO- Unu An-[(Cy1-Cq)ankunjamunocynpoHun, unu [(Ci-Cg)anknn]-
kap6OHWUA, NPW KOGTO BCOKM OT NOCNEAHNTE TPU 3amecTuTens e
Hea3aMeCTeH WAW 3aMecTeH C eANH WK nosevye 3aMecTuTenu or
rpynaTta xanoreH, (C;-Cs)ankokcu, (C1-Cs)ankuntno,(Cy-Cylankun-
cynduuun, (C1-C4)-ankuncynponun, [(Cy-Cas)ankun]lkapoxun,
[(C1-C4)ankokculkapGoHun u CN, unu dopmun, rpyna ¢ popmMyna
-CO-CO-R’, xbaeTo R'=H, OH, (C{-C4)ankokcu unu (C1-Cs)anknn,
unu [(Ca-Cs)unknoankunlkapboHun, [(C2-Cs)ankenunlkapGoHnn nau
[(C2-Cg)ankununlkapGoHun, npu Koevto BCeKW OT nocnepHuTe Tpu
3aMecTUTeNns e He3aMeCcTeH UNK 3aMecTeH C eAuH uiau nopeue

XafNOreHHU aTOMK, AN Tpyna ¢ ¢opMyna

w W w
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NpuU KOeTo B CAyYai, 4e 0CTaThKbT -CR'R2-NR*R% e B8 napa-noanyus
cnpamo SO,-rpynara Ha cyndoHunkapbamuaHata Monekyna,
aHauyeHuneTo 3a R® kaTo HesamecTeH [(Cy-Cz)annkunlkapoHun
oTrnapa

R% u RS 3aepHo o3HavaBaT Bepura ¢ dopmyna (-CH2)nB- nan
-B'-(CH2)m1-B-, npn koeTo Bepurata e Hes3aMecTeHa WAKU 3aMecTeHa
C e4uH WNK noBeye HanpuMep ¢ A0 YeTupu (C1-C3z)ankunosu
ocTaTbka U m o3HayasBa 3 unu 4, m'! oaHavyaBa 2 uau 3,

W o3HayaBa KUCAOPOAEH NAK CepeH aToMm (O nau S),

B, B' nesaBucuMO eauH OT ApYyr o3Havaparv SO, unn CO,

Q oanayaea O, S unu -NR'3-,

T o3xHayaBa O unu S,

R® osnauaBa H, (Ci-C4)ankun, (Cy-Cs)ankokcu, [(C1-C4)-
ankunjkapGoHun nnun [(C1-Ca)ankokculkapGoHun, Npu koeTo Bcekun

OoT nocneanHute 4 aamecTuTens e He3aMecCcTeH unu aaMecTeH B



ankWNHaTa 4acT C €AVWH WK NoBEeYe XaNoreHHW aTomu, Uau
xanoreH,NO,> uan CN,

R7 oaHayasa H wnu CHa,

R® oaHauasa H, (Ci-Cs)ankun, (Ca-Cs)ankeHun unu (Ca-Cy4)-
aNKUHWUA, NPU KOETO BCEKU OT NOCReAHUTe TPWU 3aMecTuTens e
He3aMeCTeH UK 3aMecTeH C eAUH WK NoBeye 3aMecTuTenu ot
rpynaTta xanoreH, (Cq-Cs)ankokcu, (Ci-Csq)ankuntuo, [(C1-Cy)-
ankunlkapOGoHun wn [(Cy-C4)ankokculkapGonrun,

R® osHauaBa (C;-C4)ankun, (Cz-CslankeHnn niu (C3-C4)-
ankUHUA, NPU KOETO BCeKW OT nocnenHuTe Tpu 3amMecTurtens e
He3aMeCTEeH WAMU 3aMeCTeH C eAUH UAK nNoseve 3amecTuTenm ot
rpynata xanoreH, (C;-Cs)ankokcs, (C1-Cs)ankuntno, [(C1-C4)-
ankunlkapGoHun un [(C,-C4)-anxoxcmlxapﬁouun.

R R'' He3saBUCUMO eauH OT APYr o3HauapaT H, (C1-Cs)-
ankun, (Ca-Cas)ankenun nnamn (C3-Cs)ankuxun, npu KO®TO BCeKu OT
nocneaHnTe TpU 3aMecTUTeNs e HesamecTeH UWiu 3aMecTeH C efiuH
WAW noeeye 3amMecTUTenNu OT rpynarta xanores, (C1-Cs)ankokecu,
(C1-Cs)ankuntuo, [(Cy-C4)ankunlkapboHun v [(C1-Cas)ankokcu]-
KapOoHun,

aamecTuTenst R'2 aaenHo ¢ N-atom o3Hayaea 5 unn 6
UneHeH xeTepouUKNeH NPpLCTEH, KONTO MOXe A3 CbAbPX3 oCBeH
ToBa W XeTepoaToMi OT rpynara N, Oun S BbB Bb3MOXHaTa cTenex
Ha OKMCNEHWe U € He3aMeCTeH uin 3aMecTeH © (C1-Cs)ankun nan
okcorpyna unu e 6eH30KOHAEH3UpaH,

R!'3 oanauasa H, (C1-Cs)ankun, (Ca-Ci)ankeHnn unu
(Ca-C4)ankuHun, Npu KoeTo BCeKkn oT nocneAHuTe Tpu 3amMecTutTens
e HeaaMeCTeH WAY 3aMecTeH C einH UAiu noseye 3aMecTUTENU oT
rpynata xanoreH, (C1-Cs)ankokcu v (C1-Cs)ankunrtuo,

A o3aHayaBa ocTaTbk ¢ dopmyna



N X! N /xz N OCH,
ﬂz}w‘ & . "’°”2J\__Exa '

NC 4
/ wnm ‘Q\_—(
4 \&

efUHUSAT OT 3amecTuTennTe X unY ozHayasa BOAOPOA, XanoreH,
(C1-C3a)ankun naun (Cy-Ca)ankokcu, Npu KoeTo ABaTa nocnefHmn
3aMeCTUTens ca HesaMecTeHW Uin 3aMecTeHu C eAuH WAN noseue
XaNNOreHHu aTomMa unn ¢ eaunH (C;-Ci)ankokcu 3amecTuTen , a
APYruaT OT 3amecTuTenure X w Y o3HayaBa BOAOPOA,
(C1-Ca)ankun, (Cq1-Ca)ankokcu unu (C1-Ca)ankuntuo, npu Koeto
nocnegHuTe TPU ankMACHAbPXAlKU 3aMecTuTens ca HesaMeCcTeHM
WAN 3aMECTEHM C eANH MK NoBeYe XanoreHHu aTomu UAK maum c
eauH unn asa (Cy-Cjz)ankokcu unn (C1-C3)ankuntuo, nam ocTaTek C
dopmyna NR'4R'®, (Ca-Cs)-unknoankun, (C2-Cq)ankeHnn,
(C2-Cs)anknHun, (Ca-Ca)-ankeHUNoOKCHU U (C3-Cs)ankuHunokcu,
Z o3Hayasa CH unn N,
R'4 1 R'® He3aBMCUMO eAWH OT APYr Oo3HavaeaT H, (C1-Cs)
ankun unu (Ca-Cy)ankeHnn,
X! oaHauaBa CHj, OCH3z, OC2Hs unan OCHF2,

Y' oanayaBsa -O- unu -CHa,



X2 oanayasa CHa, CaHs unum CH,CFa,

Y2 oaHayapa OCH3, OCoHs, SCH3 ,SCH2CH3, CH3z uau CzHs,
X3 oaHayasa CHi unu OCHgs,

Y3 oaHayasa H nnu CHj,

X4 oanayaBa CHj, OCHa, OCzHs, CH20CH3 uau Cl,

Y4 o3HauaBa CHj, OCH3, OC2Hs unu Cl v

Y5 o3nayasa CHj, CaHs, OCH3 unu Cl.

2. CbeAUHEHMNA U TeXHU CONU CbLIIaCHO NPpeTeHUUA 1,
xapakTepusaupauu ce c Tosa, ye

R4 oaHauyasa H, (Ci-Cs)ankun, KONTO e He3aMeCTeH unu
3aMecTeH C eAMH UNK NoBeuye 3aMeCTUTeNa oT rpynata XanoreH,
(C1-C4)ankokcu, (C1-Cs)ankuntuo, (C1-Cs)ankuncyndoHun,
[(C1-Cas)ankokculkapboHun u CN, unu (C3-C4)ankennn, (Cs-
Cas)ankuuun, xuapokcu, (Ci-Cslankokeu, [(Cy-C4)ankun]lkapboHun
unu (Cy-Cq)ankmncynpoHun, npu Koeto sceku ot nocheaHuTe neTt
3aMecTUTeNs e He3aMecTeH WU 3aMecTeH B afkunHaTa 4acT ¢ eAuH
WK NoOBeyYe XaNOreHHW aToma, Unu GeHuncynpoHun, Npu Koevo
GEHWNOBUAT OCTATLK € He3aMecTeH UN 3aMEeCTEeH C efuH unmn
nosevye 3aMecTUTenNwn OoT rpynarta xanoreH, (91-04)anxun M (Cq-
Cs)ankokecu ¢ (C1-Ca)ankuncyndoHnun, (C1-Ca)xanoankuncynpoHun,
deHuncyndoHUN unun deHnnkapOboHun, npu Koevo deHnnoBUAT
ocTaThK B NOCNeAHWTe ABa OCTaTbKa @ HE3aMeCTeH M/iN 3aMecTeH ¢
eAVMH UNW noBeve 3aMecTUTenu OT rpynaTa xanorex, (C1-Cs)ankun v
(C1-C4)ankokcu, uan MOHO- UK ,qvn-[(C,-C4)anxun}aMuHocyn¢onun,
[(C1-Ce)ankunlkapGoHun, KOUTO e He3aMecCTeH Wi 3aMecTeH C
eAVWH NNW noBeye XaNloOreHHW aToMun Uan (C1-Ca)ankokcu u (C1-Cy)-
ankunatuo, nnn ¢opmun, OHC-CO-, 2-okco-(C3-Cs)ankaHoun,

[(Cy-Cs)ankokcu]okcanun, [(Ca-Cs)uuxnoanxun]xapdouvm. [(C2-C4)-



	BIBLIOGRAPHY
	DESCRIPTION
	CLAIMS

