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O06sacTh TEXHUMKH, K KOTOPOH OTHOCUTCS U300peTeHne

Hacrosiiee n3o0peTeHue OTHOCHTCS K HOBBIM MPOU3BOIHBIM apuII0a3o-2-mi-
UAHATIIIAMIHOIIPOU3BOIHBIX (hopmydsl (1)
P Z— R
w N =Q $ s Ry 7
Xeo A ,"“10’3*?*'“\ 0
P
\Y R 4 lNl R §

rae R3, Ry, Rs, Rg, R7, P, Q, V, W, X, Y, Z u a 0003HauaroTCs TaK, KaK ONPEEICHO B OMUCAHUH, UX KOM-

TIO3HIIKSM, CITIOCO0aM X TOTYYIEHUs U UX IPUMEHEHHUS B KaUeCTBE MECTHUIIUIOB.
IIpeamecTByOMUiA ypoBeHb TeXHUKH

Bopeba ¢ mapa3sutaMu, B 4aCTHOCTH C DHIONAPA3UTaMH, KOTOPHIE 3apayKaroT Mapa3uTaMH )XKUBOTHBIX, I10-
CPEICTBOM aKTHBHBIX BEIIECTB, COAEPKAIINX [IMAaHATHIAMUHOTPYIITY, OITMCAHAa BO MHOTHX NATEHTaX MU 3asB-
Kax Ha mateHT, Hanpumep International Patent Publications Ne WO 2004/024704 (marent CIIA 7084280), WO
2005/044784, WO 2005/121075 u WO 2006/043654, a takxke B EP 953565 (marentr CILA 6239077) u EP
1445251.

O/HaKO HU B OJIHOW U3 MPEABIAYIIMX MyOJHKAIMK HE HATUCAHO, YTo coeauneHue Ghopmyssl (1) mposeiser
AKTUBHOCTh B KAUECTBE MECTUIUIOB, OCOOCHHO I OOPHOBI C IHIOMAPA3UTHICCKUMI HACCKOMBIMH-TIApA3UTaMU
BHYTPH WJIH HA )KUBOTHBIX M IKTONAPA3UTAPHBIMU HACCKOMBIMH-TIAPA3UTAMH Ha KUBOTHBIX.

CymHocTb H300peTeHus
Hacrosmiee n3o0pereHue OTHOCHTCS K HOBBIM TIPOU3BOTHBIM apuII0a30J-2-Mi-

TUAHOATHIAMHUHOIIPOU3BOXHBIM (hopmysl (1)
R, R, /z—R -

PN
Xoy—F |$2 g Ik 0
4 N 3

rae P nmpencrasnset coboii C-R; mm N;

Q npexacrasnser coboit C-R, mwiu N;

V npeacrasnset coboit C-Rg wiu N;

W npencrasinsier coboit C-Rg miu N;

X npexacrasnset co6oit C-R o mmm N;

Y npexacrasiser co6oit C-R; mimm N;

Rj, Ry Rg, Ry, Ry 1 Ry kak BMecTe, Tak W HE3aBUCUMO JPYT OT JIpyra MPEJCTABISIOT COOOH BOIOPOI,
aMHUHO, aMHJI0, [IMAHO, HUTPO, TAJIOTCH, aJKWI, aKCHI, aIKHHII, [TUKIOAIKII, THAPOKCHAIKIII, TaJoreHaN-
KWJI, aJKUITHO, TAJIOTCHAIKUIITHO, apUIITHO, AIKOKCH, ()EHOKCH, AITKOKCHAIKOKCH, IUKIOAIKUIOKCH, rajore-
HAJIKOKCH, aJKHIKApOOHMII, TAIOTeHANKIIKAPOOHWUII, alKHICYIbOUHII, TaTOTeHANKHICYTIb(UHIUI, aTKUICYIIb-
(hoHMI, aNMKUIAMUHO, MU(AJKWII)aMHHO, aKWIKApOOHMIAMIHO, ANIKHJIAMHHOAIKOKCH, THAIKHIAMAHOAIKOKCH,
ANKWJIAMHHOAJIKII, JAHAIKHIAMHUHOAIKWI, amuHoankui, ¢opmumi, HO,C-, ankuia-O,C-, He3aMEUIEHHBIA HIN
3aMeIIEHHBINA apuil WIIM He3aMEIEHHBINA UK 3aMeIIEHHBIN (EHOKCH, B pe3yJbTaTe 4ero KaxIbli U3 3aMecTUTe-
Jiell MOXEeT He3aBUCHMO JPYT OT Jpyra ObITh BBIOPAH M3 TPYIIIbI, COCTOSILEH U3 IUAHO, HUTPO, rajoreHa, ajiku-
Jia, TaJTOrCHAJIKIIIA, AIKWITHO, TaJIOTCHANKHIITHO, apUITHO, AJIKOKCH, TaJIOTCHAIKOKCH, aJIKIJIKapOOHMIa, Tajlo-
TCHAIKIJIKAPOOHMIA, ANKWICYIb(QHHIIA, TaJOTCHAIKIICYIb(QUHNIA, ATKIICYIb(QOHUIA, TaT0reHAIKUICYIIb-
(honma;

R3, Ry u Rs, kb1l HE3aBUCUMO JIPYT OT APYTa, MPEICTABISIOT COO0W BOAOPO, TAIOTSH, allKWII, THIPO-
KCHAJIKHJI, aJKUITHOATKIII, TAIOTCHAIKI, aTKIIOKCHATIKIII, alTKAICYIIb(QUHUITANKII, aTKUICYITh()OHMUITATKIII,
ANKWICYTb()OHUITOKCHANKII, HE3aMEIIEHHBIM MM 3aMEIIEHHBIA [UKIOAJKHUI, B KOTOPOM 3aMECTHTENId MOTYT
OBITh HE3aBUCUMBIMHU JPYT OT Apyra ¥ ObITh BHIOPAHHBIMH U3 IPYIIIBI, COCTOSNICH U3 TANOTeHA U alIKUIIa, He3a-
MEIEHHOTO WM 3aMEHIEHHOrO (JeHUIIa, B Pe3ybTaTe Yero KaKAbli U3 3aMECTHUTENeH MOXET ObITh HE3aBHCH-
MBIM JIPyT OT ApYra ¥ ObITh BHIOPAHHBIM M3 TPYIIIbI, COCTOSNICH M3 [IMAHO, HUTPO, rajloreHa, ajikuiia, rajore-
HAJIKWJIA, aIKHITHO, TaJ0r€HAIKIITHO, apUIITHO, AIKOKCH, TaJIOTCHAIKOKCH, aJKHIKapOOHMIa, TalOreHATIKUII-
KapOOHMIA, ANKWICYJIb(pUHIIA, TaJoreHaJKIICYIbGUHMIE, aTKUICYIb(OHUIA, TalOreHATKUICYIb()OHMIIA,
ANKWJIAMHMHO, JH(AJIKWUI)aMUHO; WIN

R4 1 Rs BMecTe ¢ aToMoM yriiepoja, K KOTOPOMY OHHU MPUCOEANHEHBI, 00pa3yoT IUKJIOATKWIEHOE KOJIBIIO;

Rg mpencraBiisieT co00# BOJOPOI, aTKWII, ATKOKCHATIKWII, aJIKAIKApOOHII, aKHITHOKAPOOHUI WIH He3a-
MEIIEHHBIN WIH 3aMEIIEHHBIA OCH3WI, B PE3YJIbTATe YEr0 3aMECTUTEIH MOTYT OBITh HE3aBUCHMBIMH JPYT OT
Jpyra U OBITh BEIOPAHHBIMH W3 TPYIIIEI, COCTOSIICH W3 IIMAHO, HUTPO, TalOreHa, ajKWia, TaJOreHANKIIA, aj-
KIWITHO, TAJOTCHAIKWITAO, apUITHO, ATKOKCH, TaJOTCHAIKOKCH, AKIIKapOOHWIIA, TajJoreHANKIIKApOOHMIIA,
ANKWICYIb(DUHIIA, TATOTCHATKUICYIbOUHIIA, ANKWICYIb()OHMIA, TaJOreHaIKIICYIb(OHUIA, ATKHUIAMUHO,
JTA(QJTKHIT)aMUHO;

R, mpezcraBinsier cob0ii BOJOPOI, ANKUI, aTKOKCHATIKIII, AIKAIKAPOOHUII, AKUITHOKAPOOHHI WIIN HEe3a-
MEIEHHBIN WM 3aMeIIEHHBIA (DEHMI, B KOTOPOM 3aMECTUTEIN MOTYT ObITh HE3aBUCHMBIMHU JPYT OT Ipyra u
OBITH BHIOPAHHBIMH U3 TPYIIIBI, COCTOSIIEH M3 HAHO, HUTPO, TAJIOTeHa, KA, TaJoreHankmIa, Genmna, de-
HOKCH, aJKHJITHO, TAJIOTCHAIKHITHO, aPUITHO, aJIKOKCH, FAJIOTCHAIKOKCH, aJKHIKapOOHMIA, TaI0r€HAIKIIKap-
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OOHMIIA, ATKWICYIH(PHHMIA, TaTOTeHANKWICYIb(QHUHIIIA, aTKWICYTb(OHMIA, TATOTEHATKWICYIb()OHNIIA, ATKH-
JaMUHO, TH(ATKWIT)aMUHO; HE3aMEeIIEHHOTO WIIM 3aMENIEHHOTO TreTapuiia, B KOTOPOM Ka) bl U3 3aMeCTUTENeH
MOJKET OBITh HE3aBUCHUMBIM JPYT OT APYra M ObITH BRIOPAHHBIM M3 TPYMIIEL, COCTOSIIEH U3 IHaHO, HUTPO, rajo-
TeHa, aJIKWJIa, TAIOTEHATIKMIA, alKWITHO, TAIOT€HAIKUITHO, apWITHO, alIKOKCH, TaJOT€HAIKOKCH, aJKHIKap0Oo-
HUJIA, TAJIOTCHAIKHIKApOOHMIA, aIKWICYIb(GUHIIIA, TATOTCHATKIICYIbQUHIIIA, ANKIICYIb(QOHIIIA, TaJIOreHAN-
KWICYJIb(OHMIIA, ANKIJIAMHUHO, J¥(aJIKHI)aMUHO; WIH

HEe3aMEIIEHHOT0 WM 3aMEIIEHHOT0 Ha()THIIA WM XHHOJIMIA, B KOTOPOM KaXKIbIi M3 3aMECTUTENICH MOXKET
OBITh HE3aBHCHMBIM JIPYT OT ApPYyra U OBITh BBIOPAHHBIM U3 IPYIIIEI, COCTOSINCH W3 MAHO, HUTPO, TaJIOTCHA,
QJNKWJIA, TATOTCHAIKIIIA, aJIKWITHO, TAIIOTEHAKWITHO, aPHITHO, ATKOKCH, TaJOrCHAIKOKCH, ANKIITKapOOHMIIA,
raJIOTeHAKMIIKAPOOHIIIA, ATKWICYIL(OUHIUIA, TATOTCHAIKWICYIb(QUHUIA, AITKHICYIb(QOHMIA, TaJIOTCHATKII-
CyIb(pOHMIA, ATKWIAMIHO, TH(aJIKMII)aMITHO;

Z npeJcTaBIseT codoi opauHapHyto cBsasb, C(O), C(S) umu S(O),;

a mpencTasisier coboit 1, 2 wm 3;

p npencrasisier coboit 0, 1 wnm 2.

Lenpro HacTOAIIETO N300PETEHUS SBIACTCS MIPEIOCTABICHIE HOBBIX COCIUHEHUH, SBISIOIIUXCS TECTHIIN-
JTaMH, U3 CEMEHCTBA apUiI0a30Ji-2-MIIHAHOITUIIAMUHA, a TAKXKE CIIOCOOBI UX MOJYUYCHUS.

BTopoii 1enbio HACTOSIIEro H300PETEHHS SBISCTCS MPEAOCTaBICHHE KOMIIO3UIIUHA MMECTHIUIOB U CIIOCO-
0OB TOJYYCHHUS TECTHUIMIOB HA OCHOBE apMIIOa30Ji-2-HIIMAHOITUIIAMHHA, SBJISIONICTOCS MECTUIUIOM, IS
OOpBOBI C CEMBCKOXO3SIWCTBCHHBIMHA BPEIUTEISIMH, KOTOPBIC XOPOIIO IMEPEHOCHMBI TEIUIOKPOBHBIMH BHIAMH,
pBIOOI M PACTEHUSMH, B TOM YHUCIIE OCOOCHHO JIJIsi OOPBOBI ¢ 3HJ0- U SKTOMAPA3UTAMH, KOTOPHIC 3apaKaloT IMa-
pa3uTamMy MIICKOIUTAIOIINX, PHIOY U IITHII.

Jpyroii enpio HACTOSIIETr0 N300PETeHUS ABIISETCS MPEIOCTaBICHUE COSANHEHUN, 00TaJaroIInX BRICOKOM
AKTUBHOCTBIO M TIOBHIIIEHHOH 0€30MAaCHOCTHIO JIJIS TIOJIB30BATENSI H OKPYKAOIICH Cpebl, KOTOpasi JOCTHTAeTCs
ONTUMU3AINEH XUMHUYCCKHIX, (PU3NICCKAX U OMOIIOTHIECKUX CBOUCTB, TAKHX KaK paCTBOPHMOCTD, TEMIIEpaTypa
TUTaBJICHHUS, CTAOMIIBHOCTD, JIEKTPOHHBIE W IPOCTPAHCTBEHHBIE MTApaMETPHI U T.11.

Jlist jocTrKeHHs Leled HAaCTOSIIEro M300peTeHHs, eClid He OOYCJIOBJICHO MHOE B crieln(HKalUM, Cie-
IyIOIIe TEPMUHBI OMPEEIIAIOTCS, KaK IPUBEICHO HIKE.

1. AJ'IKI/IJ'I OTHOCHTCA KaK K HHHeﬁHbIM, TaK U K paSBeTB.HéHHI)IM YTJIEpOAHBIM LCTIAM; CCBIJIKM Ha MHAWBU-
JyaJIbHbIE aJKHIJIbHBIE IPYIIIBI OTHOCSTCS K JIMHEWHOM 1ienu (HanpumMep, OyTuin=H-OyTii). B onHoM U3 BapuaH-
TOB OCYIIECTBJICHHUS aJKWI COACPKUT 1-20 aTOMOB yriepojia, B APYroM BapUaHTE OCYIISCTBICHUS YHCIIO aTo-
MOB YTJIEpO/ia B aJIKHJIE paBHO 1-8 U emé B 0THOM BapHaHTE OCYIIECTBICHUS YHCIO aTOMOB YIIIEpO/Ia B alKHIIe
paBHO 1-4. JIpyrue nuana3oHbI YKCIa aTOMOB yTIepoja TaKkKe PacCMaTPUBAIOTCS B 3aBUCHMOCTH OT PacIojo-
JKCHHS ANKHIIBHOTO 3aMECTUTENS B MOJIEKYIIE.

2. AJNKeHHMJI OTHOCHTCS KaK K JIMHEHHBIM, TaK M K Pa3BETBIEHHBIM YTIICPOAHBIM IEISIM, KOTOPhIE UMEIOT
M0 MEHBIIEH Mepe OJHY YTIepOA-YIIIEPOAHYIO TBOWHYIO CBS3b. B OJHOM W3 BapHaHTOB OCYIIECTBIICHHS AJKe-
HUJIA OH COAEPXKUT 1-3 ABOMHBIE CBS3H, B APYTOM BapHaHTE OCYIIECTBICHHS YHCIIO ABOMHBIX CBSA3EH B alIKEHUIIE
paBHO enuWHUIE. B 0THOM M3 BapHMaHTOB OCYIISCTBICHHS YHCIIO aTOMOB yTiepoja B alKkeHwie paBHO 2-20, B
JIPYTOM BapuaHTE OCYIIECTBICHHUS YHCIO aTOMOB YIJIEpOAa B aJIKEHWJIE paBHO 2-8 W emé B OJHOM BapuaHTE
OCYILIECTBIICHHSI YHCJIO aTOMOB yriepoja B ajkeHwie paBHO 2-4. [Ipyrue nuama3oHbl Yuciaa YrJISPO-
YIJICPOTHBIX JBOMHBIX CBSI3CH TAK)KE PACCMATPUBAIOTCS B 3aBUCHMOCTH OT PACIIOJIOKEHHS aKCHUJIBHOTO 3aMecC-
TUTEJIS B MOJIEKYJIE.

3. AJIKHHWII OTHOCUTCS KaK K JTMHEHHBIM, TaK ¥ K Pa3BETBIEHHBIM YTICPOIHBIM IICTISIM, KOTOPHIC MMEIOT
M0 MEHBIICH Mepe OIHY YIICpOI-YIICPOIHYI0 TPOHHYIO CBS3b. B OJJHOM M3 BapHaHTOB OCYIICCTBICHHS AJIKH-
HWJIa OH COACPKUT 1-3 NBOMHEBIC CBSI3U; B JPYroM BapHaHTE OCYIICCTBIICHUS YUCIIO JBOMHBIX CBS3CH B aIKWHU-
Jie paBHO eTUHHIE. B 0HOM M3 BapHaHTOB OCYIIECTBIICHHSI YHUCIIO aTOMOB YTJIepo/ia B alKHHMIIEC paBHO 2-20, B
JIPYTOM BapHaHTE OCYIICCTBICHHUS YHCIO aTOMOB YTJIEpOJa B aJKHUHHIIE PaBHO 2-8 W emé B OJHOM BapHaHTE
OCYILIECTBIICHHSI YHCJIAa aTOMOB YTJEpoJa B alKeHWwIe paBHO 2-4. Jlpyrue AWama3oHbl YHCIA YIIIEPO-
YTIEPOTHBIX TPOWHBIX CBA3EH YHCIIO aTOMOB yIJIEpOJa TaKKe PacCMaTPUBAETCS B 3aBUCHMOCTH OT PACIOJIOXKe-
HUSI aKHHWIBHOTO 3aMECTHTENS B MOJIEKYJI€.

4. Apun otHocutcs kK Cg¢-Cjy apoMaTndeckoil KOIbIEeBOH CTPYKType. B ogHOM U3 BapnaHTOB OCyIIeCTBIIE-
HUS apuiia OCTaTOK MpPEeCTaBisieT co0oi denm, HadhTwi, TeTparuapoHadTHII, HESHIIIUKIONPONUI U HHIAHI;
B JIPYI'OM BapUaHTE OCYIICCTBJICHHUS apiiia OCTATOK MPEACTABIIICT COOOW (DeHMI. AP OTHOCUTCS K apiiy, 3a-
MEIIEHHOMY 0 JBYM COCEIHUM ITOJIOKCHHSIM.

5. Ankokcu oTHOCHTCS K -O-alIKHiTy, B KOTOPOM allKWJ SBIISICTCS TAKOBBIM, KAKUM OH OpeenéH B 1. 1.

6. Ankanown otHocutcs K popmmi(-C(=0)H) u -C(=0)ankuiny, rie aaKui SBISIETCS TAKOBBIM, KAKUM OH
onpenenéx B 1. 1.

7. Anxanowmnokcu otHOcUTCS K -O-C(=0)ankniny, Tae alkaHOWI SBISIETCS TAKOBBIM, KAKUM OH ONpeneéH
B I1.6.

8. AnkanomnamuHO OTHOCHTCS OTHOCHUTCS K -NH,-C(=O)ankmiy, rae amkaHOWI ompeaeisiercs B 1.6 u
amMuHO(NH,;) ocTaTok MOKET OBITh 3aMeNIEH ATKUIIOM, KaK onpenessieTcs B 1. 1.

9. Amunokap6onun otHocuTcs K -NH,-C(=0), rae amuao(NH,) ocTaTok MOKET ObITh 3aMEIIEH AIKHIIOM,
Kak onpenessiercs B 1. 1.
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10. Anxoxcrukapbormni oTHOcHTCS K -C(=0)-O-ankuiry, Te alKOKCH SBIISIETCS TAKOBBIM, KaKUM OH OTIpe-
nenéH B 11.5.

11. Anxenownn otHocuTcs K -C(=0)anKeHmTy, T aJKSHHU SBISETCS TAKOBBIM, KAKHM OH OTIPEIENIEH B I1.2.

12. Ankunonn otHocutcs K -C(=O)ankuHniy, T1e adKuHII SBISETCS TaKOBBIM, KAKUM OH ONpPENEIEH B
m.3.

13. Apoun otHocutcs K -C(=0)apuity, T1e apui sIBISETCS TAKOBbIM, KAKUM OH ONPEAEIEH BBIIIE.

14. Ilukio B KauecTBE MPUCTABKU (HAPUMED, ITUKIOATKWI, [TUKIOATKEHW, [IMKIOATKHUHIII) OTHOCUTCS K
HACBIIIEHHBIM WIM HEHACHIIEHHBIM [UKIMYECKUM KOJIBLEBBIM CTPYKTypaM, COAEPXallUM OT TPEX 10 BOCEMHU
aTOMOB yIJIepo/ia B IIUKJIE, TPAHULBI KOTOPOTO CTPEMATCS OBITh OTAENEHHBIMU M OTJIMYAIOIIUMUCS OT OIpesie-
JICHUsI apuiia, JaHHOTO BBIIIE. B 0JTHOM M3 BapraHTOB OCYIIECTBIICHUS Pa3Mephl IUKIJIO HAXOIITCS B JHAaIla30He
4-7 aToMOB yTiiepona; B JPyroM BapHaHTE OCYIISCTBICHHUS Pa3Mephl MUKIO HaxomsATcs B Anama3one 3-4. [py-
THe AUAaNa30Hbl YHCeT aTOMOB yIIIepoia TaKKe pacCMaTPUBAIOTCS B 3aBUCHMOCTH OT PACTIONOXKECHUS [UKITHYE-
CKOT'O OCTaTKa B MOJIEKYJIE.

15. Tanoren o3Havyaer atoMsl hropa, xjopa, Opoma u noxa. Odo3HaveHue "rajoren” (HaIpuMep, Kak mpo-
JEMOHCTPHUPOBAHO B TEPMHUHE TaJIOTEHAJIKUII) OTHOCHUTCS KO BCEM CTETEHSIM 3aMEIICHUS OT eIUHIYHOTO 3aMe-
HIEHUsS [0 MeprajoreH 3aMeuleHusl (Hampumep, Kak IMPOAEMOHCTPUPOBAHO Uil METWIAa Kak XJIOPMETHJIa
(-CH,Cl), muxnopmetuia (-CHC,), Tpuxiopmeruia (-CCly)).

16. FeTepOLlI/lKﬂ, reTepouMKanecxuﬁ W T'CTEPOUUKIO OTHOCATCA K IHOJHOCTHbIO HACBIIIEHHBIM WJIM HE-
HACBIIIEHHBIM LIUKJINYECKHM TPYIIIaM, B TOM YHCJIE apOMaTHYeCKuM (Harpumep, "TeTapiibHbeIM"), HarpuMmep,
4-7 9NeHHBIM MOHOIMKINYECKAM, 7-11 WieHHBIM OMIUKIIYECKUM Wik 10-15 4IeHHBIM TPUIMKIMYECKUM KOJThb-
LIEBBIM CHCTEMaM, KOTOPBIE COJIep)KaT 10 MEHbIIEH Mepe OJJMH IreTepoaToM I0 MEHbIIEH Mepe B OJHOM LIHUKIIE,
cozepKalleM aToMbl yraepoaa. Kakaplii UK reTepouKIMYecKOM TPYIIbI, COAEpKalleld TeTepoaToOM, MOXKET
comepxartb 1, 2, 3 mimn 4 rerepoaToMa, BEIOpAaHHBIX M3 aTOMOB a30Ta, aTOMOB KHCIIOPOJIa W/MIIA aTOMOB CEPHI, B
KOTOPOM TETepOaTOMEI a30Ta M CEePhl MOTYT HEOOS3aTeIbHO OBITH OKUCICHHBIMH W T€TEPOATOMBI a30Ta MOTYT
HeoO0s13aTeNTbHO OBITh KBaTEPHU30BAHEL. | eTeporkindeckas TpyIna MOKeT OBITh MPHCOSTUHEHA K JII000MY U3
TeTepoaTOMOB I K aTOMY yTIIepoa KOJNbLa IUKINIYECKOW CHCTEMBI.

THUnuuHbIE MOHOIMKIMYECKUE TETEPOLMKIMYECKHE TPYIIIbI BKIIIOYAIOT B Ce0sl MUPPOJIMANHII, TUPPOIIHIL,
MUPa30JIAIL, OKCETaHWUJ, MTUPA30IMHII, UMHIA30JIII, MIMUIA30JIMHIII, UMHUIA30IMMHII, OKCA30JIMII, OKCAa30JIU-
JIMHWII, U30KCAa30JIMHUII, U30KCA30JIHII, THA30JIMII, THAHA30JIMII, THAMAa30JIUANHII, U30THA30JIUII, N30THA30IIH-
JuHWI, Gypui, TeTparuapodypuil, THEHWI, OKCaIa30Ivil, MUIEPUIUHII, TUIIEPa3HHIII, 2-0OKCOUIIEPa3HHUII,
2-0KCOTIMIEPUINHIII, 2-OKCOITUPPOJIOJUHIII, 2-0KCOA3EIMHII, a3eHHIWII, 4-IIMIIePUIOHIIT, TIMPUIANHIII, TTHpa-
3UHWI, TUPUMUANHII, TUPHIA3HHWI, TETParuIponyupaHiil, MOPQOIMHII, THAMOP(OIMHUI, THAMOP(OINHHIT
cynbdokenn, THaMophoTuHII cynb(oH, 1,3-A10KCONaH 1 TeTparuapo- 1, | -THOKCOTHEHHI, TPUA3OIIIII, TPHA3H-
HUII U T.11.

TunuuHple OMIUKIMYECKUE TETEPOIHMKINIECKUE TPYIITHI BKIIOYAIOT B ce0s MHIONWI, OCH30THA30MIHII,
6eH30Kkca3z0mmI, 0EH30IMOKCONINIT, OEH30THEHIT, XUHYKITHINHAI, XHHOIUHHI, TETPAruAPON30XUHOIMHII, U30-
XUHOJIMHWII, OCH3MMUAa30J1iI1, OSH30MUPAHUII, HHAOJIU3UHIIL, OeH30(ypHil, XpOMOHMII, KyMapuHUI, OEH30IH-
paHWJ, TMHHOJUIMHWI, XHHOKCAIMHIUI, HHAA30JIII, IIUPPOJIONUPHUINI, GyponupuanHmI (Hampumep, ¢hypo[2,3-
c]mupuanami, ¢ypo[3,2-bnupuaunun uiu Gypo[2,3-bnupuanHWIT), AUTHPOU30UHIONI, AUTHAPOXUHA30IIU-
HUI (Harpumep, 3,4-Aurupo-4-oKCOXUHA30IMHII), TETPAruPOXUHOIMHII U T.I1.

TunuuHble TPULUKINUECKHE TeTEPOLMKIMYECKUE TPYMIbl BKIIOYAIOT B celsi kapOa3oiuil, OCH3WIOINII,
(heHaHTPOIMHIII, AKPUAWHIII, (HDEHAHTPUIUHII, KCAHTSHUI U T.II.

Ecimu He yka3aH uHOHM crioco0 NeHCTBUN WM OYCBHIHO M3 KOHTEKCTA, "aKTUBHBIA arcHT' WU "aKTHBHBIHA
MHTpeAneHT" WM "TeparieBTHYEeCKUH areHT", Kak MCIOJIb3YeTCs B 9TOM criennuKanuy, 0003Ha4aeT Iponu3BoI-
HOE apuiI0a30J-2-WiHaHOSTHIIAMIHA HACTOSIIETO H300pETEHUS.

[Ipennonaraercs, 9T0 COENMHEHNS HACTOSIIET0 H300pPETEHHS BKIIOYAIOT B ce0sl palleMIUECKHEe CMECH, OT-
JIEbHBIE CTEPEOM30MEpPEl U TayTOMEPHBIE (JOPMBI COeAMHEHHA. J[pyrMM acleKTOM HACTOAIIETO M300peTeHHS
ABIISIETCA coJieBast (popMa COeTMHEHNsI HACTOSIIETO H300pETEeHUS.

Jpyrum acmekToM HacTOAIIEr0 M300peTeHHs SBIAeTCs TBEpAas GopMa COeTUHEHUSI HACTOAIIETO H300pe-
TEHHsI, KOTOPasi COCTOUT U3 KPUCTALTUIECKUX (HOpM, BEIOPAHHBIX M3 TPYMIIBI, COCTOAIICH U3 €INHIUYHBIX KpPH-
CTaJJIOB, HAHOKPUCTAJIJIOB, CO-KPUCTAJIOB, MOJIEKYJIIPHBIX KOMIUIEKCOB, THIIPATOB, TMIIOTHPATOB, COJIBBATOB,
JIECOJIbBATOB, KJIATPATOB W KOMILJIEKCOB BKJIIOUEHMSI M HEKPHCTAJUIMYECKUX (OpM, BBIOPAHHBIX U3 TPYIIIbI, CO-
CTOSIILEH U3 HEKPUCTAJUTMUYECKOTO CTEKJIa M HEKPUCTANTMYECKUX aMOP(HBIX (hOpM.

Kpowme toro, ykazaHo, 4to HacTosiiee n300peTeHre He CTaBUT epe]] co00il 3a1auy OXBaTHTh B Mpejenax
n300peTeHus 10001 paHee pacKpbITHIA MPOIYKT, CIIOCO0O MOIYUEHHS ATOTO MIPOILYKTa, KOTOPBIH y/IOBIETBOPSIET
MUCBMEHHOMY OTICAaHHUIO W TPeOOBAaHUAM, PEAbIBIIEMBIM K ONICAaHUIO 3asBisieMoro uzooperenns USPTO (35
U.S.C. 112, mepssrii maparpad) umu EPO (11.83 EPC), Tak, 4To 3asBuTeNb(M) COXpaHIET MPaBO U TAKUM 00pa3oM
00BsBIsIET 00 OTKa3e OT JFOOT0 paHee OMUCAHHOTO MPOAYKTA, CIIOCO0a IMOIYIEHHs 3TOTO MPOIYKTa U criocoda
MIPUMEHEHHUS ATOTO MPOIYKTA.

VYka3zaHo, 4TO B 3TOM PacKpBITHH U OCOOCHHO B IyHKTaxX (hopMyJibl H300peTeHus u/uiyu naparpadax takue
TEePMHUHBI, KaK "comepxut", "KOTOpBIi conepxutrcs”, "cogepikamuiicss” 1 UM MOJ00HBIE MOTYT IMETh 3HAYEeHHE,
NPUIKCHIBAEMOE UM B 3aKOH O mateHTax US; Hanpumep, OHM MOTYT O3HayaTh "BKIJIIOYaeT B ceOs", "BKIIIOYEH-
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Al

HBIH" WK "BKIIFOYAIOIUN" M UM TIOZOOHBIE; U YTO TaKUE TEPMUHBI, KaK "COCTOSIINNA TTIaBHBIM oOpa3oM u3" u
"COCTOUT TJIaBHBIM 00pa3oM M3" UMEIOT 3HaUeHHE, MPUITHChIBAEMOE UM 3aKOHOM O TateHTax US, Hampumep oHU
MpeyCMaTPUBAIOT 3JIEMEHTHI, HESIBHBIM 00pa30M MEepPEYHCICHHbIC, HO UCKIIIOYAIOT 3JIEMEHTBI, IPEICTABICHHbIC
MPE/ILIECTBYIOIUM YPOBHEM TEXHHKH HJIM T€, KOTOPbIC BIMSIOT HA OCHOBHBIE WJIM HOBBIE XapaKTEPUCTUKU Ha-
CTOSIILIETO U300PETEHHUS.

3TI/I nu [lpyFI/le BapI/laHT])l ocymecmneﬂym paCKpblBalOTCﬂ WX CTAHOBATCA OYCBUAHBIMU U OXBAYCHHBIMU
Osaroapsi CJaeIyoNIEeMy ACTATbHOMY OMHCAHHIO.

Ocy1uecTBIeHHE H300peTeHNs
[lepBbIii acmeKT HW300pETCHUS TPEAOCTABISLCT HOBBIC IMPOU3BOIHBIC APHII0A30JI-2-FUIIIHAHOITHIIAMUHA

tdopmyusr (1)
z—R,

"l"’lv/l\io\u Tc;) I N

— a

-y | 0
oy e R, Il R

rae P npencrasisier coboit C-R; wiu N;

Q npeacrasnset coboit C-R, wiu N;

V npexacrasiser coboit C-Rg wmu N;

W npencraenser coboit C-Ry i N; X mpencrapnsier coboir C-Rj mmu N;

Y npexacrasiser co6oit C-R; mimm N;

Ry, Ry Rg, Ry, Ryp 11 Ry, KaxkapIit HE3aBHCHMO OPYT OT ApyTa, MPEICTABISIOT CO00i BOZOPOMI, aMHHO, aMH-
J10, [IUAHO, HUTPO, TATOTEeH, AJIKWII, ATKSHUIT, AIKHHUI, [UKIOATKHI, THPOKCHAIIKIII, TAIIOTCHAIKII, AIKUITHO,
raJOreHAIKUITHO, aPUITHO, AIKOKCH, (DEHOKCH, ANTKOKCHAIKOKCH, UKIOAIKHIOKCH, rajlOreHAKOKCH, allKUII-
KapOOHIJI, TalOreHaIKHIKAPOOHWII, AJIKHICYIb(HHUI, TaJOreHATKUICYIbOUHII, aJKHICYJIbGOHUI, AJKUIa-
MUHO, J¥(aJIKHII)aMHAHO, aIKHIKapOOHUIAMUHO, aIKWIAMHHOAIKOKCH, JHAIKHIAMHHOAIKOKCH, aJIKHITaMHAHOA-
KWJI, TUATKAIAMAHOAIKII, aMuHOANKII, popmui, HO,C-, ankun-O,C-, He3aMeUIEHHBINA WK 3aMEIIEHHBIN apuil
WJIM He3aMEIIEHHBIA WM 3aMELIEHHBIH (PEHOKCH, B pe3yJIbTaTe Yero 3aMEeCTHTENIM MOTYT ObITh HE3aBUCHMBIMU
JPYT OT Apyra u ObITh BBIOPAHHBIMH M3 TPYIIIBI, COCTOSIIEH U3 IMaHO, HUTPO, I'aJIOreHa, aJlKuia, TaloreHalK1-
JIa, aJKWITHO, TaJIOTCHATIKUIITHO, apWITHO, aJKOKCH, TaJIOTCHATKOKCH, ANKIIKapOOHWIIA, TaJOreHAIKIIKap0o-
HWJIA, ATKWICYTb()UHIIIA, TATOTCHATKWICYIb(GUHIIA, ATKIICYIb()OHIIIA, TATOTCHATKIICYIH()OHMIIA;

R3, Ry u Rs, kb1l HE3aBUCUMO JIPYT OT APYTa, MPEICTABISIOT COO0W BOAOPO, TAIOTCH, allKWII, THIPO-
KCHATKIJI, aTKUITHOAIKII, TaTOreHAIKII, ANKUIOKCHAIKII, AKWICYIb()UHUIATKII, aTKUICYIb(MOHIIATKIII,
ANKWICYTb()OHUITOKCHANKII, HE3aMEIIEHHBIA MM 3aMEIIEHHBIA [UKIOATKHUI, B KOTOPOM 3aMECTHTENId MOTYT
OBITH HE3aBUCHUMbBIMH JIPYT OT JIpyra U ObITh BHIOPAHHBIMU M3 TPYIIIbI, COCTOSINEH U3 [[HAHO, HUTPO, TAIOTeHa,
aJIKWJIa, TIOreHAIKHIA, aJKAITHO, TAJIOTEHAIKUITHO, apHITHO, AIKOKCH, I'aJOreHAIKOKCH, AJKHIKapOOHMIIA,
raJoreHaIKUIKapOOHHUIa, AIKWICYIb(QUHIIA, TaJOreHaIKUICYIbGUHIIA, aTKHICYJIb(GOHUIA, TaJoreHaTKUII-
Cynb(pOHMIA, ATKWIAMIHO, TU(aJIKMII)aMIHO; HITH

R4 1 Rs BMecTe ¢ aToMoM yriiepoja, K KOTOPOMY OHHU MPUCOEAUHEHBI, 00pa3yIoT IUKIOATKMIEHOE KOJIBIIO;

Rg mpencraBiisier co00# BOJOPOI, aTKWII, ATKOKCHATIKWII, aJIKAIKAPOOHII, aTKHITHOKAPOOHUI WIH He3a-
MEIIEHHBIN WK 3aMCIIEHHBIN OCH3WI, B KOTOPOM 3aMECTUTEIU MOTYT OBITh HE3aBUCHUMBIMH JIPYT OT Apyra u
OBITh BHIOPAHHBIMH W3 TPYIIIBI, COCTOSIIEH W3 IHAHO, HUTPO, TaJOreHA, aJKHIa, TAJIOTCHATKWIA, aJKUITHO,
TaJIOTEHATIKWITHO, apHITHO, aJKOKCH, TaJOrCHAIKOKCH, AKIIKapOOHWIIA, TaJIOTCHAIKHIKApPOOHWIIA, alTKHJI-
CyIb(pUHIIA, TaJOTCHATIKWICYIbOUHUIA, AaTKWICYIb(OHWIA, TaJOrCHANKIWICYIb(OHUIA, AalKWIAMUHO,
T (QJTKHIT)aMUHO;

R; mpezcraBinsier co00ii BOJOPOI, ANKUI, aTKOKCHATIKIII, AIKAIKAPOOHUI, AKUITHOKAPOOHHI WK HEe3a-
MEIEHHBIN WM 3aMeIIEHHBIA (DEHMI, B KOTOPOM 3aMECTUTEIN MOTYT ObITh HE3aBUCHMBIMHU JPYT OT Ipyra u
OBITH BHIOPAHHBIMH U3 TPYIIIBI, COCTOSIIEH M3 HAHO, HUTPO, TAJIOTEHa, KA, TaJoreHankmIa, Genmna, de-
HOKCH, aJKHJITHO, TAJIOTCHAIKHITHO, aPUITHO, aJIKOKCH, FAJIOTCHAIKOKCH, aJKHIKapOOHMIA, TaIorHAIKHIKap-
OOoHMIIA, AJKWIICYJIB(GHUHUIIA, TaTOTeHAIKUICYJIbGHHIIA, ANKWICYIb(QOHWIA, raJoreHATKUICYIb()OHMIIA, AJIKU-
JIAMHUHO, JU(AJIKMIT)aMHUHO; HE3aMEIIEHHOTO MJIH 3aMEIIEHHOT0 TeTapuiia, B KOTOPOM 3aMECTUTENIN MOTYT He3a-
BUCHMO JIpYT OT Jpyra ObITh BHIOPAaHBI U3 TPYIIIbI, COCTOSIIEH U3 LIMAHO, HUTPO, TAJIOTEHA, alIKUiia, raJloreHall-
KWJa, aJKUITHO, TaJOrCHANKIIITHO, apWITHO, ATKOKCH, TaJOrCHANKOKCH, alIKAIKapOOHIIIA, TaIOTeHAIKHIIKAp-
OOHWMIIA, ATKUICYIb(PUHIIA, TalOTCHATKWICYIb(QHHIIIA, aTKWICYIb()OHMIA, TAIOTCHATKWICYIb()OHMIIA, ATKH-
JIaMUHO, TH(aJIKUIT)aMHUHO; WIN

HE3aMEIIEHHOTO WM 3aMEIIEHHOTO HA(TUIIA MM XUHOJIMIIA, B KOTOPOM 3aMECTHTENN MOTYT ObITh HE3aBH-
CHUMBIMH JIPYT OT JIpyra U ObITh BHIOPAHHBIME U3 TPYIIIIbI, COCTOSIICH M3 [IMAHO, HUTPO, TaJOreHa, allKuiia, rajio-
TCHAJIKWIIA, alKHITHO, TaJOr€HAIKHITHO, APUIITHO, aJKOKCH, rajJOreHAIKOKCH, aJKHIKapOOHMIIA, TaloreHal-
KHJIKapOOHMIIA, ATKWICYb(QUHMIA, rajloreHATKUICYIb(OUHMIIA, AKWICYJb(oHMIIa, ANKHJIAMHHO,
Jn(QJIKHIT)aMUHO;

Z npejcTaBseT co0oi opaunapHyro cBasb, C(O), C(S) umu S(O),;

apaBHo 1, 2 wiu 3;

p npexacrasisier coboit 0, 1 wim 2.

B OJHOM M3 BapWAHTOB OCYLICCTBJICHUSA IEPBOI'0 aCll€KTa 1/1306peTeH1/1;1 MpeaoCTaBJICHbI HOBBIC ITPOU3BOA-
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HBIE apHII0a30J-2-wiraHodTiIamMuaa popmydsl (1), roe

P npencrasisier coboii C-R; wm N;

Q npexacrasiser coboit C-R, mwiu N;

V npexacrasnser coboit C-Rg mwiu N;

W npencrasmnsier coboit C-Rg min N;

X npexacrasnset co6oit C-R o mm N;

Y npexacrasnset coboit C-R; miu N;

Ry, Ry Rg, Ry, Ryp 1 Ry, KakapIii HE3aBHCHMO IPYT OT JpyTa, MPEICTABISAIOT COO00I BOAOPOI, AaMHHO, aMH-
110, IMaHo, HUTPO, TajoreH, C;-Cq-ankui, C,-Ce-ankenun, C,-Cq-ankunu, C;-Co-uuknoankui, ruapokcu-Ci-Ce-
ankmi, ranoreH-C-Cg-ankmn, C,-Cg-ankmnruo, ramoreH-C,-Cg-ankuntuo, apunruo, C;-Cg-akokcH, GEeHOKCH,
C,-Cg-ankokcu-C-Cg-ankokcu, Cs;-Co-nmkmnoankmiokcn, ranoreH-C-Ce-ankoken, C;-Ce-adKuikapOOHHII, Tajo-
red-C-Cg-ankmnkapoonmn, C,-Cg-ankmicynbhuamn, ranoreH-C-Ce-anxumncynbhuami, C,-Ce-ankuicyib-
dhonmn, C;-Cg-ankmmamuno, au(C,-Cq-ankwn)amuto, C;-Cg-ankunkapoonnnamuto, C;-Cg-alIKiuIaMUHOATKOKCH,
mm-C,-Ce-ankunamunoankokcu, Ci-Cg-anxunamunoankmi, au-C,-Ce-ankumamMuHoankmwi, aMuHO-C-Cg-alKkui,
dbopmmn, HO,C-, C-Cg-ankuin-O,C-, He3aMeIEHHBIA WK 3aMEIIEHHBIA apuil WIK He3aMeIIEHHBIN WM 3aMe-
MIEHHBIH (PEHOKCH, B PE3yJIbTaTe Yero KaXKIbli U3 3aMeCTHUTelNIe MOXKET ObITh HE3aBUCHUMBIM APYT OT Jpyra H
OBITh BBIOPAHHBIM W3 TPYIIbI, COCTOSINEH M3 IMaHO, HUTPO, ranoreHa, C;-Cg-ankuna, ragoren-C;-Cq-ankuna,
C,-Cs-ankunto, ranoren-C,-Cg-anmkuntuo, apuiruo, C;-Cg-ankokcu, ranoren-C,-Cg-ankokeu, C;-Cq-
ankmikapoonmwna, ranoreH-C,-Cg-ankmnkapoonmna, C,-Cg-ankmncynpdunmna, ramoreH-C-Cg-alKuiacyib-
¢unnna, C,-Cq-anxuncynsponmna, ranored-C,-Ce-ankmicyab(onnna;

Rs3, Ry u Rs, KaxkapIii He3aBUCHMO JIPYT OT JApYTa, MPEACTaBISIOT co00i Bomopox, ranoreH, C,-Cg-ankm,
runpokcu-C -Ce-ankmi, Ci-Cg-ankuntuo-C,-Cg-anxmn, ranoreH-C;-Cg-amkmn, C,-Ce-anxmmokcu-Ci-Cg-ankm,
C,-Cg-ankmncynbpuamn-C,-Cq-amkmn, C-Cg-ankuncynbdonmn-C,-Ce-ankmn, C,;-Cg-amkmncynbhorunokcu-C-
Ce-ankuin, HezaMeIEHHBIN min 3aMeEHHBINA Cs-C7-IUKI0ANKHI, B KOTOPOM 3aMECTHTENH MOTYT OBITh HE3aBH-
CHUMBIMH JIpYT OT JIpyTa U ObITH BEIOPAHHBIMHU U3 TPYIIIBI, cocToAmIeH 13 rajorera u C,-Cq-anknina, He3aMemEH-
HOTO WJIM 3aMEIIEHHOTO (PeHMIIa, B Pe3yNbTaTe Yero KaKIbli U3 3aMECTUTENICH MOXKET OBITh HE3aBHCUMBIM JPYT
OT Apyra u OBITh BEIOPAHHBIM W3 TPYIIIBI, COCTOSIIEH M3 HAHO, HATPO, ramoreHa, C;-Cq-anmknia, ranoreH-C-
Cs-ankuna, C;-Cg-ankumituo, ranoreH-C,-Cg-ankuntuo, apuntuo, C,-Cg-ankokcu, ranoren-C,-Cg-ankokcu, C-
Cs-ankuikapOoHma, ranoren-C;-Cg-alIKuiikapOoHuIa, C,-Cy-ankmwicynbhuHuia, rajoren-C,-Cg-
ankwicynbhunmna, Ci-Cg-ankuicynbponuia, ranored-C-Cg-ankmicynbdonmna, C,-Cg-ankmnamuno, 1u(Ci-Cg-
QJIKHIT)aMUHO; WA

R4 1 Rs BMecTe ¢ aToMoM yriiepoa, K KOTOPOMY OHH IPUCOEAUHEHBI, 00pa3yoT IUKIOATKIIEHOE KOJIBIIO;

R¢ mpencrasmser coboit Bogopox, Ci-Cg-amknn, Ci-Cg-ankokcu-C,-Cg-ankmi, C,-Cg-ankunkapoonnn, Ci-
C6-amKUITHOKAPOOHII WIIM He3aMEIIEHHBIN MITH 3aMEIIEHHBIN OCH3MWII, B pe3yNbTaTe Yero KaKIblid U3 3aMeCTH-
Tenel MOXKeT OBITh He3aBUCHUMBIM APYT OT JApyTra U OBITh BRIOPAHHBIM U3 TPYIIIBI, COCTOSAIICH U3 IIHaHO, HUTPO,
ranorena, C,-Cg-ankuna, ranoren-C,-Cq-anmkuna, C;-Cg-ankmirno, ranoren-C,-Cg-amkuntio, apuntio, C;-Ce-
ankokcu,  ranoreH-C,-Cg-anmkokcn,  C;-Cg-ankmikap6bonnmna,  ramoreH-Ci-Cg-ankunkapbonmna, C;-Cg-
ANKWICYJb(rHIIA, rajnoreH-C,-Cg-aikuicyibpuHuia, C,-Cs-ankuncyinbponmna, ranored-C,-Cg-
ankwicynbponmna, C,-Cg-ankunamuno, 1u(C,-Cg-alIKuin)aMHHO;

R; npencrasnser coboit Bogopoa, Ci-Cg-ankun, Ci-Cg-ankoxcu-C-Cg-ankmi, C,-Cg-ankunkapoonumi, Ci-
Co-aIKMITHOKApOOHHI MJIM He3aMEINEHHBIH MM 3aMEIEHHBIA (DEHUII, B PE3yJIbTaTe 4ero 3aMeCTUTEIH MOTYT
OBITh HE3aBUCHMEIMH JIPYT OT JIPyTa W OBITh BBIOPAHHBIMH U3 TPYIIIBI, COCTOSIICH M3 [UAHO, HUTPO, TAJIOTCHA,
C,-Cg-anikmna, ranoreH-C-Cg-ankmna, gernmna, perokcu, Ci-Cg-ankmirno, ranoreH-C-Cy-alKmITHO, apUIITHO,
C,-Cg¢-anikokcn, ranoreH-C-Cg-ankokcu, C;-Cg-amkminkapoonmna, ramoreH-C,-Ce-ankmnkapoonmna, Ci-Cg-
ANKHUICYNb(pHUHIIA, ranored-C,-Cg-ankuncynbpuauna, C,-Cg-ankumcynbdonma, rajgored-C;-Ce-
ankmncynbdonmna, C,-Ce-ankmmamuno, 1u(C,-Cg-aKuin)aMHHO; He3aMEIIEHHOTO WM 3aMEeIIEHHOTO TeTapuia,
B KOTOPOM Ka)KIIBIA M3 3aMECTHTEIEeH MOXKET ObITh HE3aBHCUMBIM JIPYT OT JAPYTa M OBITh BEIOPAHHBIM U3 TPYII-
b, COCTOAIIEH U3 HaHo, HUTPO, ranorena, C,-Cq-anmkumna, ramoreH-C,-Cg-ankmia, C;-Cg-alIKUITHO, TAIOTEH-
C,-Cs-anmxuntro, apuntuo, C;-Cg-ankokcu, ranoren-C,-Cg-amkokcn, C,-Cg-amkunkapoonuna, ragoreH-C;-Cg-
ankunkapoonuna, Ci-Cg-ankuicynbpununa, ragoreH-Ci-Cq-ankuicynbpununa, C,-Cq-aakuncyibpoHuia, raio-
ren-C;-Cg-ankuicynbhonnna, Ci-Cg-ankunamuo, 1u(C;-Cg-aaKuin)aMUHO; WK

HEe3aMEIIEHHOTO WM 3aMEIIEHHOT0 Ha()THIIA WM XHHOJIMIA, B KOTOPOM KaXIbIi M3 3aMECTUTENICH MOXKET
OBITh HE3aBHCHUMBIM JPYT OT ApPYyTra U ObITH BEIOPAHHBIM U3 IPYIIITHL, COCTOSIIECH U3 IIMaHO, HUTPO, rajoreHa, C;-
Cg-ankuina, ranoreH-C;-Cg-ankumna, C,-Cg-ankunruo, ranoren-C,-Cq-asnkuntuo, apuintio, C,-Ce-ankokcu, rajo-
reH-C-Cg-ankokcu, C;-Cg-ankmkapoonmna, ramoreH-C-Cg-ankmikapoonmna, C;-Cg-ankuicynshuHmiIa, rajio-
red-C,-Cg-ankuncynbpuamna, C,-Ce-ankmicynbponmna, C,-Ce-ankumnamuso, 1u(C,-Ce-ankn)aMruHo;

Z NpeJcTaBIIseT co0oi opauHapHyto cBsasb, C(O), C(S) nmu S(O),;

apaBHo 1, 2 uim 3;

p npencrassier coboit 0, 1 wnm 2.

B npyrom BapuaHTe OCYIIECTBICHHUS MIEPBOTO acleKkTa n3odpereHus coeauneHus ¢opmynsl (1), mpencras-
JIEHHBIC BBIIIIE, IPEJCTABIISAIOT COOOH COCTUHEHMSI, TIE

P u Q npencrasisitoT co6oit N;
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V mpexncrasuser coboi C-Rg;

W npeacrasnsier coboii C-Ro;

X npexacrasnser coboit C-R;g;

Y npexacrasnser coboit C-Ryi;

R3, Ry u R pesicranisiror coboii aToMBI BOJIOPO/IA;

Rs, Ry, Rjp 1 Ryj, Kbl HE3aBUCHUMO JPYT OT APYra, MPEICTABIISAIOT CO0OH BOIOPOI, aMUHO, aMUJIO,
nuaHo, Hutpo, ranoreH, C;-Cg-ankun, C,-Cg-ankenun, C,-Cg-ankunui, C;-C;-umxnoanku, ruapokcu-Ci-Ce-
ankmi, ranoreH-C-Cg-ankmn, C,-Cg-ankmnrno, ranoreH-C,-Cg-ankuntuo, apuntuo, C;-Cg-aKokcu, GEeHOKCH,
C,-Cg-anikokcu-C-Cg-ankokcn, Cs-Co-nmknoankmiokcn, ranoreH-C-Ce-ankoken, C;-Cg-adKuIkapOOHMI, Tajio-
reH-C1-Cg-alKkapOOHWUII, C,-C¢-ankuncynbpuHu, ranoreH-C,-Cg-alKuincynbQuHmI, C,-Cs-
ankmncynbonmn, C,-Cg-amkmmamuno, 1u(C,-Cg-ankmn)amuno, Ci-Cg-anmkmnkapOookcmnamuao, Ci-Cg-
ankunaMuHoO-C-Cg-ankoken, 1u-C,-Cg-ankunamuao-C-Cg-ankokcn, C;-Cg-anxmnamuno-C,-Cg-anxun, au-C-
Cs-anxmnamuuo-C-Cg-ankmi, amuHo-Ci-Cg-ankun, popmmia, HO,C-, Ci-Cg-ankun-O,C-, He3aMemEHHBIN WIn
3aMeIEHHBINA apuJl WM He3aMEIEHHBINA UK 3aMeIIEHHBIH (EHOKCH, B pe3yJbTaTe 4ero KaxIbli U3 3aMecTUTe-
JIe MOKeT OBITh HE3aBHCHUMBIM JAPYT OT Ipyra M OBITH BRIOPAHHBIM H3 TPYIMIIBI, COCTOSIIEH W3 [IHAHO, HUTPO,
ranorena, C;-Cg-ankuna, ranoren-C,-Cg-ankuna, C;-Cs-ankuntuo, ramoreH-C,-C¢-ankunruo, apuiruo, C;-Cg-
ankokcu,  rajoreH-C;-Cg-anmkokcu,  C;-Cg-ankmnkapbonmna,  ramoreH-C,-Cg-ankunkapoonmna,  Ci-Cg-
ANKWICYb(pHUHIIIA, ranored-C,-Cg-ankuncynbdununia, C,-Cg-ankuicynbdonmia, ranoren-C,-Cg-
ANKUICYNb(OoHMIA;

Rs mpencrasmiser co6oit metun wmu C-C;-aiku;

R; mpencrasmnser coboit Bogopox, Ci-Cg-anmkun, Ci-Cg-ankokcu-C-Cg-ankmi, C,-Cg-ankmnkapoonmn, Ci-
C6-amKUITHOKAPOOHMIT MM HE3aMEIIEHHBIA WM 3aMEIEHHBIN (DEHWI, B KOTOPOM KaKIbI M3 3aMECTHTENeH
MOJKET OBITh HE3aBHCHUMBIM JPYT OT APYTa U ObITH BRIOPAHHBIM M3 TPYIIITBL, COCTOSIIEH U3 IHaHO, HUTPO, Talo-
rera, C;-Cg-anxmna, ramoreH-C,-Cg-ankuna, ¢enmna, ¢peHokcH, C,-Cg-ankmntno, ramoreH-C,-Cg-alkmiTno,
apuiarno, Ci-Cg-ankokcu, ramoren Ci-Cg-ankokcu, Ci-Cg-ankunkap6onmia, ramoreH-C,-Cg-ankmikapOoHua,
C,-C¢-ankmncynppunmna, rajoreH-C,-Cg-ankmncynspunmna, C;-Cg-ankmicynsponnna, ramoreH-Ci-Cq-
ankuicyibdonnna, C,-Cg-ankunamuno, 1u(C;-Ce)alKkniaMmuHo;

He3aMEeIEHHBII WIN 3aMeIIEHHBIN reTapuil, B KOTOPOM KaXIbIi U3 3aMeCTUTeNIel MOYKEeT ObITh HE3aBHCH-
MBIM JPYT OT JIpyra U ObITh BHIOPAHHBIM W3 IPYIIIBI, COCTOSIIENH W3 LUAaHO, HUTPO, ranorena, C;-Cg-ankuia,
ranoreH-C,-Cg-ankuna, Ci-Cg-ankunruo, ranoren-C,-Cq-ankunto, apuiruo, C-Cs-ankokcu, rajgoreH-C;-Cg-
ankokcu, C-Cg-ankunkapoonmna, ramoreH-C,-Cg-ankmnkapoonmna, C,-Cg-ankmicynbpunmia, ranoreH-C-Cg-
ankmincynbduamia, C,-Cg-ankmicynbponmna, C;-Cy-amkmiamuo, 1u(C;-Ce)aTKUIaMIHO; WITH

HEe3aMEIEHHOTO WM 3aMEMIEHHOT0 Ha()THIIA MIIA XHHOJIMIA, B KOTOPOM KaXKIBIA M3 3aMECTUTEIICH MOXKET
OBITH HE3aBUCHUMBIM JPYT OT JIpyra OBITH M OBITH BRIOPAHHBIM W3 TPYIIIHI, COCTOAIICH U3 IHAHO, HUTPO, Tajore-
Ha, C;-Cg-amkmna, ranoreH-C,-Cq-anmkmna, Ci-Cg-ankmnrno, ranored-C,-Cg-ankmntao, apuntio, C;-Cg-akokcH,
ranored C;-Cg-ankokcn, Ci-Cg-ankuikapOonuna, rajgoreH-C-Cg-ankunkapoonuna, C;-Cg-aixuncynbhpunuia,
ranoreH-C,-Cg-ankmncynbpunnna, C,-Cq-ankmicynsponnna, C;-Cq-anknnamuto, 1u(C,-Ce-alKu)aMuHoO;

Z npejcTaBseT codoi opaunapHyro cBasb, C(O), C(S) umu S(O),;

a paBHO 1;

p npexacrasisier coboit 0 mim 1.

B emé ogHOM BapuaHTe OCYIICCTBICHHUS MEPBOTO aclekTa u3obpereHus coeauneHus dopmysl (1), mpen-
CTaBJICHHBIC BBIIIIE, PEIICTABIIAIOT COOOM COCTUHECHUS, TIC

P u Q mpencrasisroT coboii N;

V npexacrasnser coooit C-Rg;

W mpencraenser coboit C-Ro;

X mpexncrasisiet coboit C-Ro;

Y mpencrasisiet coboit C-Ryy;

Rs, Ry, Rjgp 1 R}y, Kakap1ii HE3aBUCHUMO JPYT OT APYTa, MPEACTaBISIOT co00 BOJOPOM, aMUHO, aMHJIO,
nmaHo, HUTpo, ranored, C-Cg-amkmi, C,-Cg-ankenm, C,-Cg-amkunun, Cs-Crruknoankui, ruapokcu-Ci-Ce-
ankwi, ramoreH-Ci-Cg-ankmi, Ci-Cg-ankmntuo, ramoreH-Ci-Cg-ankunrno, apuiaruo, Ci-Cg-aiKkokcH, (EHOKCH,
C,-Cg-anikokcu-C-Cg-ankokeu, Cs-Cr-nuknoankmioken, ranoreH-C-Ce-ankokcu, C-Cg-aaKuIkapOOHUI, rajio-
reH-C;-Cg-amkunkapOoHm, C,-C-ankuncynbHuuu, ranored-Ci-Cg-aKHICyIbQUHUI, C,-Cs-
ankmwincynbonmn, Ci-Cg-amkmnamuno,  1u(C,-Cg-ankmn)amuno, C,-Cg-ankmikapookcmiamuto, Ci-Cg-
ankunaMuHo-C-Cg-ankokcu, au-Ci-Cg-ankunamuno-C,-Cg-ankokeu, Ci-Cg-ankunamuno-C,-Cg-ankun, au-C,-
Cs-ankmmamuao-C-Cg-anmkmi, amuno-Ci-Cg-ankmi, dhopmun, HO,C-, Ci-Cy-ankmin-O,C-, He3aMEUIEHHBIA WIH
3aMeMIEHHBIA apyil WM He3aMeIIEHHBIN M 3aMeIIEHHBIN (DEHOKCH, B Pe3yJIbTaTe YeT0 KaXKABI U3 3aMECTHUTE-
JIe MOKeT OBITh HE3aBHCHMBIM JAPYT OT IpyTa U OBITH BRIOPAHHBIM H3 TPYIIIBI, COCTOSIIEH U3 [IUAHO, HUTPO,
ranmoreHa, C;-Cg-amkmna, ranoreH-C,-Cg-ankmna, C,-Ce-ankuntio, ramnoreH-C,-Ce-anxumnrao, apuntio, C;-Ce-
ankokcu, ranoreH-C,-Cg-anmkokcn,  C;-Cg-ankwmikap6bonnmna,  ramoreH-Ci-Cg-ankunkapbonmna, C;-Cg-
ANKWICYJb(prHIIA, rajnioreH-C,-Cg-aikuicynbpuHua, C,-Cs-ankuncyinbhonmnna, ranored-C,-Cg-
ankuicysb(onma;

R3, Ryu R¢ pencrasisiror coboii aTOMBI BOJIOPO/IA;

-6-



016912

Rs mpencraBmser co6oit metun mmu C,-C;-aiKu;

R; mpencrasaser coboii Bogopoa, C;-Cg-ankmi, C,-Ce-anmkokcn-C,-Cg-anmkun, C,-Cg-ankunkapoonui, C-
Co-aIKUITHOKAPOOHII MM HE3aMCIIEHHBIA MIIM 3aMCIIEHHBIN (DEHMI, B KOTOPOM KaXKIbId M3 3aMECTHTENCH
MOJKET OBITh HE3aBUCHUMBIM JPYT OT APYra U ObITH BRIOPAHHBIM M3 TPYIIIBL, COCTOSIIEH U3 IMaHO, HUTPO, rajo-
rena, C;-Cg-ankmna, ranoreH-C;-Cg-anmkmna, ¢ennna, ¢gpenokcu, Ci-Cg-amkmnrno, raioreH-Ci-Cg-aakuiTio,
apuwitno, C;-Cg-ankokcu, ramoren-Ci-Cg-ankokcu, C;-Cg-ankuikapoonuia, ranoreH-C,-Cg-ankmikapOoHunia,
Ci-Cy-ankmncynbdunmna, rajgoren-C,-Cg-ankmicynbpunmia, Ci-Cg-ankwicynbponmna, ramoreH-Ci-Cg-
ankmicynbdonmna, C,-Cg-ankunamuno, qu(C,-Cg-alIKuin)aMIHO;

HE3aMEIIEHHOTO WM 3aMEIIEHHOTO TeTapriia, B KOTOPOM KaXIIbIid M3 3aMECTHTENCH MOXKET OBITh HE3aBU-
CUMBIM JIPYT OT JIpyTa ¥ OBITh BEIOPAHHBIM W3 TPYIIIBI, COCTOSIICH U3 IUaHO, HUTPO, ranoreHa, C;-Cq-amkuna,
ranoreH-C,-Cg¢-ankuna, permna, penokcn, C,-Cq-amknnruo, rajgoreH-C,-Cg-ankuntuo, apuntuo, C;-Cg-aTKoKCH,
ranmored C,-Cg-anxokcn, C;-Cg-ankmnkapoonmina, ranmored-Ci-Cg-ankmikapoonuna, C,-Ce-adxuncynbpuHmia,
ranoreH-C,-Cg-ankuncynbpunnna, C,-Cq-ankmicynsponnna, C,-Cq-anknnamuto, 1u(C,-Ce-alKu)aMuHo;

z ipencraniser coooit C(O) u

apaBHo 1.

B emé ogHOM BapuaHTe OCYIICCTBICHHUS MEPBOTO aclekTa u3obpereHus coeaunenus dpopmynsl (1), mpen-
CTaBJICHHBIC BBIIIIC, PEICTABIIAIOT COOOH COCTUHECHUS, TIC

P u Q npexncrasisitoT co6oit N;

V npexacrasnser coooit C-Rg;

W npencraenser coboit C-Ro;

X mpencrasisiet coboit C-Rg;

Y mpencrasisiet coboit C-Ryy;

Rs, Ry, Rjp 1 R}y, Kakp1ii HE3aBUCHUMO JPYT OT APYTa, MPENCTAaBILIIOT co00 BOIOPOM, aMHUHO, aMHUJIO,
muano, HATPO, rajoreH, Ci-Cg-ankmi, C,-Ce-ankernn, C,-Cg-amxuami, C;-Cr-mmkmoankm, THAPOKCH-C-Ce-
ankwi, ramoreH-Ci-Cg-ankmn, Ci-Cg-ankmntuo, ramoreH-Ci-Cg-ankunrno, apuiarno, Ci-Cg-alKokcH, (EHOKCH,
C,-Cs-anmkokcn-C,-Cg-anmkokceu, C;-Co-nmkmoankunokcH, raoren-C-Cg-ankokeu, Ci-Cg-ankunkapOoHmI, raigo-
reH-C;-Cg-ankmikapOoHuI, C,-Cg-ankuncynbhuHu, ranoreH-C,-Cg-aikuicyabQuHul, C-Cq-
ankwicynbponmn, Ci-Cg-anmkmnamuno,  1au(Ci-Cg-ankmn)amuno, Ci-Cg-ankmikapookcminamuto, Ci-Cg-
ankunaMuHo-C-Cg-ankokcu, au-Ci-Cg-ankunamuno-Ci-Cg-ankokeu, Ci-Cg-ankunamuno-Ci-Cg-ankun, au-Ci-
Cs-ankunamuno-C-Cg-ankmi, amuno-Ci-Cg-ankui, dpopmun, HO,C-, Ci-Cy-ankuin-O,C-, He3aMEUIEHHBIA WIN
3aMEeNIEHHBIA apyJl WM He3aMEIIEHHBIN MM 3aMeIIEHHBIN (DEHOKCH, B PE3YJIbTAaTEe YEeT0 KAXKIBIH U3 3aMECTHUTE-
JIe MOKET OBITh HE3aBHCHUMBIM JIPYT OT Ipyra U OBITH BBIOPAHHBIM K3 TPYIIBI, COCTOSIICH U3 [UAHO, HUTPO,
ranmoreHa, C;-Cg-amkmna, ranoreH-C,-Cg-ankmna, C,-Ce-ankxuntio, ramoreH-C,-Ce-anxumnrio, apuntio, C;-Ce-
ankokcu,  rajoreH-C;-Cg-amkokcn,  C,-Cg-anxmnkapOonmna,  ramoreH-C,-Cg-ankmnkapoonmma,  Ci-Cq-
ANKHUIICYTb(pHUHIIA, ranored-C,-Cg-ankuncynbpuauna, C,-Cg-ankumcynbhonma, rajgored-C;-Ce-
ankuicysb(onma;

R3, R4 u R ipezcrasisiror coboii aTOMBI BOJOPO/A;

Rs mpencrasisier coboi MeTHIT;

R, mpencrasiser co00ii He3aMeIEHHBIN WM 3aMeIIEHHBIA (PEHMI, B KOTOPOM Ka)IIblii U3 3aMECTUTEICH
MOXET OBbITh HE3aBUCUMBIM JIPYT OT JpYyra U ObITh BHIOPAHHBIM M3 TPYIIIbI, COCTOSILEH U3 LIMAHO, HUTPO, rajo-
rena, C;-Cg-ankmna, ranoren-C;-Cg-anmkmna, ¢enmna, ¢penokcu, Ci-Cg-amkmnrno, raioreH-Ci-Cg-aakuiTio,
apmwitno, C;-Ce-ankokcu, ramoreH-Ci-Cg-ankokcu, C;-Cg-ankmikapOonmia, ramoreH-C,-Cg-ankmikapOoHuia,
C,-Cy-ankmncynbpunmna, ramoreH-C,-Ce-ankmicynpduamna, C;-Cg-amkmwicynbponmna, Ci-Cg-alKmiaMuHO,
Ju(C-Cg-anKin)aMrUHO; HE3aMEIMEHHOTO WIH 3aMEIIEHHOTO TeTapuiia, B KOTOPOM KaXKIbIH W3 3aMeCTHTEICH
MOJKET HE3aBHCHMO JIPYT OT JApyra OBITH BBEIOpaH W3 TPYIIBI, COCTOAIIEH M3 MHaHO, HUTPO, ramorena, C;-Cg-
ankwna, rajgoren-C,-Cq-anmknna, C;-Cg-ankunto, ranoreH-C,-Ce-ankmntuo, apuntuo, Ci-Cg-aIKOKCH, TaJOreH-
C,-Cg-ankokcn, C,-Cg-ankmnkapbonmia, ranoren-C,-Cq-ankmikapooruna, C,-Ce-alKuncyiab(QUHIIA, TaJOreH-
C,-Cg-ankmncynbpunmnna, C-Ce-ankmncynsonmna, C-Ce-ankmnamuno, mu(C,-Cg-aIKiia)aMHIHO;

z ipencranisier coooit C(O) u

a paBHo 1.

B emé ogHOM BapuaHTE OCYIICCTBICHUS MEPBOTO aclekTa u3obpereHus coeaunneHus dopmynsl (1), mpen-
CTaBJICHHBIC BBIIIIC, PEICTABIIAIOT COOOHN COCTUHECHUS, TIC

P u Q mpencrasmsroT coboii N;

V npexacrasnser coooit C-Rg;

W npencraenser coboit C-Ro;

X mpexncrasisiet coboit C-Ro;

Y mpencrasisiet coboit C-Ryy;

Rs, Ry 1 Rg mpencraBsiror coboit aToMBI BOJOPOA;

R5 npencrasmnsier co00#l BOAOPOI, almKWil, TATOTEHAIKWII, THAPOKCHATIKAI, AIKUITHOAIKII, aJTKUIIOKCHAII-
KWJI WM aKIICYIb(OHIITOKCHATIKUIT,

R; npexacrasiser coboii He3aMeInéHHBINA (eHMT win (QEeHWI, 3aMCIIEHHBIA OMHUM WM 00jice 3aMecTHTe-
JIeM, BBIOPAHHBIM M3 TPYIIIbI, COCTOSIICH M3 alKuia, rajloreHaykuia, GpeHuna, HEHUIOKCH, aJKOKCH, rajore-
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HAJIKOKCH, aJKIITHO, TAIOTEHAKWITHO, TaJOr €HANKIIICYIb(HHNIIA U TAIOT eHAKIWICYIb()OHMIIA,

Rs, Ry, Rig 1 Ryj, Kax/plii HE3aBUCHMO APYT OT ApYra, MPEICTaBISIOT COO0M BOIOPOJ, TAIOTeH, allKull,
raJIOreHaJIKWII, IHaHO, AJTKOKCH, I'aJOr€HAIKOKCH, AKCHUII, aIKWIAMUHO, THAPOKCHAIKIII, (DOPMHUII, aJKHUIaAMH-
HOQIKWJI, AWaTKuIaMuHoaIKWi, amuHoankmwi, HO,C-, ankmi-O,C-, dhopMui WM He3aMeIEHHBIA WU 3aMe-
HJ,éHH])Iﬁ (l)eHI/lJ'l, B KOTOpOM 3aMCCTUTCIIAMU ABJIAIOTCA aJIKUII WU raJIOTCHAJIKHII;

z npexacrasiser coooit C(O) u

a paBHo 1.

B emé omHOM BapmaHTe OCYIICCTBICHUS MEPBOTO acIeKkTa u3o0pereHus coenauneHus ¢popmynsl (1), mpen-
CTaBIICHHBIC BBIIIIE, PEIICTABIIAIOT COOOM COCUHECHUS, TIC

P u Q mpencrasisroT coboii N;

V mpexncrasnser coboit C-Rg;

W mpencraenser coboit C-Ro;

X npexacrasnser coboit C-R;g;

Y npexacrasnser coboit C-Ryi;

R3, R4 u R pezcrasisiror co0oii aTOMBI BOIOPO/A;

Rs mpencraBnser coboit Bomopon, C;-Cs-ankmi, ramoreH-C,-Ce-ankmi, ruapokcu-Ci-Cg-amkmi, C;-Ce-
ankunTro-C;-Ce-ankui, C;-Ce-ankmnokcu-Ci-Cg-ankui win Ci-Cg-ankuncynbdonmnokcn-Ci-Cy-anku;

R; mpencrasisier co6oit HezameEHHbIA (eHmT Wik (HeHns, 3aMeIEHHbBIA OTHUM MK OoJiee 3aMecTuTe-
JieM, BBEIOpaHHBIM W3 rpynisbl, cocrosiei u3 C,-Cg-amkmna, ranoren-C,-Cq-anmkmna, denmna, perokcu, Ci-Ce-
AIIKOKCH, rajoreH-C;-Cg-aqKokcu, C,-C¢-anmkuiituo, ranoreH-C-Cg-ankunaTHo, ranoreH-C,-Cg-
ankmincynbduamia u ranored-C,-Cg-ankmicynbdonra;

Rs, Ry, Ryp 1 Ryj, KaxkapIii HE3aBHCHMO OPYT OT OpyTa, MPEACTaBIAIOT co0oif Bomopon, raioreH, C;-Cg-
ankun, ranoreH-C-Cge-anxun, nmano, C,-Cg-ankokcu, ranoreH-C,-Ce-ankokcu, C;-Cg-ankenun, C;-Cg-
ankmnamMuHo, TUApPOKcH-C-Ce-anmkmn, dopmumn, C-Cg-anmkmnamuuo-C-Cg-ankmn, HO,C-, C;-Cg-anxmn-O,C-
WM He3aMEeIEHHBIA WU 3aMEIIEHHBIN (EeHIII, B KOTOPOM 3amMecTUTeNsIMU ABIAIOTCS C-Cg-allKUil WIIN TAJTOTEH-
C,-C4-ankuim;

z ipencraniser coooit C(O) u

apaBHo 1.

B emé ogHOM BapuaHTe OCYIICCTBICHUS MEPBOTO aclekTa u3obpereHus coeaunerus dpopmysl (1), mpen-
CTaBJICHHBIC BBIIIIC, PEICTABIIAIOT COOOH COCTUHECHUS, TIC

P u Q mpencrasmsroT coboii N;

Y npexacrasnser coooit C-Rg;

W mpencraenser coboit C-Ro;

X mpexncrasisiet coboit C-Rp;

Y mpencrasisiet coboit C-Ryy;

R3, R4 u R ipezcrasisiror co0oii aTOMBI BOIOPO/A;

Rs mpeacrasmser coboit metun, atui, 6yruin, CH,OH, CH,OCH;, CH,SCH;, CH,0SO,CHj;

R; npencrasnser coboii dhenmn, 3ameméunbiii Oyruiiom, CF;, dennnom, dpenokcu, OCF;, SCF;, SOCF;,
SO,CF;;

Rs, Ry, Rjp 1 Ry, Kaxplii HE3aBHCUMO JPYT OT APYra, MPEeACTaBiIsoT coboit Bogopox, metui, CH,NH,,
CHzN(CH3)2, BHUHUII, CHon, CH(OH)CHon, COzH, COchg, Ph-CFg, F, Cl, BI', CF3, OCF3 51051 CN,

z npexacraniser coooit C(O) u

a paBHO 1.

Bo BTOpOM acmekrte HacTosmero nu3odpereHus coenuHenus ¢opmynsl (1), mpencTaBIeHHBIC BEIIIE, SBIS-
FOTCSL COSAMHEHISIMU, B KOTOPBIX

P mpencrasmser coboii N;

Q npexacrasnser coooit C-Ry;

V npeacrasiser coboit C-Rg;

W npeacrasnsiet coboii C-Ro;

X npexacrasnser coboit C-R;g;

Y npexacrasnser coooit C-Ryy;

R, mpencrapisieT coboi BOJOPO/, TAIOTEH, KK, TaJIOTCHAIKIII, aTKOKCH, FaIOTCHATKOKCH, aIKOKCHAI-
KOKCH WJIH aJIKUIAMUHOAIKOKCH, JHAIKHIAMHHOAIKOKCH,

R3, Ry u R¢ mpecraisiror coboii aToMBI BOJIOPO/IA;

Rs mpencrariser co60it BOTOPOI, ATKMIT WA Ta0T CHAIKHI;

R; mpexncrasnser coboit He3aMemEHHBIN (eHnT win (EeHWI, 3aMEIIEHHBIA OHUM HIIH 0oJiee 3aMecTHTe-
JieM, BBIOpaHHBIM W3 TPYIIIBI, COCTOSAIIEH W3 alKWia, TaJIOTCHAJIKUIIA, alIKOKCH, TaJIOTCHAIKOKCH, aJKWITHO,
TaJIOTEHATKMITHO, TaJOT €HANKHUIICYIIb(DHHIIIA ¥ TaIOTEHATKIIICYTE(OHIITA;

Rs, Ry, Rig 1 Ryj, Kaxplii HE3aBUCHMO APYT OT ApYra, MPEICTaBISIOT COO0M BOIOPOJ, TAIOTeH, allKull,
TaJIOT€HATIKWJI, HUTPO, aMUHO, aMU10, alkui-O,C- nim aakuikapOOHIIaMUHO,

z ipencraniser coooit C(O) u

a paBHo 1.
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B npyrom BapmaHTe OCYIIECTBICHHS BTOPOTO ACIEKTa HACTOSIIETO M300peTeHHsI COeAUHEHHS (POpMYITBI
(I), npencTaBieHHBIE BBIIIE, SBISIOTCS COSAUHEHUSIMHU, B KOTOPBIX

P npencrasisier coboii N;

Q npeacrasser coboit C-Ry;

V npeacrasnser coboit C-Rg;

W npencrasisietr coboii C-Ro;

X npexacrasnset coboit C-R;g;

Y npexacrasnser coooit C-Ryy;

R, mpencrasnser cobdoit Bogopo, ranoreH, C,-Cg-ankmi, ramoren-C-Cg-ankmi, C;-Cg-alIKOKCH, TaIoreH-
C,-C¢-ankokcu, C,-Cg-ankoxcu-C-Cg-ankokcu i C;-Cg-ankmnamuHo-C,-Cg-allKOKCH;

R3, Ry 1 R¢ mpencraBsiror coboit aToMBI BOJOPOAA;

Rs mpencrasmsier coboit Bogopon, C-Ce-ankwt mm ranoreH-C-Ce-aIKut;

R; npezncrasisier coboi HezaMeImEHHBIN QeHMT Wik (GeHuI, 3aMEIIEHHBIA OJHUM WM HECKOJBKHMH 3a-
MECTHTEIISIMH, BRIOPAaHHBIMH U3 Tpymisl, coctosmen u3 C;-Cq-anmkuna, ranoreH-C,-Cq-ankmna, C;-Cg-aaKokcH,
ranoreH-C,-Cg-ankokcu, C;-Cg-ankunruo, ranoreH-C,-Cq-anxunruo, ranoren-C;-Cg-akuicynbGuHuIa U rajo-
reH-C;-Cg-ankuicynbhoHua;

Rs, Ro, Ryp 1 Ry, KakapIil HE3aBUCUMO JPYT OT JIpyra, MPEACTaBiIsioT coboii Bogopon, rajoreH, Ci-Cg-
ankwi, ranored-C,-Cg-ankui, HUTpo, amuno, amuno, Ci-Cg-ankuin-0,C- min C-Cy-ankunkapOoHWIaMHHO;

z npexacraniser coooit C(O) u

a paBHO 1.

B emg oHOM BapHaHTe OCYIIECTBICHHS BTOPOTO aCIIEKTa HACTOSIIETO U300pETeHHS COSAUHCHUS POopMy-
el (1), mpencTaBiIeHHBIC BHIIIE, SBISIOTCS COSAMHEHUAMH, B KOTOPBIX

P mpencrasmser coboit N;

Q npexacrasnser coooit C-Ry;

V npeacrasiser coboit C-Rg;

W npeacrasnsiet coboii C-Ro;

X npexacrasmnser coboit C-R;g;

Y npexacrasnser coooit C-Ryi;

R, mpencrasmisier coboit Bogopon, Cl, MeThiI, METOKCH, 3TOKCH, mporokcu, 0ytokcu, O(CH,),0CH; nnu
O(CH,);N(CHj3)y;

R3, Ry u R¢ mpecraisiror coboii aToMBI BOJIOPO/A;

Rs mpencrasser co6oit MeTt;

R; mpencrasmnser coboit pennn, 3ameménnsiii OCF;, penokcn nmmm SCF;;

Rs, Ry, Rjp 1 Ryj, Kakmp1ii He3aBHCHMO JAPYT OT JAPYTa, MPENCTaBISIOT coboit Bomopon, Cl, Br, C;-Ce-
ankwn, CF3, autpo, amuso, amuno, CO,CH; mm NHCOCH;;

z ipencraniser coooit C(O) u

a mpecTaBisier coboit 1.

B Tperbem acriekTe Hacrosiiero u3odpereHus coeaunHenus: Gpopmysinl (I), mpencraBieHHbIe BhIIIE, SBIS-
TCA COCAUHCHUSAIMU, B KOTOp]:lX

P npencrasnser coboii N;

Q npeacrasnset coboit C-R, wiu N;

V npexacrasiser coboit N;

W npencraenser coboit C-Ro;

X mpencrasisiet coboit C-Rg;

Y mpencrasisiet coboit C-Ryy;

R, mpexcraBmser co60it BOTOPO, TaIOTeH, aJKWII, aTKOKCH WJIH TaJOTCHAIKOKCH;

Rs, Ry 1 R¢ mpencraBisiror co6oit aToMBI BOJOPOA;

Rs mpencrasisier co60i BOAOPO, aTKWIT UM TAIOT€HATKII;

R; npexacrasnser coboii He3aMeInéHHBINA (eHMT win (EeHWI, 3aMCIIEHHBIA OMHUM WK 00jice 3aMecTHTe-
JieM, BBIOPAHHBIM W3 TPYIIbI, COCTOSIICH M3 alKuja, TAJIOTEHANKWIA, aJKOKCH, rajJoreHajJKOKCH, aJIKUIITHO,
raJIOreHAJIKHITHO, TAJIOTCHAKWICYIb(OUHIIIA U TaJIOTCHATIKIICYIb(OHUIIA;

Ry, Rip 1 Ryj, KakapIii HE3aBUCUMO APYT OT ApYra, MPeJACTaBISIOT cOO00M BOAOPO/, TalOreH, ajKWI KK
raJoreHaIKuI,

z npexacraniser coooit C(O) u

a mpejcTaBisieT codoit 1.

B npyrom BapmaHTe OCYIIECTBIICHHS TPETHETO aclleKTa HACTOSAIMIEr0 U300pEeTeHHS COCOMHEHUS (POPMYIIBI
(I), mpencTaBneHHBIE BHIIIE, SBISIOTCS COCTUHEHUSIMHE, B KOTOPBIX

P mpencrasmser coboit N;

Q npexacrasiser coboit C-R, mwiu N;

V npexacrasnser coooit N;

W npeacrasnsier coboit C-Ro;

X npexacrasnser coboit C-R;g;
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Y mpencrasisiet coboit C-Ryy;

R, mpencrasnser coboii Bomopo, ranoreH, C,-Cg-ankun, C,-Cg-anmkokcn mm ranoreH-C,-Cg-amkoKkeu;

R3, R4 u R ipezcrasisiror co00ii aTOMBI BOJOPO/A;

Rs mpencrasisier coboit Bomopon, C-Ce-anmkun mim ranoreH-C -Cg-anku;

R; mpencrasisier co6oit HezameEHHbIA (eHmT Wik (HeHnsI, 3aMEeLIEHHbBIA OTHUM MM OoJiee 3aMecTUTe-

JieM, BEIOpaHHBIM U3 TpyIsl, cocTosmien u3 Ci-Cq-anmkuna, rajgoren-C,-Cq-ankuna, C;-Cg-ankokcu, rajgoren-C-
Cs-ankokcn, C;-Cg-amkmnruo, ranoreH-C;-Ce-ankuntno, ranoreH-C,-Cg-ankmicynbdunamna u ramoreH-Ci-Cg-
ANKUICYNb(oHMIA;

Ry, Ryp 1 Ry, Kax b1l HE3aBHCUMO IIPYT OT ApYTa, IPEACTABIAIOT cO00# Bogopo, ranoreH, C;-Cq-amkmt

nu ranored-C,-Cg-ayku;

z npeacrasiser coboit C(O) u
a IpezcTaBiseT coboit 1.
B emé oqHoM BapuaHTe OCYILIECTBIICHHUSI TPETEro acIeKTa HACTOSIIEro u300pereHus coenuneHus Qop-

mysl (1), mpeacTaBiIeHHBIE BBIIIE, SIBISIOTCS COSAMHEHUSIMHE, B KOTOPBIX

P npencrasisier coboii N;

Q npeacrasnset coboit C-R, wiu N;

V npencrasisier co6oit N

W npencrasisietr coboii C-Ro;

X mpencrasisiet coboit C-Rg;

Y npexacrasnser coooit C-Ryy;

R, mpexcrasnser coboit Bogopox, Cl, Br, meTokcwy;

Rs, Ry 1 Rg mpencraBisiror coboit aToMBI BOJOPOA;

Rs mpencraBmser coboit MeTu;

R; mpencrasmnser cob6oit penmn, 3ameménnsiii OCF; mn SCF3;

Ry, Rjo 1 Ry}, KX ap1it HE3aBHCHMO APYT OT IpyTa, MPEeACTaBIsIIOT coboit Bogopox, Cl, Br unmm metwn;
z ipencraniser coooit C(O) u

a mpecTaBisier coboit 1.

B yerB€pToM acnekre HacTosiero nzodperenus coeaunenust ¢popmyisl (1), npencraBieHHbIe BhIIIE, SB-

JIAKOTCA COCAUHCHUAMU, B KOTOPBIX

CN;

P npencrasnser coboii N;

Q npexacrasiser co6oit C-R, wmu N;

V npexacrasiset co6oit C-Rg wmu N;

W mpencraenser coboit C-Ro;

X mpexncrasisiet coboit C-Rp;

Y mpencrasisiet coboit C-Ryy;

R, mpencrasnser coboit Bomopoa, Cl, Br, MmeTwrn wim MeTOKCH;

R3, R4 u R pezcrasisiror co6oii aTOMBI BOJOPO/A;

Rs mpencrasisier coboi MeTHIT;

R; npexacrarnser coboit Gpenmn, Heobs3arenpHo 3ameniéunbiii OCF;, SCF; mmu CHFCF;;
Rs, Ry, Ryg 1 Ryy, KaxpIii HE3aBUCUMO JAPYT OT Apyra, npeacrasisitor coboir H, Cl, Br, metun, CF; niu

z npexacraniser coooit C(O) u
a rpejcTaBisieT codoit 1.
B npyrom BapuaHTe OCYIIECTBICHHUS Y€TBEPTOTO ACIEKTa HACTOSIIETO M300peTeHus coequHeHus: Gopmy-

161 (1), mpencTaBiIeHHBIC BHIIIE, SBISIOTCS COSAMHEHUSAMH, B KOTOPBIX

P mpencrasmser coboii N;

Q npexacrasmnser coboit C-R, mmu N;

V npexacrasnset coboit C-Rg mwiu N;

W npeacrasnsiet coboii C-Ro;

X npexacrasnser coboit C-R;g;

Y npexacrasnser coooit C-Ryy;

R, npencrarnser coboit Bogopo, Cl, Br, MeTni uiu MeToKkcH;

R3, Ry u R¢ mpecraBisiror co0boii aToMBI BOJIOPO/A;

Rs mpencrasser co6oit MeTHI;

R; npencrasnser coboit penn, 3amemignnstii OCF;, SCF; i CHFCF;;
Rg mpencrasmser coboit H, Cl, Br, F umu CN;

Ry mpexncrasmnser co6oit H, Cl wmu Br;

R, mpencrapmser coboit H, Cl, Br wim CFj;

Ry, mpeacrasnser coboit H, Cl, Br wim metu;

z ipencraniser codoit C(O) u

a paBHo 1.

B msrom acriekTe HacTosAIero n3odperenus coeauueHus Gopmyisl (I), npeacTaBieHHbIC BBIIIE, SBISIOTCS
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COCIMHEHHUSIMH, B KOTOPBIX

P mpencrasnser coboii N;

Q mpencrasiser coboit C-R, mn N;

V npencrasiseT coboit N;

W npencrasisietr coboii C-Ro;

X npexacrasnset coboit C-R;g;

Y npexacrasnser coboit C-Ryi;

R, mpencrasnser co6oit Bogopox, Cl, Br mim metokcwy;

R3, Ry u R¢ mpeacraBisiror co0boii aToMBI BOJIOPO/IA;

Rs mpencrasser co6oit MeTHt;

R; mpencrasmnser coboit penmn, 3ameménnsiii OCF; mwn SCF3;

Ry mpexncrasmnser coboit H;

R mpencrasnser cob6oit Cl wu Br;

R, mpeacrasnser coboit H;

z ipencraniser coooit C(O) u

a paBHo 1.

JlexapcTBeHHBbIe GOpMBI U BBeeHHE MPH apManeBTHIECKOM/BeTePHHAPHOM NMPHUMEHEHHH

Jlpyrum acrmeKkToM HacTOSIIEro M300PETCHHUs SBISICTCS COCTABICHHE aHTUIAPA3UTHUCCKUX KOMITO3HIIUH,
KOTOPBIC COAEPIKAT MPOU3BOHBIC apHIa30J10-2-MIIHAHOITIIAMIUHA HACTOSAIIETO H300peTeHns. Takume KOMITo-
3UIAU HACTOSIIECTO H300PETCHUS MOTYT TaKKe HAXOAMTHCS B PA3IUYHBIX (hopMax, KOTOPBIE BKIFOYAIOT B CeOs,
HO HE OTPaHHYCHEI IEPOPATHHBIMHU JICKAPCTBCHHBIMA ()OPMaMH, HHBEKIIMOHHBIMU TPEIapaTaMy U JTOKaTbHBIMH,
JIEpMANBHBIMU TN CyOAepMalbHBIME JeKapCTBeHHBIMA Gopmamu. [Ipenmonaraercs, 94To JeKapCTBEHHBIE HoOp-
MBI BBOJIST )KHBOTHBIM, KOTOPBEIE HE OTPaHHYCHBI MIICKOIIUTAIONINMH, ITAIAMH B peidamu. [IpuMeps! Mirekomnn-
TAIOMIMX BKJIFOYAIOT B ce0s1, HO HE OTPaHUYCHEI JIFOJbMH, KPYITHBIM POTAaTBIM CKOTOM, OBIIAMH, KO3aMH, JIaMaMH,
anpliakaMy, CBHHBSMH, JIOMIAAbMH, OCTIaMH, cOOaKaMH, KOITKaMH U APYTUM JOMAITHIM CKOTOM WJIM JOMAITHH-
MU KXUBOTHBIMH. [IprMepbl NTHII BKITIOYAIOT B ce0sl MHIEEK, IBIIUIAT, CTPAyCOB U IPYTroil JOMAITHUIM CKOT WIIN
JIOMAIITHIOIO TITHILY.

Komrmo3uiust HacTosIIero u300peTeHUsT MOXKET HaXOMUThcs B (hopMme, MOAXOSIICH IS MepopaIbHOTO
NPUMEHEHHs!, HallpuMep B BHJe NpUMaHKH (cM., Hanpumep, natenT CLIA 4564631), no6aBok K paiuoHy, nac-
TUJIOK, JICHEIICK, JKEBATCIbHBIX TAOJCTOK, TAOJETOK, KECTKUX WM MSITKUX KarcCyll, SMYJbCHHA, BOTHBIX WM
MACIISTHBIX CYCIICH3HI, BOJAHBIX WM MACIISTHBIX PacTBOPOB, IIEPOPATHHBIX HACBHIIICHHBIX BIAroi JICKApCTBECHHBIX
(hopM, U3MENBLYEHHBIX TOPOIIKOB WM TPAHYJ, IPEMHIKCOB, CUPOIIOB WJIH SIHKCHPOB, KHIICYHO-PACTBOPHMBIX
JIeKapCTBEHHBIX (hopM mitH macT. Kommosumum, pegHasHaueHHAbIE U IEPOPATBHOTO IPAMEHEHHS, MOTYT OBITH
MOJTYYEHBI JIFOOBIM CIIOCOOOM, U3BECTHBIM B TAHHOH OOJIACTH TEXHUKH, JJIS PUTOTOBJICHUS (hapMaIieBTHUECKIIX
KOMIIO3HUITNH, W TaKue KOMIIO3UIIUN MOTYT CONEPXKaTh OJWH FUIHM HECKOJIBKO areHTOB, BRIOPAHHBIX W3 TPYIIIHL,
COCTOAIIECH M3 MOJCIACTUTEINEH, aTeHTOB C TOPHKOBATHIM BKYCOM, apOMAaTHU3HPYIOIINX BEUIECTB, KPACUTENECH U
KOHCEPBAHTOB, JJIsl o0ecrieueHus: papMaleBTUYECKH U3SAIIHBIX MPENapaToOB M MPEmapaToB ¢ MPUBIEKATETbHBIM
BKYCOM.

TabneTku MOTYT CO/iepXKaTh aKTUBHBIN MHIPEMEHT B CMECH C HETOKCUYHBIMHU, (hapMalieBTHYECKH IpUEM-
JICMBIMHA HMHEPTHBIMU HAIIOJHUTCIAMU, KOTOPBIC MPUTOJAHBI JJId MPUTOTOBJICHUA Ta6ﬂeTOK. Takue HWHEPTHLIC
HAIOJHUTENN MOTYT, HAallpUMeEp, MPEACTaBIsATh COO0H MHEPTHBIE pa3daBUTENN, HAPUMEP KapOOHAT Kablus,
KapOOHAT HaTpwusl, JaKTo3y, pocdar kanpuusa win Gocdat HATPHSL, TPAHYIUPYIONIUE WM PaCIagaroluecs Be-
IIECTBA, HAIPUMEP KYKypY3HBIH KpaxMail Wi albrHHOBas KUCIIOTA; CBA3YIOIIME arcHTHI, HAPUMEpP Kpaxmall,
JKENIATHH WM arapo3a, W CMasbIBAalOIIUC BEIISCTBA, HANPHMEP CTeapaT MAarHWs, CTEApUHOBAs KHUCIOTA WM
TaNbK, TAaOJETKH MOTYT OBITh HETIOKPHITHIMHU HJIF OHH MOTYT OBITH TOKPHITEIMA IO U3BECTHBIM TEXHOJIOTHAM IS
MPEJOTBPALICHUS Je3NHTETPAIlNY U aACOPOINHU B JKEITyTOYHO-KUIISYHOM TPaKTe M TAKUM 00pa3oM Ui obectie-
YeHHs MIPOJIOHTUPOBAHHOTO JIEHCTBUS B TeUeHHE OoJiee MPOMOIDKHUTENBHOTO meprona. Hampumep, MoryT OBITH
MCTIOJIF30BaHbI TAKHE MPOJIOHTHPYIONINE MaTepHalbl, KAk MOHOCTeapaT TNIMIEpUHA WK AUCTeapar TIUIEePHHA.
HXx Taxxke MOXHO TOKPBITh IO TeXHOJIOTHH, onucaHHoW B mateHTax CHIA Ne 4256108; 4166452 u 4265874
(BKJIIOYEHHBIX CIOJIa B BUJIE CCHUIOK) IS TIOJIyYEHHUSI OCMOTUYECKUX TEPANEeBTUYECKUX TaOJIETOK sl KOHTPOJIHU-
pyEMOro BBIBEIECHHS.

JlexapcTBeHHBIE (POPMBI IS IEPOPATEHOTO MPUMEHEHHSI MOTYT IPEACTABIATh COOO0M JKECTKHE JKEIATHHO-
BBIC KaICyJbl, B KOTOPBIX aKTHBHBIA HHTPEIUECHT CMEIINBAIOT C HHEPTHBIM TBEPIBIM pa30aBHUTENIEM, HAIIPUMED
KapOOHATOM Kaiblus, PochaTOM KAIBIUS HIH KAOJIHHOM.

Karcynsl MOTYT Takke MpEICTaBIAThE COOOW MATKHUE JKEIATHHOBBIC KAICYyJIbl, B KOTOPBIX aKTUBHBIA WH-
TPEINEHT CMEIINBAIOT C BOJON HMJIM CMEIIMBAIOIIUMIICS C BOJOH PacTBOPUTEISIMH, HAIIPUMED TPOIHICHTITNKO-
nem, [13I'mu (PED) u sTanomOM, MIIM C MACIISTHOM CpeIoi, HapUMep apaXxHCOBBIM MAacJIOM, KUIKHM Hapadu-
HOM WJTH OJTUBKOBBIM MacCJIOM.

Kommnozuiun HacTosmero n300peTeHust MOTYT TakKe HaXOIUTHCS B (popMe dIMYIBCHIA MaciIo-BOJa-Macio
WM BOJa-Macio-Boaa. MacisiHas pa3a MOXKET COCTOATh U3 PACTHTEIHLHOTO Macia, HallpuMep OJMBKOBOTO Maciia
WJIM apaxrCcOBOT0 Macja JIn00 MUHEPATbHOTO Macia, HalpuMep JKUIKOTo mapaduHa win ux cmecei. [lomxoms-
[IMMH 3MYJIIHPYIONUMH areHTaMKi MOTYT OBITh BCTpEYarolrecs B nmpupoae Gochonnuasl, Hanpumep, U3 Cou,
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JICOUTHH U CIOXKHBIE 3(HUPBI WIN HETOJIHBIE CIOKHBIE A(PUPBI, TTONyYEHHBIE U3 KUPHBIX KHCIOT M aHTHIPUAOB
IeKCHUTOJIa, HalpuMep cOPOUTMOHOO0JIEAT, U IIPOLYKTHI KOHACHCALMH YKa3aHHBIX HEMOJIHBIX CI0XHBIX 3(UPOB C
STUJICHOKCH/IOM, HAIPUMEpP MOJIMOKCHU3THICHCOPOUTMOHOOIEAT. DMYJIIbCUH MOTYT TaKKe COJEp)KaTh IOACIHA-
CTUTEIH, areHTHI ¢ TOPHKOBATHIM BKYCOM, apOMaTU3UPYIOLIHE BEIIECTBA U/UIH KOHCEPBAHTEL.

B onHOM M3 BapHaHTOB OCYIIECTBIICHHUS JIEKAPCTBEHHOH (OPMBI KOMITO3MIMSI HACTOSILIETO W300peTeHHs
HaxoJHTCst B hOpME MUKPOIMYIILCHH. MHUKPOIMYIIBCHH XOPOLIO ITOAXOASAT B KAYECTBE KHIKOTO TPAHCIIOPTHOT'O
cpeacTBa. MUKpPOOMYJIbCUU MTPECTABISIOT COOOH CUCTEMBI, COCTOSIIUE U3 YETHIPEX KOMIIOHEHTOB, BKIIIOYAIO-
mux BoAHYyIo (azy, MacisHyio ¢a3y, MOBEPXHOCTHO-aKTHBHOE BELIECTBO M BTOPOE MOBEPXHOCTHO-AKTUBHOE
BemecTBo. OHU MPECTABISIIOT COOOH MPO3pavHbIe U U30TPOITHBIE KHUIKOCTH.

MHUKpOIMYIJIBCHH COCTOAT M3 CTAaOMIBHBIX JUCIEPCHI MUKpOKaresb BOAHON (a3l B MacisHoH (aze nim,
HA000POT, MUKPOKAIeIb MacIITHON (a3bl B BomHOU (ase. Pazmepsr mukpokamnens meree 200 um (1000-100000
HM 7151 OaMyJbcuil). MexdasHast miéHKa cOCTONT U3 4EePeAyIOIINXCSI MOJIEKYJI ITOBEPXHOCTHO-aKTHBHOTO BeIIIe-
ctBa, [TA (SA) 1 Monexys1 BTOPOro MOBEpXHOCTHO-aKTUBHOTO BemecTBa (Co-SA), KOTopble, CHIKas TOBEPXHO-
CTHOE HATSHKEHHE, CO3/Ial0T BO3MOKHOCTD /ISl CAMOIIPOU3BOJIBHOTO 00pa30BaHUs MUKPO3MYJIIbCHH.

B oxHOM M3 BapHMaHTOB OCYIIECTBIICHUS MAcisIHOM (a3bl MacisHas (a3a MOXKeT 0Opa30OBBIBATHCS U3 MH-
HepaJIbHBIX WM PAaCTUTENIBHBIX MAcCesl, U3 HEHACBIIIEHHBIX TOJIMTIIMKO3MIMPOBAHHBIX TIIMLIEPUIOB WIIA U3 TPUT-
JIMLEPUJOB WU B KaUE€CTBE AIBTEPHATUBBI U3 CMECEH ITUX COCIMHEHUI. B 0HOM U3 BapUaHTOB OCYILECTBIIC-
HUS MacisiHOW (ha3bl MacisiHas (haza COCTOMT W3 TPUINIMIEPHIOB; B IPYrOM BapHaHTE OCYLIECTBICHUS MacIsi-
HOW (a3bl TPUIIIMIEPHIBI TIPEICTABIISICT COO0HM TPUIINIIEPUIB! CPEIHEH ITMHBI, HanpuMmep Tpurmnepuas Cg-
Cy KalpuiIoBOH KHCIIOTHI/KapUHOBOM KHCIIOTHL. B 1pyroM BapuaHTe OCyIlIECTBIEHHs MacisHas ¢asa npen-
cTaBjeHa B Buje auamnasoHa (% 00./00.), BBIOpaHHOTO M3 TPYIIIBI, COCTOSIIEH U3 TPUOIN3UTEIBHO OT 2 JI0 MPHU-
6mmurensHo 15% 06./00.; ot nmpubansuTensHo 7 1o npubausuresnsHo 10% 06./00. n oT mpubIM3UTENBHO 8§ 110
npudIM3uTensHO 9% 00./06. MUKPO3MYITBCHHU.

Bonnas ¢aza BrmogaroT B ce0st, HanpuMep, BOAY WM MPOU3BOAHBIC TIINIEPHHA, TAKUE KAK ITPOIMICHIIIN-
KOJIIb, IPOCTBIE 3(UPBI TIUKOIIS, MOIUITUICHITMKOIN WK TTHLEPUH. B OHOM M3 BapHaHTOB OCYILECTBICHUS
MPOMU3BOJHBIX TJIMKOJISI [NIUKOJIb BBIOPAH M3 TPYIMIIBI, COCTOAIIEH M3 MPOMHUICHITIMKOJIS, MOHOITHIOBOTO 3dupa
JUATUWICHTTIMKOIIS, MOHOATHIIOBOTO 3(hHpa JUIIPONMICHIIMKONA U UX cMecell. OObIMHO 101 BOOHOW (ha3bl B
MHKPOAMYJIBCHH COCTaBJISIET OT MpuOIM3uTeNibHO 1 10 npubnusurensHo 4% 006./06. [1oBepXHOCTHO-aKTUBHBIE
BEILECTBA JUII MHKPOAMYJIbCHU BKJIIOYAIOT B ce0si MOHOOTHIIOBBIH 3(prpa AUITUIICHIIIMKOIS, MOHOITHIIOBBIH
a¢up aunpormmieHrmukoist, Cg-Cio MUUepuabl, MOIU(GUIMPOBAHHBIE MOJIUIIIMKOIEM, WIH MOJIUIIHLIEPUI-6-
nuoseatr. Kpome 3THX NMOBEPXHOCTHO-aKTUBHBIX BELIECTB, BTOPBIC MOBEPXHOCTHO-AKTUBHBIE BELIECTBA BKIIIO-
4aroT B ce0s KOPOTKOILETIHBIE CITUPTHI, HAITPUMEDP 3TaHOJ U IPOIIAHOII.

HexoTopsle coeanHEeHUs ABISIOTCS OOLIMMH [Tl KOMIIOHEHTOB, PACCMOTPEHHBIX BBIIIE, T.€. BOIHOW (asbl,
MOBEPXHOCTHO-aKTUBHOTO BEIIECTBA M BTOPOTO MOBEPXHOCTHO-aKTHBHOTO BemiecTBa. OHAKO Jiydimie B Ipese-
Jax YpOBHSA KBaMM(HUKAIUK HCIOJHHUTENS HCIIOIb30BaTh Pa3JIMUHBIE COCAMHEHMS AJIS Ka)KIOTO KOMIIOHEHTA
OITHOW M TOM e JeKapCTBEHHOH (OpMBL. B 0ZHOM W3 BapHaHTOB OCYIIECTBICHHS Ul KOTUIECTBA OCHOBHOTO
HOBEPXHOCTHO-aKTHBHOI'O BELIECTBA/BTOPOTO NOBEPXHOCTHO-aKTUBHOIO BELIECTBA, COOTHOLIEHHE BTOPOTO MO-
BEPXHOCTHO-aKTUBHOT'O BEIECTBA K OCHOBHOMY ITOBEPXHOCTHO-aKTMBHOMY BEILECTBY HaXOJWUTCS B JHANa30HE
oT npubnusuTenpHo 1/7 no npubnuzurensHo 1/2. B npyroM BapuaHTe OCYILECTBICHHS ISl KOJIMYECTBAa BTOPOTO
MOBEPXHOCTHO-aKTUBHOTO BEIIECTBA COOTHOIIEHHE HAXOAUTCS B JiMana3oHe OT NPUOIM3UTENbHO 25 10 nproIu-
3uTenbHO 75% 00./06. OCHOBHOT'O NMOBEPXHOCTHO-aKTHBHOT'O BeleCTBa M OT NpuOnn3uTenbHo 10 1o npubiausu-
TeNnbHO 55% 006./06. BTOpOro NOBEPXHOCTHO-AKTUBHOTO BEILECTBA B MUKPOIMYIIbCHH.

MacsHble CyCHIeH3UH MOTYT OBITh NPUTOTOBIICHBI CYCIEHANPOBAHNEM aKTHBHOTO MHIPEANEHTA B PacTH-
TEJIFHOM MacJle, HalpuMep apaxiucoBOM Macile, OJIMBKOBOM Macie, KyH)KyTHOM Maclie, WJIM KOKOCOBOM Maciie
100 B MMHEpAJIBHOM Macile, HallpuMep XHUIKOM NapaduHe. MacisiHble CyCIICH3UH MOTYT COAEpKaTh 3aryCTH-
TeJb, HAIPUMEP MYEIUHBINA BOCK, TBEP/BIN MapapuH WK HEeTHIOBBIN cnupT. [loncnactureny, HanmpuMep caxa-
po3a, caxapyvH WIN acrapraM, areéHThl C TOPHKOBATHIM BKYCOM M apOMaTH3UPYIONIHE BEIIECTBA MOTYT OBITH J0-
6aBieHBI Ul MPUAAHUA NEPOPATBHBIM IIperapaTaM HNPHUBIEKATENbHOTO BKyca. OTH KOMIIO3HLUH MOTYT OBITH
CTaOMIM3KMPOBaHbl HOOABICHHEM aHTHOKCHAAHTOB, HAIIPUMEP aCKOPOMHOBOM KHUCIIOTHI MM APYTHX M3BECTHBIX
CTaOMITN3aTOPOB.

BonHble cycrieH3un MOTYT COAEpKaTh akTHBHOE BELIECTBO B CMECH C HATIOJIHUTEISIMH, MTOIXOISIIUMU JIJIst
NPUTOTOBJICHUS] BOJHBIX CyCIeH3uil. Takue HaIONHUTENHU SBISIFOTCS CYCHEHUPYIOIIMMH areHTaMH, HalpuMep
HaTpueBas COJb KapOOKCHMETHIILEILIION03bl, METHIILEIUII0N03a, THAPOKCHITPOIMIMETHIILEIIIION03a, albIMHAT
HaTpusl, NMOJMBUHWINMPPOINAOH, TparakaHTOBas Kamelb M TI'yMMHapaOHK; IMCHEPTUPYIOUIMMHU WM yBIIaXK-
HSIOIMMHU areHTaMu MOTYT OBITH BcTpedaromuecs B rpupose (ocdaTuipl, HampuMmep JSUUTHH WIN MTPOIYKTHI
KOHJCHCAIlNH AJKMICHOKCH/IA M XKUPHBIX KHCJIOT, HAIIPUMEpP MOJIMOKCHATHIICHCTEapaT WM MPOIYKThl KOHAEH-
caluyl 3TWICHOKCHJA C JUIMHHOLETIOYECYHBIMU TM(aTHUIECKUMHU CIUPTAMH, HAllPHUMEP TeNTaJeKa3THICHOKCH-
LETAHOJI WJIM TMPOAYKTHI KOHAEHCAIINH ATWJICHOKCH/IA C HETIOJNHBIMH 3(HUpaMu, MOIYyYEHHBIMUA U3 >KUPHBIX KH-
CJIOT Y TEKCUTOJIA, HAIPUMED TOJIMOKCHUATIIICHCOPOUTOIMOHOOJIEAT, MM MPOAYKThI KOHACHCAIIMH 3THICHOKCHU-
Jia ¢ HEeMOJIHBIMHU >(upaMu, MOTyYSHHBIMH U3 KHUPHBIX KUCIOT M AHTHAPHUIOB TeKCHUTOJIA, HAIIPUMED MOIUOKCH-
3TUIICHCOPOMTAaHMOHOOJIEAT. BOHBIE CYCIIEH3UM MOTYT TaK)K€ COAEPXkATh OAWH WM HECKOJIBKO CTaOMIM3aTO-
POB, HAaIIPUMEP STUJIOBBIN WM H-NIPOTNUIIOBBIA 3(GHP N-THAPOKCHOEH30HHOM KHCIOTHI MM OJIMH MM HECKOJIBKO
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KpacHTelei, OIH I HECKOJIBKO apOMATH3HPYONINX BEUIECTB U OJWH WIH HECKOIBKO MOJCIACTHTENCH W/MITn
areHTOB C TOPHKOBATHIM BKYCOM, HAIIPHMEP, U3 YHCIIA TeX, KOTOPBIE OMUCAHBI BBIIIE.

JlucriepcHbIe TOPOIIKK M TPAHYJIBL, TOAXOIAIINE IS TTOJTyYeHUS BOJHON CyCIIEH3UH J00aBICHHEM BOJIBI,
JTAIOT BO3MOYKHOCTH HCIIONIb30BaTh AKTUBHBIA WHTPEAUEHT B CMECH C TUCIIEPTUPYIOIIMM WM yBIAKHSIOLIIM
areHToM, CyCliCHAMPYOUIIUM arcHTOM U ¢ OAHUM HJIM HECKOJIbKUMH CTa6I/lJ'lI/ISaTOpaMI/I. le/IMepaMI/l noaxons-
mUX JUCTICPrUupyromux Uik YBJIAXKHAOMOIUX ar¢HTOB ABJIAIOTCA TC ar€HTbI, KOTOPBLIC YK€ YIIOMHUHAJIMCH BBILIC.
JlononHuTenpHbIE HAIIOJHUTEIIN, HAIIPUMED NOCIaMBaIOLIME, IPUAAIOIIUE TOPEKUI BKYC, apOMATU3UPYIOIINE
Y OKpAIINBAIOIIHE areHThl, MOTYT TaK)Xe IIPHCYTCTBOBATE.

PenienTypbl cUpOIOB ¥ 3IIMKCHPOB COCTABIISIFOT BMECTE C ITOJICJIACTUTENISIMH, HAIPUMEp TIMIEPHHOM, IIPO-
MUJICHTTIMKOJIEM, COPOUTONIOM WM caxapo3oil. Takue jekapcTBeHHBIE (POPMBI MOTYT TAaKXKe COJEpXkaTh YCIO-
KOHUTEJbHBIE CPENICTBA, CTAOMIN3aTOPHI, ApOMATH3UPYIOLIHNA areHT(bl) U KPacUTEIh(H).

B npyrom BapmaHTe OCYIIECTBICHHS HACTOAIIETO H300PETCHUS KOMIIO3HIIUS MOKET HAXOIUTHCS B (hopMe
nactel. [IpuMepsl BapuaHTOB OCYILECTBICHHs B (hOPME MACThl BKIIOYAIOT B ce0sl, HO HE OrPaHUUYCHbI TEMH, KO-
Topbie onucaHbl B matente CIIIA Ne 6787342 n 7001889 (kakaplii M3 KOTOPBIX BKJIIOYEH CIOJIa B KA4E€CTBE
ccputkH). Hapsiny ¢ mpon3BOAHBIMU apHII0a30J1-2-MIHAHOMETHIIAMIHA HACTOSAIIETO H300pETeHUS 1TacTa MOXKET
TaK)Ke COZAEPXKaTh MUPOTEHHBI KpeMHE3EéM; MOAN(HUKATOP BSI3KOCTH; HOCHTEINb; HEOOsS3aTeIbHO aJcopOeHT; U
Heo0s13aTeNIbHO KpacuTeb, CTAOMIN3ATOP, TOBEPXHOCTHO-aKTHBHOE BELIECTBO MJIM KOHCEPBUPYIOIINI areHT.

Crioco0 npHUroToBJIEHHS JIEKAPCTBEHHOI (hOPMBI B BUJIE MACTHI COCTOMT U3 CIEAYIOIINX CTaIni:

(a) pacTBOpeHHE WM JAWCIIEPTHPOBAHHME MPOM3BOAHOIO APWIIOA30JI-2-WINMAHOMETHIAMHUHA B HOCHUTEJIE
CMELINBaHHEM;

(b) noGaByieHHe MUPOTEeHHOTO KpeMHe3EMa K HOCHTEIIIO, COJIEpIKallleMy PacTBOPEHHOE IPOU3BOTHOE apH-
J10a30J1-2-WIMHAaHOMETHIIAMHHA JT0 TEX TOp, TTOKa CHIIMKArelb He OyeT NUCIIePTHPOBaH B HOCHUTEIE;

(c) mpenocTaBneHNE BO3MOXKHOCTH ITPOMEKYTOTHOMY IPOIYKTY, oOpa3yromemycs Ha ctanui (b), 0cecTh B
TEYeHHE BPEMEHH, TOCTATOYHOTO LIS TOTO, YTOOBI BO3/AYX, 3aXBaUCHHBIN Ha cTanud (b), MOT yIETYIUTHCS; U

(d) nobaBnerne Moan(UKaTOpPa BAZKOCTH K MPOMEXYTOYHOMY MPOAYKTY CMEIICHHUEM IS TTOTyYeHHS Of-
HOPOJIHOM MaCThI.

BrrmenepeuncieHHbIe CTaIuM SBISIOTCS WUTIOCTPATHBHBIME, HO HEe OrpaHmduBaromumu. Hampumep, cra-
I (a) MOKeT OBITh IOCTIeTHEH CTalueH.

B o1HOM W3 BapuaHTOB OCYILECTBIICHHS JIEKAPCTBEHHOH (QOpMBI JIeKapCcTBEHHast JopMa MpeJICTaBIsIeT Co-
00l macTy, COACPIKAIIYIO MPOU3BOJIHOE apUII0a30JI-2-MINMAHOMETHIAMUHA, TUPOTEHHBIN KPeMHE3EM, MOTU(H-
KaTop BSA3KOCTH, aJICOPOCHT, KpacuTelb; r’HAPO(MILHBIN HOCHTENb, KAKOBBIM SIBIISIETCS] TPHALIETHH, MOHOTJIUIIC-
P, AUTITANCPUT WITA TPUTITUIICPHI.

[TacTa MOKeT TaKkKe BKIIFOYATh B ce0s, HO HE OTPaHUYNBATHCS MOAU(DUKATOPOM BS3KOCTH, BEIOPAHHBIM W3
rpymmbl, coctosmeit uz [191 200, [I2T 300, I13IN 400, TISI" 600, MOHOSTaHOIAMHIHA, TPUATAHOJIAMHUHA, TIIHIIE-
pUHA, TIPONIJICHIIIAKOIIS, TOMHOKCcHATIICH (20) copouranmonooneata (monucopbat 80 mwmu Tween 80) u momu-
okcamepa (Hanpumep, Pluronic L 81); ancopOenTa, BEIOpaHHOTO M3 TPYIIIbI, COCTOSIIEH 13 KapOoHaTa MarHus,
KapOoHaTa KamblLus, KpaxMaja, LEeJIII0N03bl U €€ MPOU3BOAHBIX; KPAaCHUTENsA, BEBIOPAHHOTO M3 TPYIIIBL, COCTOS-
el U3 quoKcuaa Turana, okcrza xenesa u FD &C Blue #1 Aluminum Lake.

Kommo3uiuu MoryT HaxoauThest B hoOpMe CTEPUIbHON WHBEKIMOHHOW BOJTHOM MJIM MaCIISTHOM CyCIIEH3HH.
Ota CYCIICH3UA MOXKCT 6])IT]) ojiyu€Ha U3BCCTHBIMHU METOAAMMU IIPU UCIIOJIB30BAHWU TEX MOAXOAAIIUX JUCTIEP-
THPYIOIIUX WM YBIKHSIOUIMX areHTOB, KOTOpPbIE ObUIM YIOMSIHYTHI Bbilie. CTepHIbHBIH HHBEKIMOHHBIN Ipe-
napar MOXKET TaK)Ke MPeCTaBIATh COOOH CTEePHIIbHBIM HHBEKIIMOHHBIM PACTBOP WM CYCHEH3UIO B HETOKCHYHOM
MPUTOJTHOM JUIsl HApEHTEPaIbHOTO BBEACHHS pa3daBuTelie MIM PacTBOpUTENE, HAIPUMED B BHE pacTBopa B 1,3-
Oyrananone. Cpeay NOAXOISIIMX TPAHCIIOPTHBIX CPEJICTB U PACTBOPHUTEIIEH, KOTOPBIE MOTYT OBITh UCIIOJIb30Ba-
HBI, HAXOJUTCS BONA, PacTBOp PuHrepa m M30TOHWYECKHH pacTBOp XJIOpuAa HATpus. MoOTryT OBITh TaKXKe HC-
TIOJIF30BAHBI COPACTBOPHUTENHN, HAIIPAMEP STaHOJ, MPOMHUIICHIIINKOIb, TIHIEPUH(OPMAITh WA TOTHATHICHTITH-
KoJI. MOTyT OBITh NCTIOTF30BaHBI KOHCEPBUPYIOIIHIE areHTHI, HaIIpuMep (HeHO HiIn OCH3UIIOBEIA CITUPT.

Kpowme Toro, cTepuipHBIe HEJIEeTydHe Maciia OOBIYHO MCTIONB3YIOT B KA4eCTBE PACTBOPUTEIIS MU CyCIICH-
mupyromeii cpeapl. C 3TOH Henbl0 MOXKET OBITH HCIIONB30BAHO JI000€ JETrKoe HeJeTydee Macio, B TOM YHCIe
CHHTETHYECKHE MOHO- WJIH AWUTIUIepuabl. Kpome Toro, mpu NpUTOTOBICHUH MHBEIUPYEMBIX JIEKApCTBEHHBIX
CpCACTB HAXOAAT MPUMEHCHUC KUPHBIC KUCJIOThI, HAIPUMEP OJICMHOBAA KUCJIOTA.

JlokanbHble, KOKHBIE U TIOJKOXXHBIE JIEKAPCTBEHHBIE ()OPMBI MOTYT BKJIIOUATh B CEOSl OIMYJIbCUH, KPEMBbI,
MasH, T'eJIM, IacThl, MTOPOIIKH, IaMITyHH, JIEKapCTBEHHBIE ()OPMBI, HAHOCUMBIE B BHJE IISTHA, JIEKAPCTBEHHBIC
(hopMBI, TOTOBBIE K MCIIOJIB30BAHHIO, PACTBOPHI, HAHOCUMBIE B BHJIE IIATHA M CYCHEH3WH, JE3MH(UIHPYIOIIIE
pactBopbI U cripeu. JIokaapHOE MPUMEHEHNE aTeHTOCIIOCOOHOTO COSMHEHHUS MIIM KOMITO3HIMH, BKITIOYArONIeH
B ce0s 10 MEHBIIEH Mepe OTHO MaTEHTOCIOCOOHOE COSIMHEHNE M3 YHCiia aKTUBHBIX areHTOB B HEW, KOMITO3H-
IIUH, HAHOCHMBIE B BHJIE IIATHA, Ta€T BO3MOXHOCTh MATEHTOCIIOCOOHOMY COCIMHEHUIO TOTJIOMIATECS Yepe3 KO-
Ky ISl TOCTHDKEHUS COMATHYECKHX YPOBHEU, paccpelNOTOYEHHBIX B CANBHBIX JKeJe3aX M Ha IOBEPXHOCTH
KOXKH, TOCTUTAasl YPOBHA, IIPOHUKAs depe3 BOIOCSIHOM MOKpoB. Korna coennHerne paccpeqoTOYeHO B CalTbHBIX
kKeJie3ax, MOCHeIHIE MOTYT BBIONHSTh (DYHKIMIO pe3epByapa, Onaromapsi 4ueMy MOXET HaOJIAThCs IIPOJIOH-
rupyromuii a3gdekt (10 Heckonbkux Mmecsies). JlekapcTBeHHble (OPMbI, HAHOCHMbIE B BHAE IMATHA, OOBIYHO
NPUMEHSIOTCS B OTPaHHMYCHHON 00J1acTH, KOTOpasi 3aHUMaeT IUIONIa (b, OTJIMYHYIO OT OOIIel Tuomaay KuBoT-
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HOTo. B oHOM M3 BapMaHTOB OCYIIECTBIICHUS OTPAaHWYEHHOH OOJACTH IMOJIOKEHHE HaXOIUTCS MEXIy Iuiede-
BBIMHU CyCTaBaMH. B spyrom BapuaHTe OCYIIECTBICHHUS OIpaHWYEHHOI 00JIaCTH 3TO MOJIOCA, HAPUMEDP 10JI0ca
OT TOJIOBBI 10 XBOCTa KUBOTHOTO.

JlexapcTBeHHbIE (HOPMBI, HAHOCHMBIC B BUE IIsITHA, onucanbl B mateHTe CIIIA Ne 6010710, BrirouéHHOM
Cl0/Ia B KauecTBe CChUIKU. JlekapcTBeHHbIE (DOPMBI, HAHOCHMBIE B BUJIE IISITHA, MOTYT OBITh ITPEUMYILECTBEHHO
MacJSIHBIMU U OOBIYHO COJIepIKaT pa30aBUTENb WM TPAHCIOPTHOE CPEICTBO U PACTBOPUTENH (HAIpUMep, opra-
HUYECKHUH pacTBOPHTEIb) AJISl aKTUBHOTO UHIPE/IMEHTA, €CIIM NOCJIEHUI HEpacTBOPUM B pa3baBHTele.

OpraHuuecKre pacTBOPUTENHN, KOTOPbIE MOTYT OBITh UCIIOJIb30BaHBI B M300pETEHNH, BKIIFOUAIOT B ce0s1, HO
HE OrpaHMYEHB! aleTHITPHOYTHILUTPAT, CIOXKHBIE 3(UPHI )KUPHBIX KUCIIOT, HAlpUMEp ITUMETHIIOBBINA 3¢up,
U300y THIIOBBIA 3(Up aIUNUHOBON KHCJIOTHI, alleTOH, alleTOHUTPWII, OCH3WIOBBIA CIUPT, OYTHIIOBBIH >hup
JUTJINKOISL, JUMETHIAEeTaMH], TUMETHI(GOpMaMu, H-OyTHIOBBIA 3(Hp IUNPONMIIICHITIHNKONSA, 3TAHOM, H30-
MPOTAHOJ, METAaHOJI, MOHOSTHJIOBBIN 3(Hp STUICHIIIMKOISA, MOHOMETHIIOBBIH 3()Mp STHICHIIIMKONISA, MOHOME-
THJIAIIETAMUl, MOHOMETHIIOBBIA 3(Up JUIPOMMUICHTIUKOIS, KUIKAH MOIMOKCHITUICHIINKOIIb, TPOIMICHIIIN-
KOIIb, 2-ITUPPOSHIOH (HampumMep, N-METIIMHPPOIUIOH), MOHOATHUIOBBIN 3(GHp ANITUICHINIUKOIS, ITUICHIIIN-
KOJIb ¥ AUATWII(TATIAT UM CMECh 110 MEHBIIIEH Mepe JIBYX U3 3TUX PaCTBOPHUTEIEH.

le/l HCIOJIb30BAHUHN B Ka4Y€CTBEC TPAHCIIOPTHOI'O CPEACTBA WIIN p8.36aBI/lTeJ'ISI cjienyer 06paTl/ITI) BHUMAaHHEC
Ha pacTUTENbHBIE Maca, TAKWe KaK, HO He OrpaHHMYEeHHbIE, COEBOE MacCJIO, apaxHUCOBOE MAaC0, KACTOPOBOE Mac-
JI0, KYKypYy3HO€ MacJjo, XJIONKOBOE Macllo, OJIMBKOBOE MAacyio, Maciio U3 BUHOTPAJIHBIX KOCTOUYEK, ITOJICOJIHEUHOE
Macjo0, KOKOCOBOE Maciio M T.JI.; MUHEpallbHbIe Macja, TakKhe KakK, HO He OrpaHHuYeHHBIE, Ba3eJIMHOBOE Macio,
napadyH, CHJIMKOH U T.JI.; an(paTHuecKue WIH HUKINYECKHE YIIEBOJOPOAbI MM B KAa4eCTBE aJbTEepHATHUBHI,
HarpuMep, TPUMIINLEPHIB! CO cpeqHel amHoi nenu (Harnpumep, Cg-Cyy). B apyrom BapuanTe ocymiecTBiIeHHS
MOJXeT OBITH 100aBICHO 00e300MMBarOIIee CPEACTBO, W/MIK THOPUIN3UpYOmAas J00aBKa, W/ITH IEHKO0Opa-
sytormii areHT. OOWH U3 BapHAHTOB OCYIIECTBICHUS 00€300IMBAIONIETO CPEACTBA, W/IUTH THO(QMITH3UPYIOMICH
00aBKH, W/WIH TUIEHKOOOPA3yOIIEr0 areHTa COCTOUT B MCIIONB30BAaHIH areHTOB, BRIOPAHHBIX W3 TPYIIIHL, CO-
CTOSIILIEN U3:

(a) MOMMBHHUINKPPONNAOHA, MOIMBUHUIOBOTO CIIHPTA, COMOJMMEPOB BHHMIIALETATa M BUHUIITHUPPOIIH-
JIOHA, TIOJMATHIICHTIHNKOIEH, OCH3UIOBOrO CIMPTa, MAHHHUTA, TIIMIEPHHA, COPOHUTA, MOJHOKCHUITHIMPOBAHHBIX
CJIOKHBIX 3(HUpPOB copOHTaHa, JEUUTHHA, HATPHUEBOH COJIM KapOOKCUMETHIILIEIUIIONO3bI, CHIIMKOHOBBIX Macell,
MOJTUTUOPTaHOCHIIOKCAHOBBIX Macell (HarmpuMep, HoIuIuMeTiicuiokcadoBeix (PDMS) macen), Hanpumep, co-
JiepKallnX CHIaHOJIbHbIE (YHKIMOHAIBHBIE IPYIIIBI WK Macio 45V2,

(b) aHNOHHBIX TOBEPXHOCTHO-aKTHBHBIX BEILECTB, HAIIPHMEP CTEapaToB IIEIOYHBIX METAJUIOB, CTEApaToB
HaTpWsl, KajJus WM aMMOHHS; CTeapara Kalblis, creapara TPUITaHOJIAMHHA; HATPHEBOH CONM aOMETHHOBOM
KHCJIOTHI; aNKWICYIb(PaToB (HampuMep, JaypwicynbhaTa HATPUS U LETHICYIb(aTa HATPHUs); TOMCIFIIOCH30II-
cynb(oHATa HATPUS, TUOKTHICYIb(POCYKIIMHATA HATPHS; )KUPHBIX KHCIOT (HAaIpuMep, MOIyYeHHBIX M3 KOKOCO-
BOT'O MacJia),

(c) KaTHOHHBIX NMOBEPXHOCTHO-AaKTUBHBIX BEIIECTB, HAIPUMEP BOAOPACTBOPHMBIX YETBEPTHUHBIX aMMO-
HUItHBIX coneit Gopmyssl N'R'R"R™R"", Y, B koTopoii paaukaisl R mpeacTaBisior codoii HeoOA3aTeNbHO TH -
POKCHIIMPOBAHHBIE YTIIEBOAOPOJHBIE PAAUKAIBI U Y SIBJISETCS aHMOHOM CHJIBHOM KHCIIOTBI, HalpUMeEp rajore-
HUJIOM, CyJb(haToOM U Cylb(OHATAHHOHAMHM; LETHITPUMETHIAMMOHUHOPOMH]] BXOJIUT B COCTaB KaTHOHHBIX TIO-
BEPXHOCTHO-aKTUBHBIX BCIIECTB, KOTOPHIC MOTYT OBITH HCIIOJIb30BAaHbI,

(d) comeit amunoB dpopmynsr N'HR'R"R'™, B KOTOPHIX paguKalbl R mpenctaBisioT co6oii HeoOs3aTenbHO
THPOKCHINPOBAHHBIE YIIIEBOAOPOIHbIE PaiKajbl; OKTA/ICLMIAMUH BXOJHUT B COCTaB KaTHOHHBIX ITOBEPXHOCT-
HO-aKTHUBHBIX BEIIECTB, KOTOPBIE MOTYT OBITh NCITOJIb30BAHBI,

(€) HEeMOHHBIX ITOBEPXHOCTHO-aKTHBHBIX BEIECTB, HAPUMEpP CIOKHBIX 3(UpoB copOuTaHa, KOTOpHIE He-
00s13aTeNbHO TTOMMOKCHATHIIMHUPOBAHB! (HampuMmep, nosimcop6ara 80), MONMHOKCHITHINPOBAHHBIX AKHIOBBIX
3¢HPOB; MOINOKCUIIPONIIMPOBAHHBIX JKHPHBIX CIUPTOB, HAIPUMEpP MOJIMOKCHIPONMICHCTHPOIBHOTO 3¢upa,
MOJHMATUICHIIMKOIbCTEapara, MOIMOKCHITHINPOBAHHBIX PONU3BOIHBIX KaCTOPOBOIO Maclia, CIOKHBIX 3(HUPOB
MOJMTIIMLEPUHA, TTOJTHOKCHITHIMPOBAHHBIX XHUPHBIX CIHPTOB, MOIMOKCUATHIIMPOBAHHBIX JKUPHBIX KHCIIOT, CO-
MOJIMMEPOB 3THIICHOKCH/A U IPONHUIICHOKCU/A,

(f) ampoTepHBIX IOBEPXHOCTHO-aKTUBHBIX BEIIECTB, HAIIPHUMEP 3aMEIIEHHBIX JIAYPHUIOBBIX IPOM3BOIHBIX
OeTanHa; WiIn

(g) cMecu o MeHbIIIEH Mepe ABYX U3 dTHX arcHTOB.

PactBopuTeNns MCHONB3YIOT IPOIOPINOHAIBHO KOHIEHTPALMK POU3BOIHOTO apriI0a3oll-2-1i HaHOITH-
JIAaMUHA U €r0 pacTBOPHMOCTH B 3TOM pacTBopuTeie. [IbITaloTcst HalTH pacTBOPUTENb, HMEIOINI HAaNMEHBIINH
BO3MOXHBIN 006EM. TpaHCTIOPTHOE CPEeACTBO KOMIIEHCHUPYeT pasHuiy 1o 100%.

B onHOM M3 BapHaHTOB OCYIIECCTBIICHHU 00€300IMBAIOIIEr0 CpeacTBa 00e300IHBaroIIee CPEACTBO HCIIOIb-
3YIOT B COOTHOIIICHHUH, BEIOPAaHHOM U3 rpymnisl, coctosmei u3 0,1-50 u 0,25-5 06.%.

B npyrom BapnaHTe OCyIIECTBICHHSI KOMITO3UINS MOXET HaXOJUThCS B ()OPME pacTBOPa, TOTOBOTO K HC-
MOJIb30BaHMI0, Kak ormucaHo B mateHte CIIIA Ne 6395765, Bkimou€HHOM Crofia B BUAE CChUIKH. Kpome mpouns-
BOJIHOTO apHiI0a301-2-MIHaHOATUIAMHIHA PAaCTBOP, TOTOBBIH K MCHOIb30BaHUIO, MOXKET COJIEPKATh HHTUOUTOP
KPHUCTAJUTU3ALUH, OPTaHUIECKUH PaCTBOPUTEND U OPTraHMUYECKUI COPACTBOPUTEITD.

B o1HOM M3 BapHaHTOB OCYILECTBJIEHHS KOJIMYECTBa MHIMOMTOpa KPHCTAJUIM3AIMKM MHIMOUTOP KpUCTAI-
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JU3AIMA MOXKET HAXOAUTHCS B KOJHYECTBEHHOM COOTHOIIICHHH, BEIOPAHHOM U3 TPYIIIBI, COCTOSIICH U3 TPUOITH-
3utenbHO oT 1 10 npubnusurensHo 20% (Mac./00.) U mpudIM3UTENBHO OT 5 10 npubnusuTensHo 15%. B npyrom
BapHaHTE OCYIIECTBIICHHUS KOJMYECTBO MHIHONTOPA KPUCTAILIM3AIMKA COOTBETCTBYET Mpode, B KoTopoil 0,3 mi
pactBopa, conepxkatiero 10% (mMac./06.) MPOU3BOAHOTO apHI0A30JI-2-UIIIMAHOITUIIAMHIHA B XKHKOM HOCUTENE U
10% uHrnbuTOpa, HaHeceHo Ha npeameTHoe crekiio mpu 20°C u ocTaBieHo Ha 24 4. 3aTeM NMPeJMETHOE CTEKIIO
paccMaTpUBAIOT HEBOOPYKEHHBIM Ti1a30M. [10XOMAIIMMH HHTHOUTOPAMH SIBJISTFOTCS T€, IPH T00ABICHUH KOTO-
PBIX 00pa3syeTcst MajIo (HarpuMmep, MeHee JIECATH KPHCTAJUIOB) MM COBCEM HE 00pa3yloTCst KPUCTAIIBL.

OpraHuuecKuid pacTBOPHUTENbL UMEET AUIICKTPHUECKYIO KOHCTAHTY B JMara3oHe, BHIOPAHHOM W3 TPYIIIH,
cocrosiuei npubnmsutensHo u3 10-35 n npubnusurensHo n3 20-30, mpuyéM conepkaHie OPraHUIEcKOro pac-
TBOPUTEIS B OOIIECH KOMITO3UIMU TIpeAcTaBisieT coboii gomomHenue a0 100% KOMITO3UIMA; U OPTaHHYECKOTO
COpacTBOPUTENS, UMEIOIIETO TeMIepaTypy KUIECHHs, BEIOPAHHOTO W3 TUAMA30HOB, COCTOAIINX U3 TEMIIEPaTyp
Hwke 100°C u Hmke 80°C, 1 UMEIOMIETO AWAIEKTPHUYECKYI0 KOHCTAaHTY B JWANa30HE, BEIOPAHHOM W3 TPYIIIIHL,
cocrosmei mpubmmsuTensHo u3 10-40 u npubmmsurensHo u3 20-30; 3TOT COPaCTBOPUTENH MOXKET MPUCYTCTBO-
BaThb B KOMIIO3HMILIMM B CHUCTEME OPraHMYECKHil COpacTBOPHUTEINI/OPraHUYECKH PacTBOPUTENbh B Macca/macca
(M/M) cooTHomieHun oT npudan3uTenabuo 1/15 no 1/2. PactBopurens sBisSETCS JIETYYUM, Ui TOTO YTOOBI BbI-
CTYNaTh B POJIU IPOMOTOPA CYLIKH, ¥ CMELIMBAIOIINMCS C BOJIOW H/WJIM C OPraHUYECKUM PACTBOPUTEIIEM.

JlekapcTBenHas GopmMa MOXKET TakKe COAEpkKaTh aHTHOKCHIAHT, NpeJHa3HAYeHHbIH Il HHTHOWPOBaHUS
OKHUCJICHUA Ha BO3AYXE, l'[pl/I'-IéM 9TOT ar¢HT HaXOAUTCA B KOJIMYCCTBCHHOM COOTHOIICHMH, BI)I6paHHOM u3 nua-
nasoHa, cocTosero u3 npudnuzntensHo ot 0,005 no npubnmsntensHo 1% mac./06. u npubnusurensHo ot 0,01
1o ipubimsuTensHo 0,05%.

WHruburops!l KpucTauIM3annuy, KOTOpble IIPUMEHUMBI JIUIsl H300peTeHus], BKIIOYaT B ce0sl, HO He orpa-
HUYCHBI:

(2) TOTMBHHMIIIUPPOINIOH, TOJMBHHIIOBBI CIIHPT, COIOIUMEp BHUHMJIALIETATa W BUHHIJIIIHPPOIUAOHA,
MOJMATHIICHTIINKOIb, OCH3WIOBBIN CIIUPT, MAHHUT, TJIAIEPUH, COPOUT FITH TOTHOKCHITHIINPOBAHHBIN CIIOKHBIN
3¢up copbuTana, JEMUTUH WM HATPHUEBYIO COJb KapOOKCHMETMIILIEIUIIONO3bL;, MIIM aKpWUIaT, HalIpUMEpP METHII-
aKpwiaT u Jp.

(b) aHMOHHBIE TOBEPXHOCTHO-AKTUBHBIE BEIIECTBA, HAIPUMEp CTEaparhl LIEJIOYHBIX METAIIIOB (Harpumep,
cTeapaThl HaTPHsL, KaJIUsl WJIM aMMOHHMS); CTeapaThl KaJIbIIMsl, CTeapaThl TPHATAHOJIAMUHA; HATPUEBYIO COJIb abue-
TUHOBOM KHCIIOTBI; AJIKWICYJIb(aThI, KOTOPbIE BKIIOYAIOT B ce0sl, HO HE OrpaHUYeHbl, JIaypuiICyibdaT HaTpus U
HeTWICYJIb(aT HATPUs; 10IEUMIOCH30ICYIb(OHAT HATPHUS WM JUOKTHICYIb(QOCYKIIMHAT HATPUS; HIIH KUPHBIC
KUCJIOTHI (HapuMep, KOKOCOBOE MacJIo),

(c) KaTHOHHBIE NTOBEPXHOCTHO-AKTUBHBIE BEILIECTBA, HAI[PUMEP BOJOPACTBOPHMBIC YETBEPTHUYHBIE aMMO-
uuitapie comu Gopmynsl N'R'R"R™R"", Y', B KOTOPBIX pajuKaibl R ABJIAIOTCSA OIMHAKOBBIMHU MM OTJIHYAIOIIH-
MHCS APYT OT JAPYTa, HEoOA3aTeNFHO THAPOKCHIMPOBAHHBIMU YTICBOIOPOAHBIMU pajukaiaMd u Y SBISACTCS
AHMOHOM CYUJIBHOHM KHCIIOTHI, HAIPAMEP TaJIOTEHUIOM, CYJIH(ATOM U CyIb(OHATAHHOHAMH; ETHITPUMETHIIAM-
MOHHUHOPOMU BXOAWUT B COCTaB KATHOHHBIX ITOBEPXHOCTHO-aKTUBHBIX BEIIECTB, KOTOPHIE MOTYT OBITH HCIIONb-
30BaHBI;

(d) comu amunOB hopmynsl N'HR'R"R', B KOTOPBIX paguKaibl R ABISIOTCS OJMHAKOBBIMH MM OTINYAI0-
IUMHUCH ApYT OT Apyra, HeO6H3aTeHbHO TUAPOKCHUIIMPOBAHHBIMU YTJICBOJAOPOAHBIMU paJUKaIaMU; OKTaACIuIa-
MUHTUAPOXJIOPUA ABIACTCA OJHHMM M3 KATUOHHBIX MNOBCPXHOCTHO-AKTHMBHBIX BEHICCTB, KOTOPLIC MOTYT 6bITb
UCIIOJIb30BaHbI,

(e) HEHMOHHBIE TOBEPXHOCTHO-aKTHUBHBIE BEIECTBA, HAIPUMEP HEO0Os3aTeIbHO MOIMOKCHITHIIMPOBAHHEIC
citoHbIe 3upbl copOuTaHa, HanpuMep nosmcop6ar 80, MOIMOKCHITHIMPOBAHHBIN ANKWIOBBIN 3(Up; MOIH-
STHJICHTIIMKOJIBCTEAPAT, MOJMOKCHITIINPOBAHHOE MPOU3BOJHOE KAaCTOPOBOE MAcio, CJIOXHBIE 3(HPHI MOJIH-
TIIAIEPUHA, TTOTHOKCHITHIINPOBAHHBIE KUPHBIE CITUPTHI, TTOJIMOKCHATIIUPOBAHHEIC )KUPHBIE KACIOTHI, COIIOIH-
MEpHI STIJICHOKCHAA U TIPOTMICHOKCH/IA,

(f) amdoTepHBIe TOBEPXHOCTHO-aKTUBHBIE BEIIECTBA, HAIPUMEDP, 3aMEIIEHHBIEC JIAYPUIOBBIMU TPOHU3BO/I-
HBIMM OeTarHa; WX

(g) cMech 1o MeHBIIIEH Mepe ABYX M3 STHX COSAWHEHHH, IIEPEUNCIIEHHBIX BhIIe B m.(a)-(f).

B omgHOM M3 BapMaHTOB OCYIIECTBICHUS WHTHOWTOPOB KPHUCTAUIM3AIMN HCIONB3YIOT Ba MHTHOWTOpA
KpHucTajuM3anuy. Takue napbl BKIIOYAIOT B ce0s1, HAIIpUMep, KOMOWHALIUIO TNIEHKOOOPa3yIOIIero areHra noJu-
MEPHOT'O TUIIa U TOBEPXHOCTHO-AKTUBHOC BCUICCTBO. OTH areHThl BbleaHbI u3 Coe[ll/IHEHl/II‘/II, YIOMSAHYTBIX BBIIIEC
B KQU€CTBE MHIMOUTOPOB KPHCTAJUIN3ALINH.

B oHOM 13 BapHaHTOB OCYILECTBIIEHHS INIEHKOOOPA3yOIIEero areHTa areHThl NpeICTaBIsIoT co00il Bere-
CTBa MOJHMMEPHOI'0 THIIA, KOTOPbIE BKIIIOYAIOT B ceOs, HO HE OrpaHWYEHBbl MapKaMM NOJIMBHHHINIUPPOJINIOHA,
MOJMBIUHUIOBBIMA CIIUPTAMH M COTIOIMMEPAMH BHHWIIAIIETaTa 1 BHHUIIITUPPOJIHIOHA.

B ogHOM W3 BapuWaHTOB OCYIIECTBICHHUS MMOBEPXHOCTHO-aKTUBHBIX BEIIECTB ATH BEIISCTBA BKJIIOYAIOT B
ce0s1, HO He OTPaHUYEHBI TEMH, KOTOPBIE TOIYyJaloT U3 HEMOHHBIX IIOBEPXHOCTHO-aKTUBHBIX BEIIECTB; B APYTOM
BapHaHTE OCYIIECTBICHHS IMOBEPXHOCTHO-aKTUBHBIX BEIIECTB 3TH BEIIECTBA MPEACTABIIAIOT COOOW ITONMOKCH-
STHJIMPOBAHHBIE CIIOKHBIE 3(UPBI copOHTaHa W em€ B OJHOM BapHAaHTE OCYIIECTBICHHUS ITOBEPXHOCTHO-
aKTHUBHBIX BEIIECTB 3TH BEUIECTBA BKIIOYAIOT B ce0s pa3IMIHbIE TUIIBI ToJUcopOara, HanpuMmep monucopbat 80.

B apyrom BapuaHTe OCYLIECTBIICHUS! HACTOSILETO0 W300pETeHUs! IUIEHKOOOPa3yroLUid areHT U MOBEPXHO-
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CTHO-aKTHBHOE BEIIECTBO MOTYT OBITh BBEICHBI B CXOJHBIX WM WACHTHYHBIX KOJIMYECTBAX B Mpeaesiax oOmmx
KOJIMYECTB MHIMOUTOPA KPUCTATUTH3ALUH, YIOMSIHYTOTO TJIE-TO B IPyTOM MECTE.

Taxum 06pa3oM, cocTaBlICHHAs! Tapa JOCTUTAET MPU MPABUIBHOM BBIOOpE 1€ yCTPAaHEHUs KpUCTAIIN3a-
MM Ha IIKype U MOAJCPKaHMSA KOCMETHYECKOTO BHEIIHEr0 BHJA MIKYpPbl MIIM Me€Xa, TO €CTh 0€3 TEHICHLUH K
CJIMITAHUIO WA K JIMIIKOMY BUAY, HCCMOTPS Ha BBICOKYIO KOHICHTPAIUIO aKTUBHOT'O IPOAYKTaA.

B OAHOM M3 BAapHaHTOB OCYILICCTBJICHUSA aHTUOKCHUJIAHTOB 3THU ar€HTbI ABJIAIOTCA TEMU, KOTOPLIC 061116-
IMPUHATBI B TEXHOJIOTUN U BKIIOYAIOT B ce6>1, HO HC OI'paHHUYCHBEI, 6yTHHHpOBaHHbIﬁ TUAPOKCHUAaHU30]1, 6yTI/IJ'II/I-
POBaHHBIH THIPOKCUTOIYOJ, aCKOPOWHOBYIO KHCJIOTY, METaOMCYNb(UT HATpUs, MPOIMITAIIIAT, THOCYJb(ar
HaTpHs WK CMech He 0oJiee YeM JBYX U3 HUX.

AJIbIOBAaHTHI JIEKApCTBEHHBIX (HOpPM, 00CYKIEHHBIE BBIIIE, XOPOIIO M3BECTHBI CIIELMAINCTAM B 3TOH 00-
JACTH TEXHUKU ¥ MOTYT OBITh MPHOOPETEHBI B OOJIBIINX KOJIMYECTBAX HMJIM IOJYYEHBI N3BECTHBIMHU CIIOCOOAMH.
Takne KOHIEHTPUPOBAHHBIE KOMITO3HLIUK OOBIYHO TOMYYAIOT MIPOCTHIM CMENIMBAHIEM KOMIIOHEHTOB, KaK OIH-
CaHO BBIIIC; IPEUMYIIECTBEHHO OTHPABHOW TOYKOH SIBIISIETCS CMEIIEHHE aKTHBHBIX NPOAYKTOB B OOILIEM pac-
TBOPHTEIIE, OCJIE YETO AOOABIISIOT APYTHE HHIPEIUCHTHI.

Hcnonp3yemsrii 00bEM MOXKET OBITH mOpAaKa npudausuTensHo ot 0,3 no nmpubmmsutensHo 1 M. B omHOM
U3 BapUaHTOB OCYIIECTBJICHUS 00bEMa 00BEM MOKET OBbITh OpsAKa NpUONIM3uTEIbHO 0,5 MII, U1l KOIIEK - TOo-
psnka npudiusuTesnsHo ot 0,3 1o npubnu3uTenbHo 3 ML, Ui cO0aK - B 3aBUCUMOCTH OT MacChl )KUBOTHOTO.

B npyrom BapuaHTe OCYIIECTBJICHHs HACTOSIIEr0 U300peTeHHs IPUMEHEHHUE JIEKapCTBEHHOH (OpMBI, Ha-
HOCHMOM B BUJIE IISITHA, MOXKET TAKXKe 00ECIIEYNUTh MPOJIOHTUPOBAHHOE JeHCTBHE U 3((HEKTUBHOCTD IIUPOKOTO
CIEKTpa JEHCTBHS, KOTJA PAacTBOp HPUMEHSIOT B OTHOLICHWHM MIJIEKONMTAIONIMX WM NTHL. JlekapcTBEeHHbIE
(hopMBI, HAHOCUMBIE B BHUJIE IISTHA, MPEIYCMOTPEHBI Il MECTHOTO BBEJICHUS! KOHIICHTPUPOBAHHOT'O PacTBODA,
CYCIEH3UH, MUKPOIMYJIBCHH WM 3MYJIbCUH JUIS MPEPHIBUCTOTO MPUMEHEHHSI Ha yYacTKe Ha TeJle KMBOTHOTO,
OOBIYHO MEKTy ABYMsI IUIEYEBBIMH CyCTaBaMH (pPacTBOp, HAHOCHMBII B BUJIE MISATHA).

Jlist ekapcTBEHHBIX (JOPM, HAHOCHUMBIX B BHAE ISTHA, HOCHTEIEM MOXKET OBITh KHAKOE TPAHCIOPTHOE
cpenctBo, kak onucaHo B nmateHTe CIIIA Ne 6426333 (BKIIOUEHHOM CIO/Ia B KaYECTBE CCHUIKH), KOTOPOE B OJI-
HOM U3 BapHAHTOB OCYILECTBIICHHS JIEKapCTBEHHOH (JOPMBI, HAHOCUMOH B BUAE IIATHA, COAEPKUT PACTBOPHUTEID
U COpPacTBOPUTENb, B KOTOPOM PACTBOPUTEH BHIOPAH M3 TPYIIIBI, COCTOSAIIEH U3 arieTOHa, alleTOHUTpuIIa, OeH-
3WJIOBOTO CIIUpPTa, OYTHIIOBOrO 3(upa AWIIIMKOJIS, MUMETWIAleTaMuIaa, AuUMeTHiIdopMaMuaa, H-OyTHIOBOTO
a¢upa AUIPONMICHIIIMKOIS, ITaHOIA, U30MPONaHoJIa, METAHOJIa, MOHOITHIIOBOTO 3(Hpa STHICHIIIHKONIS, MO-
HOMCTHJIOBOI'O 3(1)I/lpa STUJICHIJIMKOJISA, MOHOMETUIa€TaMHua1a, MOHOMCTHIIOBOI'O 3(1)1/1pa JUTPONTUIICHIJINKOJIA,
KUJKUX MOJIMOKCHATUIICHIJINKOJIEH, TPOIMICHITIMKONS, 2-NUppoiauaoHa (Harnpumep, N-MEeTHIIHPPOIHIoHa),
MOHOSTHJIOBOTO 3(hMpa AUITUIICHIIINKOJIIS, STHICHIIIMKOIIS, TUATHII(TANATA, CIIOKHBIX 3(UPOB KUPHBIX KUCIIOT,
HalpuMep AU3THIIOBOTO 3(pHpa WK JUN300yTHIOBOTO 3(rpa aIUNMHOBON KHCIOTHI; U CMECH 110 MEHBILIEH Mepe
U3 JBYX M3 3TUX PACTBOPUTEIIEH; N COPACTBOPUTENL BBIOPAH M3 TPYIIIBI, COCTOSIIEH M3 aOCOMIOTHOTO 3TAaHOIIA,
M30IIPOIIaHOIIA MM METAHOIA.

Xunkoe TpaHCIOPTHOE CPENCTBO MOXKET HEOOS3aTENbHO COAEP)KaThb MHTHOWUTOP KPHCTAJUIM3AlMH, BbI-
OpaHHBIN U3 TPYMIIBI, COCTOSIIECH U3 AHNOHHOTO MIOBEPXHOCTHO-aKTHBHOTO BEIECTBA, KATHOHHOTO MOBEPXHOCT-
HO-aKTUBHOTO BEIIECTBA, HEMOHHOTO MTOBEPXHOCTHO-AKTUBHOTO BEILECTBA, COJIM aMHHA, aM(OTEPHOrO MOBEPX-
HOCTHO-aKTUBHOI'O BEHICCTBA WJIU MOJHMBHUHUIIIUPPOJINI0OHA, IMOJUBUHUIIOBLIX CIIMPTOB, COMOJHMMCPOB BHUHUII-
arerata ¥ BUHWIMUPPOJIMIOHA, MOJUITHICHIIIUKOJCH, OCH3MIOBOIO CUPTa, MAHHUTA, TJIHIIEPHHA, COPOHUTA,
MOJMOKCHATUIIMPOBAHHBIX CIOKHBIX 3(HPOB cCOpOUTAHA, JIELIUTHHA, HATPUEBOH COJIM KapOOKCHMETHIILIEILTIONO-
3Bl ¥ aKpWJIATOB WJIM CMECEH 3THX MHIMONTOPOB KPHCTAJUIN3AIINH.

JlekapcTBeHHbIE (hOPMBI, HAHOCHMBIE B BHJE IIATHA, MOTYT OBITh ITOJy4€HBI PACTBOPEHHEM aKTHBHBIX MH-
TPEMEeHTOB B (DapMaleBTHYECKUX MM BETEPUHAPHBIX TPAHCIIOPTHBIX CPEACTBax. B KauecTBe anbTepHATHBHI
JeKapcTBeHHas (popma, HaHOCHMasi B BUAE TIATHA, MOXKET OBITh MOTyYeHa MHKAICYJIUPOBAHHEM aKTUBHBIX MH-
TPEMCHTOB TaK, YTOOBI OCTABUTH OCTABIIHUICS TEPANCBTUYECKHH areHT Ha MMOBEPXHOCTH JKUBOTHOTO. DTH Je-
KapCTBEHHBIC ()OPMBI MOTYT MEHSTHCS B 3aBUCHMOCTH OT MAacChl TEPANeBTUYECKOTO areHTa B KOMOHMHAIINY, 3a-
BUCSIIIIEH OT THIA KUBOTHOTO-XO35IMHA, TTOIEXKAIIETr0 JIEYEHHUIO, TSHKECTH U TUMA HHGEKINU U MacChl Tesla XO-
3s5IMHA.

JlexapcTBeHHBIE (POPMBI MOTYT COZEPIKATh OT MPHOIM3NUTENEHO 0,5 MT 10 IPHOIU3UTEIBHO 5 I' aKTHBHOTO
areHra. B oHOM U3 BapraHTOB OCYIIECTBIICHUS JISKAPCTBEHHOH (DOPMBI J103a COCTABISIET OT MPUOJIU3UTENBHO |
Jo npu 500 M aKTUBHOTO areHra, 0ObIYHO MPHOIN3UTENBHO 25 MT, NpUOIU3UTENbHO 50 Mr, NPUOIU3UTETLHO
100 mr, npubmmsutensHo 200 mr, npubausurensHo 300 mr, npubmmsutensHo 400 Mr, npubmusurensuo 500 mr,
npubmmnzutensHo 600 mr, mpuomamsurensHo 800 Mr win npubausurensHo 1000 mr.

B o1HOM M3 BapnMaHTOB OCYIECTBIEHHS HACTOSIIIETO N300pETEHNsI aKTUBHBIM areHT NPUCYTCTBYET B BHJIC
JIEKapCcTBEHHOH ()OpMBI B KOHLEHTparuu npudmmsntensao 0,05-10% wmac./06. B apyrom BapmaHTe OCyIecTB-
JICHUsI HACTOSIIIIETO M300pETEeHNs aKTHBHBINH areHT HAXOAWTCS B JIEKAPCTBEHHON ()OpME B KOHIIEHTPALUH IPHU-
ommsutensHO 0,1-2% mac./00. Emé B ogHOM BapWaHTe OCYIIECTBIICHHS HACTOSIIETO M300pPETEHUS aKTUBHBIN
areHT HaXOJHTCS B JIEKAPCTBEHHOW (hopMe B KOHLEHTpauuu npudiamusutenbuo 0,25 no npubnusurensho 1,5%
Mac./00. Emé B oJJHOM BapuaHTe OCYLIECTBIEHHS HACTOSAIIETO M300pETEeHHsI aKTHBHBIH areHT HaXOIUTCS B Je-
KapCTBEHHOM (popMme B KOHIEHTpaIMK NpuOIu3uTensHo 1% mac./o0.

Jlpyroii BapuaHT OCYLIECTBIICHUS] HACTOSIIETO N300pETEeHHsI OPUEHTHPOBAH Ha CIIOCO0 JICYSHUs SHI0Mapa-
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3UTHYECKON HH()EKIMU B MICKOIUTAIOIIMX B CIydae TaKoi HEOOXOIUMOCTH, KOTOPBII BKIIIOYaeT BBeACHHE d(-
(hEeKTUBHOTO KOJIMYECTBA COCMHEHHS JTaHHOTO N300PETEeHUS.

B oxHOM 13 BapHaHTOB OCYLIECTBICHHS JICYSHHS SHAONAPa3SUTHYECKOH HH(EKIIMU OHO COCTOUT B TOM, 4TO
reJIbMUHT BBIOMPAIOT M3 TPYIIbI, COCTOsIICH, HO He orpaHuueHHOM, Anaplocephala (Anoplocephala), Ancy-
lostoma, Anecator, Ascaris, Brugia, Bunostomum, Capillaria, Chabertia, Cooperia, Cyathostomum, Cylicocy-
clus, Cylicodontophorus, Cylicostephanus, Craterostomum, Dictyocaulus, Dipetalonema, Dipylidium, Dirofi-
laria, Dracunculus, Echinococcus, Enterobius, Fasciola, Filaroides, Habronema, Haemonchus, Metastrongylus,
Moniezia, Necator, Nematodirus, Nippostrongylus, Oesophagostumum, Onchocerca, Ostertagia, Oxyuris, Para-
caris, Schistosoma, Strongylus, Taenia, Toxocara, Strongyloides, Toxascaris, Trichinella, Trichuris, Trichos-
trongylus, Triodontophorous, Uncinaria, Wuchereria u ux koMOuHaIMsIMU.

B npyrom BapuaHTe OCYLICCTBIICHHS HACTOSIIETO W300PETEHUs TeIbMUHT MpeAcTaBisier coboit Haemon-
chus contortus, Ostertagia circumcincta, Trichostrongylus axei, Trichostrongylus colubriformis, Cooperia cur-
ticei, Nematodirus battus 1 nx KOMOMHAIIAHN.

Jlpyroii BapuaHT OCYILECTBICHHUS HACTOSAIIETO H300pETEeHNsI OPUEHTHPOBAH Ha CIIOCO0 JIEUSHHUS SKTOoNapa-
3UTHYECKOI MH(EKIMN Yy MIICKOIIMTAIOIINX B CIy4ae TaKkoil HEOOXOAMMOCTH, KOTOPBIN BKIIIOYaeT BBeAeHHE d¢-
(hEeKTHBHOTO KOJIMYECTBA COEIMHEHHS JAaHHOTO U300pEeTEeHUs.

B oHOM 13 BapHaHTOB OCYIIECTBIICHHS JICUYCHUS SKTOMAPAZUTUICCKON HHPEKIMKU HHOUITUPYIOIIUE areH-
ThI BBIOUPAIOT U3 TPYIIIBI, COCTOSIICH, HO HE OIPAaHMYCHHOM, 13 0JI0X, HKCOOBBIX KIICIICH, KIlelied, KOMapoB,
MyX, BLICH, MACHBIX MyX H UX KOMOWHAIHH.

JlekapcTBeHHbIe (POPMBI U BBeJeHHE IIPH ATPOXMMHYECKOM NMPHUMEHEeHHH

Coenunenust hopmyssl (I) win UX coim MOTYT OBITH UCMIOJB30BAaHbI KaK TAKOBBIC WK B opMe mpenapa-
TOB Ha MX OCHOBE (JIeKapCTBEHHBIX (popM) B BHe KOMOMHALWI C NPYTUMH IIECTULUI0-aKTUBHBIMH BELLIECTBAMH,
TaKMMH, HallpuMep, KaK HHCEKTHIHIbI, aTTPaKTAHTBI, CTEPUIIN3AaTOPBI, aKapULIUAbI, HEMATOLUABI, TepOULIUIEBL,
(GYHrHLOUIBI, U BMECTE C aHTUAOTaMH, YOOOPESHHAMH H/WIIM PEryJsTOpaMH POCTa, HAPHMeEp, B KayecTBe Ipe-
MHKCa/TOTOBOI CMECH.

WHCeKTHIUABI BKIIIOYAIOT B ce0st, Harmpumep, 3upbl GochopHOi KUCIOTHI, Kapbamatsl, 3GUpbl KapOOHO-
BOH KHCIIOTHI, XJIOPUPOBAHHBIE YIIIEBOXOPOABI, ()eHHUIMOUYEBUHBI, BELIECTBA, [I0OTyYSHHbIE IIPH ITOMOIIY MUKPO-
OpPTraHU3MOB.

[Tpumepsl HHCEKTHLIUIOB, KOTOPBIE HEO0s3aTEIbHO MOKHO CMELIMBATh, BKIIOYAIOT B c€0sl, HO HE OIpaHu-
YCHBI:
3¢upsl GocopHOI KUCIOTHI, HanpuMep azuHdocdoatui, azundochomerun, o-1-(4-xnoppennn)-4-(0O-atui, S-
nporwi)pochoputokcunupason, xiopnupudoc, kymadoc, 1eMETOH, IEMETOH-S-METHJI, ANA3UHOH, TUXJIOPO-
¢oc, mumeroar, 3Toat, 3Torpodoc, 3rpuMdoc, GEHUTPOTHOH, (PEHTHOH, TenTeHodac, MapaTHOH, ITapaTHOHMe-
T, hocanoH, MoKcuM, MUpUMUGOCITIII, TupuMH(ocMeTHII, TpodeHodoc, TpoTHodoc, Cynbdhorponoc, Tpua-
30(oc U TPUXIOPPOH;

KapOamaTbl, HampuMep anaukapO, OenanoxapO, o-2-(1-merwimpornwn)peHuImMeTmIKapoaMar, OyTokap-
OokcuM, OyToKcHKapOOKcHM, KapOapmi, kapoodypaH, kapbocyndaH, XI0pITOKapO, U30MPOKapO, METOMMUI, OK-
CaMmJI, MAPUMHUKAPO, MpoMeKapO, MPOMOKCYp U THOTUKAPO;

KPEMHUHOpPTaHWYECKUE COEAWHEHUS (Hampumep, ITUMeTHII((HEeHWT)CHITIIMETIII-3-QeHOKCHOSH3NIIOBBIE
o¢Gupbl, HampuMep  AUMETHI(4-3TOKU(CHU)CHITHIMETIII-3-DEeHOKCHOCH3WIOBBIH ~ 3Qup) WIK  JUMe-
T HEHIT ) CHITMMETHII-2 -(D eHOKCH-O-TUPUIMIMETHIIOBBIN 3up, Hampumep AuMeTHI-(9-3TOKCHGSHM)CHUITHII-
METHII-2-(EHOKCU-O-MTUPUAMIMETIIIOBBIH  3pup win  [(dermn)-3-(3-peHokcrupeHn)nponu | IMMeTHIICHIIaH,
Harpumep (4-atokcupennn)-[3-(4-drop-3-(denokcudenwn)nponmi) | numeruncuiat, cunadiayoden;

MUPETPOUIbl (KOTOPbIE TaK)Ke NMPUMEHHUMBI M3-332 MX PEINEIUICHTHBIX CBOMCTB, HAlpUMEpP KakK CPEICTBO
NPOTUB KOMapoB), HAlIpUMEp aJUIETPHH, alb(ameTprH, OuopecMeTprH, On(peHTpUH, IMKIONPOTPUH, (I TH-
PHH, IeKaMETPUH, LUT'AJOTCHTPHH, LIUIEPMETPUH, JCIbTAMETPUH, allb(a-uuaHo-3-heHnn-2-MeTunden3nn-2,2-
JUMeTHI-3-(2-XJ10p-2-TpUTOPMETHUIIBUHII ) [IUKIIONPONIaHKapOoOKcuiat, (peHnponarput, GpenduyTpuH, (heHsa-
aepart, GuyLuuTprHaT, QryMeTprH, (IyBalMHAT, IEPMETPHH, PECMETPHH U TPAIOMETPHUH;

HUTPOMMUHBI U HUTPOMETWICHBI, Hanpumep 1-[(6-xmop-3-mmpuauann)MeTii |-4,5-muruapo-N-autpo- 1 H-
MMHIa301-2-aMuH (MMuaaKtonpun), N-[(6-xmop-3-mapumun)merni]-N>-iano-N'-mernnaneramuz (NI-25);

abamextunsl, AC 303, 630 (xnopdenanup), anedar, akpuHATPUH, aaHHUKApPO, abIOKCUKAPO, albapuH,
amutpas, azamerudoc, Bacillus thuringiensis, ¢pocmer, dhochamunon, Gpocdun, npamierpus, nponadoc, npore-
tamdoc, npotoat, mupakiaodoc, TUpeTpuH, nupuIadeH, mupuaadeHTnoH, nupunpokcudeH, ksunaidpoc, RH-
7988, poreHoH, (hTopuI HATPUs, rekcadTOPCUITMKAT HATPUS, CYIb(oTe, CyabdypuadTopu, ASrTIPHOE Maco,
tednydensypon, tedaytpuH, Temedoc, TepOydoc, TerpaximopBuHpoc, TerpamerpuH, O-2-TpeT-
Oy THIINTUPUMHIUH-5-Hi1-0-u30nponuihochopoTpraT, THOLMKIAM, THO(YAHOKC, THOMETOH, TPAJIOMETPHH, TPpUQ-
JIyMYpOH, TpuMmeTakap0, BamunotuoH, Verticillium Lacanii, XMC, kcununkap0, 6endypakap06, Oencynran, ou-
(entpun, Onoamterpus, (S)-UUKIONEHTEHWIbHBIH n3oMep MER-Onoamnerpuna, 6pomodoc, Gpomodocatui,
OympodennH, kamy3adoc, TOMUCYTbGUI KaIbIHi, KapOOPEHOTHOH, KapTall, XWHOMETHOHAT, XJIOpPAaH, XJIOp-
tdenBurdOC, XIMOpDIYazypoH, XIopMedOC, XIOPONUKPHH, XIopnupudoc, nuanodoc, dera-kudryTpus, anbda-
KHATIEPMETPUH, KHo(heHOTpHH, kupomasut, nazomer, DDT (A/T), nemenoH-S-MeTrncynp(oH, nuadeHTHYpOH,
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muanudoc, nukporodoc, mudmyber3ypoH, auHOCceO, mezokcabeH3zodoc, nuazakap0d, nucynshororn, DNO, sm-
neHTpuH, supocyabdan, EPN, scdensanepar, stnodenkapd, stuoH, stopennpoke, heHodykap0, heHokcukapo,
¢bencynbdoTroH, GunpoHm, GrynuKIokeypoH, ¢uydennpoke, diydeHokcypoH, poHodoc, popmeranar, dop-
MOTHOH, (ocMeTmial, (ypaTHokap0, Irenrtaxyiop, rekcaGpiyMypoH, THIPAaMETHIHOH, IMaHHUCTO-BOIOPOIHYIO
kucioty, ruapomnpes, IPSP, uzazodoc, usodendoc, nzonpornonan, u3okcaTHoH, noadeHpoc, KaaeTpHH, JIHH-
JlaH, MaJaTHoH, Mekapbam, MedocdonaH, XJIOpUI PTYTH, METaM, METapTH3UYM, XJIEOHOTO XKyKa, MeTtakpudoc,
MeTaMuI0(oC, METHIATHOH, METHOKApO, METONPEH, METOKCHXJIOP, METHIIM30THOIIMAHAT, METOIKapO, MEBHH-
toc, monokpotodoc, Hanen, Neodiprion sertifer NPV, HUKOTHH, OMeTOaT, OKCHIEMETOHMETHII, TICHTaXJI0pde-
HOJI, MUHEpaJIbHbIE Macia, peHoTpuH, (peHToaT, Gpopar.

Jlpyrie MHCeKTHIH/IbI, KOTOPhIE MOTYT HE0Os3aTelIbHO OBITh TOOABICHBI B CMECh, MOTYT TaK)Ke IPHHA/I-
JIeXaTh K KIIAcCy coenHeHnH, omucanHbix B matente CIIIA Ne 7001903.

OyHTUIUIBI, KOTOPBIE MOTYT HEOOS3aTeIbHO OBITH TOOABIECHBI B CMECh, BKIIFOUAIOT B ce0s1, HO HE OTpaHU-
YEHBI:

(1) Tpmazomsl, KOTOPHIE BKIIFOYAIOT B CE0S1 a3aKOHA30JI, MTPOIHKOHA30]I, TEOYKOHA30J1, IIMITPOKOHA30, MET-
KOHa30J1, aMUTpoJI, a3olukiIoTiH, BAS 480F, Ourepranoun, audeHokonaszon, GpendykoHaszon, denxiopason, de-
HETaHWI, QPIYKBUHKOHA30JI, (hi1y3uinas3on, Gpuyrpuado, IMHOSHKOHA30J1, H3030(0C, MUKIOOYTaHHI, TAKIO0YT-
paszon, (*)-muc-1-(4-xnopdennn)-2-(1H-1,2,4-tpuazon-1-mi)IMKIOrenTaHoN, TETPaKOHA30J, TpuaguMedoH,
TPUAJMMEHOJ, TPHANICHTEHOJ, TPU(IYMH30JI, TPUTHKOHA30J, YHUKOHA30J, UX COJM C METaJUIaMH M aJUIyKThI
KHUCIIOT;

(2) nMHIa301Ibl, KOTOPBIE BKIIOYAIOT B ce0s, HO HE OrpaHMYEHbl, UMH3aNWI, nedypasoar, MpoxJopas,
tpudymunszon, 2-(1-rper-0ytun)-1-(2-xnophennn)-3-(1,2,4-tpuazoin-1-mwi)nponan-2-oi1, THA30IKAPOOKCAHMITH,
Harpumep  2',6'-mubGpom-2-metiin-4-tpudropmerokcu-4'-rpudropmerni-1,3-trazon-5-kapOoKcaHUIN A, 1-
umuaazonui-1-(4'-xaophenokcn)-3,3-quMeTniIOyTaH-2-0H, UX COJIM C METAJUIAMH U aJLyKThl KUCJIOT;

(3) coenunenns "mernnoBeiid 3¢up (E)-2-peHnt-3-MeTOKCHaKpHIIOBOI KUCIOTH", KOTOPBIE BKIIOYAIOT B
ce0s1, HO He OTPaHUYCHBI:

meTrioBbii 3¢up (E)-2-[2-[6-(2-unanodheHoKCH ) THpUMUIUH-4-HI0KCH |peHMI |-3-METOKCHAKPHUITOBON KH-
CJIOTHI,

MeTriI0BbIi 3¢up (E)-2-[2-[6-(2-THoaMu10(PEHOKCH ) TUPUMUANH-4-HIOKCH |(peHIIT | -3 -METOKCHAKPUIIOBOM
KHUCJIOTHI,

MeTwioBblit a¢up (E)-2-[2-[6-(2-propdenoken)mupumMuanH-4-uaokcH |peHn |-3-MEeTOKCHaKpHIIOBOH KH-
CJIOTBI,

metmwioBbslit adup (E)-2-[2-[6-(2,6-mudTropdenokcn)mupumuanH-4-nmnoken |penun -3 -MeTOKCHaKpHIIOBOH
KHCJIOTHI,

MeTmnoBblit 3¢up (E)-2-[2-[3-(mupumunus-2-unokcH ) heHOKCH | peHuM |-3-METOKCHAKPHUIIOBOI KHCIIOTHI,

MeTmnoBbli 3¢up (E)-2-[2-[3-(5-meTunmupumMuanH-2-m1okcn)(heHOKCH | peHMI |-3-Me TOKCHaKPUIIOBOU KH-
CJIOTHI,

meTmnoBbIi 3¢up (E)-2-[2-[3-(permncynshornnokcn)peHokcH |heHm |-3-MeTOKCHAKPIIIOBOI KUCIIOTHL,

MeTrioBbIi 3¢up (E)-2-[2-[3-(4-auTpodeHokcn )perokcH |heHm|-3-MeTOKCHAKPHIOBOM KHCIIOTHI,

MeTrioBbii 3¢up (E)-2-[2-henokcudenn]-3-MeTOKCHaKPHUIIOBON KHUCIIOTHI,

metunoBbii 3dup (E)-2-[2-(3,5-aumeTrnoeH30mI ) muppo- 1 -1it]-3-MeTOKCHaKPHUIIOBOH KHCIIOTHI,

MeTmwioBblit a3¢up (E)-2-[2-(3-meTokcudeHoken)peHn|-3-MeTOKCHaKPHUIIOBOM KHCIIOTHL,

MeTwioBblit 3¢up (E)-2-[2-(2-henmnaTen- 1-mn)penn)]-3-MeTOKCHaKpUIIOBOH KUCIIOTHI,

MeTmwioBblit 3¢up (E)-2-[2-(3,5-auxnopdeHokc ) THpuIuH-3-11 ] -3-METOKCHaKPHIIOBOH KUCIIOTHI,

metmwioBslit 3¢up (E)-2-(2-(3-(1,1,2,2-TerpadropaTokcu)peHokcn)peHn)-3-MeTOKCHaKpPUIIOBOM  KHCIIO-
THI,

MeTunoBblit 3¢up (E)-2-(2-[3-(anpda-runpoxcudensmn)heHoKeH |peHr)-3-MEeTOKCHAKPHIIOBOH KHACIOTEHI,

MeTunoBbIi 3¢up (E)-2-(2-(4-beHokcunipuanH-2-mIoKcH ) (heH )-3-MEeTOKCHAKPHIIOBOH KHCIIOTHL,

MeTunoBbIit 3¢up (E)-2-[2-(3-H-nponmmokcudernokcn ) heHmn |-3-MeTOKCHaKPHIIOBOI KUCTIOTHI,

MeTrioBbIi 3¢up (E)-2-[2-(3-usonponuiokcuderokcr )HeHu |-3-MeTOKCHAKPHIIOBOH KHUCIIOTHI,

meTrioBbii 3¢up (E)-2-[2-[3-(2-bropdenokcn)beHokcn |peHn]-3-MeTOKCHAKPHUIIOBOM KHCIIOTHI,

mMeTrioBbIi 3¢up (E)-2-[2-[3-(2-3Tokcudenokcn)heHoken |peHn -3 -MeTOKCHAKPUIIOBOM KHUCIIOTHI,

MeTwioBbli 3¢up (E)-2-[2-(4-TpeT-OyTrnnupuani-2-uiokcu )peHu | -3-MeTOKCHaKpUIIOBOH KUCIIOTHI,

MeTwioBblit 3¢up (E)-2-[2-[3-(3-unanodenokcn )penokcu |pern|-3-MeTOKCHaKPHIOBON KHCIOTHI,

MeTwioBbli 3¢pup (E)-2-[2-[(3-MeTrnnupuauH-2-1ioKCUMeTIn ) (peHn |-3-MeTOKCUAKPUIIOBOI KHCIIOTHI,

MeTmnoBblit agup (E)-2-[2-[6-(2-MeTnindeHokeH ) TIpUMAANH-4-1ITOKCH |peHIT -3 -METOKCHaKpHIIOBOH KH-
CJIOTHI,

MeTminoBbli 3¢pup (E)-2-[2-(5-0poMnupuauH-2-HI0KCUMETHI ) (PeHIIT |-3-METOKCHAKPUIIOBOI KHCIIOTHI,

MeTmnoBblit d¢up (E)-2-[2-(3-(3-moamupuaia-2-niokcuMe T ) heH) | -3 -MEeTOKCHaKPHIIOBOH KHCIOTHI,

METHIIOBBII a¢up (E)-2-[2-[6-(2-x10pTIpuarH-3-NITOKCH ) THPUMUARH-4-ITOKCH | peHMIT | -3 -
METOKCUAKPUIIOBOM KHCIIOTBI,
METHIIOBBII a¢up (E),(E)-2-[2-(5,6-numeTrinpasuH-2-HiIME THIOKCHMMUHOMETHIT ) heHI | -3 -

MeTOKCI/IaKpI/IHOBOﬁ KHWCJIOTHI,
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METHIIOBBIH a¢up (E)-2-{2-[6-(6-MeTHIIHpUANH-2-AIOKCH ) THPUMH TUH-4-IT0KCH | peHwm } -3-
METOKCHAKPUIIOBOH KHCIIOTHI,

metmioBbiil 3dup (E),(E)-2-{2-(3-MeToKCH(pEHNIT)METHIOKCHUMHHOMETHI |(DEHIIT } -3 -METOKCHAKPHUIIOBOM
KHUCIIOTBL,

MeTwioBblit 3¢up (E)-2-{2-(6-(2-a3unodeHokcr)nupuMuanH-4-nrokc |peHu | -3-MeTOKCHaKpHIIOBOH KH-
CJIOTBI,

METHJIOBBII a¢up (E),(E)-2-{2-[(6-henmnanupumugiH-4-11)ME TUIIOKCUMMUHOMETII |(peHuMII | -3-
METOKCHAKPUIIOBOI KHCIIOTEI,

metmwioBblit  3¢up  (E),(E)-2-{2-[(4-x1m0pdeHnn)MeTHIIOKCUMMUHOMETII | (peHIIT | -3-METOKCHAKPHIIOBOH
KHCJIOTBI,

METHITOBBII a¢up (E)-2-{2-[6-(2-m-ipormndpenokcn)- 1,3,5-rpuaznn-4-mnokcu | peHmn } -3-
METOKCHAKPUIIOBOW KHCIIOTHI U

metwioBbiii  3¢up (E),(E)-2-{2-[(3-HuTpodeHNIT)METHIOKCHUMHHOMETHIT |(DEHIL } -3-METOKCHAKPUIIOBOM
KUCIIOTBL;

(4) UHTrHEOUTOPHI CYKIIMHATACTHAPOTEHA3bl, KOTOPHIE BKIIOYAIOT B c€051, HO HE OTPaHUYCHEI:

(a) perdypam, dypkapbanmi, nukaadaypamu, GypMEIMKIOKC, CHABAKC, METCYIb(POBAKC, MUPOKapOo-
JIUJT, OKCUKapOOKCHH, IUpJiaH, MeOeHII (MenpoHui), Oenomanui, Gayroiaanwi (Moncut);

(b) npousBoaubie HadTanMHa, Hanmpumep TepOuHaduH, HadTHdUH, OyreHadun, 3-xmop-7-(2-aza-2,7,7-
TPUMETHII-OKT-3-€H-5-1H);

(c) cynpenamun, Hanrpumep auxsiodiayanna, Tonwiduryanun, Gonner, diayopdosnner, kanTaH, KanTogo;

(d) 6ensmummmasosn, HampuMep KapOeHpazuMm, OeHommi, ¢yparuokap0O, ¢ydepunaszon, THOGOHATMETHI,
THAOEH1a30JI WIIK MX COJIH;

(e) mpom3BogHBIE MOpdonrHa, HantpuMep (hernpormomopd, dhammmopd, numeromopd, noaemopd, amau-
Mop®, (QEHIpONuINH W WX apwicyib(OHATHL, TaKWe, HAPUMEP, KaK CONH M-TONYOJICYTb(OKHCIOTHI U II-
JoaenuaheHICYIb(HOKUCIOTHI,

(f) nuTrokapbamarsl, Kydpaned, pepdam, MaHKOMIIEp, MAaHKOIIEO, MaHEO, METaM, METHpaM, THpaM, 3eHeO,
Mpam;

(g) 6en3otunazoin, HanpuMep 2-MepKanToOeH30THA30;

(h) 6enzamun, Harpumep 2,6-auxsiop-N-(4-TpudropMeTHIOSH3MIT )OS H3aMUT;

(1) coenunaenus 6opa, HarpuMep OOpHasi KMCI0Ta, 3Up OOPHOI KUCIIOTHI, OOpaKC;

(j) bopmanbaeru M coeMHEHNs, BhIIEISIONE GopMaIbIerHl, HapuMep MOHO(TIoJH oy popmain 6eH-
3MJIOBOTO CIIMPTA, OKCA30JIMANH, TeKCarnapo-S-TpuasuH, N-MeTuionxiopaleraMus, napadgopmanbierui, HUT-
POIMPHH, OKCOJIMHOBAsI KUCIIOTa, TEKIO(TaIaM;

(k)  TpuC-N-(UMKIOTeKCHITNA3EHIHINOKCH )alFOMUHIH,  N-(IHKIOTeKCHITHA3eHIH INOKCH ) TPHOY THII-
omoBo wmwm K comm, Ownc-N-(IHKIOTeKCHIANAa3eHUHINOKCH)MeNb, N-METHIH30THA30IHH-3-0H, S5-x1op-N-
METHIN30THA30IMH-3-0H, 4,5-nuxnop-N-OKTHIN30THA30MH-3-0H, N-OKTHIM30THA30IMH-3-0H, 4,5-
TPUMETHICHU30THA30JIMHOH, 4,5-0eH30M30THA30IMHOH, N-METHIONXJIOpaleTaMHI;

(1) anperunpl, HapUMep KOPUIHBINA abIeTH, (OPMAabIETHI, TITyTapOBBIN albIeTH I, [3-OpOMKOPHUIHBIHA
aNbJIeTHL;

(m) THOIMAHATHI, HAIPUMEP THOLNAHATOMETHITHOOEH30THA30)I, METHIICHONCTHOLMAHAT U T.I1.;

(n) yeTBEpTUYHBIE aMMOHHHHBIE COEIMHEHHsI, HAIPUMEp XJIOPHJ OeH3MIIMMETHITEeTPaAeJIaMMOHUS,
XJiopujg 6eH3l/lﬂllI/lMeTl/Iﬂ}IOILe]_II/IHaMMOHI/ISI, XJopua AMACHUIANMETUIIaMMOHUA

(0) mpou3BOAHBIE MOJA, HAIPUMED JUUOIMETHII-NI-TONMWICYIb(OH, 3-HM0A-2-IPONMHUIOBBIA cupT, (op-
man  4-xnopdenun-3-noanponaprui, 3-6pom-2,3-aunoa-2-nponeHmwnTHIKapdamar, 2,3,3-TpHHoNauIHIOBBIA
cnupt,  3-OpoM-2,3-TMHON-2-TIPOIIEHMIIOBBIA  CHHMPT,  3-MOX-2-PONMHMI-H-OyTHikapbamar,  3-nono-2-
MIPOIHHIWI-H-TeKCHITKapOamar, 3-uo-2-IponmuHIIIHKIOTeKCHIIKapOamar, 3-uono0-2-nponuHundeHmikapbamar;

(p) mpomsBomHBIE (eHONa, HampuMmep TpuOpoMmbeHon, Terpaxiopdenon, 3-merun-4-xmopdenon, 3,5-
IUMeTII-4-XIopheHoNn, (EeHOKCHAITaHON, TUXJIOpodeH, o-PpeHmwIPeHosn, M-peHuIPeHo, n-PpeHmIPeHon, 2-
OeH3mII-4-XJI0P(EHOI M MX COJIM LIEIIOYHBIX METAJUIOB M IETOYHO-3eMENbHBIX METAIIOB;

(q) GaxTepuIUIHbIE BEIIECTBA, COAEPXKAIINE aKTHBUPOBAHHYIO I'aJIOTCHHYIO IPYIILY, HAlpUMEp XJIopare-
TamMuj, OpoHomoJ, OpOHHMIOKC, TeKTaMmep, Hampumep 2-Opom-2-HUTpo-1,3-nponanamon, 2-6pom-4'-
ruapokcuanerodpeHon,  2,2-nubpomM-3-HuTpuionponuonamus, — 1,2-nqubpom-2,4-nunmanoOyrad,  B-6pom-f-
HHUTPOCTHPOI;

(r) mupuauH, Hanpumep l-ruapokcu-2-nupuauHTHOH (M ux Na, Fe, Mn, Zn conu), terpaxmiop-4-
METWICYIb(QOHWIUPUINH, [UPUMETAHOJ, MENaHWUIHPHUM, AWNUPUTHOH, l-ruapokcu-4-metui-6-(2,4,4-
tpumetminentin)-2(1H)-nupuaun;

(s) MpUTa METAIJIOB, HallpuMep HadTaleHaT 0JIoBa, HadTaleHaT MeaH, HaTaleHaT IMHKA, OKTOAT OJI0Ba,
OKTOAT MeIH, OKTOAT LIMHKA, 2-3THITEKCaHOAaT 0JI0BA, 2-3THJITEKCAaHOAT MEIM, 2-3THIII€KCaHoaT LMHKa, OJeaT
OIIOBa, OJIeaT MeIH, oJieaT MUHKa, Gocdat onoBa, hocdar menu, Gpocdar muHKa, OEH30aT 0JI0Ba, OCH30aT MEIH U
OeH30aT [IMHKA;

(t) conmm MeTaIoB, HalIpUMep TUAPOKCHKAPOOHAT MeTu, OMXpOMAaT HATPHs, OMXpOMAaT Kalus, XpoMar Ka-
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s, cynbGhaT MeIu, XJI0pu MeIu, OopaT MeIu, PTOPOCHIIMKAT UHKA, (PTOPOCHIINKAT MEIU U UX CMECH C (PHK-
caTopamu;

(u) okcuabl, HapuUMep okcuA TpudyTmiIonoBa, Cu,O, CuO, ZnO;

(v) mmankunguTnokapbaMaTsl, HampuMmep Na u Zn cosib THATKWITUTHOKapOamMarta, TeTpaMeTHITHY paMTi-
cynbhua, N-MeTuiauTHokapoamar Kanusi;

(W) HuTpHI, Hanpumep 2,4,5,6-TeTpaxiopu30(TaJoANHUTPII, TUHATPUEBAsT COJIb [IMaHOAUTHONMUI0KAp-
Oamara;

(X) XMHOJIMHBI, HATIPUMEP S-THIPOKCUXHUHOINH U €0 COJIH;

(Y) MyKOXJIOPHCTO-BOZOPOIHASL KUCIIOTa, S-runpokcu-2-(SH)-dypanon;

(z) 4,5-muXIOpANTHA30IUHOH, 4,5-0¢H30IUTHA30JIMHOH, 4,5-TPUMETWICHAUTHA30IUHOH, 4,5-Iuxiop-
(3H)-1,2-mutHoNn-3-0H, 3,5-muMmertmnreTparunpo-1,3,5-tnaguazun-2-THoH,  N-(2-T-XIT0pOEH30MIA T )IeKca-

MUHHHXIIOPHUI, N-rugpokcumetnin-N'-MeTHIIIHTHOKapOaMaT KaJIus, XIIOPAHTUAPHU]T 2-0Kc0-2-(4-
THIPOKCU(EHII )alleTOrUAPOKCUMOBYIO KUCIIOTY, (eHmI-(2-XnopiuuanoBuHmi)cyinbdoH, Gpenun-(1,2-auxmnop-2-
MaHOBUHUJI)CYJIb(OH;

(aa) Ag-, Zn- nnu Cu-conepixaiiie eoJUThHl, KaK TAaKOBHIE WM BKIIOYEHHBIC B IMOJIMMEPU3YIOIINECS CO-
CAUHCHUA, NN

(bb) cmecsiMU HECKOJIBKMX BBIICYTTOMSHYTHIX (DYHTHIIUIOB.

I'epOuumabl, KOTOpbIE U3BECTHBI U3 JINTEPATYPHBIX AAHHBIX U KOTOPBIE MOTYT OBITh YIIOMSHYTBI, KOTOPbIE
MOTYT coueTaThbesi ¢ coepnHeHusiMu Gopmyisl (1), sIBISIOTCS, HapUMEp, CIEAYIONMMU aKTHBHBIMH COCHHE-
HUSIMU (TIpUMEYaHue: COSIMHEHNS I UMEIOT o0llee Ha3BaHUE B COOTBETCTBUH C TPEOOBAHUSIMH MEXTyHApOI-
HOM opraHm3anuu no crangaptuzanuu (International Organization for Standardization (ISO) wnm Ha3BaHBI C
UCIIOJIE30BaHHEM XUMUYECKOT0 Ha3BaHUsI, €CIIM OHO COINIACYETCS C IPHHATHIM HOMEPOM KOJa):

aneroxyiop; amuduyopden(-natpuit); awitonuden; AKH 7088, a wmmenno [[[1-[5-[2-xmop-4-
(TpudTOopMeTHIT)PEeHOKCH | -2-HUTPO(PEHIUIT |-2-METOKCHATIIINICH |aAMUHO |OKCH |YKCYCHAsI KHCJIOTa M €€ METHIIO-
BbIl 2(Hp; anaxiop; aJUIOKCUAUM(-HATPUi); aMeTPUH; aMUKapOa30H, aMUIOXJIOP, aMUAOCYJIbGYPOH; aMUTPOI;
AMS, a umenHo cynbpamar amMoHus; aHuiaodoc; azynam; arpasuH; azadenHunus; azumcyibdypon (DPX-
A8947); azunporpu; 06apban; BAS 516 H, a umenno 5-¢rop-2-dpenmn-4H-3,1-0en3okcasun-4-oH; 6eduydara-
mu; OeHazonuH(-3TH); OeHpypanwt; OeHdypecar; GeHcyabdypoH(-MmeTnin); OeHcynua; OeHTa3oH(-HATpHid);
OeH300MIMKIIOH; OeH3odeHan; 6eHzodTop; OeHzomampon(-3TIi); OeH3THa3ypoH; Ouanadoc (Omwianadoc); ou-
(heHokc; Oucnupudak(-HaTpuil); Opomait, OpoMOyTHIT; OPOMGBEHOKCHUM; OPOMOKCUHHI; OpOMYpPOH; OyMHHA-
¢oc; Oy3okcuHOH; OyTtaxiop; Oyradenanmi; Oyramudoc; OyreHaxiop; Oyrumaszon; OyTpanuH; OyTpOKCHANM;
oytuinar; kadencrpos (CH-900); xapberamun; kaphenTpazon(-otui); kanokcuanm, CDAA, a umenHo 2-xyop-
N,N-mu-2-nporreHarieramun; CDEC, a mMeHHO 2-XJIOpaUTHIIUATIWIIUTHOKapOamMar; XJIOPMETOKCH(]EH; XJ0-
pamben; xmnopasudorn(-0yTmi); xmopodpoMypoH; ximopOydam; xmopdeHak; xiaopdayopeHon(-MeThn); XIopHuIa-
30H; XJIOPUMYPOH(-3THI); XJIOPHUTPO(DEH; XIOPTOIYPOH; XIOPOKCYPOH; XJIopnpodam; XIopcyabhypoH; XIop-
Talb(-JUMETHI); XJOPTHAMUJ; XJIOPTOIYPOH, KHHUAOH(-METHII MIIN -3TWJT), KHHMETHIIMH; KHHOCYJIL(QYPOH; Kile-
TomuM; KieokcuanM, KIoAuHAGON KW €ro CIIOKHOI(UPHBIC MPOM3BOAHBIC (Hampumep, KiomuHadom(-mpo-
Maprui)); KIOMa30H; KIOMEIPOI; KIOMPOKCHIANM; KIOMUPAIHL; KIOMHpacylb(ypoH(-MeTHIT); KIopaHcyIam(-
MmeTwn); kymutypon (JC 940); unaHa3un; nukioat; mukiocyibhamypor (AC 104); MUKIOKCHINM; NUKIYPOH;
KuranoreHdorn u ero cinoxHod(UpHbIE MPOU3BOAHBIE (Hampumep, OyTwioBblid a¢up, DEH-112); kunepksur;
KUIIpaIUH; KUMIpason; gaiimypon; 2,4-D; 2,4-DB; nanamnon; na3omer, AecMenumnam; IeCMETPUH; JAUajuiat; Ju-
kamba; nuxspodeHws; auxyopnpon(-P); nuknodon m ero cioxHo3pUpHBIE NPOU3BOJHbIE, HAIPUMEDP AMKIO-
¢or(-meTnin); AUKI03yaaM, IUITATHI(-3THI); AndeHoKcypoH; nudensoksat; audumydennkan; qudaydenzonnp;
quMedypoH; AUMENUIepar; IUMETaxJiop; quMerameTpus; auMereHamun (SAN-582H); numerenamun(-P); mu-
MeETa30H, JUMETHIINH; JTUMeKcH(IaM, TuMeTpacyIbQypoH, TUHATPAMUH; JHHOCEO; TUHOTepO; nudeHaMu; Iu-
MpONepTHH; TUKBaT, autHomup; auypoH; DNOC; smrunasuH(-3tmn); EL 77, a umenno S-mmano-1-(1,1-
muMeTTIN)-N-Metmi- | H-nmupazon-4-kapookcamu;, sHnoTan; snonponad, EPTC; scipokap6; standurypaius;
3TaMeTCyIbPypOH(-METIIT); ITUAUMYPOH; STHO3HMH; ITOPyMe3ar; ITOKCHU(EH U ero CIIOKHbIe dPHUPHI, HATPUMED
3THII0BBIN 3¢up deHokcanpona-P u, HC-252, stokcucynsdpypon, stodensanun (HW 52); F5231, a umenHo N-
[2-xn0p-4-drop-5-[4-(3-dToprponun)-4,5-quruapo-5-okco- 1 H-rerpazon-1-un]dhenmn |arancynsponamunm;  de-
Honpor; GeHokcaH, (eHokcanpon u GeHokcanpon-P u ux cioxHsie 3GUpbI, HarpuMep GpeHoKcanporn-P-3Tui u
STHJIOBBIN 3¢uUp (eHokcanpomna; GeHokcuanM; (eHrpaszamua; GeHypoH; (GIamMIpon(-MeTHI WIH -H30IPOIHIT
mi6o nzonponui-L); duascynsdypon; duopazynam; duyasudon u diyasudon-P u ux cnoxssle 3pupbl, Ha-
npumep dayasudon-oytnin n ¢uyasndpon-P-oyrn; ¢dyazonar, dirykapbazon(-Hatpuit); ¢ayxiaopanmus; ¢iy-
¢enaner (FOE 5043), dnydennup, daymercynam; durymerypon; ¢iaymukponak(-nentun); ¢iryMuokcasus (S-
482); baymunponus; GiryoMeTypoH; GTopxiopunoH, ¢ropauden; ¢propriamkoder(-3tmn); daymoxcam (KNW-
739); pmynponammn (UBIC-4243); dynpoanat, ¢rynmupcyinbpypoH(-MEeTHI WIH -HaTpHid); GaypeHon(-0yTun);
daypunon; GrypoxiopuaoH; Giaypokcunup(-MenTwn); GryprnpuMuao, GprypraMor; GuryTHaneT(-MeTn); Qiry-
THaMu/l (TakKe H3BeCTHBIH Kak Quydenaner); domecaden; dopamcynbdon; dozamun; dypunazon (MON
13900), ¢ypunokcuden; rinydosnHar(-ammonuii); rinpo3ar(-Uu30MpoNnuIaMMOHNI); TanoreHcadeH; rajlioreH-
cynbdypoH(-MeTHI1) U ero cioxHeie 3¢upsl (Hanpumep, MeTunoBblid 3¢up, NC-319); ranorenkcudormn u ero
cioxHble 3¢upbl; ranoreHkcudon-P(=R-ranorenkcudon) u ero cioxusie 3dupsr; HC-252 (andennnoblii
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3¢up), TeKCa3sMHOH; UMa3aMeTa0eHII(-METHIT); IMa3aMeTaIlnp; NMa3aMOKC; UMIT3aNUK, UMa3alup; UMa3akBUH H
TaKHe COJIM, KaK COJIM aMMOHHMS; UMa3eTaMeTaIlup; UMa3eTalup, IMa3ocyab(pypoH; HHAaHO(aH; HOACYIb(YPOH-
(Metnn)-(HaTpuil), HOKCUHWI, N30KapOaMH[; W3OTPOTAINH; H30IMPOTYPOH; M30YPOH; M30KCaOeH; M30KCaxXjIop-
ToJ; n3okcaduryton; nzokcanupudor; kapoyTuiar; nakroden; neHauwt, auHypor; MCPA; MCPB; mekonporr;
MmedeHnaneT; Meurynau; Me30cyb(pypoH(-MeTHII); ME30TPUOH; MeTaM, MeTaMU(OIl, METAMUTPOH; METa3axJiop;
MeTaOCH3THA3YPOH; META30; MCTOKCU(CHOH; METHIIUMPOH; METOOCH3YPOH, METOOPOMYpPOH; (S)-MeTonaxIop;
merocynam (XRD 511); metokcypoH; MeTpudyimH; Metcyibdyponmerii; MK-616; MonuHaT; MOHaIH; MOHO-
KapbaMua JUruapocyibQar; MOHOIMHYPOH; MoHYpoH; MT 128, a nmenHo 6-x10p-N-(3-xs1op-2-npornennn)-5-
meTui-N-(eHnI-3-nupuaa3uHaMuH; MK-5950; a HUMEHHO N-[3-xn0p-4-(1-meTnmaTin)dpennn]-2-
METHJUIIICHTAHAMUT; HampoaHwiny; Hanpornamun, Hantairam; NC 310, a mmenHo 4-(2,4-muxnopOeH3omn)-1-
METHII-5-0€H3MIIOKCHITAPA30J1;, HeOYPOH; HUKOCYIh(PYPOH; HHUIUpPAKIO(eH; HUTPATUH, HUTPOPEH, HUTPOPITY-
opden; HOpdmypaszoH; opbenkap0O; opusanuH; okcaguaprun (RP-020630); okcagma3oH; okcacymb(ypoH; OKca-
3uKIoMeoH; okcudiryopdeH; mapaxkpar; nedyJar; IenaproHoBas KUCIO0TA; IIEHIMMETaNNH; IEHOKCYIaM; MeH-
TaHOXJIOP, NEHTOKCA30H; Nep(iIynaoH; nerokcamua, peHusonam; GeHMeannaM; NUKIopam; MIKoIHHA(EeH; IH-
nepodoc; mnupuOyTuKapd; nUpUPEHONOYTHI; NPETUIAXIOP; MPUMHUCYIbGYPOH(-METHI); MpoKapOa3oH(-
HaTpHil); MPOLMAa3WH; NMPOAUAMHKH; Tpodiyas3on, npodiypainH; NPOrJIHHALMH(-3THII); TPOMETOH; TPOMETPUH;
NPOMAKJIOp; IPONAaHWII; MponaKBu3adoIr; NpoNa3uH; Mporam; IMPOMUCOXIIOP; NPONOKCHKapOa3oH(-HATPHiL),
nponu3amuz; npocynbhanut; npocynbhokap0; npocyabdypon (CGA-152005); npuHaxyiop; TUPaKIOHMI, MH-
paduyden(-3Tiin); TMpa3oJIMHAT; TUPA30H; MUPAPy30JICyIbPOHAT(-3TIIT); MUPa30KCU(EH; MMPUOESH30KCUM; TTH-
pulyTtukap6; nupuaador; nupuaat; nupudTanun, nupuMunooax(-meruin); nupurnodak(-Hatpuit) (KIH-2031);
MHPOKCOJION U €ro CIOXHBIE 3(Uphl (HanpuMep, IpOoNapruiioBblid 3QHp); KBUHKIOPAK; KBUHMEPAK; KBUHOKJIA-
MUH, KBUHO(ONI U ero cIoXKHOX(pHUPHBIE MPOU3BOAHKIE; KBU3aiodom u kem3amodon-P u ux croxxHOAUpHBIE
MPOU3BOMHBIE, HampuMep Ku3amodomdTwr;, kKBu3anodomn-P-tedypun u -3TWir;, peHpPHIYpPOH; PUMCYIbPYPOH
(DPX-E 9636); S 275, a wumenno 2-[4-xmop-2-¢prop-5-(2-mpormmamiokcn)penni]-4,5,6,7-rerparuapo-2H-
WH/IA30I; CeKOYMETOH; CETOKCHINM; CHAYpOH; cuMasuH; cuMeTpuH; SN 106279, a umenno 2-[[7-[2-x10p-4-
(Tpudropmerii)heHokcu |-2-HadTaNeHII |OKCH [IPOITMOHOBAsT KUCIIOTa M €€ METHJIOBBIH 3(up; CyIbKOTPHOH;
cynbdentpazon (FMC-97285, F-6285); cynbdasypon; cynspomerypoH(-meruin); cynbpocar (ICI-A0224);
cynbdocynsdhypon; TCA; tedyram (I'CP-5544); TeOyTHYpOH; TEHpaTIOKCHIUM; TepOammi;, Tepoykap0; tepOy-
xyop; TepOymeron; tepOytwiasuH; TepOyrpuH; TFH 450, a wumenno N,N-muatmn-3-[(2-3Tmn-6-
metmidermwn)cynbhonnn]-1H-1,2,4-rpuazon-1-kapbokcamun; tenmwixyop (NSK-850); tuadayamuz; tuazadoy-
pon; thazanup (Mon-13200); tuanazumus (SN-24085); tudencynbdypoH(-MeTHI); THOOCHKAPO; THOKapOa3wi;
TPAIKOKCHINM; TpHaar; TpUCYlIbdypoH; TpuasudiaaM; TtpuazodeHamua; TtpubeHypoH(-MeTun); 2,3,6-
TpuxyopOeH3oitHas kuciora (2,3,6-TBA), tpuxmopnup; TpuaudaH; TpUITa3uH; TPUOKCHCYIb(YpOH(-HATPHUIA),
Tpudaypanus; TpuhIyCcyIsPypOH U €r0 CIOXKHBIE dPHUPH (HalpuMep, MeTHIIOBHIH 2¢up, DPX-66037); Tpume-
TypOH; TpuTocynshypoH; nuroaed; Bepronat, WL 110547, a mmenuo 5-dpenokcu-1-[3-(tpudropmermn)henun]-
1H-terpazon; UBH-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; KIH-2023 u KIH5996.

CoOTBETCTBYIOIME aHTUAOTHI TepOUINA0B BKIIIOYAIOT B €05, HO HE OrPaHUUYCHBI, OEHKCAKOP, KIOKBHH-
TOLIET, KHOMETPHHUII, KUITPOCYJIb(haMua, AUXIOPMUJ, AULHUKIOHOH, TU3TONAT, peHxnopa3od, heHxiopuM, Qiy-
pasod, Guykcodennm, Gypunaszon, nzokcaaudper, medheHnup, MmedeHar, anruapu] HaQTONHON KUCIOTHI U OKCa-
OCTpHUHMIL.

KomrioHeHThI, KOTOpbIe MOTYT OBITH HCIIOJIB30BAaHBI B KQUECTBE aKTHBHBIX COCIMHEHHH COTJIACHO HACTOS-
eMy H300pETEHHIO, B CMEIIAHHBIX JICKAPCTBEHHBIX (OpMax, HAIPUMEP H3BECTHBIC aKTUBHBIE COEIMHEHUS,
KOTOpBIE SIBIISIOTCS MHTHOMTOpaMH, HaIPUMEp alleTOJIaKTaTCHHTA3a, alleTHIKOIH3UM-A-KapOokcuinasa, PS I, PS
II, HPPDO, ¢uroenaecarypasa, mpoTonoppuprHHOTeHOKCHIa3a, TITyTAMIHCHHTETa3a, YIaCTBYIOT B OMOCHHTE3e
LEJUTEOJIO3B, S-eHONHUPYBHIIIMKIMAT-3-hocdarcuarerasa. Takue cOSAMHEHHs, a TAKKe NPYrue COCAUHEHHS,
KOTOpPBIE MOTYT OBITh MCHOJIb30BAaHbI, MEXaHH3M ACHCTBHS KOTOPHIX B HEKOTOPOH CTENICHH HEH3BECTEH HIIU OT-
JMueH, onucansl, HanpuMep, B Weed Research 26, 441-445 (1986) wiau "The Pesticide Manual", 12th Edition
2000 (amxe cokparieHo kak "PM"), The British Crop Protection Council u the Royal Soc. of Chemistry (editors)
U B JINTEPATyPHBIX CChUIKAX, IUTUPOBAHHBIX B HUX.

Coenunenust popmyisl (I) MoryT ObITH BBEIEHBI B COCTAB JIEKAPCTBEHHOI (DOPMBI pa3IMYHBIMU CIIOCO0a-
MH B 3aBHCHMOCTH OT MPEOOIaarouX OHOJIOTMISCKUX W/ (QU3UKO-XUMHUYCCKHUX mapaMeTpoB. [Ipumepamu
BO3MOJKHBIX JIEKAPCTBEHHBIX (OPM, KOTOpBIE SBISIOTCS IOAXOMSIINMH, SIBISIOTCS CMAuyMBacMble IOPOLIKH
(WP), BonopactBopumbie mopomku (SP), BogopacTBoprMbIe KOHLEHTPATHI, 3MYJIBIHPYEMblEe KOHIIEHTPATHI
(EC), smynbcun (EW), Hanpumep, SMyJIbCHN Macio-B-BOJIE U BOJa-B-Maclie, IOIaloIrecs: pa3opbI3srHBaHHUIO
PacTBOPBI, KOHLEHTPaThl cycnien3ur (SC), TUCIepciy Ha OCHOBE Maciia MM BOJBI, PACTBOPBI, KOTOPBHIE CMEIIH-
BAIOTCSl ¢ MacjoM, cycrieH3un karcyn (CS), meuieBugable npemapatsl (DP), mpoaykTel s mpoTpaBiIuBaHUSA
CEeMSH, TpaHyJIbI A pa30packiBaHUs U BHECEHHUS B MOUBY, rpaHyisl (GR) B popme MuUKporpaHys, rpaHyiIsl IS
PACIBIIEHHs, IOKPBITHIE TPAaHyJIBl M IIOTJIOMIAIONIME ITpaHyJIbl, JUcHeprupyeMsle B Boae rpanyisl (WG), Bono-
pactBopumsie Tpanyisl (SG), ULV nexkapcTBeHHBIE (POPMBI, MUKPOKATICYIIBI H BOCKH.

Haxopmamuecs B TBEpIOM cocTossHUE (HopMBI coennHeHHH Gopmynsl (I) MOTyT OBITH OTYYEHBI crioco0a-
MU, U3BECTHBIMU B TexHHKe, Hanpumep Byrn et al., "Solid-State Chemistry of Drugs", 2nd Edition, SSCI Inc.,
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(1999); Glusker et al., "Crystal Structure Analysis - A Primer", 2nd Edition, Oxford University Press, (1985).

YHOMsIHYThI€ JIEKapPCTBEHHbIE ()OPMBI MOTYT OBITh MOJIYYEHBI KaK TAKOBBIE, HAPUMED, CMEIIMBAHHEM aK-
TUBHBIX COCJMHEHHUH 10 MEHbLICH Mepe C OJHHM PAacCTBOPHUTENIEM WM pa30aBUTENEM, IMYJIbIaTOPOM, JUCIIEp-
THPYIOIINM CPEICTBOM W/WJIM CBS3YIOIIUM HIIM 3aKPEIHUTENIEM, BOAHBIM PEIEIUIEHTOM M HE00s3aTeIbHO OJJHUM
WJIM HECKOJIbKUMH 00€3BOKMBAIOIIMMHU BelecTBaMu, Y D-cTaObuiin3aTopoM, KpacuTesaeM, MMTMEHTOM M JIpYTH-
MU NPONU3BOJACTBCHHBIMU )106aBKaMI/l.

OTH TUIBI KOHKPETHBIX JIEKAPCTBEHHBIX ()OPM B OCHOBHOM HM3BECTHBI M OIMCaHbI, Harnpumep, B Win-
nacker-Kiichler, "Chemische Technologie" [Chemical Technology], vol. 7, C. Hauser Verlag, Munich, 4th Edi-
tion 1986; Wade van Valkenburg, "Pesticide Formulations", Marcel Dekker, N.Y., 1973; K. Martens, "Spray
Drying Handbook", 3rd Ed. 1979, G. Goodwin Ltd. London.

HeobOxoaumbie 100aBKH K JIGKAPCTBEHHBIM (popMaM, Takue Kak WHEPTHbIE MAaTepHAasbl, OBEPXHOCTHO-
AKTHBHBIC BEIIECTBA, PACTBOPHUTENIM U JAPyrue A00aBKM TaKKe M3BECTHBI M OMHCaHbI, Hampumep, B Watkins,
"Handbook of Insecticide Dust Diluents and Carriers", 2nd Ed., Darland Books, Caldwell N.J.; H.V. Olphen,
"Introduction Guide", 2nd Ed., Interscience, N.Y. 1963; McCutcheon's "Detergents and Emulsifiers Annual”,
MC Publ. Corp., Ridgewood N.J.; Sisley and Wood, "Encyclopedia of Surface Active Agents", Chem. Publ. Co.
Inc., N.Y. 1964; Schonfeldt, "Grenzflichenaktive Athylenoxidaddukte" [Surface-active ethylene oxide adducts],
Wiss. Verlagsgesell., Stuttgart 1976; Winnacker-Kiichler, "Chemische Technologie" [Chemical Technology],
vol. 7, C. Hauser Verlag, Munich, 4th Ed. 1986.

CMmaumBaronyecs MOPOLIKK NPEICTaBISIFOT COOOH Ipenaparhl, KOTOPble pABHOMEPHO PACIPEACICHbI B BO-
Jie M KOTOpble Hapsay ¢ coeauHeHusamu (opmyibl (1), Taxoke comepixar HOHHbBIC W/UIM HEHOHHBIC MOBEPXHOCT-
HO-aKTHUBHbBIE BEIECTBA (CMAaYMBATENH, JUCIIEPTUPYIOIINE CPEACTBA), HATIPUMED MOJIUOKCUITUIIUPOBAHHbIE all-
KWI(EHOIBI, TIOJMOKCUITUITUPOBAHHBIC KUPHBIC CIIUPTHI, MOTHOKCHITHIMPOBAHHBIC )KUPHBIC AMHUHBI, CYJIb(HAThI
3(UPOB JKUPHOTO CIUPTA W TOIHUTIINKOIS, aJKaHCYIb()OHATHI WIN alKWIOEH30JICYTb(POHATEI, TUTHOCYIh(POHAT
HaTpus, 2,2'-nuHadTriMeTaH-6,6'-nucynpQoHaT HATpUs, TUOYTIITHAPTATHHCYITH(OHAT HATPHUS WIH €€ 0JIeo-
WIMETWIITAYPUHAT HATPHS, & TAKXKE pa30aBUTENb WM HHEPTHOE coeArHeHue. UToObl NOMyuUTh CMauyMBaIOLINe-
csl mopoIuky, coenuHerus Gopmynsl (1), HampuMep, TOHKO M3MENBYAIOT B OOBIYHBIX MPHOOpax, HAIPUMEP MO-
JIOTKOBBIX MEJIbHUIIAX, TECKOAYBHBIX MEJIbHUAIAX U THEBMATUYECKUX MEJIbHHUIAX U CMEIIMBAIOT C JOOABKaMH K
JIEKapCTBEHHBIM (hOpMaM Kak OJJHOBPEMEHHO, TaK U TI0CIIE 3TOTO.

OMyJbrupyemMble KOHIIEHTPAThI MOJIy4aloT, HalpuMep, pacTBOpeHueM coeanHenuit gopmysnsl (I) B opra-
HUYECKOM pacTBOpHUTENle, Harmpumep OyTaHOJIE, LUKIOTEKCAHOHE, NUMETWIMeTHIpopMaMuae, KCHIONE HIIH
TaK)Ke BBICOKOKHITAIICH apoMaTHKE OO YIJICBOAOPOAAX WIM MX CMECSX HpH A00aBJICHHH ONHOTO WIH He-
CKOJIbKMX MOHHBIX MM HEUOHHBIX MOBEPXHOCTHO-aKTHBHBIX BEIIECTB (IMYIIBaTOPOB). DMYIbraTophl, KOTOPHIE
MOTYT OBITh HCIHOJIb30BaHBI, MPEICTABISIOT COOOM, HAIPUMED, KAIBIHEBBIC COJIM ATKHIAPUICYILGOHOBIX KHU-
CJIOT, TAKMX KaK KaJIbI[HEBasi COJb NOACIIIOCH30ICYIb(QOHATA MIIK HEHOHHBIC 3MYJIbraToOPbl, HAIIPHUMED MOJIHU-
[JIUKOJIEBbIE 3(UPBI KHUPHBIX KHUCIOT, 3(QUPHI AIKUAIAPUIIOIUIIUKONCH, MOIUIIIUKOIEBbIE 3(DUPBI KUPHBIX
CIHPTOB, KOHIEHCATHI IPOIUIICHOKCHIA/3THIICHOKCH/IA, AJIKUJICOepIKAIUe TOIU3(UPHL, CI0KHBIE 3QUpBI cop-
Outana, Takue Kak d(QUpBI COpOUTaHA C >KUPHBIMH KHUCIOTaMHU MU d(UPHI TOJMOKCHITUIIEHA C COPOUTAHOM,
HarpuMep 3(QUPbI NOIMOKCUITUIICHCOPOUTAHA C )KUPHBIMH KHACJIOTAMH.

HOpOL[IKOBl/II[HI)Ie npenaparbl MOJIYy4ar0T U3MCIIbYCHUEM aKTUBHOI'O COCAMHEHNA BMECTC C TOHKO M3MEJIb-
YEHHBIMU TBEpABIMHU BELICCTBAMU, HAIIPUMEP TAJIbKOM WJIN MMPUPOAHBIMU TJIMHAMHU, HAIPUMEP KAaOJIMHOM, 6eH-
TOHUTOM WJIM MTUPO(PUILIIUTOM JIMOO TUATOMHUTOBOM 3eMIIEH.

KoHiieHTpaThl CycrieH3uii MOTYT ObITh HAa OCHOBE BOJbI Wi Macia. OHU MOTYT ObITh MOJYYEHbI, HAMPHU-
Mep, BIQKHBIM H3MEIIbUYCHHUEM TIPH TIOMOLIM KOMMEPYECKH JOCTYMHBIX IAPOBBIX MEIbHHUII, €CJIH 3TO LeNIec000-
pasHo, ¢ 100aBIeHHEM MOBEPXHOCTHO-AKTUBHBIX BEIECTB, TAK, KAK OHHU YK€ YIIOMUHAIKCH BBIIIE, HATIPUMED, B
cilydyae JAPYTUX THIIOB JIEKAPCTBEHHBIX (HOPM.

DMyIIECUH, HAIPUMEpP 3MYyIbCUH Macio-B-Boge (EW), MOryT OBITh NOJyYeHBI, HAIPUMED, MIPH TTOMOIIH
MEIIANIOK, KOJUIOUIHBIX MEJIbHHUI[ W/HIK CTATHYECKUX CMECEeH MPU HMCIOJIb30BAHUM OPTaHUYECKUX PACTBOPHUTE-
Jel W, eCIH 3TO LeNIeco00pa3Ho, MOBEPXHOCTHO-aKTHBHBIX BEIECTB, TaK, KAK OHHM YK€ YIIOMHUHAIKCH BBIIIE,
HarpuMep, B Cllydae IPyTruX THUIIOB JIEKAPCTBEHHBIX (OpM.

I'panynel MOTYT OBITH MONYYEHBI WIHM pacHbUIeHHEM coenuHeHni Gopmyisl (I) Ha agcopOupyrommii rpa-
HyﬂHpOBaHHbIﬂ HHepTHbIﬁ MaTepual Wil HAHCCCHUEM KOHUCHTPATOB aKTUBHBIX COC[[I/IHGHPII?I Ha MOBCPXHOCTH
HOCUTEJIEH, HallpUMEp II€CKa, KAOJIMHUTOB WU I'PaHyJIMPOBAHHOIO MHEPTHOIO Marepualla, IIpU MOMOLIYU CBS-
3YIOIIUX, HATIPUMEDP MOJMBUHHUIOBOIO CIUPTA, MOJMAKPUIATA HATPUS HIM B KAa4eCTBE allbTEPHATHBHI MUHE-
panbHbIX Macell. [Togxomsiue akTHBHbBIE COEAMHEHUSI MOTYT OBITh TAKXKE TPAHyJIHUPOBAHBI CIIOCOOOM, OOBIYHBIM
JUTSL IOJTYYEHHS TPaHyJl YIOOPEHUS, €CITH 3TO LeTIeCO00Pa3HO, B CMECH C YAOOPEHHUSIMHU.

JlucnieprupyemMsbie B BOJIE TPAaHYJIbI, KaK MPABUIIO, MOTYYAIOT OOBIYHBIMH CIIOCOOAMH, TAKUMHU KaK CYIIKON
pachbUIeHHEM, TPaHYJIMPOBAHUEM B KHILILEM CJIOE, JAUCKOBBIM TPaHYJIMPOBAHHEM, CMEUIMBAHHEM B BBICOKO-
CKOPOCTHBIX MHUKCEPax U 3KCTPY3HEH B OTCYTCTBUU TBEPIOTr0 MHEPTHOTO MaTepuaia. J{jis moimydeHuns: TUCKOBBIX
rpaHyJ1, TpaHyJl B KUILIIEM CJI0€, SKCTPYIepe U TPaHyIl, TOTyYSHHBIX PACIBUICHUEM, CM., HAIIPUMED, CIIOCOOBI B
"Spray-Drying Handbook" 3rd ed. 1979, G. Goodwin Ltd., London; J.E. Browning, "Agglomeration", Chemical
and Enrineering 1967, p. 147 et seq.; "Perry's Chemical Engineer's Handbook", 5th Ed., McGraw-Hill, New
York, 1973, p. 8-57.
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B memom, arpoxumMmuueckue mpemnapaTsl coaepkaT coequaeHus Gopmyisl (I) B muamasoHe, BEIOpaHHOM H3
Tpymmel, cocrosimeil u3 npubausutensHo ot 0,1 go mpubmusutensHo 99 Mmac.% u mpubmmsurensHo ot 0,1 mo
npubim3nTensHo 95 mac.%.

Konuenrpaust coequnennii popmyiisl (I) B cMauuBaronuxcs Moporikax paBHa, HapuMep, OT NpUOIN3u-
tenbHO 10 1o mpubnmsurensro 90 mac.%, npuuém ocrasimecs 10 100 mac.% cOCTOSAT U3 0OBIYHBIX KOMITOHEH-
TOB JIEKApPCTBEHHOM (opMbI. B citydae sMyJIbrUpyOLIMXCS KOHIICHTPATOB KOHIIEHTPAIIHS COSMHEHUI (hopMyJIbI
(I) Mmoxer nocTuraTh AnMana3oHoB, BHIOPAHHBIX U3 TPYIIIBI, COCTOSILEH 13 NpuOIM3nTeabHo oT 1% 1o npubnu-
surenbHo 90% 1 npubmuzuTensHo oT 5% no npudimmsurensHo 80 Mac.%. JlekapcTBeHHBIE OPMBI B BHIE I10-
POIIKOBUIHOTO Ipernapara 0ObIYHO HaXOJATCS B JUana3oHe, BEIOPAaHHOM M3 TPYIIIBI, COCTOSIIEH U3 MPHOIU3H-
tenpHO OT 1 10 30 mMac.% coexnnenuit popmyinst (I) n npubnmsuTensHo oT 5 o mpubmsurensHo 20 mMac.% co-
enuneHmit popmynsl (I). PacmbuisiemMpie pacTBOPBI HAXOAATCS B IHAa30HE, BEIOPAHHOM W3 TPYIIIBL, COCTOSIICH
u3 npubamsuresnsHo ot 0,05 1o mpubmmsutensHo 80 mMac.% coenunenni Gopmynst (I) u npubanznTensHO OT 2
1o nmpubmmutensHo 50 Mac.% coenuHennit hopmynst (I). B ciaydgae mucneprupyemsIx B BoJe TpaHyIl coaepka-
Hue coenuHenust popmyubl (1) yacTHYHO 3aBUCHUT OT TOTO, B Kakoi opme HaxonsTes coenunerus ¢hopmyisr (1):
B KUJKOI nnu TBEPION GopMme U B Kakod (opme HAXOJATCS MCIOJIb3yeMble IPU MPaHyJMPOBAHHH BCIIOMOTa-
TCJIbHBIC CPEACTBA, HAIIOJIHUTEIN U T.II. I[McneprnpyeMble B BOJAC Ir'paHyJibl, HAIIPUMEP, HAXOJAATCA B JUAIIA30HE,
BBIOPAHHOM M3 TPYIIIBI, COCTOSLIEH M3 NPUOIN3UTEIBHO OT 1 10 mpubau3uTesibHo 95% 1 OT NPUOIU3UTENBHO
10 no npubnuzutensHo 80 mMac.%.

Kpowme Toro, nexapcTBeHHbIe (POPMBI YIIOMSHYTHIX coeanHeHuit Gpopmyisl (I) comepikar, ecinm 3To 1eneco-
00pa3HO, a/Are3uBbl, YBIAKHNUTEIH, JUCIEPIUPYIONINE areHThl, SMYJIbraTopbl, IIEHETPAHTHI, KOHCEPBUPYIOIIUE
areHThl, aHTU(PHU3BI, PACTBOPHUTEIIHN, HATIOJIHUTEJIN, HOCUTENH, KPACUTEIIH, IEHOTACUTENN, HHTHOUTOPHI Mapoo0-
pas3oBaHus, perynaTopsl pH U perynaropsl BA3KOCTH, KOTOPbIE OOBIYHO MPUMEHSIOTCS B K&KAOM CITydae.

CMecH cOorylacHO HacTOAIIEMY H300PETEHHIO MOTYT OBITh BHECEHBI Uepe3 MOYBY MM HA CTAANH MPEIBCXO-
JIOBOH MJIM TIOCJIEBCXOJ0BOM 00paboTku. CMecH COTTIacCHO HACTOAIIEMY M300pPETEHUIO MOTYT OBITh TaKXKe BHE-
ceHbl 4yepe3 JUcTBY. CMeCH COTJIaCHO HACTOSIIEMY H300pPETeHHI0 MOTYT OBITh MICIIONB30BAHBI IS 00paOOTKH
ceMsH. MOXKHO TakXe BHOCHUTH CMECH COITIACHO HACTOAIIEMY M300PETEHHIO Yepe3 UPPUTALMOHHYIO CHUCTEMY,
HanpuMep Yepe3 BOAY Ul OPOILICHHUS.

Jlpyrue akTHBHBIE areHTbI UIsl (papMaleBTHYeCKOI0/BeTePUHAPHOI0 PUMeHEeHHUsI

HOHOHHI/ITeﬂbeIe (bapMaLleBTl/I'-IeCKI/I, NECTUUAAIIBHO WM BETCPUHAPHO AKTUBHBIC MHIPEAUCHTBI, KOTO-
pble BKJIIOYAIOT B Ce0sl, HO HE OrpaHWYEHbl, CPEJICTBA JUIsSl YHUYTOXKEHHUS [1apa3uToB, BKIIOYAIOIINE B ce0s aka-
PpHULIMABL, TIPOTHUBOIIIMCTHBIE ITpEeNaparhl, SHIASKTOLM/Ibl 1 HHCEKTHIUABI, MOTYT OBITh TaKkXe J00aBJICHBI K KOM-
MO3UIMSAM HacTOAIIEro n3o0pereHus. [IpoTrBonapasuTapHble BEIIECTBA MOTYT BKJIIOYATh B Ce0sl KaK 3KTOMapa-
3WTapHbIE, TAK U SHIONApa3UTapHbIe areHThl. BerepuHapHble (papMareBTHUECKHE areHTHl XOPOIIO U3BECTHHI B
IaHHOH oOmactu TexHUWKH (cM., Hampumep, Plumb' Veterinary Drug Handbook, 5th Edition, ed. Donald C.
Plumb, Blackwell Publishing, (2005) nmu The Merck Veterinary Manual, 9th Edition, (January 2005)) u BKIIO-
4aloT B ce0s1, HO HE OrpaHUYeHbl, akapOo3y, MajieaT alenpoMasyHa, alleTaMHHO(EH, aleTa3oNaMu, aneTa3oia-
MHJl HaTpHs, YKCYCHYIO KHCIOTY, aleTOIMAPOKCAMOBYIO KHCIIOTY, alETWILUCTEHH, AlUTPETHH, AlUKIOBUP,
anbenpnason, andyreponcynsdar, andenannn HCl, annonypunon, ammpaszonam, antpenorect, amantaaun HCI,
aMHKalMHCYJb(aT, aMMHOKaNpOHOBYIO KHCIIOTY, aMHUHONEHTaMUArHApocyibdar, amuHOMUILIMH/TeoUIImH,
amuogapon HCI, amutpariem, amurpuntiiud HCI, ammogunuaOe3miaT, XJIOpUI aMMOHHKS, MOJTHOACHAT aMMO-
HUS, aMOKCWJUIMH, KJIaByJIaHAaT Kanus, amorepuuud B ne3okcuxonar, amdorepuuuH B, npukperiéHHbIi K
mununy, ammunwuirH, amoponuid HCl, anrammn (nepopanbHo), aHTHBeHMH, anomopguon HCI, anpamuimn-
cynbdaT, ackopOMHOBYIO KHCIIOTY, aclaparuHasy, aclupuH, ateHosous, atunameson HCI, arpakypuiibesnnar,
aTponuHCyIb(daT, aypHO(GHH, aypOTHOTIIIOKO3Y, a3allepoH, a3aTHOIPHH, a3UTPOMHLIMH, OakiodeH, OapouTypar,
oenazenpun HCl, Oetamera3oH, OeTaHEXONXJIOPHI, OWCAKOIWI, BUCMYTCYOCAIHIIMIAT, OJICOMHUIMHCYIb(AT,
OonnmeHOHYHIenWIeHaT, OpoMua, OpoMkpunTHEMe3nnar, Oynenosun, oynpenoppun HCI, 6ycrmpon HCIL, Oy-
cynbdan, oyTopdaHOonTApTPaT, KAOEPTONHH, KATBIIUTOHUH JIOCOCS, KaJIMTPOJI, KATBIHUEBBIE COH, KAaTOIPHIL,
KapOCHUIMIMHUHAAQHWIT HATPUsL, KapOuMa3oll, KapOoIIaTHH, KapHUTHH, KaprnpodeH, KapBeauion, Kehaapok-
cu1, Keda3onrH HaTpust, KepukcuM, kedorepasoH HaTpus, Ke(hOTaKCHUM HATpPHs, TMHATPUEBYIO COJb KedoTeTa-
Ha, KePOKCUTUH HATPUs, KePIOJOKCUMIIpOKceTHI1, kedrazuauMm, kehtuodyp natpus, kepruodpyp HCl, kedru-
AKCOH HaTpwsl, Ke(alleKCuH, Ke(aaocopuH, kedapuHUH, APEBECHBIH Yroyib (aKTHBUPOBaHHBIH), XJI0pamMOyLui,
xJIopaM(EHHUKOJI, XJIOPANUA3EIIOKCH], XJIOPANA3ENOKCU +/-KIMJUHUIOPOMUA, XJIOPTUA3H], XJIOp(HEeHUPaMHH-
marear, xiopnpomasu HCI, xnopnponamua, xiaoprerpauukint, xopuonronagorponus (HCG), xpom, numern-
JIVH, TUITPOQIIOKCAKUH, LUCANPHU, [UCIUIATHH, COJIb JIMMOHHOM KHCJIOTHI, KIAPUTPOMHIMH, KieMacTHH(pyma-
par, kinenoyrepon HCl, knmuanamunms, knodasumuH, kiomunpamud HCI, kinaoHazenam, KIIOHWAWH, KJIONPOCTe-
HOJI HaTpws, IUHATPUEBYIO COJIb KJIOpA3ernara, KJIOPCYJIOH, KIOKCAMIUINH, KoJAenH(pochaT, KONIUXIH, KOPTH-
kotpormH (ACTH), kocurTponiH, mukiopochamun, ukIocnopud, kumnporentaand HCL, murapadun, gakapba-
3WH, JAKTHHOMHUIIMH/aKTHHOMUIIMH D, nantenapuH HaTpus, 1aHA30J1, JAHTPOJICH HATPHs, JAICOH, IEKOKBUHAT,
JehepokcaMIHME3NIaT, JePakoOKCHO, AECIOpesIMHALeTaT, NeCMOIPECCHHALIETAT, Je30KCHKOPTUKOCTEPOHIINBA-
nat, neromuauH HCI, nexcamera3oH, JeKCIaHTEHON, NEKCpaa3oKCcaH, IEKCTpaH, AuasenaM, Iua3okcun (mepo-
paNbHO), IUXIOpHEeHaAMUA, OUXIOPBOC, AUKIO(MEHAK HATPHA, AUKIOKCAIMH, AUATHUIKapOaMasMHIMTpAT, IH-
stuncuiboectpon (DES), nudnokcarmn HCI, nurokeun, auruaporauucrepon (DHT), qunrnazem HCl, numen-
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runpuHaT, nuMmekantoil/BAL, mumermncynsdokcnn, muHOmpoctTpoMeraMud mudermaruapamua HCL, aumzo-
nupamuadocdar, nodyramun HCI, moky3at/DSS, nonazerponmesunar, nommnepunoH, nonamud HCL, nopamex-
tuH, nokcanpam HCI, noxcenun HCI, nokcopyourun HCI, 1OKCHLIMKINH, TUHATPUEBAsE COJb dlIeTaTa Kb,
kajpiuueBas coib EDTA, enpodoHUiXIopu, eHampuil/CHANpUiIaT, €HOKCAalapuH HaTpus, eHPO(IOKCa3HH,
a¢denpuncybhaT, SMuHSGPUH, STOITHH/IPUTPOIIOITHH, IMPHUHOMEKTHH, ICUCIPAHTEIb, SPUTPOMHUIIMH, ICMO-
non HCI, scTpainonKumoHar, STaKpHHOBYIO KHUCJIOTY/3TaKpHHAT HATPHsl, 9TaHOJ (CIUPT), STHAPOHAT HATpPHS,
9TO/ONIAK, ATOMHMIAT, areHT JQTaHa3uu/meHToOapOuTa), (aMOTHIUH, >KUPHYIO KHCIOTY (HE3aMEHHMBI-
Mmasi/omera), pendamar, hendennazon, ¢peHranm, cynbhar JByXBaIEHTHOTO XKeje3a, GUIrpacTuM, puHacTepur,
¢unpOHMNI, dropdeHnkon, QryKoHazols, (QIYyIUTO3HH, (IIyIpoKOpTH30HANeTarT, (uyMaszeHuid, (iaymerasoH,
¢yankcuameriymuH, ¢urydropypamun (5-FU), duyokcerus, ¢iyTukazoHmnponnonar, ¢iyBoKcaMHHMaear,
tdomermzon (4-MP), dpypazommnon, pypocemun, radanentus, remiuradbna HCL, rearaMmunmHCyIBdAaT, TIHIMe-
MHUPH, TIUNU3U, TJIIOKArOH, TIIIOKOKOPTUKOWAHBINA areHT, TII0KO3aMHUH/XOHIPOUTHHCYIb(AT, TIyTaMHUH, TIIH-
Oypun, TauuepuH (IepopasbHO), TITMKOMUPPOIAT, TOHAJOPEINH, rpucceoyIbBUH, ryail()eHeCHH, TalOTeHTaH,
riryramep-200 remoriiobus (OxcuremMornoOnH®), renapuH, >KUBOTHBIA KpaxMall, THATYPOHAT HATPHUs, THAPA30-
auH HCI, ruppoxsioptiasua, THAPOKOLOHOUTAPTPAT, THAPOKOPTU3OH, THAPOMOP(HOH, THAPOKCHMOYEBHHY, TH/-
poKcH3uH, udochaMua, IMUIAKIONPH], UMHAOKAPOAUIIPONIMHAT, UMIICHEM-KIUIACTATHH HATPUsl, UMUIPAMUH,
WHAMPUHOHIIAKTAT, MHCYJIHMH, anb(a-2a nHTepdepoH (PEeKOMOMHAHTHOTO 4YesloBeKa), MOAWA (HATPH/Kalluii),
UIeKaKkyaHy (CHpOII), HTIOAAT HATpHs, JIEKCTpaH xenesa, nzodypan, usonporeperon HCl, usorpernHouH, mso-
kecypriud HCl, ntpakona3os, nBepMeKTHH, Kaonun/mektiH, keramud HCl, kerokoHasou, keronpodeH, keropo-
JaKTPOMETaMUH, JIaKTYJIO3Y, JIEYIPOJIia, JIEBAMH30JI, JIEBETUpALleTaM, JIEBOTUPOKCHH Harpws, juaokanH HCI,
muakomunietud HCL, muotuponun Hatpust, mu3nHonpw, toMmyctiu (CCNU), iydeHypoH, 1M31H, MarHui, MaH-
HUT, MapOodokcanuH, Mexiuopramua HCl, mexnmuma HCl, mexnodenamoByro kucnory, meneromuana HCI,
CpeHELeNHbIE TPUIIIMIEPHIBI, MEAPOKCHIIPOTeCTEPOHAIIETAaT, MEreCTpOoJaleTaT, MeJIapCOMHH, MENaTOHHH,
MeloKkcHuKaH, Mendanan, menepuana HCL, mepkanromypun, meponeaem, Mmetrgopmur HCL, meragon HCL, meta-
30JIaMHJ], METCHAMHHMAaHIEIaT/TUIITypaT, METUMa30J, METHOHWH, METOKapOaMoil, METOreKCUTal HaTpHs, Me-
TOTpEKcaT, MeToKcu(IypaH, METUIICHOBBII Toy00ii, MeTH(hEHNIAT, METHINPEIHN30JI0H, MeTokIonpamua HCI,
METOIPOJIoJI, MeTpoHuaakcoi, Mmekcuiaernd HCI, mubonepaon, mumazon HCl, MHIOEMUIITHOKCHM, MUHEPAIb-
Hoe maciio, munouukiuH HCI, musonpocron, mutoran, mutokcantpon HCl, mopanTentutpar, mophuncyibdar,
MOKCHIeKTHH, HanokcoH HCl, MaH/IpoJIOHOHIEKaHOAT, HAPOKCEH, arOHUCT aHAJILI'€THKOB HAPKOTHKA (Onuara),
HeOMl/II_lI/lHC}’J'H)(i)aT, HCOCTUI'MUH, HUAIIUHAMU, HUTA30KCAHWU, HUTCHIIMPAM, HI/lTpO(bypaHTOI/IH, HUTPOIJINILIC-
PHH, HUTPOIIPYCCHUJI HATPHUSI, HU3ATUANH, HOBOOMOIMH HATPHsl, HUCTATHH, OKTPEOTHIALIETAT, OJICAJIa3HH HAaTpus,
OMENpO30JI, OHJAHCETPOH, ONUAT MPOTHBOANAPEHHBIN, OpON(IIOKCa3uH, OKCALIMIUIMH HAaTpHUsl, OKCa3enaM, OKC-
(ennazon, okendyTuHuHXI0pUA, okcumophorn HCl, okcuTeTpaliiKkIINH, OKCUTOLMH, TUHATPUEBYIO COJIb TAMH/I-
poHara, naHKpeIUIIasy, MaHKypoHHHOpoMu I, napaMoMuHCynbgar, napozetnH HCI, neHummuiamuH, neHu-
MWDIAH o0mmielt nHpopManuy, meHHIWUIHH G, KaIHeBYI0 COJIb MEHUIWDINAA V, MIEHTa3011H, MeHTo0apOuTan
HATpUs, TIEHTO3aHMONHNCYIb(}AT HATPHS, MEHTOKCUPIIUINH, eproimaMesniar, hpeHodapouran, heHoKkcnOeH3a-
muH HCl, ¢penundyrazon, permwmnpun HCl, pernnmnponanoramun HCl, denuronn HaTpus, pepoMoH, maplIH-
TepaibHblil pocdar, ¢puroHamuon/Butamun K-1, mumobennan, nunepasun, mupaumuima HCL, mupokcukam,
HOMHCYTb(OUPOBAHHBIN TJIMKO3aMHUHOIIIIOKAH, TTOHA3ypWJI, XJIOPHJ Kalus, MPaluAOKCHUMXJIOPUA, Tpa3uKBaH-
tenb, npa3osud HCl, npennuzonon/mpeaau3oH, npumuaoH, npokannamun HCl, mpokap6asuu HCI, mpoxopre-
pa3uH, MPONAaHTEIMHOPOMHJI, NMPONHOHUOAKTEPUIHYI0 aKHE(POPMHYIO HMHBEKLHIO, MPONoQoIi, MPONpaHOION
HCI, nporamuncynbdar, ncesnoadpenpud HCL, ruapoduiibHbIi MyKHIUTOWA ICKIUTUS, TUPAHTINAMOAT, THPHIO-
CTUrMUHOPOMUJ, UpUIaMUHMaNear, nupuMeramut, ksuHakpud HCl, kBunnanH, panutunua HCl, pudamnum,
S-anenozmnmernonnd (SAMe), caMH/THIIEPOCMOTHYECKOE CIIA0MTENBHOE CPEACTBO; CEIaMEKTHH, CEeNIeTHIINH
HCl/1-nenpennn, ceprpanun HCI, cesenamep HCI, ceBoduypan, cunnmapus/pactoporniry, OukapOooHaT HaTpus,
MOJHUCTHPOJICYIb(OHAT HATPHUS, CTHOOTIIYKOHAT HATPHs, CyibdaT HaTpus, THOCYIb(AT HATPH, COMAaTOTPOIIVH,
cortaon HCl, ciekruromurme HCl, ciipoHOIaKTOH, CTAHO30JI0JIOM, CTPETITOKIMHA3Y, CTPENTO30KUH, CYKIIM-
Mep, CYKIMHIIXOJIMHXJIOPH, CYKpanb(haT, cyaIb(EeHTaHWIUTPAT, CyIb(haxIOpIUpUIa3HH HATpHs, Cyibpaana-
3HH/TPUMETPOIIPHUM, Cynb(haMeToKCca30J/TPUMETOIIPHM, Cynb(}haMMEHTOKCHH, cyJbhaaMeHTOK-
CHH/OpMETOIpUM, Cyibdacaiaa3uH, TaypuH, Tenokcaint, repounadaun HCl, TepOyrannHcynbdar, TecTocTepoH,
terpauuknud HCI, tnabennaszon, Tuanerapcamua Harpusi, TuaMmud HCl, THOTyaHWH, THONEHTAIb HATPUs, THO-
TeN, TUPOTPOIUH, THAMYJIMH, IUHATPUCBYIO COJb TUKapuwinHa, Tiwieramud HCl/3onm3enam HCl, TuiiMokcuH,
THOTNIPOHUH, ToOpamuituHcybdat, Tokaunun HCI, tonazomua HCI, TenbheHaMOBYIO KHCIOTY, TOMUPAMaT, Tpa-
manon HCI, tpumkminononaneronun, tpueHtud HCI, Tpuioctal, TpuMenpakCHHTapTpaT/peaHU30JI0H, TPHUIIe-
nenHamud HCl, Tmiio3uH, yprocuil, BaJIbIIpOeBYIO KHCIIOTY, BaHanui, BankomunnH HCl, Basonpeccun, Bekypo-
HuiOpomun, Bepanamun HCI, BunGnactuacynbdar, BAHKpUCTHHCYIb(hAT, BuTaMuH E/cenen, Bapapun Hatpus,
kemnasue HCl, ioxum6un HCI, 3adupiykacr, 3unoByaun (AZT), anerar nuHKa/Cynbhar IUHKA, 30HUCAMUJL U
UX CMECH.

B oxHOM M3 BapHMaHTOB OCYIIECTBIICHUS HACTOSIIETO M300pETEHHs APYyTrre NMPOU3BOAHBIEC apHIIIMPa30a,
HampuMep (EHWIMHUPA30Ibl, KaK OIHMCAHO BHIIIEC B pasfene "YpoBeHb TeXHUKH' (HampuMmep, QUIIPOHUI, THPH-
MPOJI), U3BECTHBI B JAHHON OONACTH TEXHUKH M MPUTOTHBI JUISI COCAMHEHUS C NMPOM3BOAHBIMHU apuiIOa3oll-2-
WILMAHOITHIIAMIHA HACTOSIIETO M300peTeHus. [Ipumepsl Takux MpON3BOJHBIX apHiI0a30ja BKIIOYAIOT B ceOs,
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HO HE OTpaHWYEHBI TeMH, KoTophle ommcanbl B mareHTax CIIA Ne 6001384; 6010710; 6083519; 6096329;
6174540; 6685954 1 6998131, kakaplii U3 KOTOPBIX npuHAMISKUT Merial, Ltd., Duluth, GA.

B spyrom BapuaHTe OCYIIECTBICHHUS HACTOSIIETO M300PETeHUs] HOAYJIMCIIOpHAs KUCIOTa U €€ IpOn3BO/I-
Hble (KJIACC M3BECTHBIX aKAPHILMUAHBIX, IPOTUBOTEIbMUHTHBIX, IPOTHBONAPA3UTAPHBIX U MHCEKTHUIUIHBIX areH-
TOB) MOTyT 6])ITI) HOGaBHeHbI K KOMIIO3UIIUAM HACTOALICTIO 1/1306peTeH1/1;1. D1 COCIMHCHUSA MMPUMEHAIOT IJIA JIe-
YeHHsI WM NPeOTBpalleHnss MHPEKINI y YelloBeKa U XXKMBOTHBIX M ONKCaHbI, Hanpumep, B nareHtax CILIA Ne
5399582, 5962499, 6221894 u 6399786. Kommo3uiuss MOKET BKJIFOYAIOT B CeOs OJUH MJIM HECKOJBKO MPOMU3-
BOJIHBIX HO/YJICIIOPHOM KUCIIOTHI B JAHHOW 00JIaCTH TEXHUKH, B TOM YHCJIE BCE CTEPEOM30MEpPHI, HAIIPHMED, T€,
KOTOpBIE OTIMCAHBI B JINTEPATYPE, HIUTHPOBAHHOM! BBILLIE.

B npyrom BapmaHTe OCYyLIECTBIICHHSI HACTOSAIIETO N300pETEHHs OAMH WIIM HECKOJIBKO MaKPOLMKIMYECKUX
JIAKTOHOB, KOTOPHIC BHICTYIAIOT B KAYECTBE aKAPHUIIUAHBIX, POTHBOTEIIbMUHTHBIX U MHCEKTUIM/IHBIX areHTOB,
MOTYT OBITh JOOABIICHBI K KOMITO3UIIMSAM HACTOSIIETO N300pETEHUSI.

MakpoOLUKIINYeCKHe JTAKTOHbI TAK)KE BKIIIOYAIOT B ce0sl, HO HE OrpaHUYCHbI, aBEPMEKTHH, Harpumep ada-
MEKTHH, TUMaJICKTUH, TOPAMEKTHH, SMAaMEKTHH, STIPUHOMEKTHH, UBEPMEKTHH, JIATHIIEKTHH, JISMUMEKTHH, Cea-
MEKTHH U MUIOEMHUIMHH, HAlpUMep MHJIOEMEKTHH, MWIOeMUIrMH D, MOKCHIEKTHH M HeMaleKTuH. Takxke
BKJIFOUEHBI 5-0KCO- U 5-OKCHMMOIIPOM3BO/IHBIE YKa3aHHBIX aBEPMEKTHHOB U MUJIOEMEeKTHHOB. [Ipumepsl komOu-
HaI_ll/Iﬁ aApuinunupa3oJIbHbIX COG[[I/lHeHl/II‘/II C MaKpOIUKIIMYCCKUMU JIAKTOHAMU BKJIIOYAIOT B Ce6ﬂ, HO HC OrpaHuyec-
HBI TeMH, KoTopble onrcanbl B mateHTax CIIA Ne 6426333; 6482425; 6962713 u 6998131 - kaxaslii U3 KOTO-
prix npuHaexxut Merial, Ltd., Duluth, G.A.

[TpousBoaHBIE MAKPOLMKINYECKUX JIAKTOHOB W3BECTHBI B JAHHOI 00JIACTM TEXHHKH M MOTYT OBIThH IOJY-
YeHBI B TIPOMBIIIIEHHOM MacIITabe WM CHHTETHYECKUMH CIIOCO0aMH, M3BECTHBIMHU B JIAHHOW 00JIaCTH TEXHHKH.
Jaércs ynoMuHaHUe Ha MHPOKO JOCTYITHYIO TEXHUYECKYI0 B KOMMEPUYECKYIO JIUTeparypy. Jjis aBepMeKTHHOB,
WBEpMEKTHHA W abaMeKTHHA MOXXHO COCJAThCs, HampuMep, Ha pabdory "Ivermectin and Abamectin”, 1989, by
M.H. Fischer and H. Mrozik, William C. Campbell, published by Springer Verlag, "Macrocyclic Lactones in
Antiparasitic Therapy", 2002, by J. Vercruysse u R.S. Rew, onyonukoBanHom CABI Publishing miu Albers-
Schonberg et al. (1981) "Avermectins Structure Determination”, J. Am. Chem. Soc, 103, 4216-4221. Ina nopa-
MEKTHHA MOKHO 0OpaTHThCS 3a cIpaBKoil k "Veterinary Parasitolory”, vol. 49, Ne 1, July, 1993, 5-15. [ns mun-
OeMHITMHAa MOKHO cociatbesi B wacTHOCTH Ha Davies H.G. et al., 1986, "Avermectins and Milbemycins", Nat.
Prod. Rep., 3, 87-121, Mrozik H. et al., 1983, Synthesis of Milbemycins from Avermectins, Tetrahedron Lett.,
24, 5333-5336, natentst CIIIA Ne 4134973 u EP 0677054.

MakpOLUKINYECKHE JIAKTOHBI SIBISIFOTCS JIHOO MPUPOJHBIMU MPOAYKTAMH, JINOO OHU SIBIISIOTCS MX IOJY-
CUHTCTUYCCKUMH TPOU3BOAHBIMU. CprKTypbl ABEPMEKTUHOB U MI/IHGCMI/IL[I/IHOB TCECHO CBsA3aHbl, HaIpUMEp,
COBMECTHBIM HMCIIOJIB30BAaHHEM KOMILIEKCA 16-4JIeHHOIO IUKJIa MaKpOIUKIIMYECKOro JIaKTOHA; B MI/IJ'I6GMI/IL[I/IH8.X
OTCYTCTBYET IJIMKO3UIHBIA (parMeHT aBepMeKTHHOB. [IprpoiHbIe IPOYKThHl aBEPMEKTHHBI PACKPBITHI B NTATEH-
e CIIA Ne 4310519 Albers-Schonberg et al. u npousBosbie 22,23-nuruapoaBepMeKkTiHa packpbIThl B Chabala
et al. matente CIIIA Ne 4199569. Cnenyer Taxoke ynomsHyTs Kitano, marent CIIA Ne 4468390, Beuvry et al.,
nareHT CIIIA Ne 5824653, EP 0007812 Al, onucanne natenta U.K. 1390336, EP 0002916 u, B yacTtHOCTH, Na-
teHtT HoBoii 3enanauu (Ancare) Ne 237086. Berpewatoiuecs B npupoae MuidoemMunuH onucan B Aoki et al.,
natente CIIIA Ne 3950360, a Takke B pa3jIM4HbIX cChUIKax, IUuTHpoBaHHbIX B "The Merck Index" 12th ed., S.
Budavari, Ed., Merck & Co., Inc. Whitehouse Station, New Jersey (1996). Jlatunextun onucan B "International
Nonproprietary Names for Pharmaceutical Substances (INN)", WHO Drug Information, vol. 17, Ne 4, p. 263-
286, (2003). [TomycuHTETHYECKHE TIPOU3BOIHEIC STUX KIACCOB COSAMHEHHI XOPOIIIO M3BECTHHI B TaHHOH o0Jac-
TH TEXHUKH U omrcaHbl, HarpuMmep, B matente CIIIA Ne 5077308, materre CLIA Ne 4859657, marente CLLIA Ne
4963582, matenre CIIIA Ne 4855317, natente CIIIA Ne 4871719, natenre CIIIA Ne 4874749, natente CIILIA Ne
4427663, marente CIIIA Ne 4310519, natenre CIIIA Ne 4199569, narente CIIIA Ne 5055596, natente CIIIA Ne
4973711, narenre CILIA Ne 4978677, narenre CILIA Ne 4920148 u EP 0667054.

B npyrom BapuaHTe OCYILECTBJICHHs HACTOSILEr0 U300pETEHHsI COSIMHEHHS KJIacca aKapUIUI0B MM HH-
CEKTULMJIOB, N3BECTHBIX Kak peryssitopbl pocra (IGRs), MoryTt ObITh Takke 100aBJIEHBI K KOMIIO3MIMSIM Ha-
crosiiero nzobperenus. CoeMHEHNUs, IPUHAUIEKAIINE K 3TOW TPYNIE, XOPOIIO M3BECTHBI MPAKTHKYIOIIUM
CIeLUaINCTaM M MPEACTABISIOT CO00I IIMPOKUI CHEKTP COSAMHEHUI Pa3IMYHbIX XUMHYECKUX KiaccoB. Jlew-
CTBHE BCEX TaKHX COECIMHEHHH COCTOMT B NPOTHBOJCHCTBHH Pa3BUTHIO WIIM POCTY HAaCEKOMBIX-BpEIUTEIEH.
Perynsropsl pocta HacekoMBbIX onucansl, HanpuMep, B nareHTe CIIA Ne 3748356; marente CIIIA Ne 3818047;
narente CIIIA Ne 4225598; marente CHIA Ne 4798837; matente CILIA Ne 4751225, EP 0179022 unu U.K.
2140010, a Taxke marenTax CIIA Ne 6096329 u 6685954 (06a mpunamiexar Merial Ltd., Duluth, GA). Ilpu-
mepsl IGRs, mogxoasiime Uit NPUMEHEHUSI, BKJIIOYAIOT B ce0sl, HO HE OIPaHUYEHbI, METONPEH, MUPUIIPOKCU(EH,
THUIPOIPEH, NHpoMasuH, (ayasypoH, IypeHypoH, HOBaIypOH, NHUPETpPOouAabl, Gopmamunuasl u 1-(2,6-
nudropoenzomn)-3-(2-dprop-4-(tpudropMeTrin)heHUIMOYEBHUHY.

AHTHUTEIBMHUHTHOE CPEJICTBO, KOTOPOE MOKHO COBMECTUTD C COCAMHEHUEM HACTOSIIETO N300pETeHUs ISt
MOJyYeHHs] KOMIIO3UIIMK, MOXKET OTHOCUTBCS K MPOM3BOIHBIM OCH30JAUCYNIb(OHAMUIA, KOTOPbIE BKIOYAIOT B
06651, HO HE€ OrpaHUYCHBbI, KJIOPCYJIOH; UJIX MPOTUBOLUECTOAHBIM ar¢HTaM, KOTOPbIC BKIIOYAIOT B ce6;1, HO HE Or-
PpaHUYCHBI, TPA3UKBAHTCIIb, TMPAHTCIIb UJIU MOPAHTEJIb.

AHTHIIapa3UTHBIH areHT, KOTOPbIH MOXKHO COBMECTHTh C COSIMHEHHEM HACTOSIIEro U300peTeH s uisl 1o-
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Jy4€HHs KOMITO3HIINH, MOYKET OTHOCHTHCS K OMOJIOrMYECKH aKTUBHBIM IENTHAAM WK OeJIKaM, BKJIIOYAIOIINM B
ce0s1, HO HE OTPaHUUYCHHBIM, JETICUNIENTUABI, IEHCTBUE KOTOPBIX COCTOUT B OCYILECTBICHHH HEPBHOMBIIIEYHOTO
KOHTaKTa CTUMYJHMPOBAHHEM IIPECHHANTHYECKHX PELENTOPOB, OTHOCSIIMXCS K CEMEHCTBY CEKPETHHOBBIX pe-
LENTOPOB, NPUBOAALINX K Tapaaudy U CMEPTH Hapa3uToB. B 0HOM M3 BapHaHTOB OCYLIECTBICHHS ACIICUIICI-
THUJIA JICTICUIIENITH] IPEACTABISIET COOO0M IMOJIETICUI.

MHCeKTHLIUAHBIA areHT, KOTOPhIH MOYKHO COBMECTUTh C COCJAMHCHHEM HACTOSIIETO U300peTeHUS IS IM0-
Jy4eHHsl KOMIIO3UIIUH, MOXKET OTHOCHUTBCS K CIIMHOCHHY (HalpuMep, CIUHOCAAY) WM K 3aMEIIEHHBIM IPOU3-
BOJHBIM MHUPHUAMIMETHIIA, HAIPUMEP UMHJIAKIONPUAY. ATEHTHI 3TOTO KJlacca OIMCAHBI BBIIIE, HAIPUMED, B I1a-
teHTe CIIIA Ne 4742060 nnu B EP 0892060. [IpakTukyromeMy cieqUaaucTy B IpeAenaax ypOBHS KOMIIETEHTHO-
CTH CJIEZOBAJIO OBl PEIINTh, KaKOe MHIMBUAYAIBHOE COCUHEHNE MOXKET OBITh MCIIOIb30BaHO JUIS JICYEHUS KOH-
KpPEeTHOH MH(pEKIMN HaceKoMoro. J{JIs SHI0mapa3uToB CPEeACTBa ISl YHUUTOXKEHHS [Tapa3uToB, KOTOPHIE MOXKHO
COBMECTHUTD, BKIIFOUAIOT B ce0s, HO HE OrPaHUYECHbI, TMPAHTEIb, MOPAHTEIb, OEH3UMHIA30II (B TOM YHCIIE AJlb-
OeHaa30i1, KaMOeH1a301, THabeHaa30i1, heHbeHma3ol, Gebanrenb, okcheHaa3on, OKCHOCH1a30J1, TPUKIAOeH a-
30J1, MeOEHIa30J1 1 HETOOMMUH), JI€BAaMHU30JI, KI03aHTeNb, PAaTOGOKCAHHUI, HUTPOKCUHWI, TU30(EHON U Tar-
paxepkBamuz. [ SKTOIapa3uTOB HHCEKTHIU/IBI, KOTOPbIE MOXKHO COBMECTHTD, TAKXKE BKIIIOYAIOT B ce0s1, HO HE
OTpaHHYeHBbI, TUPETPOH b, OpraHodocdaTsl 1 HEOHUKOTUHOM], HAPUMEP MMHUAAKIONU, a TaKKe TaKue COo-
CIAUHCHUA, KaK MeTa(i)IlyMl/ISOH, aMUTpaleM U aHTaroHrucCThbl peUCTOpa pUaHOAUHA.

Korzaa 310 1nienecooOpa3Ho, aHTUTEIbMUHTHBIH, aHTUNAPa3UTHBI U MHCEKTUIMHBIA areHT MOXET OBbITh
TaKKe BBIOPAH W3 TPYIMIIBl COEAWHEHWH, OIMCAHHBIX BBIINIE B KAueCTBE IMOIXOMSIIMX IJIS arpOXMMHUYECKOTO
HPUMEHEHNSI.

B GoxpmiMHCTBE CitydaeB JONOJHUTEIBHBIA MECTHLUAHBIN areHT BKJIIOYAIOT B JI03€ OT NPUOIM3UTEIHHO
0,1 mo mpubmm3uTensHO 10 MKT. B 0HOM M3 BapHaHTOB OCYIIECTBICHHUS HACTOSIIETO M300PETEHHS JOTOIHH-
TENBHBIA MECTUIUIHBIN areHT BKIIFOYAIOT B 03€ OT MpuOnm3uTensHo 1 1o mpubmusutensHo 10 Mir. B aqpyrom
BapUaHTE OCYIIECTBICHHUS HACTOSIIETO M300pETEHHS AOTOJIHUTEIBHBIN MECTUIIMAHBIA areHT BKIIOYAacT B /03¢
OT MPHUOIU3UTENBHO 5 10 npubnu3uTesnbHo 200 MKI/KT Macchl )KUBOTHOTO. B emé oHOM BapuaHTe OCYyIIeCTB-
JICHUs] HACTOSIILETO U300PETEHNUS HOIIOIHUTENBHbIM MECTUIIIHbBIM areHT BKIIOYAOT B JI03€ OT NPUOIU3UTEIBHO
0,1 mo mpubmuzurensHo 10 MKI/KT Macchl XMBOTHOTO. B €€ oJHOM BapuaHTe OCYIIECTBJICHUS HACTOSILETO
M300pETECHUS TOTIOJHUTEIbHBIN MECTUIIUIHBIA areHT BKIIIOYAIOT B J03€ OT NpuOam3uTenbHo 0,5 10 npubnusu-
TeNBHO 50 MKI/KT.

CoOTHOILIEHHUS TI0 Macce IPOU3BOIHOTO apHiI0a30i-2-WIHaHOATUIAMUHA U JIOTIOTHUTEIBHOTO ITECTULH /-
HOT'O areHTa HaXoJsITCsl, HallpiMep, B uana3oHe oT npudiausurensHo 5/1 no npudnusurensHo 10000/1. Oxgnako
CHELHUAINCT CPEAHEr0 YPOBHs CIOCOOEH BHIOpaTh MOAXOAAIIEE COOTHOLIEHHE IPOW3BOJIHOIO apUII0a3oil-2-
WIHAHOITHIAMHIHA M JOTOJIHUTEIBHOTO NECTHIMIHOTO areHTa JUIsl MPEeAIoIaraéMoro Xo3siMHa U ero IpruMeHe-
HUSL.

JlpyruM acteKkTOM HACTOSILIETO M300pETEeHHs SBISETCS CHOCOO MONTydYeHHsS NMPOU3BOIHBIX apUIIOa30lI-2-
WILMAHOITUIIAMIHA HACTOSIIETO N300pETEHMS.

Ipumepnt

Bce temneparypsl npuBeneHs! B rpagycax Llenbcus; koMHaTHasE TeMIiepaTypa O3HadaeT anamnazoH ot 20
10 25°C. PeareHThl IPHOOPETEHBI U3 UCTOYHMKOB KOMMEPUECKOH MH(MOPMAIIMU WM TOJyYEHBI C UCIIOJIb30Ba-
HUEM NPOLEAYP, ONMCAHHBIX B IUTEPATYPE.

DCM (JAXM)=nuxnopmeTan

THF (TI'®)=rerparunpodypan

MeOH=mertanoun

EtOH (OOH)=sTanon

EA (DA)=>trnanerar

DMF (AM®)=numeTniapopmMaMug

AcOH (YK)=ykcycHas kucioTa

TFA (TOY)=tpudropyKcycHas KUcIoTa

TEA (T2OA)=tpudTrnaMux

DIEA (JINDA)=nuu30mpOonId THIAMAH

CreKTpbl IPOTOHHOTO M (PTOPHOTO MATHUTHOTO pe3oHaHca (coorBercteenHo 'H SIMP u '°F SIMP) perucrt-
pupyiot Ha crektpomerpe Varian INOVA SIMP [400 My (1H) umx 500 MI'u (1H) u 377 MI'u (“°F)]. Bee
CIEKTPbl CHUMAIOT B YKa3aHHBIX BBIIIE PACTBOPHUTENSAX. XUMHUYECKUE CABUTH NPHUBEAEHBI B M.Jl. OTHOCUTEIIHHO
terpameriiicuiana (TMS), oTHecEHHBIE K OCTAaTOYHOMY ITHKY MPOTOHA COOTBETCTBYIOILETO PACTBOPUTENS IS
'"H SIMP. KoHcTaHT5I MPOTOH-IIPOTOHHOTO paciieruieHus npuseneHsl B ['epriax (I'm).

KX-MC criekTpsl nony4aroT Ju00 mpu ucnonb3oBanuu mnpudopa Thermofinnigan QA MS ESI, mpu wnc-
nosib3oBannu Phenomenex Aqua S5-muxponHo#i C18 125A 50x4.60 MM KOJIOHKM M JIMHEHHOTO TpagfeHTa OT
55% wmeranon:1% aumeronutpmt B Boge a0 100% meranoma B Teuenue 3 MuH. 100% MetaHON yaepKuBaeTcs B
TeueHne 2 muH. B kadectBe ampTepHaTHBHI JKX-MCCHEKTpHl MONYYalOT JHOO TPH HUCIONb30BaHWH Arilent
1200SL B33C, cHabxérnoro 6130 Macc-cieKTpoMeTpoM, paboTaroNIiM Ipu HOHM3anuH ekTpocnpeeM (IC);
Xpomarorpaduieckue JaHHbIE IMOTyYeHBI IPU UCTIONB30BaHNH KoJdoHKH Shimadzu Shim-pack XR-ODS, 3,0x30
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MM, pa3Mep 9acTHIl 2,2 MKM B BOJHO-METaHOIFHOTO TpaareHTa oT 15 1o 95% meraHona B TeueHue 2,2 MUH IpU
CKOPOCTH IOTOKA, paBHOW 1,5 mi/MuH; ynepkuBaHue npu 95% MeraHolla NPUMEHSIOT B KOHIE TPaJUEHTa B
teuenue 0,8 MuH; 00e MOOHITbHBIE (ha3bl Kak BOJa, Tak U MeTaHou conepxar 0,1% MypaBbUHOI KUCIIOTHI.
OCHOBHBIE CHHTETHYECKHE MPOLEAYPhI
Coenunenus Gpopmyiibl (I) MOTyT OBITH MMOJTyYEHBI ITPHU MCIIOIB30BAHUU WM MPUMEHCHUU U3BECTHBIX CIIO-

co00B (T.€. croco00B, HCIOJIL30BAHHBIX JI0 CHX I1OP MJIHM OIMCAHHBIX B XMMUUECKOH JIUTEpAType)
' R 1 R 5 Z—R 7

wo R /
X A ,N_fc’a—“”\ U)
P
Y R, I R,

Hanpuwmep, coequnaenus ¢popmyst (I) MoryT OBITE IOy4YeHBI cioco0oM, B KoTopoM coenuHenue (1) pea-
rupyet ¢ coequnenueM (III), rme R;, Ry, Rs, Rg, Ry, P, Q, V, W, X, Y, z 1 a SBISIIOTCS TpyHIIaMu, KOTOPBIE OII-
peneneHsl Bblle st coeanHenuit popmynsl (1), u T sBisieTcs yxonsiei rpynmnon, HanpuMep aToOMOM rajore-
Ha, METaHCYIb()OHMIOM, TP TOPMETaHCYIbHOHUIOM, TOIYOJICYJILGOHUIOM H T.I1.

z—R, .
W= R Ry g w2 R Ry FTR:
)L - /N—?C)a‘iflr _— )IQ — /N—fC)a—?—N\
=y P R, INI R, base Sy P R, |N| R,

an L]
base - ocHOBaRME

Peakiuio 0OBIYHO MPOBOMSAT B PACTBOPUTEIIC B IIPUCYTCTBUN OCHOBAHUSI.

OcHOBaHUS, KOTOPBIE UCHOJB3YIOT B 3TOW Peaklry, BKIOYAIOT B ce0s, HO HE OrpaHWYCHBI, HEOpTaH4e-
CKHEe OCHOBAHHA, HallpuMep KapOOHAT HATpus, KapOOHAT Kalusd W T.I., OPraHWYECKHE OCHOBAHWS, HAIpUMEP
JTUMETHIAMAHOTTUPUANH, TPUITHIIAMUH, THA30NPOIHIATHIAMuH, 1,8-mrasabummkino-[5.4.0]-7-yHaeneH u T.11.

PacTBOpHTENH, KOTOPHIE MCIONB3YIOT B ATOM pEeakIiy, BKIIOYAIOT B ceOs, HO HE OTPaHUYEHBI, IPOCTHIC
3¢bupHI, HAIPUMEP JUITHIIOBBIN ddup, TeTparuapodypaH U T.II., TAIOTEHUPOBAHHbBIE YIIIEBOAOPOIbI, HAIIPUMED
METHJICHXJIOPUI, XJIOPOGOpM, 1,2-TUXIIOPITAH U T.II.

Temneparypa peakuuu 0ObIYHO HAXOJMTCS B AMamna3oHe ot -78 1o -150°C, mpeArnoyTUTeNbHO B JHana3oHe
ot -20 1o -80°C, 1 BpeMs peakiuy OOBIYHO HAXOAUTCS B quana3oHe 1-72 .

IMocne 3aBepmenus peaknuu coequHeHUss GopmMyisl (I) MOTYT OBITH BBIICICHBI HCIIONB30BAaHHEM OOBIY-
HBIX CIIOCOOOB, HAaIIpUMep JOOABICHHEM BOJBI K PEAKIIMOHHOW CMECH, IKCTPAKIUECH OPTaHUYECKUM PaCTBOPH-
TeJeM, KOHIICHTPUPOBAHUEM JKCTpaKTa U T.I. BeiaenenHoe coenmHeHune Gopmyisl (I) MOXeT OBITH OYHUINECHO
TaKAMU CII0cO0aMu, KaK XpoMaTorpadus, epeKpUCTaUIN3aIHs | T.II., €CITH 3TO HEOOXOIMMO.

Coenunenns popmyinsr (Ia) MOTYT OBITH MONyYEHBI HPU HCIIONB30BAHUH WM MPUMEHEHHH W3BECTHBIX
crioco0oB 00pa3oBaHUsl aMHIIOB (T.€. CIIOCOOOB, MCIIONIB30BAHHBIX JIO0 CHX MOpP HIIM ONFCAHHBIX B XUMHUYECKOU
JUTEpaType)

R,

w” /Q\ I? 3 R 5
X A fN_"fC)a"fN\ (1a)
TP OR, R,

MHoro nponeayp AOCTYIHO Ui 00pa3oBaHMs aMHUIHOH CBA3M MEXAYy aMHHOIPOW3BOJHBIMHU, HAPUMED
MIPOU3BOIHBIMU Ol-aMHHOHHUTpIIIA popmyirsl (I1) m kKapOOHOBOI KHUCIOTOH C UCTIOIF30BaHUEM KOHICHCHPYFOIITIX
areHToB. Pa3paboTaHbl MPOLIEAYPHl C UCIIOIB30BAHIEM TAKHUX PEArceHTOB, KaK KapOOAMUMHIB! B Ka4eCTBE KOH-
JEHCUPYIOUINX areHTOB Ul 00pa3oBaHUs aMuaoB. Takue KapOOIMMMUABI BKJIIOYAIOT B ceOs, Hampumep, Au-
uukiorekcuikapooauumuy  (DCC),  mumzonpomunkapooanumun  (DIC),  1-(3-aumernnamuHoOIponmi)-3-
stunkapoonuumuy  ruapoxiopua  (EDC) u 1. Taxke HCHONB3YIOT —Karajau3aTtopbl, Hampumep 1-
ruapokcudensorpuazon (HOBT) u ero npousBoaubie. Kpatkoe M30kKeHHE TaKHMX CIHOCOOOB MOXHO HAaWTH B
"Comprehensive Organic Transformations", R.C. Larock, VCH Publishers (1989) p. 972-972. O61ee npencras-
JICHHE O TaKuX IpeBpalleHusIX Takxke noctynHo u3 "March's Advanced Organic Chemistry: Reactions, Mecha-
nisms, and Structure (Sixth Edition)", Michael B. Smith and Jerry March, Wiley-Interscience Publishers, (2007),
pp 1431-1434.

Hpyroit obmelt peaknmeit A MONYyYEHUS aMUIOB SBILSIETCS B3aUMOJCHCTBHE TATOTCHUAAHTUAPUAOB C
amMuHaMHy. Takoe MpeBpaleHue XOPOIIO M3BECTHO CIIEHHUAINCTaM B JAHHOW OOJIACTH TEXHHUKH, U 0030p TaKuX
peakuuii gocrynen u3 "March's Advanced Organic Chemistry: Reactions, Mechanisms, and Structure (Sixth
Edition)", Michael B. Smith and Jerry March, Wiley-Interscience Publishers, (2007), p. 1427-1429.

[IpousBoansie o-amuHOHHUTPIIIA hopMyisl (II) MOTYyT OBITH MMOTydYEHBI IPH B3aUMOJICHCTBUN KapOOHIIIb-
HBIX coefinHeHuit obieit Gopmynsl (IV) ¢ MoAXoAAIMM UCTOUYHMKOM LIMAHKAA, HAPUMEP LIUAHUIOM HaTpus,
[UAHUJIOM KaJus, TPUMETHICHIMIIHAHUIOM U T.IL., ¢ aMuHamu oOmier popmyisl Rg-NH,, Hanpumep ammua-
KOM, METHJIAMUHOM U T.I. U OOBIYHO B NPUCYTCTBMHM aMMOHHUIHOW COJIM, HAlpUMep, XJIOPHIA aMMOHHUS H T.II.
CrienuanicraM B JaHHOW OOJIACTH TEXHHMKHM H3BECTHA 3Ta peakmus kak cuHTe3 CTpekepa (CM., Hampumep,
p-1391 B "March's Advanced Organic Chemistry: Reactions, Mechanisms, and Structure (Sixth Edition)", Mi-
chael B. Smith and Jerry March, Wiley-Interscience Publishers (2007).
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R P
D TR LM A}SH
. 5 .y, a
Xoy-p Cyanides Koy~ =p X H lliﬁ

) (I

Cyanides ~ HEaHHABE
Kapoonunsasie coenuaerns Gopmynst (IV) MoryT ObITE TOTYYeHEI pH B3anMoaelicTeiun NH-apunoasomna
obieit popmyist (V) ¢ coenunenuem oduieit popmyisr (VI), B kotopom Ry, Ry, R;, Ry, Rs, R7, P, Q, V, W, X,
Y, a, m U n ABIAIOTCA TPYyNIIaMH, KOTOPBIE ONpeneNeHsl Boime it coequaenuii popmynsl (1), m T aBnsercs
YXOJSILEeH TPYNIO, HAIIPUMEP aTOMOM TaJloreHa, METaHCYJIb(OHUIOM, TPUDTOPMETAHCYIL(POHUIOM, TOIYOII-
CYJIb(OHUIOM U T.II.

R,
T—{Cla——R,
W~ R, 0w w2 fs
i I M i j; N—{Cla— R,
Sy p base Koy R, ©
) w)

base - ocHoBanne

Peaxuyio 0OBIYHO IPOBOJIAT B PACTBOPHTEIIE B IIPUCYTCTBUH OCHOBAHHSI.

OcHOBaHUS, KOTOPBIE HCIIOIB3YIOT B 9TOM peakluy, BKIIOYAIOT B ce0sl, HalpuMep, HO HEe OIpaHU4EHbI, He-
OpraHMYecKre OCHOBAHMS, HaIlpuMep KapOoHAT HaTpHs, KapOOHAT KaJlUsl U T.II., OPraHUYECKHE OCHOBAHMUSI, Ha-
MpUMEpP TUMETHIAMUHOIUPUINH, TPUATHIIAMIH, JHH30NPONIATAIAMUH, 1,8-auazadunukiol5.4.0]-7-yHaeueH
U T.IL

PactBopuTenu, KOTOpbIE UCIIONB3YIOT B 3TOH peaknny, BKIIOYAIOT B ceOsl, HAIpUMep, HO HE OTPaHNYEHBbI,
aIleToH, MPOCThIe 3(GUPHI, HAIPUMEP IUATHIOBBIH 3¢hup, TeTparunpodypaH u T.II., FAJIOTEHUPOBAHHbIE YTIIEBO-
JOpPOJb], HAIPHMEP METWIICHXIIOPHU, XJI0podopM, 1,2-TUXIOPITaH U T.II.

Temmepartypa peakiu 0ObIYHO HAXOAUTCS B AuanazoHe oT -78 1o -150°C, mpeInoYTUTEeNbHO B JHANIa30He
oT -20 10 -80°C, 1 Bpemsl peakiiuy 0ObIYHO HAXOIUTCS B AuanazoHe 1-72 d.

[Mocne 3aBepuienust peakuuu coeanHenus: Gopmyiisl (IV) MOryT OBITH BBIJIENEHBI HCIIOJIb30BAaHUEM OObIY-
HBIX CIIOCOOOB, HAaIIpUMep 00aBJICHUEM BOJbI K PEAKLIMOHHOM CMECH, IKCTPAKLMEH OPraHWn4eCKUM PacTBOpPH-
TeJleM, KOHIIEHTPUPOBAHNEM 3KCTPAKTa U T.II.

Brinenennoe coenmnenue ¢popmyiisl (IV) MoxeT OBITh OUMIIEHO TAKUMH CIIOCOOaMHU, Kak XpomaTorpadus,
NEepEeKPUCTAUIA3AIMSA U T.II., €CIIH 3TO HEOOXOUMO.

2H-NH-apumnoazon ¢opmyist (Va), (bopmymna (V) npu P=N) 00b9HO peacTaBIsaIOT B BUAE UX TayTOMeEp-
HoW cTpykTypsl 1H-NH-apumnoazona (Vb). B wactHocTH, 2H-6eH30TpHa3zon ¢popmynst (Ve) u 2H-uamazon gop-
Mynbl (Ve) OOBIYHO IMPEACTAaBISIOT B BHAE MX AJIBTCPHATHBHBIX TAayTOMEPHBIX (hOpM, cCOOTBETCTBEHHO, |H-
6ensotpuazona opmyn (Vd) nnmm (Ve) u 1 H-unnazomna popmynst (Vg).

Jluckyccuio 0 TayToOMepHu reTepolrkiIoB MoxkHO Haiitu B "The Tautomerism of Heterocycles, Advances
in Heterocyclic Chemistry Supplement 1", eds. José Elruero, Claude Marzin, Alan R. Katritzky and Paolo Linda,
Academic Press Publishers (1976).

1 T e S T e
e H, Xopr =W Koy H/ Koy N Yoy =N Xy H/
{va) (vb) (ve) (vd} (Ve} vh (vg)

[Tpu nony4ennn kapOOHWIBHBIX coequHeHnid Gopmyinsl (IVa) B3anmoneiicteuem 1H-NH-apunoasona 06-
mei popmyisl (Va) ¢ coenuaenneM oOmeit popmyisl (VI) Taroke MoaydaroT pernon3oMepHbie KapOOHUIIBHBIE
coenmaeHus popmynsl (IVb). OHE MOTYT OBITH OTAETICHEI OT TPeOyEeMbIX KapOOHMIBHBIX COSANHEHUN (HOPMYIIBI
(IVa) ctangapTHBIM CIIOCOOOM OYHCTKH, U3BECTHBIM CIICIHAINCTaM B TaHHOW 00JIaCTH TEXHHKH, HO HE OTPaHH-
YEeHBI KHUIKOCTHOW XpoMaTorpadueld mpyu UCIIOIb30BaHIH OOBIYHOM (ha30BOH mim oOpamieHHO (pa30Boi Xpoma-
Torpaueil Ha KOJIOHKaX U3 CHJIMKArells WIN KPUCTAILTH3AlUeH.

Rs
T—(C)a 8

W’/v Q\\ R, o (v Wf’v /0\ 'laa R, W”V Q\\

L[N e T G I N

x\\Y H base Sy N R, o x\\y h{ _R,
{Cla

va) (IVa) RS }\ (IVh)

o] R

base - ocHOBanHE
Te npoussonubie 'H-NH-apunoasona oGuieit popmyist (Va), KOTOpbIe He SBIMIOTCS KOMMEPUECKH J0C-
TYITHBIMH, MOTYT OBITH ITOJIy4YEHBI TIPH MCIIOIb30BaHUHU WIIM IPUMEHEHHH W3BECTHBIX CIIOCOOOB (T.€. crloco0oB,
UCIIONIb30BaHHBIX JIO CHX IOP WJIM OIHMCAaHHBIX B XUMHYECKOM JINTEpaType).
Hanpuwmep, o6mmuit ciocod monmyuenns 1H-6er3orpuazona hopmymnst (Vd) wmm (Ve), toe Ry, Ry, V, W, X,
Y, Z, m u n SBISFOTCS TPYIIIAMH, KOTOPEIE OTPEIEICHBI BhIIIE s coequHeHni popmynsl (I), MoxeT OBITh Hali-
neH B Organic Synthesis, Coll. vol. 3, p. 106 (1955) B Journal of Heterocyclic Chemistry, vol. 22, (1985), p.
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1165-1167. T'anorennposanne 1H-6en3orpuazona popmynst (Vd) mmm (Ve) MoxkeT OBITh IPOBEACHO MIPH UIIOTb-
30BaHMU MPOLIEAYP, ONMUCAHHBIX B JINTEpPAType, HANpHMep, TeX, koTopsle onucanbl R. H. Wiley and K. F. Hus-
sung B Journal of the American Chemical Society, (1957), pares 4395-4400 u K. Kopanska et al. B Bioorganic &
Medicinal Chemistry, volume 13 (2005) page 3601 u B Bioorganic & Medicinal Chemistry, volume 12 (2004),
p-2617-2624.

OO6umii cnoco6 nmonyuenus 1H-unnazona dopmynsr (Vg), rue Ry, Ry, V, W, X, Y, m u n sBnsitotes rpyn-
NaMu, KOTOpbIE ONpeAeNeHbl Bblle Juisi coenuHeHuid ¢popmyisl (1), onucansl B nurepatype R.A. Bartsch u I1-
Woo Yang B Journal of Heterocyclic Chemistry, volume 21, (1984), p. 1063-1164 u HegaBHo rpynmoii Valérie
Collot n Sylvain Rault B Bioorganic & Medicinal Chemistry Letters, vol. 11 (2001), p. 1153-1156 vol. 17
(2007), p. 3177-3180.

B onmHOM W3 BapmMaHTOB HACTOAIIETO M300peTeHHs KapOOHWIBbHEIE coequHeHus Gopmynsl (IVa), rme Q
npencrasisger coboit anxokcuMeTmiieH (Q=C-OR;;) mm metuner (Q=CH), o0pa3yroTcs OKHCIEHHEM CITUPTO-
BBIX coeanHeHHnH opmysl (VIla)

vlv/’vij\N ?C“) R Oxidation W”V ~a Ry

- N—(Ca——R, | I N-—{(Cla—7—R

oy Nk, om Xy~ =N L 5
(Viia} (va)

Oxidation — oxnenenne

Takue mpeBpamieHnss XOPOIIO W3BECTHHI CHENHUANIACTAM B JAaHHOW OOJIACTH TEXHUKH, KPaTKOE OIHMCAHHE
Takux crmocoboB MoxkHO Haiith B "Comprehensive Organic Transformations", VCH Publishers, (1989), R.C.
Larock, p. 604-614. Hanpumep, oHE MOTYT OBITH peayr30BaHBI IIPH ITOMOIIH PEarcHTOB Ha OCHOBE JUMETHII-
cynbhoKcraa, HapUMep, PEeaKkIuel OKCATMIXIOpUAA C JUMETHWICYIh(OKCHIOM IPH HU3KOH TeMmmepaType,
CHeNHaIuCTaM B JAaHHOW 00JacTH TEXHWKU OHA M3BECTHA Kak OkucieHue mo CepHy. OHH MOTYT Takke OBITh
peaTM30BaHbI MPY TTOMOIIM HUTPOKCHIBLHOTO paaukana, 2,2,6,6-TeTpaMeTHIUIIEPUINH- | -OKCHITBHOTO CBOOO/I-
Horo panukana (TEMPO), 1 nogoOHbIX peareHToB U IPH NOMOIIN TUIIEPBAIEHTHBIX HOJHBIX PEareHTOB, T.€. TaK
Ha3bpiBaeMoro Jlecc-MapTuH neproanHaH peareHta (cM., Hampumep, p. 1715-1728, "Oxidation or Dehydrogena-
tion of Alcohols to Aldehydes and Ketones" B "March's Advanced Organic Chemistry: Reactions, Mechanisms,
and Structure (Sixth Edition)", Michael B. Smith and Jerry March, Wiley-Interscience Publishers (2007)). Pac-
TBOPHTEIIN, HCIIOIb3YEMbIE B PEAKIMU, BKIIOYAIOT B ce0s1, HO HE OrpaHMYEHBI, IPOCThIE AQUPHI, HAIPUMED IH-
STHJIOBBIA 3¢up, TeTparuapodypaH M T.NI., TAJIOT€HHPOBAHHBIC YIJIEBOJIOPOJBI, HAPUMEP METHJICHXJIOPHI,
xiopodopm, 1,2-nuxmopatad u T.1. TeMmnepaTypa peakiiui oOBIYHO HAXOAWTCS B Auama3oHe oT -78 mo -150°C,
MPEIIOYTUTENHHO B Auana3oHe ot -78 1o -50°C, u BpeMs peaknuu 0OBITHO HAXOIUTCA B Anamna3oHe 1-72 4.

B nmpyrom BapmaHTe OCYIIECTBICHHS HACTOSIIETO M300pPETEHUS MPOM3BOIHBIE CBOOOMHOTO crupra (Gop-
myasl (VIIa), B koTopeix Q mpenctasinseT coboit ankokcumerwieH (Q=C-OR ;) nnmn metmned (Q=CH), obpasy-
FOTCSI TIPY OTIIEIUIEHHH 3aIMUTHON TPYIIBI OT COOTBETCTBYIOMIETO 3AIIUIIEHHOIO MPOM3BOIHOIO COHpTa (Gop-
myasl (VIIIa), roe Ry, mpencrasnser co0oi 3alUINEHHYIO THIPOKCHIBHYIO TPYIINY. 3alUICHHBIC THAPOKCUIIb-
HBIE TPYIIIBI, UCIOJIb3YEMbIE B PEAKIMH, BKIIOYAIOT B Ce0sl, HO HE OrpaHUYEHbI, HAIPUMEP, IPOCThIE IPHPHI,
HarpuMep N-METOKCHOEH3WIIOBBIH 3(HP M CHIMIOBBIA 3QUp, HAIPUMEp TPeT-OyTHIIAMMETUICHITUIOBBINA (up
(cMm., Hanpumep, "Protection for the hydroxyl group" p. 16-299 in "Protective Groups in Organic Synthesis
(Fourth Edition)", eds. Peter G.M. Wuts and Theodora W. Greene, Wiley-Interscience Publishers (2007)).

Hydroxyi Protecting
W’fv/J\fo\ Rs Group Cleavage w¢V =a R
| N—[C)a—’—R 5 ! I N—fc)a R
==/ 7 _i_ §
Xy =N R, o©R, Xoy"SN Rk, oM
(Vilia) (Vita)

Hydroxyl Protecting Group Cleavage — CHSTUe 33IIHMTHI ¢ THIPOKCATPYILIEL
B npyrom BapmaHTe OCYIIECTBICHHS HACTOAIIETO H300peTeHus coequuenus Gopmynsl (VIIIb) o6pasyroT-
csl IpH B3auMopeicTBuu coequueHnit popmyisl (IXa) co cnmprom dopmyist Ri3-OH u ocHoBaHus, Takoro kak,
HO HE OTPaHWYCHHOTO, THAPOKCH] KAIUs, TUAPOKCH HATPHUS H T.II.
R

V. 3 . _,
Vel I\H_im a R, Heterocychization vlv’v == N __? CJ)a R,
K\Y NO, Ry ORg, R,;7—0OH K\Y =N R, OR,
Base
(IXa) (Vilib)

Heterocyclization — I'eTeponnknnzamas; Base - ocHoBanme

Cunre3 3-anKokcH-2-3aMemEHHbIX 2H-MHIa30710B ONMcaH B XUMHYECKON TUTepaType, Hanpumep, B Jour-
nal of Organic Chemistry, 2006, 71, 2687-2689 ("N,N-Bond-Forming Heterocyclization: Synthesis of 3-Alkoxy-
2H-indazoles" by A.D. Mills, M.Z. Nazer, M.J. Haddadin and M.J. Kurth) and in Journal of Combinatorial
Chemistry, 2007, 9, 171-177 ("Synthesis of a Library of 2-Alkyl-3-alkyloxy-2H-indazole-6-carboxamides" by
A.D. Mills, P. Maloney, E. Hassanein, M.J. Haddadin and M.J. Kurth). OnHako HM OfiHA U3 NPEABIIYIINX My0-
JIMKAIMK HEe OMMChIBAET CHHTe3a coenunenuid popmysl (VIIIDb).

B npyrom BapuaHTe OCyIECTBICHHS HAacTOsMIero u3obperenus coeaunerus Gpopmysl (VIIc) obpasyror-
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Csl TIPY TeTEePONMKIN3aMu coequaeHni Gopmyasl (IXa) mpu Mx B3aMMOJEHCTBHHU C BOCCTAHOBHUTEINIEM, HAIPH-
MEp LUHKOM.

R
W’/V 13 Heterocyclization W/’V ?;
M NPT R — I\N—P)a*—r—Rs
"
Dy NO, R, OR, C x\\Y R, OR,
(IXa) (vilic)

Heterocyclization ~ I'eTepomuxnuzanua; Zine - HHEK

Cunre3 2-3aMeriéHHbIX 2H-MHIa30710B U3 MTPOM3BOAHBIX 2-HUTPOOSH3MIAMUHOB ONUCAH B XUMHYECKOM
nuteparype, Hanpumep B Synlett, 2007, 16, 2509-2512 ("A Novel and Efficient Synthesis of 2-Aryl-2H-
indazoles via SnCl,-Mediated Cyclization of 2-Nitrobenzylamines" by Da-Qing Shi et al.), B Journal of the
Chemical Society, Perkin Transactions 1, 1973, 3, 319-324 ("Pyrazolopyridines. Part II. Preparation of 3-
Substituted 2-Aryl-2H-pyrazolo[4,3-b]pyridines. Acid-catalysed Cyclisation of 2-Arylamino-methyl-3-
nitropyridin" by H.E. Foster and J. Hurst) u B Tetrahedron, 1998, 54, 3197-3206 ("2-Substituted Indazoles from
Electrogenerated Ortho-nitrosobenzylamines" by B.A. Frontana-Uribe and C. Moinet). OqHako HA ofHa U3 TIpe-
IBIOYIINX ITyOJTMKAIMK He OMUCHIBaeT CHHTE3 coeanHeHnid popmydsl (VIIc).

B npyrom BapmaHTe OCYNIECTBICHHUS HACTOSIEro u300pereHus coeaunenus popmyist (VIId) obpasyror-
Csl IPH B3auMo/ieiicTBUM anbaeruaoB ¢hopmyisl (Xa) ¢ coenuueHussMu Gopmysbl (XI) B IpUCYyTCTBUM BOCCTAHO-
BUTENIS, HAIIPUMEP, HO HE OrpaHMYEHO, IMAaHOOOPTUAPHUI HATPHSL, OOPTHIPHI HATPUS, TPHALETOKCUOOPTHAPHT
Hatpus, L-cenextpun® (TpH—BTop-6yTHn(msz1;z[o)6opaT JIUTHS), IeKa0opaH | T.11.

3

HZN—iC)a—l—R s
WGNIQO m—(x"mf W N—(C R,
X\\Y No, Reducing agent X\WI\ L ‘la—é;2
{Xa) (ViiLd)

Reducing agent - BoceranoBaTenns

PacTBOpHTENH, KOTOPBIE HCHOIB3YIOT B ATOM peaklyy, BKIIOYAIOT B ce0sl, HAIlpuMep, HO HEe OrpaHIYCHEI,
mpocTeie 3(pUpPBI, HAIPAMEP AUITHIIOBEIA 3(Up, TeTparuapoPypaH U T.II., TAJIOTCHUPOBAHHBIC YTIIEBOIOPOIBL,
HaTpuMep METHIICHXJIOpUI, XiIopodopm, 1,2-muximopItad U T.1. Temreparypa peakuud OOBIYHO HAXOAWUTCS B
nuanasoHe ot -78 g0 -150°C, npeamoururenbHo B auamnazone oT 0 g0 -80°C, u BpeMs peakiuu 0ObIYHO HaXo-
IUTCS B nMamasoHe 1-72 4.

Coenunenust ¢popmyiisl (IXa) MOryT ObITH MOJyYEHBI MPH B3aUMOAEHCTBUH anbiaerunoB Gopmyisl (X) ¢
coenuHeHusiMUA Gopmyisl (XI) 1 BoccTaHOBUTENSIMH, HAIPUMEP, HO HE OIPaHUYEHHBIMH, [IUaHOOOPTHIPHU]L Ha-
Tpus, OOprHIpHUI HATPHUs, TPHALECTOKCHOOpTHapHa HaTpus, L-cenextpua® (Tpu-BTOop-OyTHn(ruapumo)dopar
JUTHA), NeKabopaH U T.II.

R
H N-fC)a—'—R
4 °R1z
W i w e
00 s Tk
Ry NO, Reducing agent X\\Y R, OR,,
X (1Xa)

Reducing agent - BoceTanoBHTEIE

Taxue mpeBpaleHuss XOpPOIIO U3BECTHBI CIEUAINCTaM B JIAHHOW 00JIaCTH TEXHUKH W W3BECTHBI KaK BOC-
CTaHOBUTEIHHOE aMHHHAPOBAHME, KPAaTKOE OMICAHNE TaKUX crmocoOoB MoxkHO Haiitu B "Comprehensive Organic
Transformations", VCH Publishers (1989), R.C. Larock, p. 421-425. PacTBopuTtenn, KOTOpEIE HCIOIB3YIOT B
9TOH peakIiy, BKJIIOYAIOT B ce0s, HapuMep, HO HE OTPAaHWYCHBI, MPOCTHIE 3(UPBI, HAPUMED JUITHIOBBIN
a¢up, TerparuapodypaH U T.II., TAIOTCHUPOBAHHBIC YIIIEBOAOPOJbI, HAIPUMEDP METWICHXJIOPHUI, XI0pPodhopM,
1,2-muxopatand u T.0. TeMmnepaTypa peakunu oObIYHO HaXOIWTCS B AuamasoHe oT -78 1o -150°C, npenmouTn-
TeapHO B auana3one ot 0 1o -80°C, u BpeMs peakiiuu 0ObIMHO HAXOAUTCS B Tuana3zoHe 1-72 4.

B kauectBe anbrepHaTHBBI coequHeHMsT Gopmybl (1Xa) MOryT OBIThH MOJIy4YEeHBI IIPH B3aUMOZEHCTBUU CO-
enuHenuit popmynsl (XI) ¢ coeaunenusimu Gopmydsl (XII), rne T npencrasisier co0oi yXoAsuUIylo rpyriy,
HarpHuMep aToM TaJIoreHa, METaHCYJIb(GOHMI, TPUPTOPMETAHCYIBL(POHHII, TOITYOJICYIb()OHMII U T. .

N
HZN—‘C)a—‘—-RS
R OR
w’ T o) i w T
T e ey
Y NO, K\Y NO, R, OR,;
Xy (1Xa}
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Kornaa ansaernast hopmyisr (IXa) koMMepueckr HEIOCTYIHBI, OHU MOTYT OBITh MOJY4€HbI OKUCIHTEIb-
HBIM OTIIETUICHHEM aJIKeHOBOTO ocTaTka coeauuHeHmid ¢opmynsl (XIII), rae Ri4 u R;s He3aBucuMo BBIOpaHbI U3

C,-C4-ankunkapoonuna u C,-Cy-anmkuna.
R

HzN-'#(;]a-‘—é: Ry
\,?,«,VJ\\/\\}(R - . \.pr"vro
Koy No, Xsy Ny o,
) o)

Taxue npeBpalleHns: XOpOLIO U3BECTHBI CIIEIUAIMCTAM B JJAHHOW 00JIACTH TEXHUKU M MOTYT OBITh OCYIIIe-
CTBJICHBI, HAaI[pUMEp, C Y4acCTHEM O30Ha, NIepMaHraHaTa Kajus W MeTalnepuojara HaTpus. JDTOT Coco0 MOXKET
OBITH OCYNIECTBIEH HEOOs3aTEIBHO B PACTBOPUTENE, HAPUMEP METWICHXJIOPHUJIE, TUITHIOBOM 3(dupe, XJIopo-
(hopMe 1 00BIYHO TIpH TEMIIEpATypax B quamazoHe oT mpuoimsutensHo -100 mo npudmusutensHo 100°C. Kpart-
KO€ M3JIO’KEHHE TaKMX cI1oco00B MoxkHO HaliTh B "Comprehensive Organic Transformations", R.C. Larock, VCH
Publishers (1989) p. 595, 596.

[pousBonusie ankeroB ¢(opmynsr (XIII), B kotoporr R, m Rys HeszaBucumo BeIOpaHel w3 C;-Cy-
ankmkapoormna u C;-Cy-ajxuna, MOTYT OBITh TOJYYEHBI IO PEaKIUsAIM KOHACHCAIWU COCTUHEHHUS (HOpMYJIIBI
(XIV), roe Ry mpeacraBmsger coO0l aTOM TajoreHa Wi TPU(PTOPMETaHCYIH(POHUII U T.11., C COSIUHEHUEM (op-
mysbl (XV), rae M sBisieTcst TpUaIKUIIOI0BOM, OOPHOM KUCIOTOW i 3)UpoM OOpPHOM KUCIOTHI U MajuIajne-

BbIM KaTaJn3aToOpOM.
M/\/R N
R
LV 1%

R
vlv I 16 xv) w/,Vp/R 14
R
K\Y NO, X\\Y NO, %

Palladium catalyst

XV o)

Palladium catalyst — Ilannannesstii kaTanAzarop

Takoe nmpeBpateHne Ipy UCIIOIB30BaHAN coeauHeHs Gpopmyiisl (XV), rae M sBIsSeTCsS TPHAIKIIOIOBOM,
M3BECTHO CICIHMAINCTAM B JaHHOW 00JacTH TeXHHMKHM Kak KoHmeHcanust Ctwie. OmmcaHHe TakhX CIIOCOO0B
MOKHO Haiitu B "March's Advanced Organic Chemistry: Reactions, Mechanisms, and Structure (Sixth Edition)",
Michael B. Smith and Jerry March, Wiley-Interscience Publishers (2007), p. 792-795.

PacTBOpuTENH, KOTOPBIE HCHOIB3YIOT B PEAKIIUU, BKIIOYAIOT B ceOs, HAIIpUMEP, HO HE OTpaHUYCHBI, IPO-
cThle 3(UpHI, HapUMep TeTaruapodypaH, AUOKCAH U T.II., TAIOTEHUPOBAHHBIC YIIIEBOJOPOIBI, Hanpumep 1,2-
JUXJIOPITaH U T.II., ApPOMATHYCCKUAE PACTBOPUTEIH, HAPUMEP OCH30J, TOYOJI, KCHION U T.II. Temmeparypa pe-
akuy o0brgHO Haxomutes B auamazoHe 0-200°C, mpennoururensHo B nuanasone 20-120°C, u Bpems peakuuu
0OBIYHO HAXOINTCA B quamnasone 1-72 4.

Coenunenust popmyisl (XIVa), rue Rig siBisieTcs aToMOM rajioreHa, MOTryT ObITh MOJY4€HBI U3 COeUHE-
HUH hopmymsl (XV) oOpa3oBaHHEM AMAa30HUEBOM COJHM M3 COOTBETCTBYIOIIETO AHWIMHA M B3aUMOJCHCTBUEM C
TaJIOTEHUIAMH MEIH.

NaNO, , acid
v'v"v NH, or tertbutylnitite =V R 1y
: . i
Xs or isoamylnitrite Xz
Sy NO, - . 2y NO,
Copper halide
(xv) (XIVa)

NaNQ;, acid or tert-butyhitrite or isoamylnitrite ~ NaNO;, kaciora HiH Tper-
OYTHNHHTPHI BTN H30aMUHOHATPRI
Copper halide — ranorennn Meau

Takue npeBpailieHUs U3BECTHBI CIICHUAINCTAM B TAHHOM 00JIACTH TEXHUKHU KaK peakius 3oHamaepa (cM.,
Harpumep, "March's Advanced Organic Chemistry: Reactions, Mechanisms, and Structure (Sixth Edition)", Mi-
chael B. Smith and Jerry March, Wiley-Interscience Publishers (2007), p. 984-985).

Coenunenns dopmynsl (Ii), rne V sBusercs azorom mwiu C-Rg, Ry sBisiercs ramorenom u R, u Ry mbo
BMECTE, JIM0O HE3aBHCUMO JIPYT OT ApyTa MPEICTABISAIOT OO0 TajJoreH WM BOIOPOM, MOTYT OBITH ITOTyYEHBI
TaJIOTCHUPOBAHNUEM COOTBETCTBYIOIIETO IPEAIIeCTBEHHUKA coeauHeHus Qopmyinsl (Ig) mpu Mcmonb30BaHUH
ANEKTPOMUIBHBIX TATOTCHUPYIOIINX areHTOB, U3BECTHHIX B TaHHON 00NACTH TEXHHKH, HAIPUMEpP, HO HE Orpa-
HUYEHHBIX, N-HOICYKIMHUMHL, N-OpomcykumHuMuz, N-xmopcykmmaumun, Selectfluor® [1-xmopmernn-4-
¢drop-1,4-muazonnadbunukio2.2.2 Jokran-ouc-(tetpadTopdbopar)] u T.II.
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Electrophilic
H halogenaiing
VN N agent
4 / —_—
—N
i
N

dg it
Electrophilic halogenating agent — JexTpoduabHLBIl raJoreHNpyomuii arenT
Coenunenust popmysl (Ig), roe p paBen 1 wiu 2, MOTYT OBITh HOJYY€HbI OKHCIICHUEM COOTBETCTBYIOIIETO
npenmecTBeHHuKa coennaerns Gopmyns (If) mpu mcmonp30BaHNK OOBIYHBIX OKHCIHWTENEH, H3BECTHBIX B JaH-
HOM 00JIaCTH TEXHUKHU.

o

S.
CF
CF: Oxidation -V /Q‘ H 3
W
W 1 L=
K=y X=y i / (o]

(g)
Oxidation - okHeIeHHE

CrenpanucraM B IaHHOW 00JIACTH TEXHUKHU CIEyeT MPHHUMATh BO BHUMAHHE, YTO C TOYKH 3PEHUS CIIO-
cO0O0B, OTMCAHHBIX BBIIIE, TTOPSANAOK HCHOIb3YEMbIX CHHTETHYECKUX CTAIUN MOXKET OBbITh N3MEHEH U OyleT 3aBU-
CeThb, B YaCTHOCTH, OT TaKHX (paKTOpOB, KaKk MPUPOIBI IAPYrHX (PyHKIMOHAIBHBIX TPYMII, IPUCYTCTBYIOIIMX B
JAHHOM cyOcTpare, JAOCTYITHOCTH KIIIOYEBBIX MPEANIECTBEHHUKOB, U CIIEAYET NMPHHSITH CTPATETHIO 3aIIUTHBIX
rpyni (eciau OHM CyIEeCTBYIOT) (cM., Hanpumep, "Protective Groups in Organic Synthesis (Fourth Edition)", eds.
Peter G.M. Wuts and Theodora W. Greene, Wiley-Interscience Publishers (2007)). OueBunno, Takue haxTopsl
OymyT Tak)Ke OKa3bIBaTh BIMSHUE HA BEIOOP PeareHTOB NPH NPHUMEHEHUH B YKa3aHHBIX CHHTETHYECKUX CTaIUsX.

Coenunenus npuMepoB 1-10 u 52-58 mosy4eHs! coriacHo o0IIel cxeMe peakiuu

NHz p p
NaCN,
ﬁ)ﬁ . ﬁP - ek
NH
NeHCO a
K;COs R MeOH Rie Erone q b‘

Kl (cat ) Rt

Acetone or DIEA, DCM 4 Ru
10

KI (cat.) Acetone- KI (kataansarop) Aueron
aq. — BOJXH.
or - HAH

Koneunslil npoayKT:

V:C-Rg; W:C-Rg; X:C-Rlo; Y:C-R| 1y

Q=P=N;

R;=R,=H; a=1; Rs=mertwnn, 6ytun unn CH,OH; R¢=H;

7=C(0); R/=n-dpennn-R.

[pumep 1. N-[2-(5-Xmop-2H-6eH30TpHaz0n-2-mi)- 1 -inaHo- | -Me T THI |-4-Tpr TOpMETOKCHOSH3aMU T
(coemuuenue Ne 1.001).

4-Tpudropmerokcubenszomnxiopug (0,34 1) pobaBmstror K  pacTBOpy  2-amuHO-3-(5-xmop-2H-
6en3oTpuazon-2-wmn)-2-metuinpornuorntpuia (0,3 r) B cyxom XM, cmemanusim ¢ TOA (0,27 mi). Peakunon-
HYIO CMECh IIEpeMEIINBalOT B TeueHne 48 u npu KkoMHaTHOW Temmeparype. Cuinkarensb J100aBIsSIOT B peaKiy-
OHHYIO CMECh M PacTBOPUTEJb yNapUBaIOT NPHU IMOHWKEHHOM JaBiieHnd. OOpa3yroluiicss HEOUHIEHHBIIH Mpo-
JYKT, TOMEIIEHHBIA Ha CHIMKAareib, OYUIIAIOT XxpoMarorpadueii (SiO,, rentan/DA) Ui HONYyYSHUS! TUTYJIEHOTO
coeIMHEeHUs (COeMHEHMsI, YKa3aHHOTO B 3arojioBke) B Buze Oeinoro mopomka (0,3 r, 54%). Rf=0,7 (1:1
DA/renran). MC (3C): M/Z [M+H]=424. 'H SIMP: (400 MI'n, JIMCO-dy): 1,74 (c, 3H), 5,39-5,49 (m, 2H), 7,48
(zm, J=9,1, 1,9 I'u, 1H), 7,51 (mmp n, J=8,0 I'u, 2H), 7,93 (M, 2H), 8,01 (mxm, J=9,1, 0,6 T'u, 1H), 8,13 (ax, J=1,9,
0,6 I'n, 1H) u 8,92 (c, 1H). "F SIMP (376 MI'u, IMCO-ds): -57,09 (c, 3F).

Hcxomnoe BemiecTBO, 2-aMuHO-3-(5-x10p-2H-6€H30TpHa30m-2-1)-2-METHIPOITHOHUTPII, TTOTYYaroT
CIEIYIOLINM 00pa3oM.

a. Cmech 5-xmop-1H-6en3orpuazona (8 ), xopamerona (6,5 mi), kapbonarta kanus (9,5 T) U woauma Ka-
st (0,5 1) mepememmBaioT B aneroHe (90 mur) mpu KOMHATHOW TemmepaType B TedeHue 48 4. PeaknmoHHyIO
cMech GUIBTPYIOT U (PUIBTPAT KOHIEHTPUPYIOT IPH MOHMKEHHOM JaBJICHHUH IS TOJTyYEeHUs OCTaTKa, KOTOPbIH
ounmarot xpomarorpadueii (SiO,, renran/dA) mns nonydenus 1-(5-xnop-2H-6eHzorpuazon-2-min)nponan-2-
OHa B BH/JIe Tpo3paunoro macia [1,8 r, 16%, Rf=0,6 (1:1 DA/renTan)]. [IBa Apyrux peruou3oMepa TakxKe BbIe-
ns10T, 1-(6-x710p-1H-6en3otpuazon-1-wn)nponan-2-ox [3,8 1, 35%, Rf=0,45 (1:1 DA/rentan)] u 1-(5xmop-1H-
Oen3oTpuazon-1-mwn)nponan-2-oH [3,2 T, 29%, Rf=0,35 (1:1 DA/renran)].

Mertanon (50 mut) HackIIAOT aMmMuakoM mipu -78°C B TeueHne 5 MuH. PacTBOopy HaroT HarpeTses 10 KoM-
HATHOH TeMIiepaTypsl U 3aTteM oOpabareiBaroT nuanuaoM Hatpus (0,7 ), xmopunom ammonus (0,9 r) u 1-(5-
xnop-2H-6en3otpuazon-2-mwi)nponan-2-oHoM (2,25 1). PeakiimoHHy0 cMech IepeMeInBaoT B TeUeHHE 6 THEH
MIpU KOMHATHOH TeMIepaType nepea KOHICHTPUPOBAaHHEM PU MOHIKEHHOM JIaBieHHH. OCTaTOK MEepPeHOCST B
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STHIIAIETAT, GIIBTPYIOT U QIIBTPAT KOHIEHTPUPYIOT IPH MTOHWKEHHOM JTaBICHUH 0 MOJMYYCHUS OCTaTKa, KO-
TOPBIA OUMIIAOT XpoMaTorpadueit (Si0,, rentan/DA) g momydeHus 2-aMuHo-3-(5-xnop-2H-6en3oTprazon-2-
WIT)-2-METUIIIPONUOHUTPIIIAa B Buae OnemHo »kémroro TBEpmoro BemectBa (2,0 T, 79%). Rf=0,25 (1:1
DA/rentaH).

Mpumep 2. N-[2-(5-Xnop-2H-6en30Tprazon-2-mi)-1-muano- 1 -merunatii |-4-tpudropmerrndoeH3amMu
(coenuuenue Ne 1.002).

IIpu ncnonp30BaHUM MPOIETYPHl, TOAOOHO OIMKMCAHHO B IpuMepe 1, 3a UCKIIOYEHHEM HCIOIb30BaHUs 4-
TpUPTOPMETIIIOCH30MIXJIOPHIA, TUTYJIFHOE COSMHEHNE BBIIEISIIOT B Buae Oenoro TBEpaoro semectsa (0,12 r,
71%). Rf=0,65 (1:1 DA/rentan). MC (3C): M/Z [M+H]=408, 'H SIMP: (400 MI'n, IMCO-de): 1,75 (c, 3H),
5,40-5,52 (m, 2H), 7,48 (un, J=9,1, 1,9 I'u, 1H), 7,88-7,93 (M, 2H), 7,99 (mmwmp 1, J=7,8 I'u, 1H), 8,03 (1, J=0,6
I'u, 1H), 8,13 (axn, J=1,9, 0,6 I'u, 1H) u 9,04 (c, 1H).

pumep 3. N-[2-(5-Ximop-2H-6en30TpHra3on-2-mn)- 1 -imuano- | -Me T3 THI | -4-TpUPTOPMETHITHOOSH3aMU T
(coemuuenue Ne 1.003).

[Ipu ucronp30BaHMH MPOIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIb30BaHUs 4-
TpUPTOPMETUITHOOCH3OMIIXIIOPH/IA, TUTYJIBHOE COCAMHEHUE BBIICISIIOT B BHe Oesoro TBEpaoro Bemectsa (1,4
r, 75%). Rf=0,65 (1:1 DA/renran). MC (3C): M/Z [M+H]=440. 'H SIMP: (400 MI', IMCO-d¢): 1,74 (c, 3H),
5,39-5,50 (m, 2H), 7,48 (nn, J=9,1, 1,9 I'n, 1H), 7,85-7,92 (M, 4H), 8,01 (an, J=9,1, 0,7 T'u, 1H), 8,13 (an, J=1,9,
0,6 T, 1H) 1 9,01 (¢, 1H). "°F IMP (376 MI'ti, IMCO-de): -41,93 (c, 3F).

[pumep 4. N-[2-(5-Xnop-2H-6en30Tpnazon-2-un)-1-nmano- 1 -metmnatuin]-4-penokcndensamun (coenu-
Henne Ne 1.032).

[Tpu ncrionp30BaHMM NpOLIEAYPHI, TOZOOHO ONMUCAHHOM B pHMepe 1, 32 HCKIIIOYEHNEM HCIIONIb30BaHUA 4-
(heHOKCHOCH30MIXIIOpH/IA, TUTYJIFHOE COSMHEHNUE BRIACISIOT B BUAe Oemoro TBEpmoro BemectBa (57 mr, 65%).
MC (3C): M/Z [M+H]=432. '"H SIMP: (400 MI'u, IMCO-d): 1,74 (c, 3H), 5,40-5,46 (m, 2H), 7,04-7,16 (M,
4H), 7,20-7,27 (m, 1H), 7,42-7,51 (m, 3H), 7,82-7,88 (M, 2H), 7,99-8,05 (M, 1H), 8,12-8,15 (M, 1H,) u 8,74 (c,
1H).

4-DeHOKCHOEH30WIXIIOPH]] TIOJYyYaloT B3auMoieiicTBieM 4-(heHOKCHOCH30MHONH KUCIIOTHI € OKCATUIIXIIO-
PHUIOM.

[Mpumep 5. N-[2-(2H-benzorpuazon-2-un)-1-unano-1-mermiatun]-4-rpudropmerokcndbenzamu; (coeau-
Henue No 1.004).

IIpu ucnonp30BaHNUU MPOLETYPHI, OJOOHO OMMCAHHOM B IpUMepe 1, 3a HCKITIOUEHHEM MCIOIb30BaHUs 2-
amuHO-3-(2H-0eH30Tpnaszon-2-mi)-2-MeTHIIPONHOHUTPIIIA, TUTYJIBHOE COEANHEHUE BBHIJCISIOT B BHIE 0EI0T0
tBépaoro Bemectsa (0,1 T, 51%). Rf=0,55 (1:1 DA/rentan). MC (3C): M/Z [M+H]=390. 'H SIMP: (400 MI'w,
IMCO-dy): 1,75 (c, 3H), 5,39-5,49 (m, 2H), 7,45 (ump c, 2H), 7,51 (n, J=8,0 I'u, 2H), 7,94 (ump n, J=7,5 T'm,
4H) u 8,93 (c, 1H).

2-AmuHO-3-(2H-6eH30TpHa30n-2-mn)-2-mMetunnponuoHuTpii [1,9 r, 97%, Rf=0,2 (1:1 DA/renrran)] nomy-
YaroT MPU UCIIOJIb30BaHUHU MPOLIEAYPHI, MOAOOHO OMKMCAHHOW B mpuMmepe 1, 4acTu a u b, 32 UCKIIIOYEHUEM TOTO,
YTO MCXOJHBIM BEUIECTBOM sIBIIsieTCs 1#-0eH30TpHra3ol.

IIpumep 6. N-[2-(2H-ben3orpuazon-2-un)-1-uuano- 1 -meTrns T |-4-tpud TopMe THATHOOCH3aMUT (COeIN-
Henue Ne 1.005).

IIpu ucnonp30BaHNHU MPOLETYPHI, OJOOHO OMMCAHHOM B IIpuMepe 1, 3a HCKITIOUEHHEM MCIIOJIb30BaHUS 2-
amuHO-3-(2H-0eH30Tpuaszon-2-umi)-2-MeTHINPONHMOHUTPUIIA, ~ OMKCaHHOrO B npumepe S5, u  4-
TPUPTOPMETHITHOOCH30MIXIIOPH/A, TUTYJIFHOE COEAMHEHHE BBIJCISIIOT B Buae Oenoro TBEPAOTo BeIlecTBa
(0,12 r, 59%). Rf=0,6 (1:1 DA/rentan). MC (3C): M/Z [M+H]=406. 'H SIMP: (400 MI'n, IMCO-dq): 1,75 (c,
3H), 5,39-5,50 (m, 2H), 7,46 (nn, J=6,6, 3,1 T'n, 2H), 7,85-7,95 (M, 6H) 1 9,01 (c, 1H).

[pumep 7. N-[1-LHuano-1-metnn-2-(5-metnin-2H-0eH30TpHa30-2-w1)3THI |-4-Tpr TOpMETOKCHOSH3aMU T
(coemuuenue Ne 1.006).

[Ipu rcmonp30BaHAUH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IIpuMepe 1, 3a HCKITFOUEHHEeM HCIIOIB30BAHUS 2-
aMHUHO-2-MeTmI-3-(5-Metmn-2H-6eH30Tpra3oi-2-1i) IpONHOHUTPIIIA, TUTYIFHOE COEAWHEHHUE BBIICISIOT B BH-
ne Genoro Tépaoro Bemectsa (0,09 r, 45%). Rf=0,6 (1:1 DA/renran). MC (3C): M/Z [M+H]=404. 'H SIMP:
(400 MI'y, AMCO-dy): 1,73 (c, 3H), 2,45 (c, 3H), 5,34-5,43 (m, 2H), 7,30 (mm, J=8,8, 1,4 'y, 1H), 7,52 (7, J=8,0
', 2H), 7,68 (1, J=1,0 T, 1H), 7,82 (1, J=8.8 I'ri, 1H), 7,90-7,97 (m, 2H) u 8,91 (c, 1H). "F SIMP (376 MI'w,
JAMCO-dy): -57,08 (c, 3F).

2-AmuHo-2-metuin-3-(5-metun-2H-6enzotpuazon-2-unm)nponmonurpun - [2,1 1, 92%, Rf=0,2 (1:1
DA/rentaH)] moyy4aroT IpH MCHOJIB30BaHUM MPOLEIYpPhI, OJOOHO omnMcaHHON B mpumMepe 1, wactu a u b, 3a
MCKIIIOYEHHEM TOTO, YTO UCXOJIHBIM BEIIECTBOM sBIIsieTCsl S-MeTHiI- 1 H-6en3orpuazon.

[pumep 8. N-[1-Lnano-1-merun-2-(5-merun-2H-6en30Tprazon-2-un) i |-4-TpudropmeTiTnoOeH3a-
mu (coenuaenne Ne 1.007).

[pu rcmonp30BaHUH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCITOIB30BAHUS 2-
aMuHO-2-MeTHI-3-(5-MeTrn-2H-0eH30Tpra3on-2-uin)IponuoOHUTpUIa, ONHWCAHHOTO B mpuMmepe 7, U 4-
TpUGTOPMETUITHOOCH3OMIIXIIOPH/IA, TUTYJILHOE COCAMHEHHE BBIJACISIIOT B BUAE Oenoro TBEPAOro BelllecTBa
(0,12 T, 57%). Rf=0,65 (1:1 DA/renran). MC (3C): M/Z [M+H]=420. 'H SIMP: (400 MI'n, IMCO-dq): 1,73 (c,
3H), 2,45 (c, 3H), 5,34-5,44 (m, 2H), 7,30 (ngm, J=8,8, 1,4 T'u, 1H), 7,68 (n, J=1,0 I'u, 1H), 7,82 (1, J=8,8 I'L,
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1H), 7,84-7,94 (v, 4H) u 8,91 (c, 1H). °F IMP (376 MI'y, IMCO-de): -41,94 (c, 3F).

IIpumep 9. N-[2-(5-Xmop-6-meTmin-2H-6eH30Tprazon-2-mi)- 1 -imano- 1 -MeTmm T |-4-TpudTOPMETOKCH-
oenzamuy (coennuenue Ne 1.040).

ITpu nconbp30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHHEM HCIIONIB30BAHMS 2-
amMuHO-3-(5-x10p-6-MeTmi-2H-6en30Tpua3zon-2-un)-2-metwinponuonurpmwia (90 Mr), TUTYJIBHOE COEAWHEHUE
BBIICNAIOT B Bujae Oenoro TBEépmoro BemiecTBa (125 mr, 79%). Rf=0,65 (1:1 DA/rentan). MC (2C): M/Z
[M+H]=438. 'H SIMP: (400 MI'u, IMCO-d): 1,73 (c, 3H), 2,46 (c, 3H), 5,38 (n, J=13,4 T'n, 1H), 5,44 (x,
J=13,3Tu, 1H), 7,52 (1, J=8,0 T, 2H), 7,93 (x, J=8,8 I'u, 2H), 7,96 (c, 1H), 8,13 (c, 1H) u 8,92 (c, 1H). "°F
SAMP (376 MI', IMCO-dy): -57,08 (c, 3F).

2-AmuHo-3-(5-x10p-6-MeTHn-2H-6en30Tpnaszon-2-mn)-2-metuwnponuonurpun [2,1 1, 92%, Rf=0,2 (1:1
DA/rentad)| NOMYYarOT TP UCIOIB30BAHAN MPOIEIYPHI, TIOJOOHO ONMMCAaHHOHM B mpuMepe 1, yactu a u b, 3a
HCKITIOYEHHEM TOTO, YTO HCXOHBIM BEIIECTBOM SIBIIsIETCs 6-Xs10p-5-Metmi- 1 H-6en3oTpuason.

Ipumep 10. N-[2-(5-Xnop-6-metmin-2H-0eH30Tpraszon-2-mi)- 1 -uuano- 1 -Me i3 TrI |-4-TpUPTOPMETHII-
trobenzamu (coequnerne Ne 1.041).

[Tpn nconp30BaHUM HMPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHHEM HCIIONIB30BaAHM 2-
amMuHO-3-(5-x10p-6-MeTmi-2H-6en30Tpua3zon-2-un)-2-meruinponuonurpumia (90 mr, onucanHoro B mpumepe 9)
u 4-tpudropmernnruodbenzomwxiopuaa (0,1 M), TUTYyJIbHOE COEAWHEHUE BBIIEISIOT B BUAE O€lI0ro TBEPAOro
Bemectsa (152 mr, 93%). Rf=0,6 (1:1 DA/renrran). MC (3C): M/Z [M+H]=454. 'H SIMP: (400 MI'u, IMCO-
de): 1,73 (c, 3H), 2,46 (c, 3H), 5,38 (1, J=13,4 I'n, 1H), 5,45 (n, J=13,4 I'u, 1H), 7,87 (n, J=8,5 I'y, 2H), 7,91 (x,
J=8.,6 I'y, 2H), 7,96 (c, 1H), 8,13 (c, 1H) u 9,00 (c, 1H). "°F IMP (376 MI'u, IMCO-dq): -41,93 (c, 3F).

CoenvHenus HpI/IMepOBRI 1-51 nmosydaroT coriiacHoO OOIIeH cXeMe peaKiyu:

Y Rs
3 MeOH Ry ' Ry N
NH . —— NH
R ) or Fe, EIOH NHe or tBUONO, R
10
Ru HCI, NH,CI R &, CHsCN Ry
KzCO5 o
K et Ao
ACS‘OHE
o
" /"‘“f ﬁ;cg, N
=N _N \\ 4 a N
NaHCO; aq NH. N
3
Ry PRu Rip Rir

MeQH

or DIEA, DCM
OF — FLITH
or tBuONO — mim Tper-BuONO
(cat.) - kar.

in Acetone — B aneToHe
or DIEA, DCM - wan THDA, IXM

KoneuHsIit TpOayKT:

V:C-Rg; W:C-Rg; X:C-Rlo; Y:C-Rll;

Q=P=N;

R;=R4=H; a=1; Rs=CHj3; R¢=H;

7=C(0); R/=n-¢pennn-R.

[Mpumep 11. N-[1-Llnano-1-metnn-2-(5-rpudpropmernn-2H-6en3oTprazon-2-ni)atui|-4-Tpu TOpMETOKCH-
6enzamuy (coenunenue Ne 1.008).

[Tpu ncrionp30BaHMM NpOLEAYPHI, TTOZOOHO ONMUCAHHOM B IprMepe 1, 32 NCKIIIOYEHHEM HCIIOJIb30BAHUA 2-
aMHUHO-2-MeTII-3-(5-TpudropmeTin-2H-0eH30Tpra3o-2-1mI)IpOoHOHATPHIIA, THUTYJIBHOE COCOUHEHUE BBIIC-
JSIOT B Buze Oenoro TBEpaoro BemecTBa (65 mr, 26%). Rf=0,6 (1:1 DA/renrran). MC (3C): M/Z [M+H]=458.
'H SAMP: (400 MI'n, JIMCO-de): 1,76 (c, 3H), 5,47-5,57 (m, 2H), 7,50 (1, J=8,0 'y, 2H), 7,71 (mx, J=9,0, 1,6 I'n,
1H), 7,93 (m, 2H), 8,20 (1, J=9,0 I'u, 1H), 8,50 (ump c, 1H) u 8,91 (c, 1H). "°F IMP (376 MI'u, IMCO-d,):
-61,17 (c, 3F) u -57,09 (c, 3F).

2-AmuHo-2-metun-3-(5-rpudropmerni-2H-6en3orpuazon-2-un)npornmonurpuia [1,2 r, 69%, Rf=0,35 (1:1
DA/rentaH)] moyiy4aroT NpU MCHOJIB30BaHUM MPOLEIYPbI, OJOOHO ONMCaHHOW B mpumepe 1, yactu a u b, 3a
HCKJTFOUEHHEM TOT'0, YTO MCXOJHBIM BEIIECTBOM siByisseTcs S-Tpudropmerwi-1 H-6eH30Tpra3o, KOTOPIH moiy-
YaroT CIIEIYIOMNM 00pa3oM.

Cwmech 2-HUTpO-4-TprudTopMeTmnanuinHa (12 T) 1 akTHBUPOBAHHOTO NAJIa U HA aKTHBUPOBAHHOM YTJIE
(0,6 T) B MeTaHOJIE TUAPHUPYIOT NIPH MCIOJIB30BAHUH OJTHOM aTMoc(epsl BOJOPO/Ia IIPH IIEPEMEIINBAHIH B TEUe-
Hue | 4. PeaknoHHYI0 cMech QIIBTPYIOT Yepe3 CION AUATOMHUTOBOM 3€MIIM U (IIIBTPAT KOHIEHTPUPYIOT TpU
YMEHBIICHHOM JIaBICHUH C 00pa30BaHUEM OCTaTKa. DTOT OCTATOK 3aTe€M PacTBOPSIOT B YKCycHOH kuciote (100
i) u Boze (15 mir) u oxnaxnarot 1o 0°C mepen moOaBIeHHEM XJIOPHUCTO-BOIOPOIHON KHUCIOTHI (4 M) U pac-
TBOpa HUTpUTa HaTpus (4,4 r) B Boze (10 mir). CMeck mepeMermnBaoT Ipd KOMHATOW TeMIepaType B TeUeHue 2
9 1 pa30aBiA0T Bomod. OOpasyromeecs TBEPIOE BELIECTBO OT(MILTPOBHIBAIOT, IPOMBIBAIOT BOAOH M CyLIaT
JUTA TIONy4YeHusl He coBceM Oeroro TBEépaoro Bemiectsa (8,0 T, 73%).

[pumep 12. N-[1-LuaHo-1-meTnin-2-(5-rpudropmernn-2H-6en3oTprazon-2-mi)atui|-4-Tpud ropMe -
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troden3amu (coequaerne Ne 1.009).

[Tpn ncionbp30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHHEM HCIIONIBb30BAHM 2-
aMHUHO-2-MeThI-3-(5-Tpud ropmeTiii-2H-0eH30Tpras3oi-2 -1 IpONUOHUTPHIIA, OMTMCAHHOTO B mpumepe 11, u 4-
TPUPTOPMETHITHOOCH3OMIXIIOPHIA, TUTYJIFHOE COCIMHEHHE BBHIACIAIOT B BUAE O€noro TBEPIOIrO BELIECTBA
(0,16 T, 61%). Rf=0,65 (1:1 DA/renrran). MC (3C): M/Z [M+H]=474. 'H SIMP: (400 MI'n, xtopodopm-d): 1,88
(c, 3H), 5,39 (an, J=11,8, 13,7 I'u, 2H), 7,38 (wwmp c, 1H), 7,65 (x, J=9,1 T'u, 1H), 7,75-7,88 (m, 4H), 8,02 (x,
J=9,0 T, 1H) u 8,25 (tump ¢, 1H). "°F SIMP (376 MI'1, xiopodopm-d): -63,01 (c, 3F) u -42,23 (c, 3F).

Mpumep 13. N-[1-Llnano-2-(5,6-nmuxinop-2H-6en30Tprazon-2-min)- 1 -MeTuiaTHII|-4-TpuTOPMETOKCHOCH-
3amun (coequnenne Ne 1.010).

[Tpu ncrionp30BaHMM NpOLIEAYPHI, TTOZOOHO ONMMCAHHOM B pHMepe 1, 32 HCKIIIOYEHHEM HCIIOJIb30BAHUA 2-
amMuHO-3-(5,6-muxinop-2H-0eH30Tpra3omn-2-wi)-2-MeTHIIPOIIMOHATPIIA, TUTYJIBHOE COSAMHEHHE BBIACISIIOT B
BHzie Gesoro TBEporo BemecTra (72 Mr, 28%). Rf=0,6 (1:1 DA/renrran). MC (3C): M/Z [M+H]=458. 'H SIMP:
(400 MI'u, AMCO-dy): 1,74 (c, 3H), 5,41-5,51 (M, 2H), 7,51 (&, J=8,1 'y, 2H), 7,93 (a, J=8,8 ', 2H), 8,43
(mmp ¢, 2H) u 8,92 (c, 1H). '°F SAMP (376 MI'u, IMCO-de): -57,10 (c, 3F).

2-AmuHO-3-(5,6-muxnop-2H-6er3otpuazon-2-mn)-2-mMetmwnpornorutpun  [0,35 r, 79%, Rf=0,25 (1:1
DA/rentaH)] moyiy4aroT NpU MCHOJIB30BAaHUM MPOLEIYPbI, OJOOHO ONMCaHHOW B mpumepe 1, yactu a u b, 3a
MCKITIOYEHHEM TOI'0, YTO MCXOAHBIM BEIECTBOM SBIsieTCs 5,6-nuxnop-1H-06eH30Tpra3os, KOTOphId MOJTy4atoT
CIIEYIOIIMM 00pa3oM.

4,5-Inxnop6enzon-1,2-quamuH (4,8 T) pacTBOPSIOT B YKCYCHOI kucnore (45 mi) u Boge (15 mur) n oxmax-
narot 1o 0°C nepen no0aBI€HHEM XJIOPHCTO-BOAOPOIHOI KHCIOTHI (2 MII) M pacTBOpa HUTpUTA Hatpus (2,8 T) B
Bozie (15 mir). Cmech mepeMemBaloT Ipy KOMHATOH Temrepatype B Tedenue 30 MuH 1 pa3baBisiioT Bogoi. O6-
pasytoreecs TBEPJOE BEIIECTBO OT(HIIBTPOBBIBAIOT, MPOMBIBAIOT BOAOH M cymaT. OOpa3yromuiics HeOUHIIeH-
HBII TIPOJYKT PacTBOPSIIOT B ropsdeM dTaHone. JIroboe ocTtaBmieecs: TBEPIOE BEIIECTBO OT(HHIBTPOBBIBAIOT H
¢unpTpary naroT oxiagutkes. JloOaBieHne BOABI MPUBOANT K 0OPAa30BaHMIO TBEPIOTO BEIIECTBA, KOTOPOE OT-
(UITBTPOBBIBAIOT, MPOMBIBAIOT BOJOW M CYIIAT, YTO NMIPUBOJUT K 0OPa30BaHUIO KOPHYHEBOTO TBEPIOTO BELIECTBA
(2,81, 55%).

Ipumep 14. N-[1-Luano-2-(5,6-auxop-2H-0eu30tpra3zon-2-min)- 1 -me T T |-4-Tpud TopMe THATHOOCH-
3amuf (coequnenue Ne 1.011).

IIpu ucnonp30BaHNU MPOIETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM HCIIOJIb30BaHUS 2-
amuHO-3-(5,6-auxnop-2H-6eH30Tprason-2-mi)-2-MeTHINPOIMOHUTPIIIA, ONMCaHHOrO B mpumepe 13, u 4-
TpUPTOPMETHITHOOCH30MIIXIIOPHIA, TUTYJILHOE COeTMHEHHE BBIISIISIOT B Buje Oenoro TBEpaoro Bemectsa (90
mr, 34%). MC (3C): M/Z [M+H]=474. "H SIMP: (400 MI'u, IMCO-dq): 1,74 (c, 3H), 5,41-5,51 (m, 2H), 7,82-
7,91 (M, 4H), 8,41 (mmp ¢, 2H) 1 9,00 (c, 1H). "°F IMP (376 MI'n, IMCO-de): -41,94 (c, 3F).

[pumep 15. N-[1-Huano-2-(4,6-guxmnop-2H-6en30Tprazon-2-mn)- 1 -metwins T |-4-tpudropmeTokcud eH-
3amu (coequHerne Ne 1.012).

ITpu ncionbp30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHNEM HCIIONIBb30BAHUA 2-
amMuHO-3-(4,6-muxinop-2H-6eH30Tpra3on-2-ui)-2-MeTHINPONMOHATPHIA, TUTYIBHOE COSAMHEHHE BBIACISIIOT B
Buze Genoro TeEpaOro Bemectsa (83 Mr, 33%), Rf=0,65 (1:1 DA/rentan). MC (3C): M/Z [M+H]=458. 'H
SAMP: (400 MI'u, AMCO-dg): 1,75 (c, 3H), 5,40-5,55 (m, 2H), 7,47 (n, J=8,25 I'u, 2H), 7,69 (aa, J=1,5, 0,8 T'm,
1H), 7,92 (n, J=8,8 ', 2H), 8,13 (1, J=1,6 I'n, 1H) u 8,87 (c, 1H). '°F SIMP (376 MI'u, IMCO-de): -57,19 (c,
3F).

2-AmuHo-3-(4,6-nuxnop-2H-6en3otpuazon-2-min)-2-metunnpornuonntpun  [0,35 1, 63%, Rf=0,35 (1:1
DA/rentaH)] moyy4aroT IpH MCHOJIB30BaHUM MPOLEIYpPhI, OJOOHO omnMcaHHON B mpumMepe 1, wactu a u b, 3a
WCKIIIOYEHHEM TOTrO0, YTO HCXOAHBIM BEIIECTBOM sBisiercst S5,7-muxiop-1H-6ensorpuazon. 5,7-duxnop-1H-
6enzorprazon (11 r, 99%) momydaroT Ipu HCMOJIB30BAHUM TPOLENYPHI, TOA00HO ONMMCaHHOW B mpumepe 11,
4acTh a, 32 UCKITFOUYEHHEM TOTO, YTO MICXOTHBIM BEIIECTBOM SIBIsieTCs 2,4-muxiaop-6-autpoanmmH (12 ).

[pumep 16. N-[1-Luano-2-(4,6-guxmop-2H-6en30Tprazon-2-mn)- 1 -metmma T |-4-tpud ropme TuaTroOeH-
3amu (coequHenne Ne 1.013).

ITpn ncrionbp30BaHUM MPOLEAYPHI, TOAOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHUEM HCIIONIb30BaAHMA 2-
aMuHO-3-(4,6-muxnop-2H-6eH30Tpra3on-2-mi)-2-MeTHIIPOIIMOHUTPHIIA, OMUCAHHOTO B mpuMmepe 15, u 4-
TPUPTOPMETUITHOOCH3OMIIXIIOPHIA, TUTYJIBHOE COEIMHEHHE BBIIEIISIOT B Buje Oenoro TBEpaoro Beriectsa (50
mr, 20%). Rf=0,7 (1:1 DA/rentan). MC (9C): M/Z [M+H]=475. SIMP: (400 MI'u, IMCO-d¢): 1,75 (c, 3H),
5,40-5,56 (M, 2H), 7,65 (m, 1H), 7,79-7,95 (v, 4H), 8,10 (M, 1H) u 8,95 (c, 1H). '°F AMP (376 MI'n, IMCO-d,):
-42,05 (c, 3F).

Mpumep 17. N-[1-Llnano-2-(4,6-auxnop-2H-6enzorprazon-2-nin)-1-mernmatuin|onpennn-4-kapookcamus
(coemuuenue Ne 1.046).

[Ipu rcmonp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEeM HCIIOB30BAHUS 2-
amMuHO-3-(4,6-muxinop-2H-0eH30Tpra3on-2-mi)-2-MeTHIIPOIIMOHATPIIIA, OIMCAHHOTO B mpumepe 15, u 4-
OoueHITKapOOHMIIXIIOPUIA, TUTYJIBHOE COeIMHEHKE BBIACISIOT B BUe Oesoro TBEpaoro Bemectsa (32 mr). MC
(3C): M/Z [M+H]=450. AMP: (400 MI'u, IMCO-de): 1,78 (c, 3H), 5,45 (m, J=13,3 ', 1H), 5,55 (n, J=13,3 I'Ly,
1H), 7,43 (m, 1H), 7,51 (1, J=7,5 'y, 1H), 7,70-7,78 (m, 3H), 7,81 (1, J=8,4 I'y, 2H), 7,90 (z, J=8,5 I'y, 2H), 8,18
(n,J=1,6 T'u, 1H) u 8,83 (c, 1H).
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[pumep 18. N-[1-Lmano-2-(4,6-muxiop-2H-6eH30Tprazon-2-un)- | -MeTid TiI |-4-TpeT-0y THIIOeH3aMU T
(coemuuenue Ne 1.053).

ITpn ncrionp30BaHUM MPOLEAYPHI, TOAOOHO ONMUCAHHOH B IpUMepe |, 32 HCKIIIOYEHNEM UCIIONIB30BAHMS 2-
aMuHO-3-(4,6-muxnop-2H-6eH30Tpra3on-2-mi)-2-MeTHITPOITMOHUTPHIIA, OMTMCAHHOTO B mpuMepe 15, u 4-Tpet-
OyTHIOSH30MILIXJIOPHA, TUTYJIBHOE COSAMHEHUE BBLACISAIOT B BUje Oenoro TBEpaoro euiectsa (80 mr). MC
(BC): M/Z [M+H]=430. AMP: (400 MI', AMCO-de): 1,30 (c, 9H), 1,75 (c, 3H), 5,47 (xB, J=17,8 I'uy, 2H), 5,51
(n, J=8,3 T'u, 2H), 7,70-7,76 (M, 3H), 8,18 (1, J=1,5 I'u, 1H) u 8,70 (mwmp c, 1H).

ITpumep 19. N-[2-(4-Xnop-6-Tpudropmernn-2H-6en30Tpraszon-2-un)- 1 -upano- 1 -metmnatuin]-4-
tpudpTopmMerokcndbenzamuy (coeauHenue Ne 1.014).

[Tpu ncrionp30BaHMM NpOLIEAYPHI, TTOZOOHO ONMMCAHHOM B IpHMepe 1, 32 HCKIIIOYEHHEM HCIIOJIb30BaHUS 2-
aMHuHO-3-(4-x10p-6-TpudTop™MeTII-2H-0eH30TpHa30I1-2-11)-2-MEeTHIIITPOIHOHUTPIIIA, THTYJIFHOE COCTUHEHUE
BEIIENAIOT B BHue Oemoro TBEpmoro BemiectBa (0,66 T, 82%). Rf=0,7 (1:1 DA/remran). MC (3C): M/Z
[M+H]=492. 'H AMP: (400 MI'u, IMCO-d¢): 1,11 (c, 3H), 5,46-5,67 (m, 2H), 7,50 (1, J=8,1 ', 2H), 7,89-7,96
(m, 2H), 8,56 (ump c, 1H), 8,87 (¢, 1H). ’F SIMP (376 MI'n, IMCO-dq): -61,07 (c, 3F) u -57,15 (c, 3F).

2-AmuHo-3-(4-x10p-6-Tprdropmernn-2H-0eH30tpuazon-2-mn)-2-merunnponuonurpun - [1,7 1, 89%,
Rf=0,35 (1:1 DA/renTan)] nmoay4aroT IpH KCIOIb30BAaHUH TIPOLENYPHI, TOJ0O0OHO OMMCAaHHOH B puMepe 1, yac-
TH a M b, 3a HUCKIIOYEHHEM TOrO, YTO HCXOJHBIM BELIECTBOM SBJsieTCsl 7-XJop-5-tpudropmerni-1H-
6enzotpuasoin. 7-Xnop-5-tpudpropmermii-1 H-6en3zorpuazon (4,6 r, 99%) moayyaroT MpPU UCIOJIB30BAHHH MPO-
ey pbl, T0JI00HO ONMCAaHHOM B puMepe 11, yacTh a, 3a HCKIIIOYEHUEM TOTO, YTO MCXOJHBIM BEILIECTBOM SIBIIS-
etcst 4-aMuHO-3-XJ10p-5-HuTpobeH3orpudropun (5 r).

[Mpumep 20. N-[2-(4-Xnop-6-tpudropmerni-2H-6en3oTprazon-2-mn)-1-nuano- 1 -merunatui |-4-tpudrop-
MeTmTnooen3amu (coequaerne Ne 1.015).

[pu rcronp30BaHAM MPOIIETYPHI, TOJOOHO OMMCAHHOH B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOB30BAHUS 2-
aMHuHO-3-(4-x10p-6-TpudropmeTin-2H-0eH30Tpra3on-2-mi)-2-MeTHIITPOIHOHUTPHIIIA, OIMMMCAHHOTO B IpUMeEpe
19, u 4-TprdTopMeTHITHOOCH30MIXIIOPU/IA TUTYIIFHOE COEMHEHHE BBIACISIOT B BHE O€loro TBEPIOro Bellie-
ctBa (0,45 r, 90%). Rf=0,6 (1:1 DA/rentan). MC (3C): M/Z [M+H]=508. 'H SIMP: (400 MI'u, IMCO-dq): 1,77
(c, 3H), 5,49-5,65 (m, 2H), 7,84-7,93 (M, 5H), 8,56 (n, J=1,1 T, 1H) u 8,95 (c, 1H). °F SIMP (376 MIn,
JAMCO-dy): -61,09 (c, 3F) u -42,03 (c, 3F).

Ipumep 21. N-[1-Luano-2-(5-unano-2H-6eH30Tprazon-2-mn)- 1 -MmeTud T |-4-rpudropMeTokcHOeH3a-
muz (coenunenue Ne 1.016).

[Tpu ncrionp30BaHMM NpOLIEAYPHI, TOZOOHO ONMUCAHHOM B pHMepe 1, 32 HCKIIIOYEHHEM HCIIOJIb30BaHUA 2-
amuHO-3-(5-1tmano-2H-6eH30Tprazon-2-1i)-2-MeTHIIIIPOIIMOHUTPHIIA, TUTYJIBHOE COEANHEHUE BBIIEISIOT B BH-
ne 6eroro TBéporo Bemectsa (0,25 T, 45%). Rf=0,45 (1:1 DA/renran). MC (9C): M/Z [M+H]=415. 'H SIMP:
(400 MI'n, AMCO-de): 1,76 (c, 3H), 5,46-5,59 (m, 2H), 7,51 (m, J=8,0 I'y, 2H), 7,76 (an, J=8,8, 1,4 I'u, 1H),
7,89-7,96 (m, 2H), 8,17 (mn, J=8,9, 0,9 I'u, 1H), 8,77 (m, 1H) u 8,93 (c, 1H). "°F SIMP (376 MI'u, IMCO-dy):
-57,11 (c, 3F).

2-AmuHO-3-(5-nnano-2H-6en3otpuazon-2-nn)-2-metunnponuonurpmwt  [0,85 1, 75%, Rf=0,15 (1:1
DA/rentaH)| NOIYYarOT MPH MCIOIB30BAHWN HPOIEIYPHI, OJOOHO ONMMCaHHOM B mpumepe 1, yactu a u b, 3a
UCKIIIOYEHHEM TOrO, YTO MCXOIHBIM BEIIECTBOM sBisiercst S-umano-1H-Oen3orpuazon. 5S-1{uano-1H-
6enzotpuason (5,7 v, 65%) moay4yarT MPH UCMOJIB30BAaHUM MPOLEAYPHI, MTOA0OHO ONMUCAaHHOW B mpumepe 11,
4acTh a, 32 UCKJIFOUEHHUEM TOTO, YTO UCXOJHBIM BELIECTBOM siBIsieTcs 4-aMuHO-3-HUTpoOeH3oHuTpui (10 r).

[pumep 22. N-[1-Llunano-2-(5-uuano-2H-6en3oTprazon-2-mn)-1-mMetminaTuin]-4-1pudTopMeTHATHOOCH-
3amun (coequnenne Ne 1.017).

[Tpu ncrionp30BaHMM NpOLIEAYPHI, TTOZOOHO ONMMCAHHOM B pHMepe 1, 32 HCKIIIOYEHNEM HCIIONIb30BAHUA 2-
amMuHO-3-(5-nnano-2H-0eH30Tprason-2-mn)-2-MeTHIMPONHOHUTPIIA, OMUCAaHHOTO B mpumepe 21, u 4-
TPUPTOPMETUITHOOCH30MIXIIOPHA, TUTYJIFHOE COEAMHEHHE BBIJCISIOT B BUAE Oenoro TBEPAOTO BeIIECTBA
(0,46 T, 81%). Rf=0,45 (1:1 DA/renran). MC (3C): M/Z [M+H]=431. 'H SIMP: (400 MI't, IMCO-de): 1,76 (c,
3H), 5,46-5,59 (m, 2H), 7,76 (nn, J=8.,9, 1,3 I'n, 1H), 7,84-7,93 (M, 4H), 8,18 (1, J=8,9 I'y, 1H), 8,78 (ump c, 1H)
1 9,01 (mmp ¢, 1H). "F SIMP (376 MI'n, IMCO-dg): -41,93 (c, 3F).

[Tpumep 23. N-[2-(4,6-0uc-(Tpudropmernn)-2H-0en30Tprazon-2-mn)- 1 -iimano- 1 -meTra3 THI |-4-
tpudpTopmerokcudbenzamuy (coeaunenue Ne 1.018).

IIpu ucnonp30BaHNUHU MPOLETYPHI, MOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM MCIOJIb30BaHUs 2-
amuHO-3-(4,6-6uc-(Tpudropmerin)-2H-0eH30TpHa30i-2-1i1)-2-METHINPOIIMOHUTPIIIA, THTYJIBHOE COEJANHEHUE
BEICNAIOT B BHue Oemoro TBEpmoro BemiectBa (0,41 1, 88%). Rf=0,6 (1:1 DA/rentan). MC (3C): M/Z
[M+H]=526. 'H SIMP: (400 MI', IMCO-dq): 1,79 (c, 3H), 5,61 (un, J=55.9, 13,3 T, 2H), 7,48 (1, J=8,0 Iy,
2H), 7,88-7,91 (M, 2H), 8,13 (c, 1H), 8,83 (c, 1H) u 8,98 (c, 1H). "°F AMP (376 MI't, IMCO-de): -57,18 (c, 3F),
-61,00 (c, 3F) n -61,59 (c, 3F).

2-AmuHo-3-(4,6-6uc-(tpudropmern)-2H-6enzoTpuazon-2-wi)-2-metuanponnorntpun - [1,5 1, 77%,
Rf=0,3 (1:1 DA/renTan)] mory4aioT Ipu UCIOIB30BaHUH MPOLIEAYPHI, TO00HO ONMCaHHON B puMepe 1, gacTu
a u b, 32 HCKIFOYEHHEM TOTO, YTO UCXOIHBIM BEIIECTBOM sIBIsieTCs 5,7-0uc-(tpudropmerin)-2H-0eH30Tpra3our.
5,7-6uc-(Tpudropmerun)-2H-6en3orpuazon (5,2 r, 99%) noiaydaroT NpHu UCIOJIL30BAHUH MIPOLIEAYPbI, OJOOHO
ONMCaHHOM B mpumepe 13, yacTh a, 3a MCKJIIOYEHHWEM TOrO, YTO HMCXOJHBIM BELIECTBOM sBisieTcst 3,5-Omc-
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(tpudTopmerun)-1,2-pernnenauamu (5 T).

[Tpumep 24, N-[2-(4,6-0uc-(Tpudropmernn)-2H-0en30Tprazon-2-mn)- 1 -iimano- 1 -meTra3 THI |-4-
tpudropmeTraTHOOeH3aMu I (coenuueHne Ne 1.019).

ITpu nconbp30BaHUM MPOLEAYPHI, TOAOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIFOYEHHEM UCIIONIB30BaHMA 2-
amMuHO-3-(4,6-6uc-(Tpudropmerin)-2H-0eH30TpHa30I1-2-1i1)-2-METHINPOIIMOHUTPIIIA, ONMCAHHOTO B MpUMEpe
23, u 4-TpuTopMeTUITHOOSH30MIIXIIOPUIa TUTYJILHOE COSIMHEHUE BBIACISIOT B BHJIE O€I0ro TBEPIOTrO Bellle-
ctBa (0,40 r, 83%). Rf=0,7 (1:1 DA/rentan). MC (3C): M/Z [M+H]=542. 'H SIMP: (400 MI', IMCO-dq): 1,79
(c, 3H), 5,62 (un, J=60,6, 13,3 ', 2H), 7,76-7,97 (M, 4H), 8,13 (c, 1H), 8,92 (c, 1H) u 8,97 (c, 1H). "°F SIMP
(376 MI', AMCO-dg): -61,62 (c, 3F), -61,04 (c, 3F) u -42,10 (c, 3F).

[Mpumep 25. N-[2-(5-bpom-2H-6en30Tprazon-2-min)-1-nuano- 1 -metunatii |-4-Tpud ropmerokcnoeH3amMu s
(coemuuenue Ne 1.020).

[pu rcronp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOH B IpuMepe 1, 3a HCKITFOUEHHEM HCITOIB30BAHUS 2-
amMuHO-3-(5-6pom-2H-6eH30Tpra3omn-2-1i)-2-MeTHIIPOTMOHATPHIIA, TUTYJIFHOE COSINHEHNE BBIACISIIOT B BUJIE
6enoro TBépaoro Bemectsa (0,36 r, 72%). Rf=0,65 (1:1 DA/rentan). MC (3C): M/Z [M+H]=468. 'H SIMP:
(400 MI'u, IMCO-d¢): 1,74 (c, 3H), 5,44 (an, J=26,8, 13,3 I'y, 2H), 7,51 (1, J=8,0 I'n, 2H), 7,58 (a1, J=9,1, 1,8
I'u, 1H), 7,91-7,96 (m, 2H), 7,96 (m1, J=9,1, 0,5 I'u, 1H), 8,29 (azx, J=1,7, 0,5 T'n, 1H) u 8,92 (c, 1H). '°F IMP
(376 MI'u, AMCO-dg): -57,09 (c, 3F).

2-AmuHo-3-(5-0pom-2H-6eH30Tpuaszon-2-mn)-2-merunnponronutpun - [1,7 1, 93%, Rf=0,35 (1:1
DA/rentaH)] moyry4aroT IpH MCHOJIB30BaHUM MPOLEIYpPhI, OJOOHO omnucaHHON B mpumMepe 1, wactu a u b, 3a
UCKJTFOUYEHHEM TOTO, YTO UCXOHBIM BEIIECTBOM siBIseTcs S-0pom-1H-6enzoTpuaszon. 5-bpom-1H-6en3o0Tpuazon
MOJIYYaloT IPH MCIOJIB30BaHUH IIPOLETYPHI, IT0J00OHO OITMCaHHOM B puMepe 13, JacTp a, 3a UCKII0UYEHHEM TO-
TO, 9TO UCXOJHBIM BEIIECTBOM SBIACTCS 4-0poM-1,2-mnaMIHOOEH301I.

[pumep 26. N-[2-(5-bpom-2H-6eH30Tpuazon-2-min)-1-nuaHo- 1 -MeTHIITHI|-4-TpUPTOPMETIITIOCH3aMU T
(coemuuenue Ne 1.021).

ITpu nconb30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHUEM UCIIONIB30BaAHMS 2-
aMuHO-3-(5-0poM-2H-6eH30Tpra3on-2-ui)-2-MeTUANPONUOHUTPIIIA, OMMCAHHOTO B TpuMepe 25, u  4-
TPUPTOPMETHIITHOOCH3OMIXIIOPHIA, TUTYJIBHOE COEJUHEHHE BBIIEIAIOT B BHUAE Oeoro TBEPAOro BEIIECTBA,
TUTYJIPHOE COEIMHEHHE BBIICISIIOT B BUjIe Oenoro TBEpmoro Bemectsa (0,45 1, 87%). Rf=0,65 (1:1 DA/renrtan).
MC (3C): M/Z [M+H]=484. 'H SIMP: (400 MI'u, IMCO-de): 1,74 (c, 3H), 5,36-5,53 (m, 2H), 7,58 (11, J=9,1,
1,8 T, 1H), 7,84-7,92 (m, 4H), 7,95 (mm, J=9.1, 0,5 T, 1H), 8,29 (11, J=1,7, 0,6 ', 1H) u 9,00 (c, 1H). "°F
SAMP (376 MI', IMCO-dg): -41,93 (c, 3F).

ITpumep 27. N-[2-(6-Xn0p-4-meTnn-2H-6en30Tpnaszon-2-un)- 1 -unano- 1 -meTuina T |-4-
tpudropmeTokcudenzamun (coenuaerne Ne 1.033).

[pu mcronp30BaHUH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCITOB30BAHUS 2-
aMHIHO-3-(6-x110p-4-MeTmin-2H-6eH30Tpra3on-2-1mi)-2-Me THINPOTHOHUTPIIIA, TUTYIFHOE COSAWHCHHUE BBIIEIS-
10T B BHe Genmoro TBEpmoro emectsa (192 mr, 55%). MC (3C): M/Z [M+H]=438. 'H SIMP: (400 MIw,
JIMCO-dy): 1,74 (¢, 3H), 2,47 (c, 3H), 5,35-5,51 (M, 2H), 7,27 (c, 1H), 7,52 (n, J=8,0 ', 2H), 7,88-7,95 (m, 3H)
u 8,84 (c, 1H). "°F IMP (376 MI't, IMCO-de): -57,12 (c, 3F).

2-AmMuHO-3-(6-x510p-4-MeTrin-2H-6en3otpuazon-2-wmwn)-2-metuwianpornuorutpui (0,4 1, 67%) momyyaroT
NPU MCHOJIB30BaHUM MPOLIEAYPHI, TOJOOHO ONMMCaHHOW B mpuMmepe 1, yacTu a u b, 3a UCKIIOYEHHUEM TOTO, YTO
HCXOJHBIM BEIIECTBOM SBJIACTCS S5-XJop-7-MeTui-1H-0en3orpuason. 5-Xiop-7-metui-1H-6en3orpuason (4,35
T, 97%) TOJTy4aroT MpH UCIIOIB30BaHUH TPOLEAYPHI, HOAOOHO omnMcaHHOW B mpumepe 11, 4acTb a, 3a ncKiIode-
HHEM TOT'0, YTO HCXOJHBIM BEIIECTBOM SIBIISIETCS 4-XJI0p-2-MeTHI-6-HUTPpOaHWIHH (5 T).

pumep 28. N-[2-(6-Xnop-4-mernn-2H-6en3oTpuazon-2-nin)-1-nuano- 1 -metuinatui |-4-Tpud ropme -
troden3amu (coequaerne Ne 1.034).

[Ipu rcronp30BaHUH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCITOIB30BAHUS 2-
aMHIHO-3-(6-x110p-4-MeTmi-2H-6eH30Tpra3o-2-1mi)-2-Me THINPOTHOHUTPIIIA, OIIMCAHHOTO B mpumepe 27, u 4-
TpUGTOPMETUITHOOCH3OMIIXIIOPH/IA, TUTYJIBHOE COSIMHEHHE BBIICISIOT B BUjie Oenoro TBépmoro Bemiectra (233
Mr, 64%). MC (3C): M/Z [M+H]=454. SIMP: (400 MI'uy, IMCO-de): 1,74 (c, 3H), 2,47 (c, 3H), 5,44 (ax,
J=57,5,13,3 Ty, 2H), 7,27 (c, 1H), 7,79-7,99 (m, 5H) u 8,92 (c, 1H). ’F IMP (376 MI'u, IMCO-d,): -42,01 (c,
3F).

[Mpumep 29. N-[2-(6-Xnop-4-metun-2H-6en30Tpuazon-2-un)- 1 -1iuano- 1 -metriaTui |-4-peHokcndensamua
(coemuuenne Ne 1.039).

[Tpn ncrionp30BaHMM NpOLEAYPHI, TOZOOHO ONMUCAHHOH B puMepe 1, 32 HCKIIIOYEHHEM HCIIOJIb30BAHUS 2-
amMuHO-3-(6-x110p-4-meTrin-2H-6en30Tpna3zon-2-un)-2-metwimnponuonurpmwia (60 Mr, ONMCaHHOTO B IIpUMEpe
27) u 4-penokcndenzomxiopuaa (0,067 mMi), THTYIFHOE COSIWHEHHE BBIACISAIOT B BHIE 0eloro TBEPIOTO Be-
mectBa (90 mr, 84%). MC (OC): M/Z [M+H]=446. SIMP: (400 MI'u, IMCO-d¢): 1,73 (c, 3H), 2,47 (c, 3H),
5,38 (n, J=13,3 T'n, 1H), 5,45 (n, J=13,3 I'y, 1H), 7,08 (1, J=8,25 I'y, 4H), 7,23 (T, 1H), 7,28 (c, 1H), 7,45 (T, 2
H), 7,84 (n, J=8,79 I'y, 2 H), 7,91 (M, 1H) u 8,68 (c, 1H).

4-DeHOKCHOEH30WIXIIOPH]] TIOJTy4YaloT B3auMoieiicTBieM 4-(heHOKCHOCH30MHONH KHUCIIOThI € OKCATUIIXIIO-
puIoM.
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Hpumep 30. N-[1-Lwuano-1-metun-2-(5-tpudropmerokcu-2H-0eH30Tpra301-2-111)3THI |-4-TprdTOpMe-
Tokcnben3amua (coennuenue Ne 1.035).

ITpn ncionbp30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHNEM HCIIONIb30BAHMS 2-
amuHO-3-(5-Tpudropmerokcu-2H-6er30Tprazon-2-mn)-2-mMetmwinpornrorutpuia (100 mr), TUTYIBHOE COeTUHE-
HHe BBIIEISIOT B BUJE Genoro TBEpaoro Bemectsa (140 mr, 85%). MC (9C): M/Z [M+H]=474. 'H SIMP: (400
MTI'u, AMCO-dg): 1,75 (c, 3H), 5,44 (n, J=13,3 I'u, 1H), 5,51 (n, J=13,4 T'u, 1H), 7,45-7,52 (m, 3H), 7,93 (x,
J=8.8 ', 2H), 8,06 (mmp c, 1H), 8,12 (1, 1H, J=9,9 T') u 8,89 (c, 1H). "F SAMP (376 MI'r, IMCO-dy): -57,42
(c, 3F) u-57,11 (¢, 3F).

2-AmuHo-3-(5-Tpudropmerokcu-2H-6en30Tpnazon-2-wmn)-2-merunnponuonutpui (0,24 1) momy4arooT npu
WCIIOJIb30BaHHUH TIPOLIETYPHI, TOJJOOHO ONMCAHHOM B IpuMepe 1, 4acTu a u b, 3a HCKIFOYEHUEM TOTO, YTO HCXOI-
HBIM BEIIECTBOM sBJIsIeTCs S-TpudTopMerokcu- 1 H-6erzotpuazon (3,2 r). 5-Tpudropmerokcu-1H-6er3oTprazon
(3,4 1, 74%) momydaroT IpU MCHOIB30BAaHUH MPOLEAYPHI, ITIOX00HO ONHMCaHHOW B mpuMepe 11, gacTts a, 3a uc-
KITFOUEHUEM TOTO, YTO HCXOIHBIM BEIECTBOM SIBJIAETCS 2-HUTPO-4-TpUPTOPMETOKCHAHWIHH (5 T).

Ipumep 31. N-[1-Luano-1-meTmn-2-(5-rpudropmerorcu-2H-0eH30Tprua301-2-1i1)3Thi |-4-Tpru TOpMETHII-
trobenzamu (coequnenne Ne 1.036).

IIpu ucnonp30BaHNUU MPOLETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM MCIOJIb30BaHUs 2-
amuHO-3-(5-Tpudropmerokcu-2H-6eH30Tpuazon-2-un)-2-meruinponuonurpuia (100 Mr, onucaHHOro B mpH-
mepe 30) u 4-rpudropmerrinrnodenzomwxiopuaa (0,12 mMi), TUTYJIBHOE COEIMHEHHE BBLICISIOT B BHJE OEI0ro
tBépOTO Bemectea (142 mr, 83%). MC (3C): M/Z [M+H]=490. 'H SIMP: (400 MTI 1, xnopodopm-d): 1,75 (c,
3H), 5,48 (n, J=13,4 I'u, 1H), 5,52 (n, J=13,3T', 1H), 7,47 (x, J=10,6 I'u, 1H), 7,85-7,91 (M, 4H), 8,05 (wmp c,
1H), 8,12 (x, 1H, J=9,3 I'ny) 1 8,98 (tump ¢, 1H). "°F SIMP (376 MI'1i, xopodopm-d): -57,43 (c, 3F) u -41,96 (c,
3F).

pumep 32. N-[2-(6-Xnop-4-tpudropmermin-2H-6en3oTprazon-2-mn)- 1 -imano- 1 -metma T | -4-tpud Top-
MeTokcuoeHzamu (coenuaenne Ne 1.037).

ITpn nconb30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHHEM UCIIONIB30BaHMS 2-
amuHO-3-(6-xn0p-4-Tpudropmernn-2H-0en3orpuazon-2-wmn)-2-merunnponronutpuna (100 mr), TuTysIbHOE CO-
eIMHEHNE BBIIENAIOT B BHE Oenoro TBépaoro Bemectsa (148 Mr, 91%). MC (3C): M/Z [M+H]=492. 'H SIMP:
(400 MI'y, AMCO-dy): 1,77 (c, 3H), 2,47 (c, 3H), 5,46 (n, J=13,2 I'u, 1H), 5,60 (x, J=13,4 I'u, 1H), 7,49 (x,
J=8,0 ', 2H), 7,89 (n, J=8,8 ', 2H), 7,96 (c, 1H), 8,56 (c, 1H) u 8,85 (c, 1H). "’F AMP (376 MI'u, IMCO-dq):
-61,51 (c, 3F) n -57,16 (c, 3F).

2-AmuHo-3-(6-x10p-4-Tpudropmernin-2H-0en3otpuaszon-2-un)-2-mermnnponrnorntpui (0,82 r) noxydaroT
IPY MCHOJIB30BaHUM MPOLEAYPHI, TOJJOOHO ONMCaHHOW B mpuMepe |, yacTu a u b, 3a UCKIIOYEHHEM TOTO, 4TO
HUCXONHBIM  BEIIECTBOM  sIBISETCA  S-xiop-7-tpudropmermn-1H-6en3orpuazon (2,5 r1). 5-Xiop-7-
tpudTopmerokcu-1H-6enzorpuazon (2,5 r, 55%) momydaroT MpU HCHOJIB30BAHUM IIPOLETYPHI, TTOXO00OHO OIH-
caHHOH B mpuMepe 11, acTk a, 3a HCKIIOUCHNEM TOTO, YTO HCXOAHBIM BELIECTBOM SIBISIETCS 2-aMHHO-5-XJI0p-3-
HUTpoOeH3otTpudTopus (5 r).

[Tpumep 33. N-[2-(6-Xnop-4-Tpudropmernin-2H-6eH30Tprazo-2-mi)- 1 -ninano- 1 -me Tua e |-4-
TpudropmeTraTHOOeH3aMu I (coenuHeHne Ne 1.038).

IIpu ucnonp30BaHNUU MPOIETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM HCIOIb30BaHUS 2-
amuHO-3-(6-x10p-4-Tprdropmernn-2H-0en30Tpuaszon-2-mn)-2-merunnponronutpuna (100 mr, ommcaHHOro B
npumepe 32) u 4-tpudpropmernnruodenzomnxiaopuna (0,12 mMi), TUTYyJIbHOE COEITMHEHHE BBLICISIOT B BUIE Oe-
noro TBEpaoro BemecTBa (142 mr, 85%). MC (9C): M/Z [M+H]=508. AMP: (400 MI'u, AMCO-d¢): 1,77 (c,
3H), 2,47 (c, 3H), 5,46 (1, J=13,3 T'y, 1H), 5,62 (x, J=13,3 I'u, 1H), 7,82-7,88 (M, 4H), 7,96 (c, 1H), 8,57 (c, 1H)
u 8,93 (c, 1H). "°F SIMP (376 MI'n, IMCO-de): -42,05 (c, 3F) u -61,51 (c, 3F).

[pumep 34. N-[2-(6-Xnop-4-Tpudropmernn-2H-6er30Tprazon-2-mn)- 1 -nmano- 1 -me Tt |-4-
(henokcnoben3amun (coenuHenne Ne 1.042).

[Ipu rcmonp30BaHAM MPOIIETYPHI, TOJOOHO OMMCAHHOH B IpuMepe 1, 3a HCKITFOUEHHEeM HCIIOB30BAHUS 2-
aMHHO-3-(6-x510p-4-Tprd TopMeTII-2H-0eH30TpHraszon-2-min)-2-metunnponuonutpmwia (100 Mr, omMcaHHOro B
npumepe 32) u 4-penoxcudenzomwnxnopuna (0,10 M), THTYJIbHOE COSMHEHHE BBIIEISIOT B BUE Oeloro TBEP-
noro Bemiectsa (95 mr, 58%). Rf=0,75 (1:1 DA/rentan). MC (3C): M/Z [M+H]=500. SIMP: (400 MI'u, IMCO-
de): 1,76 (c, 3H), 2,47 (c, 3H), 5,47 (n, J=13,3 'y, 1H), 5,57 (n, J=13,3 I'u, 1H), 7,04-7,12 (m, 4H), 7,22 (T,
J=7,4 T, 1H), 7,97 (c, 1H), 8,57 (c, 1H) u 8,69 (c, 1H). "°F IMP (376 MI'u, IMCO-dq): -61,41 (c, 3F).

4-DeHoKcnOEH30WIXIIOPH]] TTOJTYyYaloT B3auMoieiicTBieM 4-(heHOKCHOEH30MHON KUCIIOTHI C OKCAJIMIIXIIO-
puzoM.

[Mpumep 35. N-[2-(4-Xnop-2H-6en3oTprazon-2-min)-1-nuano- 1 -merunatii |-4-Tpud ropMerokcnoeH3amMu
(coemuuenue Ne 1.043).

[Ipu rcmonp30BaHAM MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEeM HCIIOIB30BAHUS 2-
aMHuHO-3-(4-xmop-2H-06en3otpuason-2-mn)-2-metunnponuorutpuna (100 mr), THTYTBHOE COeIWHEHHE BBIIENS-
10T B BHJe Oenoro TBépmoro Beutectsa (142 mr, 80%). Rf=0,65 (1:1 DA/rentan). MC (3C): M/Z [M+H]=424.
'H SIMP: (400 MI'n, IMCO-dg): 1,77 (c, 3H), 5,43 (1, J=13,4 T'n, 1H), 5,54 (1, J=13,4 T'n, 1H), 7,46 (1, 1H),
7,50 (n, J=7,9 T'n, 2H), 7.59 (1, J=6,8 T, 1H), 7,91-7,97 (m, 3H) u 8,90 (c, 1H). "°F SIMP (376 MI'u, JMCO-
de): -57,12 (c, 3F).
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2-AmuHO-3-(4-xmn0p-2H-0en30Tpra3zomn-2-min)-2-metrwmponuoHuTpui (0,3 T) MorydaroT Ipu HCIIOB30Ba-
HHH IIPOLEAYPHI, MOJOOHO OMUCAHHOHN B IpuMepe 1, 4acTu a u b, 3a HCKIIFOYEHHEM TOTO, YTO UCXOIHBIM Bellle-
cTBOM siBsiercst 7-xnop-1H-6ensorpuason (1,0 r). 7-Xmop-1H-6enzorpuazon (1,0 r, 23%) momy4arotr mpu uc-
MOJIb30BaHMH IPOLENYPBI, TOAOOHO ONMMCAHHOM B mpumepe 11, yacTe a, 3a UCKIIFOYEHHEM TOTO, YTO MCXOJHBIM
BEIIIECTBOM SIBIIETCS 3-XJIOp-2-HUTPOAHWIHH (5 T).

Ipumep 36. N-[2-(4-Xnop-2H-6en30Tpuazon-2-umn)-1-nuano- 1 -metwia T |-4-tpudropmeTunTHOOCH3a-
muj (coenuuenne Ne 1.044).

[Tpu ncrionp30BaHMM NpoOLEAYPHI, TOZOOHO ONMUCAHHOM B puMepe 1, 32 NCKIIIOYEHHEM HCIIOJIb30BAHUA 2-
amuHO-3-(4-x10p-2H-6en3oTpuazoin-2-nin)-2-metrwnponronntpuia (100 Mr, onmcanHoro B mpumepe 35) u 4-
tpudpTopmMernTHodben3onnxaopuaa (0,1 M), TUTYJIBHOE COEJMHEHHE BBIACISIOT B BUAE O€soro TBEPAOTO Be-
mectBa (130 mr, 70%). Rf=0,6 (1:1 DA/renrran). MC (3C): M/Z [M+H]=440. AMP: (400 MI', IMCO-dy):
1,75 (c, 3H), 543 (n, J=13,3 I'y, 1H), 5,55 (1, J=13,4 I'n, 1H), 7,46 (1, J=8,0 'y, 1H), 7,59 (1, J=6,7 T'm, 1H),
7,75-7,95 (M, SH) 1 8,97 (¢, 1H). '°F SIMP (376 MI'ti, IMCO-dg): -41,98 (c, 3F).

Ipumep 37. N-[2-(4-Xnop-2H-6eu30tpuazon-2-mn)-1-mpano- 1 -metrnatun|-4-heHokcndenzamua (coeau-
Henue Ne 1.045).

IIpu ucnonp30BaHUHU MPOLETYPHI, MOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM HCIOIb30BaHUSA 2-
amuHO-3-(4-xnop-2H-6en3opuazon-2-min)-2-metwinponuonntpuia (100 Mr, onucanHoro B npumepe 35) u 4-
(enoxcudbenzomxnopuna (0,10 M), TUTYJIBHOE COeTMHEHHE BBIIEISIOT B BUe Oesoro TBEpaoro Bemectsa (70
mr, 38%). Rf=0,7 (1:1 DA/rentan). MC (3C): M/Z [M+H]=432. SIMP: (400 MI'u, IMCO-d¢): 1,75 (c, 3H),
5,43 (n, J=13,3 Ty, 1H), 5,50 (x, J=13,3 T'u, 1H), 7,04-7,10 (m, 4H), 7,22 (1, J=7,4 I'n, 1H), 7,43-7,48 (M, 3H),
7,59 (n, J=6,6 I'n, 1H), 7,84 (n, J=8,9 'y, 2H), 7,94 (1, J=8,0 I'u, 1H) u 8,73 (c 1H).

4-DeHOKCHOCH3OMITXIIOPHU]T MTONYYar0T B3aUMOACHCTBHEM 4-(eHOKCHOEH30MHOW KUCIOTHI C OKCAIMIXJIO-
puIoM.

[pumep 38. N-[2-(4-Bpom-6-xmop-2H-6er30TpHaz0n-2-1mi)- 1 -ninaHo- 1 -Me T THI |-4-TprP TOPMETOKCH-
o6enzamuy (coennuenue Ne 1.060).

ITpu ncionp30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHNEM UCIIONIB30BaAHMS 2-
amMHuHO-3-(4-6pom-6-xmop-2H-6en3orpuazon-2-mn)-2-metunnporuonurpmia (1,0 r), TUTyIpHOE COETUHEHHE
BBIICNAIOT B BHae Oemoro TBEépmoro BemiectBa (1,5 r, 90%). Rf=0,6 (1:1 BA/rentan). MC (3C): M/Z
[M+H]=502. 'H SIMP: (400 MI', IMCO-dg): 1,75 (¢, 3H), 5,42 (n, 1H), 5,53 (n, 1H), 7,51 (x, J=8,0 T'u, 2H),
7,86 (1, J=1,6 T'u, 1H), 7,92 (n, J=8,8 I'u, 2H), 8,20 (x, J=1,6 I', 1H) u 8,88 (c, 1H). "’F SIMP (376 MI'w,
AMCO-dy): -57,1 (c, 3F).

2-AmuHo-3-(4-6pom-6-xnop-2H-0eH30Tprazon-2-1i)-2-MEeTHINPONMOHUTPHIT  TIOJIYYaAOT IIPH HMCIOJIB30-
BaHMU IIPOLEAYPHI, TOJOOHO ONMMCAHHOW B mpumepe 1, 4acTu a u b, 3a HCKIIIOYEHHEM TOTO, YTO MCXOAHBIM Be-
IIECTBOM siBiIseTCa 7-Opom-5-ximop-1H-6en3otpuazoin. 7-Xnop-5-xmnop-1H-6ensorpuazon (7,6 r, 99%) nomyda-
10T IIPU MCIOJIB30BAHUM IPOLETYPHI, HOAOOHO ONMMCAaHHOW B mpumepe 13, "acTp a, 3a UCKIIOYEHHEM TOTO, 4TO
HCXOJHBIM BEIIECTBOM SIBIIAETCS 3-0poM-5-X110p-2-AnaMUHOOEH30II, KOTOPBIHA MOTYYaloT CIEIYIOIIIM 00pa3oM.

a. Cmecp 4-xmop-2-autpoanmwmmHa (10 1) u N-6pomcykunaumuga (11,3 r) B aneronutpumne (200 mi) Ha-
rpeBatoT npu 70°C B TeueHne Houn. CMech KOHIEHTPUPYIOT MPH MMOHWKEHHOM IaBJICHUH, 3aTEM BBUIMBAIOT B
BOJly M OCTaBIISIFOT IIEPEMEIINBATLCS P KOMHATHOW Temieparype Ha 1 4. OOpasyromeecs: TBEPIOE BEILECTBO
OT(UIBTPOBBIBAIOT, MPOMBIBAIOT BOJIOW M cymar. OOpa3yroNMiicsi HEOUMIIEHHBIH MPOLYKT, MOMEIEHHBIN Ha
CHJIMKareib, ounmait xpomarorpadueii (SiO,, rentan/EA), s nonyuenns 2-6pom-4-X10p-6-HUTPOAHUIIMHA B
Buze xénrtoro TBépaoro Bemectsa (11,5 T, 79%). Rf=0,6 (3:7 DA/renran).

b. K uHTeHCHBHO nepemennBaeMoii cycneHsnu nopomka skenesa (1,1 r) B atanone (10 mix) mobasistor
KOHIICHTPUPOBAHHYIO XJIOPHUCTO-BOJOPOIHYIO KHCIOTY (2,5 MiT) u cMech TperoT npu 65°C. Uepes 4 1 mobasis-
10T 25%-HbIH BOIHBIM pacTBOP XJIOpHIa aMMOHHMS (4 MIT), TIOCJIE Yero MEAJIEHHO H00aBIISIOT pacTBOp 2-0pom-4-
xyop-6-autpoanmwinHa (1 r) B aTaHone. Yepes 3 4 cMecH Jar0T OXJIAAUTHCS IO KOMHATHOHM TeMIIepaTypsl U JI0-
Oapmsitor GueTpyromuii areHt Celite® HemocpencTBeHHO K cMecH. CycrneH3nio (QUIBTPYIOT Yepe3 CIod u3
¢unpTpytommero arenra Celite®. OuibTpaT KOHIEHTPUPYIOT PU MOHIKEHHOM JaBJICHUH, PACTBOPSIOT B 3THII-
arerare U GuiIbTpyroT yepe3 cioil u3 ¢punbTpytomero arenra Celite®. OrduibTpoBaHHbIH pacTBOp 00padaThI-
BAIOT HACBHIIICHHBIM PACTBOPOM OMKapOOHaTa HaTPHs, MPOMBIBAIOT HACHIIIEHHBIM COJIEBBIM PacTBOPOM, CyIIAT
HaJl 0e3BOAHBIM Cyib(aToM HaTpus, GUIBTPYIOT U KOHIEHTPUPYIOT PH MOHWKEHHOM AABJIEHHUH, IS MOTyde-
HUs 3-OpoMm-5-xiop-2-muaMuHoOeH3071a B BHAE cepoBaro-Oemoro TBEpmoro BemecTna (0,86 T, 98%). Rf=0,25
(3:7 DA/renran).

IIpumep 39. N-[l-Luano-1-metnun-2-(4,5,7-tpuxnop-2H-6er30Tprazon-2-mi)3Tui]-4-TpudTOpMETOKCH-
6enzamuj (coenunenue Ne 1.064).

IIpu ucnonp30BaHNUU MPOIETYPHI, MOJOOHO OMMCAHHOM B IIpuMepe 1, 3a HCKITIOUEHHEM HCIIOIb30BaHUS 2-
aMHUHO-2-MeTwiI-3-(4,5,7-tpuxinop-2H-6en3otpuason-2-mwi)nponnonutpmwia (150 Mr), TUTYJIBHOE COCIUHCHUE
BEIICNAIOT B Buae Oemoro TBEpaoro BemectBa (210 mr, 87%). Rf=0,6 (1:1 DA/remran). MC (3C): M/Z
[M+H]=492. 'H SIMP: (400 MI', AMCO-dq): 1,76 (c, 3H), 5,45 (1, 1H), 5,59 (n, 1H), 7,47 (n, J=8,25 I'n, 2H),
7,69 (1, J=1,5, 0,8 ', 1H), 7,81-8,04 (M, 3H) u 8,83 (c, 1H). "F AMP (376 MI'u, IMCO-dq): -57,1 (c, 3F).

2-AmuHO-2-metni-3-(4,5,7-tpuxnop-2H-6er3orpuaszon-2-um)npormmonntpun  [1,3 1, Rf=0,2 (1:1
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DA/rentaH)| MOMYYarOT TPH HCIOIB30BAHWN MPOIEIYPHI, IOJOOHO ONMMCAaHHOHN B mpuMepe 1, yactu a u b, 3a
WCKITIOYEHHEM TOTO, YTO UCXOAHBIM BelecTBOM sBiisieTcs 4,5,7-tpuxnop-1H-6en3otpuazon. 4,5,7-Tpuxmop-1H-
6ensotpuazon (4 r, 85%) momydaroT IpH HCIOJIB30BAHUM IMPOIEIypHl, TOJOOHO ONMMCaHHOW B mpumepe 11,
4acTh a, 3a UCKIIOYEHUEM TOTO, YTO MCXOJHBIM BEIIECTBOM SIBISIETCS 2-HUTPO-3,4,6-Tpuxiopanuind (6,1 1),
KOTOPBIH MOJYYaIOT CIEAYIOIUM 00pa3oM.

a. 2,4,5-Tpuxnopanunu (10 r) pacTBopsroT B yKcycHOM anruapuje (50 mi1) ¥ mepeMenmnBaoT B TEUCHUE
HOYM IIpY KOMHATHOH Temneparype. OOpasyromieecs: TBEpOE BELIECTBO OTQHUIBTPOBBIBAIOT U CYyIIAT, VIS O-
nydyenus N-(2,4,5-TpuxiopdeHmn)aneraMmuia B Bujie ceposato Oeroro Teépaoro Bemectsa (12 1, 99%). Rf=0,5
(1:1 DA/renran).

b. K pactBopy N-(2,4,5-tpuxnopdenun)aneramuna (12 r) B KOHIEHTpUPOBaHHON cepHOM kucnote (50 mir)
npu 0°C mo KamisiM 100aBIBUIN KOHIICHTPUPOBAHHYIO a30THYIO KuCHOTy (8 mur). [Tocme Toro xak moOaBieHHe
OBUTO 3aKOHYEHO, CMECH JJaBali MEAJICHHO HarpeBaThCs 0 KOMHATHOW TemrepaTypbl. Uepes3 5 4 cMech BbUIH-
BalOT B JesHyio Boxy (200 mi). O6pasyroieecs: TBEpJOE BEIIECTBO OTHHILTPOBIBAIOT, POMBIBAIOT BOAOH U
KPUCTAJUTU3YIOT U3 CMECH BOJIbI M dTaHoda. OOpasyromieecs TBEpAOE BEIECTBO OT(HIBTPOBBIBAIOT U CYIIAT AJIA
nony4enus: N-(2-Hutpo-3,4,6-TpuxiiopdeHm)aneTaMuia B Buae ceporo TBEpaoro BemecTsa (12 r, 99%).

c. PactBop N-(2-Hutpo-3,4,6-rpuxiopdenun)aneramuia (7 r) B AUOKCAHE M KOHICHTPUPOBAHHOM XJIOpH-
CTO-BOJIOPOIHOM KucinoTe (70 MiT) HArPEeBAIOT U KUMATAT C OOPaTHBIM XOJIOJMILHUKOM B TeueHHe Houn. CMech
KOHLEHTPUPYIOT NP IOHWKEHHOM JaBJICHUH JUIsl YAAJIeHHs JUOKCcaHa, pa3basisitoT Bonou (150 mur), HelTpanu-
3YIOT HACBHIIIEHHBIM PAacTBOPOM OMKapOOHaTa HaTpUsl M IKCTparupyror stwianeraroM. OpraHudeckyro ¢azy
MPOMBIBAIOT HACHIIICHHBIM COJIEBBIM PacTBOPOM, cymiaT HaJl Oe3BOOHBIM Cyib(aToM HaTpusi, QUIBTPYIOT H
KOHLICHTPUPYIOT IIPH MOHIKEHHOM JABJICHUM Ul MOJYyYeHHs 2-HUTPO-3,4,6-TpUXIIOpaHWINHA B BHJE CEPOTO
TBEpIoTO BemecTra (6,1 T, konmmyecTBeHHBIH BhIX0ox). Rf=0,6 (3:7 DA/renTan).

[pumep 40. N-[1-Luano-1-merun-2-(4,5,7-tpuxnop-2H-0eH30Tprazon-2-1i)3Ti |-4-TpuPTOPMETHITHO-
oenzamu (coenuuenue Ne 1.065).

ITpu ncionbp30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe |, 32 HCKIIIOYEHHEM UCIIONIb30BAHU 2-
aMuHO-2-MeTu-3-(4,5,7-Tpuxnop-2H-6en3orpuazon-2-ui)npormuonutpuia (150 mr, onucanHoro B mpumepe 39)
u 4-tpudropmernnruodbenzomwxyopuaa (0,1 mir), TUTyIbHOE COEAMHEHUE BBIIEISIOT B BUAE OEIOro TBEPAOTo
BeectBa (200 mr, 80%). Rf=0,55 (1:1 DA/renran). MC (3C): M/Z [M+H]=508. SIMP: (400 MI'u, IMCO-dy):
1,76 (c, 3H), 5,45 (1, J=13,3 T, 1H), 5,61 (n, J=13,3 T, 1H), 7,83-7,92 (m, 4H), 7,94 (c, 1H) u 8,91 (c, 1H). "°F
SAMP (376 MI'u, IMCO-dy): -42,0 (c, 3F).

[Mpumep 41. N-[1-Lunano-1-merun-2-(4,5,7-rpuxnop-2H-0en3orpuazon-2-un)stun]-4-(1,2,2,2-rerpadrop-
stuin)oenzamuy (coenunenne Ne 1.069).

[pu rcronp30BaHUH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOB30BAHUS 2-
aMHUHO-2-MeTwI-3-(4,5,7-Tpuxnop-2H-6er30Tpuazon-2-mwn)nponnoHuTpuia (35 Mmr, omucaHHoro B npumepe 39)
u 4-(1,2,2,2-terpadTOpaTHIT)0CH30MIXIIOPUIA, TUTYJIBHOE COSAWHEHHE BBIACISAIOT B BHIE TBEPIAOTO BEUIECTBa
(6,2 mr, 11%). MC (OC): M/Z [M+H]=508. SIMP: (400 MI'u, xiopodopm-d): 1,90 (c, 3H), 5,20 (x, J=13,8 'Ly,
1H), 5,53 (1, J=13,8 I'y, 1H), 5,69 (axs, J=44,3 I'n, 5,9 I'u, 1H), 7,54 (mmp c, 1H), 7,58 (c, 1H), 7,60 (x, J=8,1
I'n, 2H) u 7,98 (1, J=8,2 'y, 2H). YF aMmPp (376 MTI', xnopodopm-d); -197,6 - -197,1 (m, 1F), -79,0 (xB, J=5,9
I, 3F).

4-(1,2,2,2-TerpadTopaTHII)OEH30MIXIOPHUT TIOJTyHAIOT CIEIYIONINM 00pa3oM.

a. K pactBopy metmiioBoro 3¢upa 4-popmuinbdersorinoi kucyioTsl (4 1) B TT'D (40 M) 100aBIsAIOT pacTBOP
terpabytunamMmmonuniidropuna (1 M B TT'®, 2,4 min), a 3aTem pactBop (TpudTopMmermin)TpuMeTricuiana (2 M B
TT'®, 13,4 mu). [ns nmonaBineHns: peakiyu 100aBIsIOT BOAY M CMECh OKCTPAarupyloT aTwianeraroM. Opranuye-
ckyto ¢azy cymar Hag 0e3BOJHBIM CyNb(haToM HATpus, GUWIBTPYIOT U GHILTPAT KOHLEHTPUPYIOT IIPH IOHHU-
JKEHHOM [JaBJICHUH JJIS TIOMYYEHHUS OCTAaTKa, KOTOPBIA O4HIIaroT XpoMaTtorpadueit (SiO,, renran/IA), ans mo-
nydenust Metiin 4-(2,2,2-tpudyrop- 1-rugpokcnstin)oensoara (4,5 r, 78%). 'H SAMP: (400 MI'u, IMCO-dq):
3,86 (c, 3H), 5,30 (m, 1H), 7,01 (1, J=5,7 T'u, 1H), 7,65 (1, J=8,2 T'u, 2H), 8,00 (1, ]=8,4 T'u, 2H). "°F SIMP (376
MTI'n, AMCO-de): -77,0 (m, J=7,3 I's, 3F).

b. K oxnaxxaéanoMmy pactBopy MeTmioBoro sdupa 4-(2,2,2-tpudrop-1-ruapokcusTiiI)0eH30iHON KHCI0-
ToI (0,94 1) B IXM (9 M) mobasmstror (auatunamuHo)cynbhorpudTopun (1,2 mur). Cmecn [aroT MeAJIeHHO Ha-
IPETHCS JI0 KOMHATHOM TeMIepaTypbl B TeueHne Houu. J[00aBIsIOT BOJy M CMECh SKCTPArkupyIoT JOTOIHHUTEIb-
HbIM KosmuecTBoM JIXM. Opranuueckyto a3y IpOMBIBAIOT HACBIIIEHHBIM COJIEBBIM PAaCTBOPOM, CyLIaT Haj
6e3Bo/IHBIM Cynb(haToM HaTpHs, GUIBTPYIOT U PUIBTPAT KOHIEHTPUPYIOT IIPU HOHMKEHHOM JaBJIEHHH JUIS TIO-
JIydeHHs MEeTHIOBOro 3dupa 4-(1,2,2,2-rerpadropsTi)densoiinoii kucots! (0,94 r, 99%). 'H SIMP: (400 MI'L,
JIMCO-dy): 3,88 (c, 3H), 6,52 (M, 1H), 7,69 (1, J=8,2 T'u, 2H), 8,09 (n, J=8,1 I'u, 2H). F IMP (376 MI,
IMCO-dy): -197,9 (m, 1F), -78,0 (M, 3F).

c. Cmech metmioBoro »¢upa 4-(1,2,2,2-terpadropatn)oer3orinont kKuciotsl (190 Mr) U rHapOKCHIA JTH-
tus (19 Mr) B MeTaHoJe U BOJE MEPEMEIINBAIOT IIPH KOMHATHON TeMIlepaType B TeueHne Houn. CMech Clierka
HOJKHCIIAIOT pacTBOPOM 6 N XJIOPHUCTO-BOJOPOAHON KHCIOTHI U 3KCTPArupyroT stuianeratoM. OpraHudeckyro
a3y cymar Haja 0e3BOAHBIM Cyib(paroM HaTpus, QUIBTPYIOT U QUIBTPAT KOHLUEHTPUPYIOT NPU MOHWKEHHOM
napyenuy s nonyuenns 4-(1,2,2,2-retpahTopaTn)GeH30iiHoi KucioTs (86 mr, 48%). 'H SIMP: (400 MI'w,
JIMCO-de): 6,50 (M, 1H), 7,65 (m, J=8,2 T, 2H), 8,07 (1, J=8,0 T'ri, 2H), 13,43 (mp c, 1H). "°F IMP (376
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MI'n, AMCO-dg): -199,0 - -196,4 (m, 1F), -78,0 (M, 3F).

d. Okcammnxiopuz (0,13 M) mobasmstoT k 4-(1,2,2,2-terpadropatrin)oen3oiinoi kuciore (96 mr) B JIXM
(5 M) u mumetundopmamuze (0,2 mi). Tlocie 4 4 cTOsSHUS PU KOMHATHON TeMIEpaType cMech KOHLIEHTPUPY-
0T I TIOHIDKEHHOM JIaBJICHUH [T odydeHus 4-(1,2,2,2-terpadTopaTrin)0eH30MIXI0pUaa.

Ipumep 42. N-[2-(4-Xnop-6-metokcu-2H-6eH30Tpra3on-2-mi)- 1 -nuaHo- 1 -me st |-4-tpudropme-
tTokcnben3amuz (coenunenue Ne 1.070).

IIpu ucnonp30BaHNUHU MPOLETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM MCIOIb30BaHUS 2-
amMuHO-3-(4-xJ10p-6-MeTokcu-2H-6eH30Tpna3omn-2-mn)-2-metuiponuonurpuia (50 Mr), TUTYJIbHOE COeANHEHUE
BBIICJIAIOT B BUjie TBEpIoro Oenoro BemecTBa (87 mr, 88%). MC (OC): M/Z [M+H]=454. 'H SIMP: (400 MI,
muxiopmeras-d,): 1,86 (¢, 3H), 3,88 (¢, 3H), 5,11 (1, J=13,9 I'u, 1H), 5,35 (n, J=13,9 T'y, 1H), 7,05 (x, J=2,1 T'my,
1H), 7,20 (n, J=2,0 I'n, 1H), 7,34 (1, J=8,1 T, 2H), 7,67 (¢, 1H) u 7,93 (1, J=8,8 T';, 2H). "°F SIMP (376 MI'w,
muxiopmeran-d,): -58,5 (c, 3F).

2-AMuHO-3-(4-x10p-6-MeToKcH-2H-0eH30Tpra30-2-1i)-2-MeTHINPOITHOHUTPHI TIOIYyYaloT IPU HCIIOINb-
30BaHHMHU TIPOLEAYPHI, OJAOOHO ONMCAHHON B IpuMepe 1, 4acTH a U b, 32 UCKIIOYEHHEM TOTO, YTO MCXOJHBIM
BEIIIECTBOM SIBIIsIETCS 7-XJ0p-5-MeTokcu-1H-0en3orpuason. 7-Xnop-5-metokcu-1H-6en3orpuason (0,8 1) momy-
YalOT MPH UCIIOJIB30BaHUHU TPOLIETYPBI, [T0JJOOHO ONMCAHHOM B puMepe 13, yacTh a, 3a UCKIIOYEHUEM TOTO, YTO
UCXOJHBIM  BEIIECTBOM  sIBJIsieTCs  3-XJop-1,2-auamMuHo-5-MerokcnbOenson.  3-Xmop-1,2-auamuHo-5-
merokcuben3on (1,88 r, 75%) momy4aror npu UCIOIb30BAaHUU NPOLIEAYPHI, T0100HO ONMMCaHHOM B ipumepe 38,
YacTH a U b, 32 UCKIIIOYEHHEM TOTO, YTO MCXOIHBIM BELIECTBOM SIBIIsieTCS 4-MEeTOKCH-2-HUTpoaHwivH (16,8 1) u
N-xnopcykuuanmug (15 r) B yactu a 1uist monydeHust 6-xyaop-4-MeTtokcu-2-aurpoannnuna (2,9 r, 14%), ucnos-
30BaHHOTO B YacTH b.

pumep 43. N-[2-(4-Xa0op-6-meTokcu-2H-0eH30Tpra3on-2-mn)- 1 -mmano- | -MeTHd THI |-4-TpUPTOPMETHII-
troden3amu (coequaerne Ne 1.071).

[pu rcmonp30BaHH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOB30BAHUS 2-
aMuHO-3-(4-x710p-6-MeTokcu-2H-6en30Tprazon-2-mi)-2-MeTuanponuonutpmia (50 Mr, onmucaHHOTO B TIpUMeEpe
42) u 4-tpudropmerrirnodenzomwixiopuna (0,04 M), TUTYIBHOE COSAMHEHUE BBIACISIOT B BUJE TBEPIOTrO Oe-
noro BemecTsa (45 Mr, 51%). MC (3C): M/Z [M+H]=470. 'H SIMP: (400 MI'n, auxnopmeran-d,): 1,86 (c, 3H),
3,88 (c, 3H), 5,11 (n, J=13,9 I'n, 1H), 5,36 (1, J=13,9 I'u, 1H), 7,05 (n, J=2,1 T'u, 1H), 7,20 (n, J=2,0 T'u, 1H),
7,72 (c, 1H), 7,79 (n, J=8,2 Ty, 2H) u 7,92 (1, J=8,6 T, 2H). '°F SIMP (376 MI'u, muxmnopmeran-d,): -42.8 (c,
3F).

Mpumep 44. N-[l-nmano-2-(5-meroxcu-2H-6en30Tprazon-2-mn)-1-metmiaTun]-4-TpudTopMeToKcnOeH-
3amun (coequnenue Ne 1.072).

[Ipu rcmonp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOH B IpuMepe 1, 3a HCKITFOUEHHEM HCITOIB30BAHUS 2-
amMuHO-3-(5-MeTokcu-2H-0en30Tprazon-2-mm)-2-metwiponunoHutpmia (150 Mr), TUTYIBHOE COSTUHEHHE BBI-
IelsitoT B Buae TBEpmoro Oemoro BemectBa (190 mr, 70%). Rf=0,35 (1:1 DA/renran). MC (3C): M/Z
[M+H]=420. 'H SIMP: (400 MTI'u, JIMCO-d): 1,73 (c, 3H), 3,84 (c, 3H), 5,32 (n, J=13,4 T'n, 1H), 5,37 (x,
J=13,4 'y, 1H), 7,10 (ax, J=9,3, 2,1 I'u, 1H), 7,24 (n, J=2,1 'y, 1H), 7,52 (#, J=8,1 I'y, 2H), 7,82 (ax, J=9,3, 0,4
T, 1H), 7,95 (1, J=8,9 'y, 2H) u 8,92 (c, 1H). "°F SIMP (376 MI'ti, IMCO-dy): -57,1 (c, 3F).

2-AmuHO-3-(5-meToxcu-2H-6eH30TpHa30a-2-1i)-2-MeTHINPOIHOHUTPIIT NTOJTy4aroT HPU HUCIOJIB30BAaHUU
NpoLeAypHl, T000HO OMUCAHHOM B puMepe 1, yacTu a u b, 3a UCKITIOUYEHHEM TOTO, YTO HCXOHBIM BEIIECTBOM
SIBIISICTCS S-MeTOKCH- 1 H-0eH30Tpra3os1, KOTOPKI MOIYYatoT CICAYIONIMM 00pa3oM.

a. K pactBopy 1,2-muamuH0-4-MeTOKCHOCH30T THApoxiopuaa (2 1) B aneronutpmie (20 M) Mo KarisiM
no6asistror TpeT-OyTminoHuTput (1.35 mim) mpu 0°C. YUepes 4 4 crosHUS NMPU KOMHATHOW TeMIlEpaType CMech
KOHLEHTPUPYIOT ITPH HOHMKEHHOM JaBJIEHHUH IS TTOJTyYEeHUs TBEPOTO OCTAaTKa, KOTOPBINA 3aT€M PAacTBOPSIOT B
BoJIe. BoHBIN pacTBOp HEHTPaIM3YIOT HACHIIIEHHBIM PacTBOPOM OMKapOOHAaTa HATPHUs U SKCTPArupyroT 3THII-
arieratroM. Opranudeckyto a3y MpOMBIBAIOT HACHIIICHHBIM COJIEBBIM PACTBOPOM, CyIIAT Haj O€3BOIHBIM CYJIb-
¢arom Harpus, QWIBTPYIOT W (QUIABTPAT KOHIEHTPUPYIOT NPH TMOHM)KEHHOM MAABICHWM JUIA TONydYeHus 5-
merokcu-1H-0en3orpuazona B Buje cepoBato-Oenmoro TBEpaoro BemiectBa (1,2 1, 85%). MC (OC): M/Z
[M+H]=150.

Ipumep 45. N-[1-Luano-2-(5-metokcu-2H-0eH30Tprazoa-2-mi)- 1 -MeTHIITII |-4-TpH(PTOPMETHITHO-
6enszamuy (coequnenue Ne 1.073).

IIpu ucnonp30BaHNU MPOIETYPHI, OJOOHO OMMCAHHOM B IIpuMepe 1, 3a HCKITIOUEHHEeM HCIOIb30BaHUs 2-
amuHO-3-(5-MeTokcn-2H-6en30Tprazon-2-min)-2-metunponuonurpuwia (120 mr, onucanHoro B npumMepe 44) u
4-tpudropmermntrnodensomxiaopuaa (0,16 mir), THTYIEHOE COEAMHEHUE BBLAEIAIOT B BHIE O€noro TBEPIOro
Bemectsa (150 mr, 66%). Rf=0,3 (1:1 DA/renran). MC (3C): M/Z [M+H]=436. 'H SIMP: (400 MI'u, IMCO-
de): 1,73 (c, 3H), 3,84 (¢, 3H), 5,32 (n, J=13,4 I', 1H), 5,38 (7, J=13,4 I'u, 1H), 7,10 (ax, J=9,3, 2,3 T'u, 1H),
7,24 (n, J=2,1 I'u, 1H), 7,82 (ax, J=9,2, 0,4 Ty, 1H), 7,87 (n, J=8,6 I'u, 2H), 7,92 (1, J=8,6 I'n, 2H) u 9,00 (c,
1H). °F SIMP (376 MI'u, IMCO-dy): -41.9 (c, 3F).

IIpumep 46. N-[1-Ilnano-2-(5,7-muxnop-4-dprop-2H-6en30Tprazon-2-un)- 1 -metunatun |-4-tpudropme-
Tokcuben3amua (coennuenue Ne 1.090).

ITpn ncronb30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe |, 32 HCKIIIOYEHHEM UCIIONIb30BaHM 2-
amuHO-3-(5,7-auxnop-4-prop-2H-6en30Tprazon-2-mn)-2-metmimnponuonurpuwia (90 Mr), TUTYJIbHOE COeluHe-
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HHUE BBIICISIIOT B Buae Oenoro TBEépmoro BemiectBa (65 mr, 44%). Rf=0,6 (1:1 DA/renran). MC (3C): M/Z
[M+H]=476. 'H SIMP: (400 MI'n, IMCO-ds): 1,76 (c, 3H), 5,47 (n, J=13,3 T, 1H), 5,58 (x, J=13,4 T'u, 1H),
7,50 (n, J=8,1 T'u, 2H), 7,70-8,10 (m, 3H) u 8,86 (c, 1H). '°F SIMP (376 MI't, IMCO-dg): -127,6 (1, J=5.9 T,
1F) u-57,1 (c, 3F).

2-AmuHo-3-(5,7-auxnop-4-prop-2H-6en30Tpuazon-2-un)-2-merwnnponuonurpun  [1,3 1, Rf=0,2 (1:1
OA/rentaH)] moyiy4aroT NpU MCHOJIB30BAaHUM MPOLEIYPbI, OJOOHO OnMcaHHOW B npumepe 1, yactu a u b, 3a
HCKJTFOUEHHEM TOTO, YTO MCXOJHBIM BELICCTBOM SBIIACTCS 5,7-nuxiop-4-drop-1H-0en3orpuazon. 5,7-Auxmop-
4-¢rop-1H-6enzorpuazon (4 1, 85%) nosyyaroT py KCIIOIB30BAaHUH MIPOLEAYPHI, TOJOOHO OIMCAHHOH B IpH-
mepe 11, yacTp a, 3a MCKIIOYEHHEM TOTrO, YTO HCXOIHBIM BEIIECTBOM siBisiercs 4,6-muxiop-3-¢rop-2-
HUTpoaHwInH. 4,6-/luxnop-3-¢drop-2-HuTpoanmwivH (6,1 T) MoIy4arT IPH KUCHOIB30BAaHUH IPOLENYPHI, 10100~
HO ONHCaHHOHU B mpuMmepe 39, actu a, b 1 ¢, 3a NCKIIIOYEHHEM TOT0, YTO MCXOIHBIM BEIIECTBOM sIBIAETCS 2,4-
nmuxiop-5-¢ropaamwmH (10 T).

IIpumep 47. N-[1-Ilnano-2-(5,7-muxmnop-4-dprop-2H-6en30Tprazon-2-un)- 1 -metunatun |-4-tpudropme-
tunTroOeH3amu (coenuaenue Ne 1.091).

ITpn nconb30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHHEM HCIIONIb30BAHU 2-
amuHO-3-(5,7-auxnop-4-¢prop-2H-6en30Tprazon-2-min)-2-merunnponuonurpuia (90 Mr, onMcaHHOTO B IpUMepe
46) u 4-rpudropmerrnrnodenzomwxiopuia (0,06 M), THTYIIBHOE COSAMHEHUE BBIACISIOT B BUJE 0€0oro TBEP-
noro Bemiectsa (95 mr, 62%). Rf=0,55 (1:1 DA/rentan). MC (3C): M/Z [M+H]=492. SIMP: (400 MI'u, JIMCO-
de): 1,76 (c, 3H), 5,47 (1, J=13,3 T'u, 1H), 5,60 (n, J=13,3 I'u, 1H), 7,58-8,22 (m, SH) u 8,94 (c, 1H). "°F SIMP
(376 MI'n, AMCO-de): -127,6 (&, J=5,3 T'u, 1F) n -42,0 (c, 3F).

Mpumep 48. N-[2-(5-Xnop-4,7-numernn-2H-6en3orprazon-2-un)- 1 -nuaHo- 1 -metuinatun]-4-rpudropme-
TokcnOeH3amu (coenuuenue Ne 1.092).

[pu rcronp30BaHUH MPOIETYPHI, TOJOOHO OMMCAHHOH B IpuMepe 1, 3a HCKITFOUEHHEM HCITOB30BAHUS 2-
amMuHO-3-(5x510p-4,7-mMetnin-2H-6en30Tpra3omn-2-mi)-2-metuponuonutpuia (120 mr), THTyIpHOE coeiHe-
HHE BBLACIAIOT B Buje Oenoro TBEpAoro Bemecta (85 mr, 41%). Rf=0,7 (1:1 DA/rentan). MC (3C): M/Z
[M+H]=452. 'H SIMP: (400 MI'u, IMCO-de): 1,74 (c, 3H), 2,43 (c, 3H), 2,45 (c, 3H), 5,35 (1, J=13,3 ', 1H),
5,52 (n, J=13,3 I'n, 1H), 7,25 (a, J=0,6 I'u, 1H), 7,51 (x, J=8,1 T'u, 2H), 7,91 (n, J=8,8 I'y, 2H) u 8,78 (c, 1H).
F SIMP (376 MI', IMCO-de): -57,2 (c, 3F).

2-AmuHo-3-(5-xn0p-4,7-numernn-2H-6en3orpuazon-2-mn)-2-metminponuonutpuit [1,3 r, Rf=0,2 (1:1
DA/rentaH)] moyiy4aroT NpU MCHOJIB30BAaHUM MPOLEIYpPbI, OJOOHO OnMcaHHOW B npumepe 1, yactu a u b, 3a
UCKJTFOUYEHUEM TOTO, YTO MCXOJHBIM BEIIECTBOM SBISICTCS S-XJIop-4,7-mumerw-1H-6er3oTpuaszon. 5-Xmop-4,7-
nuMeTni-1 H-6enzotpuaszon (4 r, 85%) mosmy4aroT mpu MCIOJIB30BAaHMM NPOLENYPHI, TOJXOOHO OIMCAaHHOH B
npuMepe 11, 9acTe a, 3a UCKIFOYEHHEM TOTO, YTO MCXOIHBIM BEIIECTBOM SIBISIETCS 4-XJI0p-3,6-IHMMETHII-2-
HUTpOAHWIHH. 4-Xi0p-3,6-TuMeTHI-2-HUTpoaHwiH (6,1 T') MOTyYaroT IpU HCIONB30BAaHUU MPOLEAYPHI, IMO-
JIOOHO oTmMCcaHHOI B mpuMepe 39, gacTu a, b U ¢, 32 HCKIFOYEHHEM TOTO, YTO HCXOIHBIM BEIIECTBOM SIBIISIETCS 4-
nuxiop-2,5-numerwnanniand (10 T).

IIpumep 49. N-[2-(5-Xnop-4,7-mumetmn-2H-6eH30Tprazon-2-un)- 1 -inano- 1 -metuna T |-4-tpud ropme-
tunTroOeH3amu (coenuaenue Ne 1.092).

IIpu ucnonp30BaHNHU MPOIETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEeHHEM HCIOIb30BaHUS 2-
amuHO-3-(5xnop-4,7-numernin-2H-6en3oTprason-2-mi)-2-mMetuinponnonutpuia (120 mr, onvcaHHOro B IpH-
mepe 48) u 4-rpudropmerrinrnodenzomwxiopuaa (0,09 M), TUTYJIBHOE COEIMHEHHE BBLICISIOT B BHJE OEI0ro
tBépmoro BemectBa (180 mr, 85%). Rf=0,7 (1:1 DA/rentan). MC (3C): M/Z [M+H]=468. AMP: (400 MTIm,
JAMCO-d): 1,74 (c, 3H), 2,43 (c, 3H), 2,44 (c, 3H), 5,34 (n, J=13,3 I'u, 1H), 5,54 (1, J=13,3 T'u, 1H), 7,24 (x,
J=0,7 T, 1H), 7,81-7,93 (m, 4H) u 8,86 (c, 1H). "°F IMP (376 MI'u, IMCO-dq): -42,1 (c, 3F).

[pumep 50. N-[2-(5-Bpom-4-drop-7-metmn-2H-6en3oTpuazon-2-mn)- 1 -imano- 1 -metmwa T | -4-tpud Top-
MeTokcuoeHzamu (coequaerne Ne 1.094).

[Ipu rcronp30BaHAH MPOIIETYPHI, TOJOOHO OMMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIB30BAHUS 2-
amuHO-3-(5-6pom-4-drop-7-merun-2H-6en3otpruazon-2-un)-2-meruinpornuonurpwia (120 mr), THTyIbHOE CO-
e/IMHEeHUE BBIJCISIIOT B BUAE Oeoro TBEpaoro Bemectsa (130 mr, 68%). Rf=0,65 (1:1 DA/renran). MC (3C):
M/Z [M+H]=500. 'H SIMP: (400 MI'ri, JIMCO-dy): 1,75 (c, 3H), 2,42 (c, 3H), 5,40 (n, J=13,3 T'u, 1H), 5,54 (x,
J=13,4 T, 1H), 7,45 (1, J=5,7 T'n, 1H), 7,51 (n, J=8,3 T, 2H), 7,91 (n, J=8,7 T'u, 2H) u 8,82 (c, 1H). '°F SIMP
(376 MI'u, AMCO-dg): -122,4 (n, J=5,3 T'u, 1F) u -57,1 (c, 3F).

2-AmuHo-3-(5-6pom-4-hrop-7-mernn-2H-6eH30Tpuaszon-2-mn)-2-mertunnponuonurpuin [1,3 r, Rf=0,2 (1:1
DA/rentaH)] moyy4aroT IpH MCHOJIB30BaHUM NPOLEIYpPbI, OJOOHO omnMcaHHON B mpumMepe 1, wactu a u b, 3a
UCKJTFOUYEHUEM TOTO, YTO MCXOJHBIM BEIIECTBOM SBISIETCA 5-OpoM-4-¢pTop-7-meTmi-1H-6en3orpuazon. 5-bpom-
4-¢rop-7-merun-1H-6en3orpuazon (4 T, 85%) noiydaroT npu HCHOIB30BAHUH MPOLEAYPHI, TOJJOOHO ONMCAHHOMN
B mipuMepe 11, acTp a, 3a HCKITIOYEHHUEM TOTO, YTO MCXOTHBIM BEIIECTBOM SIBIIsIECTCS 4-0poM-3-drop-6-meTnin-2-
HUTpOaHWIHH. 4-Bpom-3-Prop-6-MeTrnin-2-HuTpoanmwmuH (6,1 T) MOIYYarOT MPH HCIOIB30BAHUU IPOIEIYPHI,
MOI00HO OTMCAaHHOM B mpuMepe 39, yacTu a, b 1 ¢, 3a UCKITIOYEHUEM TOTO, YTO UCXOIHBIM BEIIECTBOM SIBIISIETCS
4-6pom-5-prop-2-metmmanmiud (10 ).
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[pumep 51. N-[2-(5-Bpom-4-drop-7-metmn-2H-6en3oTprazon-2-mn)- 1 -imano- 1 -metmna T | -4-tpud Top-
Metmitrnooen3amu (coenqunerne Ne 1.095).

ITpn ncionbp30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe |, 32 HCKIIIOYEHHEM HCIIONIb30BAHM 2-
amMuHO-3-(5-6pom-4-drop-7-metmin-2H-0en3oTpraszon-2-mn)-2-metunponuonutpmwia (120 mr, OmMcaHHOro B
npumepe 50) u 4-tpudropmernnruodenzomnxiaopuna (0,09 mMi), TUTYyJIbHOE COEIMHEHHE BBLICISIOT B BUIE Oe-
soro tBépmoro BemiectBa (175 mr, 88%). Rf=0,65 (1:1 DA/renran). MC (3C): M/Z [M+H]=516. SIMP: (400
MTI'n, AMCO-dy): 1,75 (¢, 3H), 2,41 (c, 3H), 5,41 (n, J=13,3 I'y, 1H), 5,56 (1, J=13,3 T'u, 1H), 7,45 (a0, J=5,9,
1,1 T, 1H), 7,85-7,90 (m, 4H), 8,90 (c, 1H). "°F SIMP (376 MI'u, IMCO-dg): -122,4 (1 J=5,3 ', 1F), -42,0 (c,
F).

pumep 52. N-[2-(4-Bpom-5-xnop-2H-6en3orpuazon-2-nin)-1-nuuano- 1 -metminatui|-4-TpudTopMeToKcH-
oenzamu (coenuuenue Ne 1.057).

[Ipu rcronp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEeM HCITOB30BAHUS 2-
amMHuHO-3-(4-6pom-5-xmop-2H-6en30Tprason-2-mi)-2-MeTWIIPONHOHUTPpIIa (48 MI), THTYIBHOE COECIUHEHHE
BBIJICJISIIOT B BUJE Genoro TBEpIOro Bemectsa (43 mr, 56%). MC (3C): M/Z [M+H]=502. 'H SIMP: (400 MIw,
JIMCO-dy): 1,75 (¢, 3H), 5,42 (1, J=13,4 T'u, 1H), 5,54 (7, J=13,4 'y, 1H), 7,51 (n, J=8,1 T'n, 2H), 7,63 (1, J=9,0
T'u, 1H), 7,93 (1, J=8,8 I'n, 2H), 8,02 (11, J=9,0 'y, 1H) u 8,88 (¢, 1H). "°F SIMP (376 MI', AIMCO-dq): -57,1 (c,
3F).

2-AmuHo-3-(4-6pom-5-xnop-2H-0eH30Tpuazon-2-ui)-2-MeTHINPOIHOHUTPUI (48 MI) MOJIy4aroT IpH HC-
MOJIb30BaHUU MPOLEAYPHI, TOJOOHO OMMCAaHHON B mpuMmepe 1, yactu a u b, 32 HCKIIIOYEHUEM TOTO, YTO HCXO[I-
HBIM BEIECTBOM siBisieTcsi 4-0pom-5-xiop-1H-6enzoTprasosn (213 Mr), KOTOpBIH MOIYy4YarOT CIeXyIomuM o0pa-
30M.

a. K pactBopy 5-xmop-1H-6en30Tpua3zona (213 mr) u anerara Hatpus (1) B yKCYCHO# KHCTIOTE TOOABISFOT
opom (2 ). Uepes 10 grelt cTosHUS P KOMHATHOW TeMIIepaType cMech 00pabaThBalOT HACHIIICHHBIM PAacTBO-
poM THOCynb(aTa HaTpHs, HEUTPAIU3YIOT HACBHIIICHHBIM PAacTBOPOM OWKapOOHaTa HAaTpHs W IKCTParupyroT
sTmaneraToM. Opranndeckyo a3y IPOMBIBAIOT HACBHILEHHBIM COJIEBBIM PACTBOPOM, CYIIAT Haja OE3BOJHBIM
cynbdaroM HaTpys, GUIBTPYIOT ¥ GUIBTPAT KOHLIEHTPUPYIOT IPH IIOHM)KEHHOM JaBJICHUH IS TIOJMY4eHHS OC-
TaTKa, KOTOPHIH OYMINAIOT MOJYNPENapaTUBHOW KHUIKOCTHOW Xxpomarorpaduei, s mnoiaydeHus 4-06pomo-5-
xyop-1H-0en3oTpuazona B Buume cepoparo-Oesoro TBEpmoro BemiectBa (213 mr, 14%). MC (3C): M/Z
[M+H]=232. 'H SIMP: (400 MI'r, IMCO-dq): 7,58 (1, J=8,7 I'ti, 2H) u 7,91 (n, J=8,7 I', 1H).

Ipumep 53.  N-[2-(5-Xunop-4,7-nubpom-2H-6eH30Tpra3zon-2-mn)- 1 -iiuano- 1 -metmia T | -4-tpud top-
metokcnbenszamuy (coenunenue Ne 1.083).

[Tpu ncrionp30BaHMM NpOLIEAYPHI, TOZOOHO ONMUCAHHOM B pHMepe 1, 32 HCKIIIOYEHHEM HCIIOJIb30BaHUS 2-
amMuHO-3-(5-x10p-4,7-nubpom-2H-6eH30Tprazon-2-un)-2-metrwinpornuoauTpuia (390 Mr), TUTYIBHOE COEIHE-
HYE BBIICISIOT B BUJE Oenoro TBEpaoro Bemectsa (530 mr, 90%). MC (9C): M/Z [M+H]=580. 'H SIMP: (400
MI'n, IMCO-d¢): 1,75 (¢, 3H), 5,43 (n, J=13,3 I'y, 1H), 5,59 (&, J=13,4 I', 1H), 7,51 (n, J=8,0 T'm, 2H), 7,84-
7,96 (m, 2H), 8,04 (c, 1H) u 8,83 (c, 1H). "°F SIMP (376 MI', IMCO-d): -57.1 (c, 3F).

2-AmuHO-3-(5-xm0p-4,7-mu6pom-2H-6er30Tprazon-2-wmn)-2-MeTrinponnoHuTpua (440 Mr) momydaroT
IPY UCIIONB30BAaHUH MPOLENYPHI, T0J00OHO ONMUCAaHHOW B IpHuMepe 1, 4yacTu a u b, 3a UCKIIOYEHHEM TOTO, YTO
HCXOJHBIM BEIICCTBOM SIBJISIETCS S-XJop-4,7-nuopom- 1 H-0eH30TpHa30s1, KOTOPBIN MOJYYaroT, HCIOIb3Ysl PO-
uenypy, onucannyo B nmuteparype K. Kopanska et al. B Bioorganic & Medicinal Chemistry, vol. 13 (2005), p.
3601 u B Bioorganic & Medicinal Chemistry, vol. 12 (2004), p. 2617-2624.

a. K pactBopy 5-xsop-1H-6enszorpuasona (7,7 ) u cynbdara cepedpa (19 r) B cepnoit kucmore (100 mur)
MeuIeHHO no0aBisitoT 6poM (15 mir). Iociie AByXHEBHOTO CTOSHUS IPH KOMHATHOM TeMIeparype K OXJIaXIEH-
HOH CcMecH MeIJIEHHO JNO0aBISIOT BOAY M CMECh NEPEMENIMBAIOT NP KOMHATHOW TeMIlepaType B TedeHue 3
nueit. [TomydeHHOe TBEPIOE BEIIECTBO OT(HIBTPOBBIBAIOT, IPOMBIBAIOT BOJOIH M PacTHUPAIOT B IIOPOLIOK MPH
MoOMOINK dTHianerara. OpraHudeckuii GuiIbTpaT coOUparOT W 00pabaTHIBAIOT HACHIIIEHHBIM PAacTBOPOM OH-
cynb(uTa HATPHSL, 3aTeM BOJIOM, CylIaT HaJl O€3BOIHBIM Cysb(haToM HaTpust 1 GUIbTPYIOT Yepe3 cioi Celite®.
OunpTpaT KOHLUEHTPUPYIOT TIPH TOHIDKCHHOM JaBJICHWW MU TONy4deHus S-xyop-4,7-nuopom-1H-
GensoTpuasona B Buae TBEpaoro semectra (11,2 T, 71%). MC (3C): M/Z [M+H]=310. 'H SIMP: (400 MIw,
AMCO-dy): 8,0 (c, 1H).

IIpumep 54. N-[2-(5-Xinop-4,7-mu6pom-2H-6eH30TpHaz0n-2-un)- 1 -tmano- 1 -metuna T |-4-tpudropme-
tuntuobensamu (coequnenue Ne 1.085).

IIpu ucnonp30BaHNUHU MPOIETYPHI, OJOOHO OMMCAHHOM B IpUMepe 1, 3a HCKITIOUEHHEM HCIOJIb30BaHUS 2-
amuHO-3-(5-x10p-4,7-1n6pom-2H-0eH30Tpuazon-2-mi)-2-MeTHIANPONHOHUTpUIIA (44 Mr, OIIMCAaHHOTO B IpUMe-
pe 53) u 4-tpuTOpMETHITHOOEH30MIXIIOPHA, THTYJIBHOE COEIMHEHHE BBLACIAIOT B BUAE O€noro TBEPHOTO
Bewectsa (15 mr, 22%). MC (3C): M/Z [M-H]=594. SIMP: (400 MI'u, IMCO-d¢): 1,75 (¢, 3H), 5,43 (n, J=13,4
I'n, 1H), 5,61 (1, J=13,3 'y, 1H), 7,88 (xB, J=8,5 I'u, 4H), 8,04 (¢, 1H) u 8,91 (c, 1H). "°F SIMP (376 MIn,
JAMCO-dy): -42,0 (c, 3F).

pumep 55. N-[2-(4-Bpom-5,7-muxnop-2H-6eH30Tprazon-2-mn)- 1 -iprano- 1 -Me T twi | -4-Tpru TOpMETOK-
cubenzamu (coemuaenre Ne 1.086).

ITpn ncionb30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIFOYEHNEM UCIIONIb30BAHMS 2-
amMHuHO-3-(4-6pom-5,7-muxnop-2H-6eH30Tpra3omn-2-ui)-2-MeTHINPOITHOHUTPIIIA, THTYIBHOE COEAWHEHHE BBI-

-43 -



016912

JeNAI0T B BUJE Gesoro TBEp0ro Bemectsa (260 mr). MC (3C): M/Z [M+H]=536. 'H SIMP: (400 MI', JMCO-
de): 1,76 (c, 3H), 5,44 (0, J=13,2 'y, 1H), 5,59 (n, J=13,4 T'y, 1H), 7,51 (1, J=8,1 T'y, 2H), 7,84-7,99 (M, 3H) u
8,83 (c, 1H). '°F SIMP (376 MI'u, AIMCO-de): -57,1 (c, 3F).

2-AmMuHO-3-(4-6pom-5,7-nuxnop-2H-6eH30Tpra3on-2-1i)-2-MeTHIIPOTMOHUTPHI  TIOIYYaloT, HUCIOJB3YS
npoueaypy, nogo0HyI0 TOH, KoTopas orucaHa B mpuMepe 1, yact a u b, 3a HCKIIIOYEHUEM TOT'0, YTO UCXOTHBIM
BEIIIECTBOM sBJIsieTCs1 4-0pom-5,7-nuxiop-1H-0eH30Tpra3oiioM, KOTOPhIA MOIyYaoT BMecTe ¢ 4,6-mudpoMm-5,7-
nuxiop-1H-6eH30Tpra3onoM, UCIONIB3Ys MPOLEAYPY, MOJOOHYIO TOH, KOTOpas OmHcaHa B mpuMmepe 53, 3a uc-
KITFOYEHUEM HCIIOIB30BaHus 5,7-nuxiop-1H-0en3orprasoa, onmiucanHoro B mpumepe 15.

[pumep 56. N-[2-(4-bpom-5,7-nuxnop-2H-6en3oTpuazon-2-nn)- 1 -nmano- 1 -metuiatii -4-tpud ropmeTi-
6enzamuy (coenmuaenue Ne 1.087).

[Ipu rcronp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOH B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOB30BAHUS 2-
aMHuHO-3-(4-6pom-5,7-muxinop-2H-6eH30Tpra3on-2-wui)-2-MeTHIPOITHOHUTPWIA | 4-TpU(PTOPMETHITHOOCH-
30MIIXJIOPUAA, TUTYIBHOE COCITMHEHNE BBIACIAIOT B Buie Oenoro TBEpmoro BemiectBa (110 mr, ommcanHoe B
npumepe 55). MC (3C): M/Z [M+H]=552. SAMP: (400 MI'u, IMCO-de): 1,75 (c, 3H), 5,44 (n, J=13,3 I'u, 1H),
560 (m, J=13,7 T'm, 1H), 7,75-8,04 (m, 5H) u 8,91 (c, 1H). “F SIMP (376 MIwu, JIMCO-dq):
-42.0 (c, 3F).

Ipumep 57. N-[1-I{nano-2-(4,6-mudpom-5,7-nuxnop-2H-6eH30Tprason-2-min)- 1 -metmia T | -4-tpudtop-
MeTokcubenzamu (coequnenue Ne 1.088).

[Tpn ncrionp30BaHMM NpOLEAYPHI, TOAOOHO ONMUCAHHOM B pHMepe 1, 32 NCKIIIOYEHNEM HCIIOJIb30BAHUA 2-
amMuHO-3-(4,6-11bpom-5,7-muxop-2H-6eH30Tpna3oi-2-1i)-2-MeTHITIPONHOHUTPIIIA, THUTYJIBHOE COEAWHEHHUE
BBIIEISIOT B BHje Oenoro Teéproro Bemectsa (130 mr). MC (3C): M/Z [M+H]=614. '"H SIMP: (400 MI'x,
IMCO-dy): 1,75 (c, 3H), 5,45 (n, J=13,3 I'u, 1H), 5,59 (&, J=13,4 ', 1H), 7,51 (7, J=8,0 'y, 2H), 7,91 (1, J=8,8
', 2H) 1 8,82 (c, 1H). "°F SIMP (376 MI'n, IMCO-de): -57,1 (c, 3F).

2-AmuHO-3-(4,6-mubpoM-5,7-quxnop-2H-0eH30Tpra3on-2-nin)-2-MeTINPOMTUOHUTPIIT  TTONy4YaroT,  HUC-
MOJIB3YSI IPOIIEYPY, MOAOOHYIO TOM, KOTOpas OmrcaHa B mpuMepe 1, gacTu a u b, 3a HCKIIOYEHUEM TOTO, YTO
WCXOIHBIM BEUIECTBOM sIBIsieTcs 4,6-1ubpom-5,7-auxmnop- 1 H-6eH30Tpua3om, KOTOpBId OBUT MOTydeH BMeECTe C
4-6pom-5,7-muxiiop-1H-0eH30Tpra3onom, ONMMCaHHBIM B pUMeEpe 55, UCIOJb3ysl NpoLeaypy, NOA0OHYIO TOH,
KOTOpast OIMcaHa B puMepe 53, 32 UCKIIIOYEHHEM HCII0Ib30BaHus 5,7-nuxmnop-1H-0en3orpra3ona, oniucaHHOro
B mpumepe 15.

[Mpumep 58. N-[1-Llnano-2-(4,6-1ubpom-5,7-nuxnop-2H-0en3orpuazon-2-un)- 1 -metunatuin |-4-
tpudpTopmMernnTHodbenzamu (coenunenue Ne 1.089).

[Tpn ncrionp30BaHMM NpOLIEAYPHI, TOZOOHO ONMUCAHHOM B puUMepe 1, 32 HCKIIIOYEHHEM HCIIOJIb30BaHUA 2-
aMuHO-3-(4,6-mudpom-5,7-auxmnop-2H-0eH30Tpra3on-2-mi)-2-MeTHIIMPONHOHUTPIJIA, OIMHCAHHOTO B TpUMEpe
57 u 4-TpuPTOPMETIITHOOCH30MIXIIOPU/IA, TUTYIBHOE COCIIMHEHUE BHIIEIAIOT B BUAE OEIOr0 TBEPAOTO Belle-
ctBa (100 mr). MC (OC): M/Z [M+H]=630. SIMP: (400 MI'u, AMCO-d¢): 1,75 (¢, 3H), 5,45 (n, J=13,3 T', 1H),
5,60 (z, J=13,0 T'e;, 1H), 7,82-7,92 (m, 4H) 1 8,90 (c, 1H). "F SIMP (376 MI', IMCO-dq): -42,0 (c, 3F).

CoenvHeHns mpuMepoB 59 u 60 morydeHsl COTIACHO CIEeIYIONIeH 00Iel cXxeMe peaKIim:

\@ NES CI\Q o o e NaNO, CI\Q ! %— - /—N;’N/\ﬂ/
2 CH,CN * MeCH \QNH’ HCI, AcOH %?;3) . °
Br Acelone

£ gn(Bu),
Pd cat Toluene

T et T e

CH,CL, NHCI

(cat) — (kar.); Acetone — ameron; Toluene — Toayon; in—B; DIEA -TH3A

Koneunslit npoaykr:

V=C-H; W=C-Cl; X=C-H; Y=C-CH=CH,;

Q=P=N;

R;=R,=H; a=1; Rs=CHj;; R¢=H;

7=C(0); R/=n-¢pennn-R.

[Mpumep 59. N-[2-(6-Xnop-4-Bunni-2H-6en3oTprazon-2-muin)- 1-unano- 1 -metuidTri|-4-TpuTopmMe ToKcu-
6enszamuy (coequnenue Ne 1.075).

[Tpn ncrionp30BaHUM NpoOLEAYPHI, TOAOOHO ONMUCAHHOM B puMepe 1, 32 HCKIIIOYEHHEM HCIIOJIb30BAHUA 2-
amMuHO-3-(6-x110p-4-BrHMI-2H-0eH30TpHa3011-2-1i1)-2-MeTHIIIPOTIMOHUTPpHAA (2,3 T), TUTYJNBHOE COEAWHEHHE
BEIICNAIOT B BHIe Oemoro TBEpmoro BemiectBa (3,2 1, 80%). Rf=0,45 (1:1 3A/rentan). MC (3C): M/Z
[M+H]=450. 'H SIMP: (400 MI'ti, IMCO-dq): 1,75 (c, 3H), 5,41 (n, J=13,3 T, 1H), 5,51 (mn, J=11,2, 1,2 Ty,
1H), 5,55 (m, J=13,4 I'u, 1H), 6,45 (an, J=17,7, 1,2 T'u, 1H), 6,91 (ax, J=17,6, 11,3 T'u, 1H), 7,48-7,52 (M, 3H),
7,93 (n, J=8,8 'y, 2H), 8,03 (, J=1,8 'y, 1H) u 8,87 (¢, 1H). "°F SIMP (376 MI'ei, IMCO-de): -57,1 (c, 3F).

2-AmuHO-3-(6-x10p-4-BuHmI-2H-0eH30TpHrason-2-mn)-2-metwnponuonurpun [2,3 r 97%, Rf=0,3 (1:1
DA/rentaH)] moyy4aoT, HCHOJbB3Ysl MPOLEAYPY, NOAOOHYI0 TOH, KOTOpas onKcaHa B mpumepe 1, yactu a u b, 3a
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UCKITFOUYEHHEM TOTO, YTO MCXOJHBIM BeIIecTBOM sBIsieTcs 1-(6-xmop-4-BuHmin-2H-0eH30Tpra30m-2-mi)mponan-
2-0H. 1-(6-Xnop-4-sunnn-2H-6en30Tpua3on-2-un)nponan-2-oH (4 1, 85%) moay4aroT ciexyommmM o0pa3om.

a. 1-(4-bpom-6-xmop-2H-6en3orpuazon-2-umn)-nponad-2-od (3 1), TpubyTmwiBuHIIONOBO (3,5 1) U Ouc-
(tpu-Tper-Oytrndochun)nammanus (0,5 r) HarpeBator B Tosyosie (20 mu) npu S0°C B teueHue Houn. Cmech
KOHLEHTPUPYIOT TPH HOHIKEHHOM [aBJICHWH, ITIEPEKIaJblBAIOT B OTHJIALETaT W (QUIBTPYIOT uepe3 cioii
Celite®. @unpTpaT KOHISHTPUPYIOT NPY MOHKCHHOM IAaBJICHHUH JJIS MOJMYYSHHS OCTaTKa, KOTOPBIA OYHIIAIOT
xpomarorpacdueii (SiO,, renran/DA), 1 nonydenust 1-(6-xnop-4-sunui-2H-0en3oTpuazon-2-un)nponas-2-oHa
B Buje Oerroro TBEpmoro Bemiectsa (2,2 1, 90%). Rf=0,5 (1:1 DA/renran). 1-(4-bpom-6-xs10p-2H-0eH30Tprason-
2-nn)nponan-2-0H MOJIY4aloT, UCIIOJB3Ys IPOLEaypY, ITOTO0HYIO TOH, KOTOpas onrcaHa B mpuMepe 1, yactu a u
b, 3a MCKIITOUEHNEM TOTO, YTO HCXOIHBIM BEIIECTBOM SBJIsIETCS 7-0poM-5-xiop-1H-0en3oTpuasosn, onucaHHbIi B
npumepe 38, yvactn au b.

[pumep 60. N-[2-(6-Xop-4-Bunmin-2H-0eH30Tpra3on-2-mn)- 1 -mano- | -Me T3 THI |-4-TpUPTOPMETHII-
troden3amu (coequaerne Ne 1.076).

[Ipu rcmonp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOH B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOB30BAHUS 2-
aMuHO-3-(6-x710p-4-BuHMWI-2H-6eH30Tpra30-2-1i)-2-MeTranponuonuTpuia (50 Mr), BBIIIIEONTMCAHHOTO B TIPH-
Mmepe 59, u 4-tpudropmermrrnodenzonnxiopuna (0,05 mir), TUTyIPHOE COeMHEHNE BBIACTSIOT B BUAE Oer1oro
tB€pHoro BemectBa (65 mr, 73%). Rf=0,5 (1:1 DA/rentan). MC (3C): M/Z [M+H]=466. SIMP: (400 MI L,
JAMCO-d¢): 1,75 (c, 3H), 5,41 (n, J=13,4 T'u, 1H), 5,50 (n, J=11,5 I'u, 1H), 5,57 (a0, J=13,4 T'u, 1H), 6,45 (x,
J=17,6 I'y, 1H), 6,91 (ngm, J=17,6, 11,3 I'u, 1H), 7,51 (c, 1H), 7,84 (1, J=8,2 T'u, 2H), 7,91 (n, J=8,3 I'u, 2H),
8,03 (c, 1H) u 8,96 (c, 1H). "°F SIMP (376 MI'u, IMCO-de): -42,0 (c, 3F).

CoenuHeHus TpuMepoB 61-67 MOITyYeHBI COTTIACHO CIICIYOIIEH 00MIeH cXeMe peaKIim:
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Koneunslit npoaykr:

V=C-H; W=C-Cl; X=C-H; Y=C-Ry;;

Rll:COzH, COQMC, CH2N(CH3)2, CHon, CH(OH)CHon, CHFCHzF,

Q=P=N;

R;=R,=H; a=1; Rs=CHj3;; R¢=H;

7=C(0); R;=n-hennn-OCF;.

pumep 61. N-{2-[6-Xnop-4-(1,2-nuruapokcustin)-2H-6en3orpuazon-2-mi|-1-uuano- 1 -MmeTunaTi § -4-
tpudTopmMerokcudbenzamuy (coeaunenue Ne 1.077).

K pactBopy N-[2-(6-x510p-4-BunmHI-2H-0eH30TpHa301-2-11)- | -IInaHo- 1 -MeTHIIATHII |-4-Tpr( TOPMETOKCH-
6enzamuza (0,25 1) B 5 mut cmecu TT'® u Bogst (10:1) nobasmnstor nepuonar Harpus (0,24 1, 2,1 3kB.) 1 4%-HbIiA
pactBop TeTpokcunaa ocmust B Boae (17 mit, 5 Moin.%). Uepe3 2 4 cTOSHHS IPH KOMHATHOW TEMIIEpaType peak-
o racst 10%-HpIM pacTBOPOM, SKCTPArupyroT STWIALIETATOM M IPOMBIBAIOT BOAOM. OpraHndeckuid cioii cy-
maT Haja Cynb(}aToM HATpHs, QUIABTPYIOT U KOHIEHTPHPYIOT NPH HMOHIKEHHOM JaBJICHHHU JUIS MOITYyYeHHs OC-
TaTKa, KOTOPHIA ounmiaoT xpomarorpadueii (SiO,, rentan/DA), A MOMYICHUS TUTYIBHOTO COSANHEHHS B BU-
ne Oenoit TBépmor cmecu auactepeomzomepoB (110 mr, 40%). Rf=0,35 (1:1 DA/renran). MC (BC): M/Z
[M+H]=484. "H AMP: (400 MTI'u, IMCO-ds): 1,74-1,75 (n, 3H), 3,40-3,56 (m, 1H), 3,67-3,82 (m, 1H), 4,78 (xr,
J=17.3, 6,0 I', 1H), 5,01-5,12 (m, 1H), 5,35-5,43 (m, 1H), 5,43-5,51 (M, 1H), 5,61 (m, J=4,8 T'u, 1H), 7,42 (c,
1H), 7,51 (n, J=7,9 I'n, 2H), 7,93 (un, J=8,7, 3,8 I'u, 2H), 7,98 (t, J=2,1 T'u, 1H) u 8,92 (n, 1H). "F SIMP (376
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MTI ', AMCO-dg): -57,1 (c, 3F).

Ipumep  62.  N-{2-[6-Xnop-4-(1,2-gudropatun)-2H-0eH30Tprazon-2-ui]- 1 -ipano- 1 -MeTrId Tw § -4-
tpudropmeToxcudenszamu (coeaunerne Ne 1.078).

K pactBopy N-{2-[6-x10p-4-(1,2-gurunpokcustin)-2H-6en30Tpraszon-2-mi]-1-mmano- | -meTumatin  -4-
tpudropmeTokcudenzamuga (50 wmr) B AXM (3 wmim)  gmob6aBmsior  Deoxofluor™  [Owmc-(2-
MeTokcudITII )amuHoTpudTopun cepbi] (0,07 mi). Iociae mepemenivBaHus B TEYCHHWE HOYM NPU KOMHATHOU
TEMIIEPAaType CMECh KOHLECHTPUPYIOT IIPU NOHWKEHHOM JABJICHUHU JUIS MIOJIyYE€HUS] OCTaTKa, KOTOPBIM OYHUILAIOT
xpomarorpagueii (SiO,, rentan/DA), Ui NOITYUYEHHS] THUTYJIHHOTO COEIMHEHHUsS] B Bujae Oesoil TBEpIOH cmecH
nuactepeon3omepos (35 mr, 69%). Rf=0,7 (1:1 DA/renran). MC (9C): M/Z [M+H]=488. 'H SIMP: (400 MIw,
xiopodopm-d): 1,88-1,89 (n, 3H), 4,71-5,00 (M, 2H), 5,19 (an, J=13,7, 4,5 I'u, 1H), 5,47 (t, J=13,9 I'u, 1H),
5,99-6,25 (m, 1H), 7,20 (1, J=18,7 I'u, 1H), 7,33 (a, J=8,1 I'u, 2H), 7,53 (c, 1H), 7,86 (1, J=8,7 I'u, 2H) u 7,90
(¢, 1H). F SIMP (376 MTI'1t, xnopodopm-d): -192.2 (c, 1F), -58,1 (¢, 3F) u 3,1 (mmp ¢, 1F).

[pumep 63. N-[2-(6-Xn0p-4-hopmun-2H-6en30Tprazon-2-mn)- 1 -iimano- | -meTrma tin |-4-
tpudropmeTokcudenzamun (coenuaerne Ne 1.079)
PactBop N-[2-(6-x510p-4-BunHmI-2H-6eH30TpHa301-2-11)- | -iinano- 1 -Me T I |-4-

tpudropmerokcudenzamuaa (0,29 r) 8 35 mi cmecu IXM u metanona (3:1) 00pabaThIBIOT Ta3000pa3HBIM 030-
HOM B Teduenue 15 muH. [locne nepemenmmBanus B Tedenre | 1 mpu -78°C cMmech MPOAYBAIOT KUCIOPOJIOM B Te-
yenue 10 MUH ¥ 3aTeM racsit IUMETHICYIbGUIOM, a 3aTeM 10%-HbIM PacTBOPOM THOCYJIb(aTa HATPHS U pa3-
6asistror AXM (100 mir). Cmech pa3nelnsitoT 1 OpraHUuecKuid CIIOH cymart Haj CyJab(aToMm HaTpus, GUIbTPYIOT
Y KOHLEHTPUPYIOT IPH IOHMKEHHOM JIaBJICHHUHU JUIs MTOJY4YEHHs OCTaTKa, KOTOPBIH OYMILAIOT XpoMaTorpadueit
(Si0,, rentan/DA), IS ONYYEHUS TUTYIILHOTO COeNMHEHUS B Buae Oeoro TBEpaoro Bemecta (0,23 1, 79%).
Rf=0,6 (1:1 DA/rentan). MC (3C): M/Z [M+H]=452. 'H SIMP: (400 MI'n, xnopodopm-d): 1,58 (c, 3H), 5,24
(n, J=13,8 I'u, 1H), 5,47 (n, J=13,8 T'u, 1H), 7,37 (7, J=8,1 T'u, 2H), 7,94 (mmp c, 1H), 8,00 (x, J=1,8 I'u, 1H),
8,05 (m, 2H), 8,22 (1, J=1,9 ', 1H) u 10,34 (c, 1H). "°F SIMP (376 MI'n, xopodopm-d): -58,1 (c 3F).

[pumep 64. N-[2-(6-Xmop-4-mumernnamuHoMeTHI-2H-0eH30Tpra3on-2-mn)- 1 -mnano- | -meTraTi |-4-
tpudropmeToxcudenszamu (coeaunerne Ne 1.080).

K pacTBopy N-[2-(6-x510p-4-hopmun-2H-6eH30Tpra3o-2-ui)- 1 -ninaso- 1 -meTinatii |-4-tpudrop-
Metokcubenzamuna (0,18 r) B metanone (3 mur) 106aBisiroT 2 M MeTaHOJBHBIM pacTBop numetmiamuHa (0,24
mi). [locne nmepeMernuBanusl B TeueHHe | 4 MPH KOMHATHOW TemIiepaType No0aBisoT jekadopaH (15 mr) u
CMech NepeMeIINBaOT B TeueHHe emé | 4 mepea KOHIIEHTPUPOBAHUEM IIPHU NMOHMKEHHOM JlaBieHuH. OCTaTok
ounmarot xpomarorpadueii (SiO,, renrtan/IA) IS TTOJTyYEHUS TUTYJILHOTO COCMHEHHUS B BHJIE Oesoro TBEPI0-
ro Bemtectsa (100 mr, 52%). Rf=0,2 (3:1 DA/rentan). MC (9C): M/Z [M+H]=481. 'H SIMP: (400 MTI 1, x;10po-
¢dopm-d): 1,81 (c, 3H), 2,31 (c, 6H), 3,75 (1, J=13,5 'y, 1H), 3,92 (x, J=13,5 I'u, 1H), 5,12 (n, J=13,8 ', 1H),
5,52 (m, J=13,7 I'n, 1H), 7,32 (n, J=8,1 I'u, 2H), 7,36 (¢, 1H), 7,81 (1, J=1,7 I'u, 1H) u 7,95 (uwmp x, J=8,7 I'ny,
3H). "F SIMP (376 MI'11, xnopodopm-d): -58,1 (c, 3F).

[pumep 65. N-[2-(6-Xmop-4-runpokcumeri-2H-0en30Tprazon-2-wmn)- 1 -nmano- 1 -me i T |-4-
tpudropmeTokcudenzamun (coenuaerne Ne 1.081).

K pacrBopy  N-[2-(6-x10p-4-popmun-2H-6en30Tpuazon-2-un)-1-1uano- 1 -metuidtun|-4-tpudropme-
Tokcuben3amua (150 mr) B staHone (2 Mi), OXJIAXIEHHOMY Ha JICASHON OaHe, JOOABISAIOT TPHAIIETOKCHOOP-
runpun Hatpust (0,22 1). Yepes 6 9 CTOSHIS IPH KOMHATHOM Temmeparype Ao6asisioT emeé 0,29 T TpuaeTokcu-
Gopruzapuia HaTpUA U CMECh NIEPEMEIINBAIOT B TEUEHHE HOYHM NMPH KOMHATHOU Temmeparype. CMech racsar Bo-
JIOM, 9KCTparupyroT stuianeraroM. OpraHMyeckuil cloi cymar Haj cyib(aTom HaTpusi, GUIBTPYIOT U KOHIICH-
TPUPYIOT TIPH HOHMXCHHOM [NaBJICHWH IJIsl MOJYyYeHHs OCTaTKa, KOTOPBIH ouMIaloT xpomarorpadueit (SiO,,
rentan/DA), IS MOMYYCHHS THUTYJIBHOTO COCIUHEHHWs B Buie Oenoro TBEpmoro BemectBa (100 mr, 67%).
Rf=0,4 (3:1 DA/rentan). MC (3C): M/Z [M+H]=454. "H SIMP: (400 MI'it, xnopodopm-d): 1,87 (¢, 3H), 5,06 (c,
2H), 5,15 (m, J=13,8 I'u, 1H), 5,43 (n, J=13,8 I'n, 1H), 7,33 (m, J=8,8 'y, 2H), 7,43 (ar, J=1,8, 1,0 I'u, 1H), 7,47
(c, 1H), 7,80 (mx, J=1,8 T'm, 1H) u 7,88 (1, J=8,8 I'u, 2H). F SIMP (376 MIu, xuopopopm-d):
-58,1 (c, 3F).

[Tpumep 66. 6-Xiop-2-[2-ttnano-2-({[4-(TpudTopmerokcu)dhenunn |[kapOoHUT } aMuHO )ipormi |-2H-
6eH30Tpuason-4-kapoonosas kucioTa (coeaunerue Ne 1.082).

K pacrtBopy  N-[2-(6-x10p-4-hopmun-2H-6en30Tpua3zon-2-un)-1-1pano- 1 -metuiatun|-4-tpudropme-
tTokcnbenzamuaa (1,5 r) B cmecu TI'® (25 mi), Tper-Oyranona (10 mia) u 2-meTnin-2-0yreHa 00aBIISIOT 110 Karl-
JsiM pacTBop runoxioputa Hatpus (0,9 r) u nurunpodocdar vatpus (1,15 r) B Boge (20 mu). Uepes 4 u crostHus
NpY KOMHATHOW TeMIlepaType CMeCh KOHIEHTPUPYIOT MPY MOHMKEHHOM JaBJIeHUH, pa30aBisitoT Boaoit (50 mu)
u noakucisitor 1o pH 2 mopmansroii HCI. Benoe TBEpnoe BemecTBo OTGMIBTPOBEIBAIOT, IIPOMBIBAIOT BOJOH U
CylIaT B BaKyyMe JUIi MONyYeHHs TUTyiIbHoro coemuuenus (1,35 r, 87%). MC (9C): M/Z [M+H]=468. 'H
SAMP: (400 MI'n, IMCO-d¢): 1,72 (c, 3H), 5,48-5,64 (M, 2 H), 7,43 (n, J=8,2 'y, 2H), 7,83 (n, J=2,0 I'y, 1H),
7,99 (n, J=8,8 ', 2H), 8,23 (1, J=1,8 ', OH) u 9,41 (ump ¢, 1H). °F IMP (376 MI'u, IMCO-de): -57,1 (c,
3F).

[pumep 67. Metunoseiii ~ 3¢dup 6-x10p-2-[2-umano-2-({[4-(Tpudropmerokcn)bperni |kapoo-
HU } aMmuHO )riponnin|-2H-6en30Tprason-4-kapOoHoBo# KUCIOThI (coenquHerne Ne 1.084).

2 M »>bupHBId pacTBOp TPUMETHICHIMIAAA30METaHa JO0aBIAIOT K  6-xjop-2-[2-mmano-2-({[4-
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(TpudTopmeTokcn)deHm |KapOoHII } aMuHO )iporii |-2H-6er3oTpuason-4-kapbonosoit kuciote (100 mr), pac-
TBopéHHOH B cMecH (10:1, 2 mu) TI'® u meranona. [locie cTosHUS B Te€UeHUE HOYM NPU KOMHATHOW TeMIiepa-
Type CMeCh KOHIIEHTPUPYIOT IPH IIOHMKEHHOM JIaBJICHUH VIS [IOTy4YEeHUs TUTYJIBHOI'O COSIMHEHUs B Buje Oe-
noro TBEpaoro Bemectsa (42 mr, 40%). MC (3C): M/Z [M+H]=482. 'H SIMP: (400 MI'u, IMCO-dq): 1,75 (c,
3H), 3,78 (c, 3H), 5,44 (n, J=13,3 T'u, 1H), 5,58 (n, J=13,3 I'y, 1H), 7,50 (x, J=8,1 I'u, 2H), 7,92 (a, J=8,8 I'L,
2H), 8,02 (n, J=1,9 'y, 1H), 8,52 (x, J=1,9 I'u, 1H) u 8,87 (c, 1H). "°F SIMP (376 MI'u, IMCO-de): -57,1 (c,
3F).

[Momyuenne  6-xymop-2-[2-nmano-2-({[4-(Tpudropmeroxcn )penun | kapOonwm jamuHo )uporui |-2H-6en3o-
Tpra3oi-4-kapOOHOBOH KHCIOTHI OIIMCAHO B BBILIETIPUBEAEHHOM MpuMepe 66.

CoenuHenne puMepa 68 MOyYeHO COTJIACHO CIEIYFOIIeH 00MmIei cxeMe peaKIlim:
N|C|2
Zn(eN),

4 N’Ypd cat © ~ N’»]/ Boczo =] (COCI)Z
CH CL
NHBoc ‘NHBoc

NaCN | NH,
NHCE | MeOM

q 71/ ]/Ctlwe),su Clq ! ’T \"Q/ \q:;éu/j,uﬂz
THo, DIEA 4
NHBoG. CHCYL NHBoc
cat, — KaT.

Koneunslil npoayKT:

V=C-H; W=C-Cl; X=C-H; Y=C-CH,NH;

Q=P=N;

R;=R,=H; a=1; Rs=CHj;; R¢=H;

Z=C(0); R/=n-pennn-R.

[pumep 68. N-[2-(4-AmuHOMeTHI-6-X710p-2H-6€H30TpHa3on-2-mn)- |l -imano- 1 -Mme i Tw | -4-
tpudropmeToxcudenszamu (coeaunerne Ne 1.074).

K pactBopy TpeT-OyTHIIOBOTO a¢upa {6-x710p-2-[2-11IaHO-2-MeTHIT-2-(4-TPUPTOPMETOKCH-
6en3onaMuHo)aTI |-2H-0en30tpuazon-4-unmerni j kapobamuHoBoi kucnotel (100 mr) B JIXM (2 mu) nobas-
nstoT TpuMmetwicunnoans (0,05 min). Yepez 20 MHH cMeCh racsiT METaHOJIOM M KOHIIEHTPUPYIOT IPU IOHU-
JKEHHOM JaBieHuH. OCTaToK MEpeHOCSAT B JTHJIALIETAT, IPOMBIBAIOT HACHIIIEHHBIM PAacTBOPOM OMKapOOHarTa
HaTpws, CylaT Haj cylb(haToM HaTpus, QWIBTPYIOT U KOHIEHTPUPYIOT NPY NOHIKEHHOM IaBJIEHUH VIS MOJYy-
YEeHUS TUTYJIBHOTO COeIMHEeHust B Buje Oenoro TBEpaoro Bemectsa (70 mr, 87%). Rf=0,2 (1:1 DA/rentan). MC
(BC): M/Z [M+H]=453. 'H SIMP: (500 MI', xmopodopm-d): 1,86 (c, 3H), 4,21 (n, J=3,4 T'u, 2H), 5,16 (u,
J=13,7 T'u, 1H), 5,43 (7, J=13,8 I'n, 1H), 7,30 (&, J=8,4 I'n, 2H), 7,33 (&, J=0,7 I'y, 1H), 7,60 (c, 1H), 7,75 (x,
J=1,5Tu, 1H) u 7,88 (1, J=8,7 'u, 2H). "°F SIMP (376 MI', AMCO-de): -57,1 (c, 3F).

HcxomHoe  BemeCTBO  TPET-OYTHIIOBBIH  3¢up {6-xmop-2-[2-umano-2-metmi-2-(4-tpudpTopme-
TOKCHOeH30MIaMuHO )aTH | -2H-6en30Tpra3zon-4-uamernn } kapdbamuHOBO# kuciotel [0,25 1, 60%, MC (2C):
M/Z [M+H]=553)] nosiy4ator npH UCIOIb30BAHUHU MPOLEAYPbI, T0J00HO OMKMCAaHHOW B mpuMmepe 1, 3a UCKITIO-
YEHHWEM HKCIOJIb30BAHUS B Ka4yeCTBE HCXOJHOIO BEIIECTBa TPeT-OyTHiaoBoro sdupa [2-(2-aMUHO-2-1IMaHO-2-
MeTHIITHN)-6-xJ10p-2H-0eH30Tpuazon-4-unmerui [kapbamuHoBoi KUCHOTHI (0,28 T'), KOTOpBIH MONyYarOT MpH
UCIIOJIb30BaHUU TPOLIEAYPHI, T0100HO OIMCAaHHOH B mpuMepe 1, 4acTh b, 32 MCKIIOYEHHEM HCIIOJIb30BaHHS B
KayecTBE HCXOJHOTO BellecTBa TpeT-OyTuwiioBoro sdupa [6-xmop-2-(2-okcomnpomnmn)-2H-0eH30Tpraszon-4-
wiMeTw |kap6aMiuHOBO# KUCIOTHI (0,4 T'), KOTOPBIHM MOIYYaloT CIIEITYIONIMM 00pa3oM.

a. 1-(4-bpom-6-x110p-2H-6eH30TpHazon-2-wn)nponan-2-ox (3,5 r), quaHu IMHKA (2,8 T), MOPOIIOK HUHKA
(0,4 r) u Guc-(tpu-tper-Oytrndochun)namiaguii (0,62 T) HarpeBarOT B AEra3MpOBAHHOM MMETHIIALETAMHIC
(60 mur) mpu 60°C. Iocie mepemMenIBaHus B TEUCHUE 2 9 CMeCh pa30aBILiOT Bogoil. OOpasyrommiics: TBEPIBIN
OCTaTOK OT(GMIBTPOBBIBAIOT, IPOMBIBAIOT BOJIOW U MEPEHOCST B dTHiaNeTaT. OpraHudecKuii o QUIBTPYIOT U
KOHLEHTPUPYIOT NPH MOHWKEHHOM JABJICHUN JUIS MTOJMYYEHHsS OCTaTKa, KOTOPHIH OYMINAIOT XpomaTorpadueit
(Si0,, rentan/DA) anst nonyuenus: 6-xnop-2-(2-oxconponui)-2H-6en3oTpuason-4-kapOoHuTpuia B Buie 0ero-
ro tBEépmoro BemectBa (2 1, 70%). Rf=0,55 (1:1 DA/rentan). 1-(4-Bpom-6-xmop-2H-6en30Tpuazon-2-
WI)IIPONIaH-2-0H TOJIyYaroT MPH HMCIOJIB30BaHUM IIPOLENYPhI, TT0J00HO ONMCaHHOM B mpumepe 1, 4acTh a, 3a
HCKJTFOUCHHEM HUCIOJIb30BaHMs B KAYECTBE UCXOTHOTO BellecTBa 7-0poM-5-xiiop-1H-6eH30Tprasona, onrcaHHON
B ipumMepe 38, yactu a u b.

b. K pactBopy 6-xiop-2-(2-oxconporun)-2H-0en3orpuazosn-4-kapoonutpuia B Meranoie (160 mir) npu
0°C pobasistor qu-Tper-OyTmikapOoHnar (7,6 T) u rexcaruapar xjopuaa Hukens (0,4 T) npu mocieayromeM
MeJUIeHHOM J1o0aBieHun B TedueHue 1,5 u 6opruapuna vatpus (5,2 r). [Tocie nepememmBanust B TedeHue eme |
Y cMech 00pabaThIBAIOT IUSTHICHTpUaMUHOM (1,8 MIT), KOHIIEHTPUPYIOT MPU MOHIKCHHOM JaBJICHUH, TIEPEHO-
CST B STHWJIALICTAT M NMPOMBIBAIOT HACHIIIEHHBIM pacTBOpoM OmkapOoHaTta HaTpus. OpraHHdecKuil Cloi cymaT
HaJl cyib(aToM HaTpus, GUIBTPYIOT U KOHIEHTPHPYIOT IPH HOHMXEHHOM JABJICHHUH JUIS MOJIYYEHHS KOPUIHE-
Boro ocratka (5,6 T), KOTOPBIA COHEPXKUT TPeT-OyTHIOBBI 3¢up [6-xm0p-2-(2-ruapokcunponmi)-2H-
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0eH30Tpra30I-4-IIME T [KapOaMUHOBOW KHCIIOTHI U JIE3raJIOTCHOBBIA aHAIOT TPeT-OyTuioBoro s¢upa [2-(2-
runpokcunponwi)-2H-6er30Tpua3on-4-uaMeTnn |kapOaMHHOBOW KHCIOTEL. DTOT OCTaTOK NPSIMO HCIOJIB3YIOT
Ha TpeThel cTamuu 6e3 TOTMOJTHUTEILHOM OYUCTKH.

c. K pactBopy okcanunxiopuaa (0,8 mir) B IXM (20 mur) no karuisim gobasisitoT ipu -78°C B atMocdepe
aszota pacteop JAMCO (1,2 mu) B JIXM (10 mi). TTocne nepemenirBanus B TeueHue 10 MUH pacTBOP HEOUYHIICH-
HOTO OCTaTKa, COJEPXAIICro TPeT-OyTUIIOBBIA ddup 6-x510p-[2-(2-ruapokcunpornn)-2H-0eH3oTpraszon-4-
wimeTw [kapoamuHoBoit kucnotsl (1,45 1) B IXM (5 mut), nobasisiioT o karmisim B atMocdepe azora. [locne
nepemerinBanus B reueHne 30 mun nob6asmstor TOA (5 mur) B atMocdepe a3oTa U CMECH Jar0T HarpeThes 210
KOMHATHO! Temriepatypsl. CMech KOHLIEHTPHUPYIOT IIPH MTOHW)KEHHOM JIaBJICHUH JUIS MOJy4YEHHsI OCTaTKa, KOTO-
peiii oummiatoT xpomarorpadueit (SiO,, rentan/3A) Uil ModydeHHs TPeT-OyTHioBoro sdupa [6-xiop-2-(2-
okcormponmn)-2H-6er30Tpra3on-4-umme T |[kapOaMIHOBOW KHCIOTH B BHIE KENTOTO TBEpHOTOo Bemectna (0,4
r, 30%). Rf=0,45 (1:1 DA/renran). '"H SIMP: (400 MI'n, xnopodopm-d): 1,41 (c, 9H), 2,19 (c, 3H), 4,71 (x,
J=5,3Tn, 2H), 5,21 (ump c, 1H), 5,50 (c, 2H), 7,30 (z, J=0,8 T'u, 1H) u 7,78 (1, J=1,3 I'y, 1H).

CoennHeHus anMepOB 69 74 moJy4eHbI COTJIACHO CIEAYIOIEH 00IIel cXxeMe peaKiuu:

R Zn(CN), -
= £ y )@/ Pd cat. \Q yNH
//

4-CF4Ph(BIOH),

Ri1 = CFy, Ry = CI, R = OCF, or SCF Pd cat. Ry = CFy, Ry = CN, R = OCF or SCF,
Rq1 = Cl, Ry = CF;, R = GCE, ar SCF, R =GN Ree OFy R = OGF or SOF
Ry1 = Br, Rq = Ci, R = OCF5 or SCFy R LN R s G ks ook,
Ry1 = B, Rg = GI, R = QCF; of SGF; R = ar B e OF RS OCF,
cat, — Kat.
or- HIM

KoHeuHslit IpoayKT:

V=C-H; W=C-Ry; X=C-H; Y=C-R;;

Q=P=N;

R;=R4=H; a=1; Rs=CHj3; R¢=H;

7=C(0); R/=n-dpennn-R.

[pumep 69. N-[1-Luano-2-(4-mmano-6-rpudropmermn-2H-6er3oTprazon-2-wmn)- | -meTrmd trn|-4-
tpudropmeTokcudenzamun (coenuaerne Ne 1.054).

N-[2-(4-X7n0p-6-TpudTopmermin-2H-6er30Tprazon-2-mn)- | -iuano- 1 -me i T | -4-Tpud TopMe TOKCHOSH-
3amua (100 mr, ommcanuwiii B mpumepe 19), nmanug muaka (50 mr), mopomok muHKa (10 Mr), 2-mu-tper-
oytuidochuno-1,1'-6unadprun (40 mr) u Tpudropauerar nauiaaus (34 mr) HarpeBaroT B arMocdepe a3ora B
nerasupoBaHHoM aumMerwianeramune (1 mi) npu 100°C B teuenne Houn. CMech KOHUCHTPUPYIOT NPHU TTOHH-
JKCHHOM JIaBJICHUH JUIsI TTOJTyYEHHsI OCTAaTKa, KOTOPBINA OUHINaT XpomaTorpadueit (SiO,, rentan/DA) ais moy-
YCHUS TUTYJIBHOTO COSIMHCHHUS B BHIIE Oenoro TBEpmoro Bemiectna (62 mr, 63%). Rf=0,6 (1:1 3A/rentan). MC
(BC): M/Z [M+H]=483. SIMP: (400 MI'u, IMCO-d¢): 1,77 (c, 3H), 5,56 (x, J=13,3 ', 1H), 5,66 (&, J=13,3 I'Ly,
1H), 7,49 (n, J=8,2 T'u, 2H), 7,92 (n, J=8,6 ', 2H), 8,59 (c, 1H), 8,90 (c, 1H) u 9,02 (¢, 1H). "°F AMP (376
MTI'n, AMCO-dg): -61,0 (¢, 3F) u -57,1 (c, 3F).

[pumep 70. N-[1-Lwnano-2-(4-mano-6-tpudropmermin-2H-6er3oTprazon-2-mn)- | -meTrma tin|-4-
tpudropmerrnTroOeH3aMI (coenuHerne Ne 1.055).

[Tpn ucnonp30BaHMY MPOLEAYPHI, TOAO0HO ONMMCAHHOW B IpUMepe 69, 3a MCKIIOUYCHNEM HCIIOJIb30BAHMA
N-[2-(4-x510p-6-TprdTopmetri-2H-0eH30TpHazo1-2-mi)- 1 -1iprano- 1 -Me i3 v | -4-Tpru TOPME THITHOOCH3aMU
(100 mr, onucarnoro B mpumepe 20), TUTYyIFHOE COSAMHEHHE BBLACISIOT B BHIE 6eoro TBEpAOTO BemecTna (52
Mr, 53%). Rf=0,5 (1:1 DA/renran). MC (9C): M/Z [M+H]=499. SIMP: (400 MI'u, IMCO-d¢): 1,77 (c, 3H),
5,57 (m, J=13,2 'y, 1H), 5,67 (n, J=13,3 T'u, 1H), 7,84 (1, J=8,3 T'u, 2H), 7,90 (1, J=8,4 T'u, 2H), 8,60 (x, J=1,1
I'u, 1H), 8,99 (c, 1H) u 9,01 (c, 1H). "°F SIMP (376 MI'u, IMCO-d): -42,0 (¢, 3F) u -61,0 (c, 3F).

IIpumep 71. N-[1-Llnano-2-(6-1inano-4-tpudropmern-2H-6en3oTprazon-2-mui)- 1 -meTuaa i | -4-
tpudpTopmMerokcndbenzamuy (coenuHenue Ne 1.056).

[Tpn ucnop30BaHMM MPOLEAYPHI, TT0A00HO ONMMCAHHONW B IpUMepe 69, 3a MCKIIOUEHNEM HCIIOJIb30BaHHS
N-[2-(6-xn0p-4-TpudTopmernn-2H-6en3oTprazoin-2-min)- 1 -unano- 1 -metunatii|-4-rpudropmerokcnoeH3aMuaa
(100 mr, omcarHOTO B IpuMepe 32), TUTYIFHOE COSAMHEHNUE BBIACTISIOT B BHIE Oeoro TBEPHOTo BemecTsa (44
Mr, 45%). Rf=0,55 (1:1 DA/renran). MC (OC): M/Z [M+H]=483. SIMP: (400 MI'u, IMCO-d¢): 1,78 (¢, 3H),
5,53 (n, J=13,2 I', 1H), 5,68 (1, J=13,3 I'u, 1H), 7,48 (n, J=8,1 I'n, 2H), 7,89 (n, J=8,8 I'y, 2H), 8,32 (c, 1H),
8,85 (c, IH) 1 9,18 (c, 1H). ’F AMP (376 MI'ti, IMCO-dy): -61,7 (c, 3F) u -57,2 (c, 3F).

Ipumep 72. N-[1-Lluano-2-(6-mmano-4-rpudropmernia-2H-6eH30Tprazon-2-umi)- 1 -MeTHId T | -4-TpH-
¢dropmernnTuoden3amu (coenunenue Ne 1.066).

[Tpu ncnonp30BaHUY MPOLEAYPBI, TIOJOOHO OINMKCAHHOW B IpuMepe 69, 3a HCKITIOYEHNEM HMCIIOJIb30BaHks N-[2-
(6-xnop-4-Tpudropmerii-2H-0en3oTpruazon-2-mn)- 1 -ipano- 1 -metmia T |-4-tpudropmeruntuodenzamuna (590 wmr,
OITMCaHHOTO B NprMepe 33), TUTYJIEHOE COeIMHEHNE BBLICISIIOT B BUE Oesoro TBEpmoro Bemtectsa (320 mr, 55%).
Rf=0,5 (1:1 DA/rentan). MC (3C): M/Z [M+H]=499. SAIMP: (400 MI'u, IMCO-d¢): 1,78 (c, 3H), 5,53 (x,
J=132 T'n, 1H), 5,69 (1, J=13,3 ', 1H), 7,79-7,91 (m, 4H), 8,31 (c, 1H), 8,94 (c, 1H) u 9,18 (c, 1H). "°F IMP
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(376 MI', AMCO-d¢): -42,1 (c, 3F) u -61,7 (c, 3F).

Ipumep 73. N-[2-(6-Xi0p-4-1nano-2H-6eH30Tpra3o-2-uin)- 1 -nipaso- 1 -MeTiia Tii1 |-4-TpruG TOPMETOKCH-
oenzamuy (coennuenue Ne 1.067).

ITpn ucnonp30BaHMM MPOLEAYPHI, TOAO0HO OMMCAHHONW B IpuUMepe 69, 3a MCKIIOUCHUEM HCIIOJIb30BAHHSA
N-[2-(4-6pom-6-x110p-2H-06eH30TpHa3o-2-mi)- 1 -niaHo- 1 -meTrnatii |-4-tpudropmetokcudenzamuaa (100 mr),
onucaHHoro B npumepe 38, u ouc-(Tpu-Tper-oyrundocdun)namwiaaus (20 Mr) B KauecTBe MajjiaJueBoro Kara-
JIM3aTopa, He COAEPIKALIETO JOMOIHUTENBHOTO (POCHUHOBOrO JIMTaH/a, M HArpeBaHUs PEAKIIMOHHOW CMECH NpU
60°C B TeueHue | 4; TUTYJIBEHOE COCIWHEHHWE BBLICISIOT B Buae Oenoro TBEpmoro BemectBa (70 mr, 79%).
Rf=0,6 (1:1 DA/renran). MC (9C): M/Z [M+H]=449. SIMP: (400 MI', nuxiopmetan-dy): 1,87 (c, 3H), 5,28 (z,
J=13,7 I'u, 1H), 5,52 (n, J=13,7 I'u, 1H), 7,29-7,43 (m, 3H), 7,85 (1, J=1,8 T'y, 1H), 7,87-7,95 (m, 2H) u 8,20 (x,
J=1,7 T, 1H). “F SIMP (376 MI'u, tuxnopmeran-d,): -58,5 (¢, 3F).

pumep 74. N-2-[6-Xiop-4-((4-tpudTopmermndenmn)-2H-6eH30Tprazon-2-un)- 1 -inaHo- 1 -me T T |-4-
tpudropmeToxcudenszamun (coenunerne Ne 1.068).

N-[2-(4-Bpom-6-xm0p-2H-6eH30Tpra3oi-2-wmi)- 1 -inano- 1 -me T |-4-tpudropmerokcudensamun (120
Mr), omnucaHHbli B  mpumepe 38,  Ouc-(tpu-tper-Oyrundochun)namaaus (20 wmr),  Ouc-
(nmbensununenaneron)naanuii (20 mr), propun kanus (42 mr) u 4-rpudropmernndennidopHas kuciora (45
mr) B TI'®d nepememmBaroT mpu KOMHAaTHON TeMmnepaType B TeueHue 3 qHeid. CMech KOHIEHTPUPYIOT MPH IO-
HIDKCHHOM JIaBJICHUU JUIS MOJYYCHHUS OCTAaTKa, KOTOPBIA ouMIaroT xpomatorpadueii (SiO,, renran/DA) s
noxydenns: cmecu (1:1) TurynpHOrO coenuHeHHs M ucxonHoro BemectBa [110 mr, Rf=0,3 (3:7 DA/renran)].
3Ty cMeCh JOMOJIHUTEIBFHO OYHIIAIOT MPEeNapaTuBHON XHUIAKOCTHOW Xpomarorpadueil (MeTaHo/Boaa) UIs TO-
Jy4eHHs THUTYJIBHOTO COCOMHEHHs B Buae uucroro TBEpmoro Bemecrsa (35 mr, 26%). MC (3C): M/Z
[M+H]=568. SIMP: (400 MI', JIMCO-d¢): 1,74 (c, 3H), 1,84 (c, 1H), 5,39 (&, J=13,3 I'u, 1H), 5,64 (x, J=13,3
I'u, 1H), 7,41 (&, J=8,0 I'y, 2 H), 7,60 (1, J=8,3 ', 2H), 7,84 (1, J=1,8 'y, 1H), 7,93 (x, J=8,9 I'y, 2H), 8,12 (x,
J=8.1 T, 2 H) u 8,23 (1, J=1,8 T'n, 1H). "F AMP (376 MI'u, AMCO-dy): -61,8 (c, 3F) u -57,3 (c, 3F).

CoenuHeHHs: TPUMEPOB 75-84 MOITy4yaroT COTIacHo cieayoleii o0Ieil cxeme peakiuu:
(©in
I}

R S, R ¢
N H CFs [Oxidati N S~er.
=N
/)
Rie Ray N Rl p/‘/ 0

Ryy

Oxidation - oxucnenne

KoHeuHslit IpoayKT:

V:C-Rg; W:C-Rg; X:C-Rlo; Y:C-R“;

Q=P=N;

R;=R4=H; a=1; Rs=CHj3; R¢=H;

Z=C(0); R=n-penun-R; R=S(0),CF5; n=0, 1 wmu 2.

Hpumep  75.  N-[1-Luano-2-(5-mmano-2H-6eH30Tprazon-2-wmi)- | -MeTHiI T [-4-TpU TOPMETHIICY TTh-
¢uannO6eH3aMuy (coeaunaerne Ne 1.022).

3-Xnopnep6enzoiinyto kucnoty (77% uuncrotsl, 0,13 1) nodasstot npu 0°C k pactBopy N-[1-nmano-2-(5-
muano-2H-6en3orpuason-2-mn)- 1 -metmnaTin | -4-tpudTopmernntnodensamuga (0,11 r, onrcaHHOTO B IpUMepe
22) B JIXM. PeakiioHHy!0 cMeCh NMEPEMEIINBAIOT B TeUEHHUE 72 4 MPH KOMHATHOW Temreparype. PeaknnorHyro
cMmech pa3dasmsaioT JJXM, 3aTeM IpOMBIBAIOT HACHIIICHHBIM PacTBOpOM OmKkapOoHaTa HaTpusa. OpraHUYecKyro
(a3y cymar Hajx 0e3BOIHBIM Cyab(paTOM HaTpusl, GUIBTPYIOT U KOHUEHTPUPYIOT IPU MOHW)KEHHOM IaBJICHUH
JUISl TIOJTyYEHUsI 0CTaTKa, KOTOPBIN ounmarT xpomatorpadueit (SiO,, rentan/DA) 11 NOITYYEHHST TUTYJIBHOTO
coeMHEeHns B BHe Genoro TEporo Bemectsa (60 Mr, 53%). MC (3C): M/Z [M+H]=447. 'H SIMP: (400 MI'w,
IAMCO-dy): 1,77 (c, 3H), 5,4-5,65 (m, 2H), 7,76 (n, J=8,8 I'u, 1H), 8,02-8,07 (m, 4H), 7,94 (n, J=8,9 I'u, 1H),
8,78 (c, IH) 1 9,10 (c, 1H). "°F SIMP (376 MI'n, IMCO-de): -74,20 (c, 3F).

ITpumep 76. N-[2-(4-Xnop-6-Tpudropmernn-2H-6eH30Tpnaszon-2-un)- 1 -ipano- 1 -metmnatuin|-4-
tpudropmeTHncynbpuHIIIOeH3aMu (coequaeHne Ne 1.023).

[Ipu ncnoap30BaHUM MPOLEAYPHI, TOJOOHO OMMCAHHOM B MpHMepe 75, 3a UCKIIFOYCHUEM HCIIONIb30BaHHS
N-[1-mmano- 1 -meTui-2-(4-x510p-6-TpUPTOPMETIITIOCH30TPHA3OI-2 -1 )3 THI |-4-Tprd TopMe THATHOOSH3aMHI 11,
omucaHHOTO B rpumMepe 20, TUTYIBHOE COeTUHEHNE BRIACISAIOT B BHIE Oeoro TBEporo BemecTna (60 mr, 53%).
MC (3C): M/Z [M+H]=524. '"H SIMP: (400 MI'u, IMCO-ds): 1,78 (c, 3H), 5,46-5,56 (m, 2H), 7,94 (n, 1H,
J=0,7 T'), 8,01-8,07 (m, 4H), 8,56 (1, J=0,8 T'i, 1H) u 9,02 (c, 1H). F IMP (376 MI'n, AIMCO-de): -74,27 (c,
3F) u-61,08 (c, 3F).

Ipumep 77. N-[1-Iluano-2-(4,6-nuxnop-2H-6eH30Tprazon-2-u)- 1 -MeTHIITHI |-4-TpUTOPMETHIICYJTh-
¢unnnbenzamun (coeaunenue Ne 1.024).

3-Xnopnep6enzoiinyto kucnory (77% uucrotsl, 0,57 1) nobasnstor npu 0°C x pactBopy N-[1-umano-2-
(4,6-muxnop-2H-6en30tprazon-2-un)- 1 -mermnatui|-4-tpudropmermitnodensamuaa (0,3 T, OMMCaHHOTO B IPHU-
mepe 16) B JIXM. PeaknmoHHy10 cMech IepeMEINBAOT B TEUEHHE HOYM IPH KOMHATHOHW Temreparype. Peak-
IMUOHHYIO0 cMech pa30aBisitoT JIXM, MpoMBIBalOT HACBHIIICHHBIM BOJHBIM pacTBOpoM OmkapOoHarta HaTpus. Op-
TaHWYECKyIo a3y cymar HaJ 0€3BOJHBIM CyIb(aTOM HATpHs, GUIABTPYIOT U KOHIEHTPHPYIOT IPH OHMKXEHHOM
JIABJICHUH ISl TIOJIyYSHUsI OCTaTKa, KOTOpPbId ounmaioT xpomatorpadueii (SiO,, rentan/DA) i moaydeHus
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TUTYJIBHOTO coeNnHEeHus B Buie Oemoro TBEpmoro Bemectsa (100 mr, 32%). Rf=0,6 (1:1 DA/renrran). MC (3C):
M/Z [M+H]=490. SIMP: (400 MI'u, AMCO-dy): 1,76 (c, 3H), 5,39-5,60 (m, 2H), 7,74 (n, J=1,6 'y, 1H), 7,99-
8,08 (M, 4H), 8,18 (1, J=1,5, 0,9 I'e;, 1H), n 9,04 (c, 1H). "°F SAIMP (376 MI't, IMCO-dg): -74,24 (c, 3F).

[pumep 78. N-[1-Luano-2-(4,6-auxnop-2H-0eH30Tpuazon-2-mn)- 1 -MeTruad Tui |-4-TpuQ TOpMETHICYJIb-
¢onundenzamuz (coenunenue Ne 1.025).

HeouunieHHspli 0cTaTOK, ONMCAHHBIA B SKCIEPUMEHTAIBHOW YacTH MpuMepa 77, KOTOPbI OUUIIAIOT XPO-
marorpadueii (SiO,, rentan/DA), TakKe COACPKHUT CYIb(POH, COOTBETCTBYIOUIMN THTYJIBHOMY COCIMUHEHHIO B
Buze Oenoro TBEpaoro Bemectsa (100 mr, 31%). Rf=0,65 (1:1 DA/renran). MC (3C): M/Z [M+H]=506. SIMP:
(400 MI'u, AMCO-de): 1,76 (c, 3H), 5,51 (an, J=60,1, 13,4 I'u, 1H), 7,73 (u, J=1,6 ', 1H), 8,12-8,17 (M, 2H),
8,19 (1, J=1,6 'y, 1H), 8,31 (1, J=8,4 I'y, 2H) u 9,19 (c, 1H). "°F SAMP (376 MI'u, IMCO-dg): -78,70 (c, 3F).

[pumep 79. N-[1-Luano-1-metun-2-(5-tpudropmernn-2H-0eH30Tpra30II-2-1IT)3THI |-4-TPUPTOPMETHII-
cynbdormtoer3amuy (coeqmaenue Ne 1.026).

3-Xnopnep6enzoiinyto kucnory (60 mr) nmo6asmsror npu 0°C k pactBopy N-[1-mmaHo-1-merni-2-(5-
tpudropmerrn-2H-6en3orpuazon-2-ui-1)atun]-4-tpudropmermntaodensamuaa (50 Mr, OnMMCaHHOTO B IpUME-
pe 11) B IXM. PeakunonHyro cMech epeMENINBAIOT B TeueHue 48 4 mpyu KOMHATHOM TeMIieparype, 3aTeM JI0-
OapisitoT emé 3-xsoprnepOeH30MHY0 KHCI0Ty (60 Mr) M peakIMOHHYIO CMECh MEPEMEIINBAIOT B TeucHue 48 4
Npu KOMHATHOH Temmeparype. PeakunoHHylo cMech pazbaBisitor JIXM, NMpOMBIBAIOT HACBIIEHHBIM BOJHBIM
pacTBOopoM OukapOonaTta HaTpusi. Opranudeckylo a3y cymiar HaJl 6e3BOJIHBIM CYJIb(GaTOM HATpHs, QUIBTPYIOT
Y KOHLICHTPUPYIOT IIPH IIOHWKEHHOM JABJICHUHU JUIS TTOJY4YEHHs OCTaTKa, KOTOPhIH OYMINAIOT XpoMaTorpaduei
(Si0,, rentan/2A) I TOTYYESHUS TUTYIBHOTO COCTUHEHHUS B BHIE Oenoro TBEPIOro BemecTsa (42 mr, 79%).
Rf=0,5 (1:1 DA/renrran). MC (3C): M/Z [M+H]=506. 'H SIMP: (400 MTI'n, xnopodopm-d): 1,90 (c, 3H), 5,40
(am, J=120,3, 13,8 I'y, 2H), 7,38 (wwup c, 1H), 7,66 (a1, J=9,1, 1,5 I'y, 1H), 8,07-8,14 (M, 2H), 8,16-8,23 (M, 2H)
v 826 (ump ¢, 1H). “F dAMP (376 MIu, xuopopopm-d): -7833 (¢, 3F) u
-63,04 (c, 3F).

[pumep 80. N-[l-Luano-1-mernn-2-(5-unano-2H-6en3o0Tpuazon-2-uin)-1-31mi]-4-TpudTOpMETHICYTH-
dbonmnbenzamuy (coenuaenue Ne 1.027).

[Ipu ncnoap30BaHUM MPOLEAYPHI, TOJOOHO ONMMCAHHOM B mpuMepe 79, 3a UCKIIIOYCHUEM HCIIOJIb30BaHUS
N-[1-umano-2-(5-umnano-2H-6en30Tpua3zon-2-mi)- 1 -me T tii |-4-tpudropmeruntuodenzamuaa (50 mr, omnu-
CaHHOTO B IpuMepe 22), TUTYJILHOE COCMHEHUE BBIICNSIOT B BUe Oenoro TBEpAoro Bemecrsa (35 mr, 65%).
Rf=0,4 (1:1 DA/renran). MC (3C): M/Z [M+H]=463. 'H SIMP: (400 MI'u, IMCO-de): 1,76 (c, 3H), 5,44-5,65
(m, 2H), 7,77 (n, J=8,8 Ty, 1H), 8,15 (&, J=8,6 'y, 2H), 8,19 (n, J=8,8 I'y, 1H), 8,32 (1, J=8,4 I'y, 2H), 8,79 (c,
1H) u 9,26 (c, 1H). "°F SIMP (376 MI'u, IMCO-dg): -78,67 (c, 3F).

[pumep 81. N-[2-(4-Xnop-6-Tpucropmernn-2H-6er3oTprazon-2-mn)- 1 -nmano- 1 -me Tt |-4-
tpudropmeTuncynbdormndenzamun (coeauaerne Ne 1.028).

[Ipu ncnoap30BaHUM MPOLEAYPHI, MTOJOOHO OMMCAaHHOHN B MpuMepe 77, 3a UCKIIFOYCHUEM HCIIONIb30BaHUS
N-[2-(4-x50p-6-TpudTopMetmii-2H-0eH30TpHa3zo-2-mi)- 1 -iipano- 1 -MeTrd v | -4-Tpru TOPME THIITHOOCH3aMHU-
na (50 mr, onucannoro B nmpumepe 20), u 6-kpaTHOTro M30bITKA 3-xJ10prnepOeH30iHON KUCIOThI (77% YHCTOTHI,
130 mr), TUTYJIBHOE COEAMHEHHE BBIACISAIOT B Buae Oemoro TBEpmoro BemectBa (35 mr, 66%). Rf=0,65 (1:1
DA/renrran). MC (3C): M/Z [M+H]=540. 'H SIMP: (400 MI', IMCO-de): 1,78 (c, 3H), 5,59 (az, J=58,3, 13,3
['u, 2H), 7,93 (c, 1H), 8,16 (1, J=8,58 I'n, 2H), 8,57 (¢, 1H) u 9,17 (¢, 1H). "°F SAMP (376 MI'u, IMCO-dq):
-78,73 (c, 3F) n -61,08 (c, 3F).

[Mpumep 82. N-[2-(2H-benzorpuazon-2-min)-1-mpano- 1 -metunatii | -4-TpudropmeTHicy b OHUITOSH3aMU
(coemuuenue Ne 1.029).

[epuonat natpus (200 mr) u xsopun pyrerns (10 mr) nobasinstoT k pactBopy N-[2-(2H-6en3oTpuazon-2-
nn)-1-mmano- | -metuma T |-4-tpudropmerintraodbenzamuaa (100 mr, omrcaHHOMY B mpuMepe 6), B cMecH atie-
TOHUTpHUI-BoAa (2:1). PeaknmoHHYI0 cMech MEpeMEInBaOT B TeueHHe 48 4, mocie 4ero cMech pa30aBisIFOT
STHJIAIIETATOM U IMPOMBIBAIOT HACHIIICHHBIM BOJHBIM pacTBOpoM OmkapOonaTta HaTpus. OpraHndeckuil (GUIIbT-
par cymart Haj 6e3BOJHBIM CyNb(ATOM HATPHs, PUIBTPYIOT M KOHLIEHTPUPYIOT PU MOHWKEHHOM JaBJICHUH IS
MOJyYEeHUsI OCTaTKa, KOTOPBIM ouniaioT xpomatorpadueit (SiO,, rentan/DA) s MOTyYEHNS THUTYJIBHOTO CO-
eauHeHus: B Bujae Oenoro TBEpmoro BemiectBa (50 wmr, 46%). Rf=0,6 (1:1 DA/rentan). MC (OC): M/Z
[M+H]=438. "H SIMP: (400 MI', IMCO-dq): 1,75 (c, 3H), 5,39-5,53 (m, 2H), 7,47 (an, J=6,6, 3,1 'y, 2H), 7,95
(mm, J=6,6, 3,1 'y, 2H), 8,17 (m, J=8.6 T'w, 2H), 8,31 (1, J=8,4 ', 2H) u 9,25 (¢, 1H). "°F SIMP (376 MI'w,
JAMCO-dy): -78,66 (c, 3F).

Hpumep  83.  N-[1-Luano-1-meTmn-2-(5-meTmn-2H-0eH30Tpra30-2-m)31ui [-4-TpUhTOPMETUIICY TTh-
¢onundenzamuz (coenunenue Ne 1.030).

[Ipu ncnoap30BaHUM MPOLEAYPHI, MOJOOHO OMMCAaHHOHN B MpuMepe 77, 3a UCKIIFOUYCHUEM HCIIONIb30BaHHS
N-[1-mmano- 1 -meTwn-2-(5-metun-2H-0en3orpuazon-2-mn)atui|-4-tpudTopmermntuodensamuna (50 mr, omu-
CaHHOTO B mpuMepe 8), THTYJIbHOE COEAMHEHHE BBIICIAIOT B BHAE Oenmoro TBEpaoro BemectBa (40 mr, 37%).
Rf=0,6 (1:1 DA/rentan). MC (3C): M/Z [M+H]=452. 'H IMP: (400 MI'u, IMCO-de): 1,73 (c, 3H), 5,34-5,47
(m, 2H), 7,30 (nn, J=8,8, 1,4 I'u, 1H), 7,69 (c, 1H), 7,83 (n, J=8,8 I'u, 1H), 8,17 (1, J=8,5 'y, 2H), 8,32 (1, J=8,4
', 2H) 1 9,24 (c, 1H). "°F IMP (376 MI'u, IMCO-d,): -78,67 (c, 3F).
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[pumep 84. N-[2-(5-Xmop-2H-6en30Tprazon-2-mn)- 1 -nuano- 1 -metmm T |-4-Tpud ropme THiIcy IbHOHUI-
oenzamu (coennuenue Ne 1.031).

[Tpu ucnosabp30BaHMM MPOLEAYPHI, OJA00HO OMHCAHHOW B HpuMepe 79, 3a UCKIIOUSHUEM HCIIOJIb30BaHHS
N-[2-(5-x0p-2H-0eu30Tpra3zon-2-ui)- 1 -iprano- 1 -metrnd T | -4-tpud ropmerunraoder3amuaa (50 Mr, omucaH-
HOTO B IpuMepe 3), TUTYJILHOE COEIMHEHHE BBIIENISIOT B Bujae Oesoro TBEépnoro BemiectBa (120 mr, 45%).
Rf=0,6 (1:1 DA/renrran). MC (3C): M/Z [M+H]=472. 'H SIMP: (400 MI'u, IMCO-de): 1,75 (c, 3H), 5,41-5,52
(M, 2H), 7,49 (m, 1H), 8,02 (m, 1H), 8,14-8,32 (M, 4H) u 9,25 (c, 1H). '°F IMP (376 MI't;, IMCO-do): -78,67 (c,
3F).

CoenuHeHus IpPUMEPOB 85-88 MTOJTyYar0T COTJIACHO CIICAYIOIICH O0IIeH cXxeMe peakinu:

cho3 KI N
\@\/ Acetone Clg N Ozone CI\Q & \,N R3
N HO

MeQH

R*=EtorPr
DlAD Dess-Martin
PPhy Oxidation
NaCN,
Rs -
N p .7/NH2 NI u@ N/YR'.
H
N TEA o DIEA NHs

CHoCly MeOH
R = OCF; or SCFy

Acetone — aueroHn

Ozone - 030H

or - BN

Dess-Martin Oxidation — oxucnenne mo Jece-MapTaay

Koneunslit npoaykr:

V=C-H; W=C-Cl; X=C-H; Y=C-H;

Q=P=N;

R;=R,=H; a=1; R¢&=H;

7=C(0); R;=n-tdenun-R; R=OCF; umu SCF;.

[pumep 85. N-{1-[(5-Xnop-2H-6en30Tprazon-2-mi)Merui]- 1 -uuanonpomnui } -4-rpupTopMeTOKCUOEH-
3amuj (coequHenne Ne 1.047).

[Tpu ucnosap30BaHUM MPOLEAYPHL, TOA00HO OMUCAaHHOH B mpuMmepe 79, 3a UCKIIIOUEHHEM HCIIOJIb30BaHUs
2-amuHO-2-[(5-x10p-2H-6€H30TpHa3051-2-MI1)METHII | Oy THDOHUTPHIIA TUTYJIBHOE COSIMHEHHE BBIJCISIIOT B BHUJIE
6enoro TBépmoro Bemecrea. MC (3C): M/Z [M+H]=438. 'H SIMP: (400 MI1, xiopodopm-d): 1,29 (r, I=7,4
I'u, 3H), 1,72-1,94 (m, J=14,4, 7,4 T, 1H), 2,29 (m, J=14,3, 7,4 T'n, 1H), 5,23 (g, J=13,9 I'u, 1H), 5,47 (x,
J=13,8 I'u, 1H), 7,15 (¢, 1H), 7,33 (1, J=8,2 I'n, 2H), 7,40 (a1, J=9,1, 1,8 I'n, 1H), 7,82 (n, J=9,1 I'n, 1H), 7,85
(m, J=8,7 ', 2H) u 7,87 (1, J=1,2 Ty, 1H). "°F IMP (376 MTI'ny, xopohopm-d): -58,1 (¢ 3F).

2-AmMuHO-2-[(5-x1m0p-2H-0eH30Tpra30II-2- M) METHII |OY THPOHUTPIIT TIOTYYAlOT TPH HCIOIH30BaHUH TPO-
Leypsl, IOZOOHO OIMCAaHHOH B mpuMmepe 1, 4acTh b, 32 HCKIIOYEHHEM HCIIOJIB30BaHU B Ka4eCTBE HCXOMHOTO
BemecTBa 1-(5-xmop-2H-0en3otpuason-2-mn)oyTaH-2-0Ha, KOTOPBIN MOIYyYaloT CIEAYIOINM 00pa3oM.

a. Pacteop S5-xnop-2H-6en3orpuasona (1,53 r) B TT'® mobasnsror npu 0°C k cMecH AUU30IPOIHIOBOTO
a¢upa a3onukapOOHOBOM KHCIOTHI (2 Mir), Tpudenundochuna (2,9 r) u aumnosoro crupta (1,4 mu) B TT'D.
IlTocne nepeMeuiMBans B TCHCHUE 1 1 cMmech KOHIUCHTPUPYIOT MPU IMOHMKECHHOM JaBJICHUU IJISA TOJTYYCHHUA OC-
TaTKa, KOTOpHIA oummaroT xpomarorpadueii (SiO,, remran/DA) s nomydeHus 2-ayummi-5-xsop-2H-
6enzorpuazona (1,02 r, 53%). Cmecs 1-ammun-5-xmnop-1H-06en3oTpuasona u 1-ammmi-6-xiop-1H-6enzorpuasona
taoke pereHepupytot (0,9 r, 47%). B xadecTBe anprepHaTUBHI 2-ayuil-5-xsop-2H-6en3orpuason [4,87 r, 25%,
Rf=0,4 (1:3 DA/renTan)] mony4aroT pHU UCIOIB30BAHNH TPOIIETYPHI, TOJOOHO ONMMCaHHON B mpuMepe 1, JacTp
a, 32 HCKITIOYEHNEeM HCIIOIh30BaHuUs 3-OpoMIiporieHa. AHAaJIOTHYHO, cMech |-ammi-5-xmop-1H-0en3otpuaszona u
1-anmmn-6-xnop-1H-6en3orpuaszona Taxke perenepupyror [10,81 1, 56%, Rf=0,2 (1:3 DA/renran)].

b. 2-Ammn-5-xnop-2H-6eH30Tpuazosn, pactBop€HHbIN B cMecru JIXM n MetaHosa, o0padaThIBaOT ra3000-
pa3HbIM 030HOM B TeueHne 30 muH. [Tocie nmepemermmBanms B Tedenne 1 9 mpu -78°C cMech MpoayBaioT B Teue-
Hue 10 MHH KHCIIOpOJIOM M 3aTeM racsiT AUMETIICYIb(PHuIOM C mociexyromeii obpadorkoit 10% pactBOopoM
tHocynbara Hatpus U pazdasiusror JJXM (100 mur). OpraHuueckuil ciioil cyinat Haj Cyjiab(paroM HaTpwHs,
(GUIBTPYIOT ¥ KOHICHTPUPYIOT MPU MOHWKEHHOM JABJICHUU JJIs1 KOJUYECTBECHHOTO BbiAencHus 2-(5-xmop-2H-
6eH30Tpra3o-2-1mi)- | -MeTOKCHATAHOIA.

¢. K pactBopy 2-(5-xnmop-2H-6en3otpuazon-2-mn)-1-metokcudtanona (300 mr) B TT'® nobasnstor 2 M
pactBop sTHIMarHnidpomua, peareara ['punbspa (1,6 M) npu -78°C B arMocdepe a30Ta, U CMECH JAI0T M-
JIHHO Harperhbcs 10 KOMHAaTHOH Temmneparypbl. CMech racsiT HAaCBIIIEHHBIM PacTBOPOM XJIOpHAA aMMOHHMS, a
3areM cynbdaTom marHus. OOpasyroniiecs TBEPABIE BEMIECTBA OTPIIIFTPOBBIBAIOT U OPTaHIMYECKUH CIIO KOH-
HEHTPHUPYIOT MIPH TOHKCHHOM TABICHUH [T MTOyYeHHS OCTaTKa, KOTOPBIA OUUIIAoOT XpoMaTorpadueit (SiO,,
rentan/DA) st nonyuenus 1-(5-xnop-2H-6enzorpuazon-2-un)oyran-2-ona (107 mr). Rf=0,7 (2:1 DA/renran).

d. 1-(5-Xnop-2H-6en3otpuazon-2-mwn)dytan-2-on B JAXM B3aumopeicTByer ¢ mepuoanHanoMm Jlecca-
Mapruna After. Ilocie nepememnBaHust NPy KOMHATHOM TEMIIEPAType CMECh KOHIIEHTPUPYIOT MPH IOHIDKEH-
HOM JIaBJICHHU M OYHMIIAIOT XpomaTorpadueit (SiO,, renran/DA) mis nonyuenus 1-(5-xmop-2H-0en3orpuasosn-
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2-un)0yTaH-2-0Ha.

Ipumep  86.  N-{1-[(5-Xnop-2H-0eH30Tpra3zos-2-mwi)MeTw |- 1 -IiuaHonponui | -4-Tpru(TOPMETHATHO-
oenzamuy (coennuenue Ne 1.048).

ITpn ncionp30BaHUM MPOLEAYPHI, TOAOOHO ONMUCAHHON B IpuMepe 1, 32 HCKIIIOYEHNEM HCIIONIB30BAHMSA 2-
amMuHO-2-[(5-xnop-2H-6eH30Tpra3zon-2-wi)MeTHI |OyTHpDOHUTPWIIA,  ONMCAaHHOrO B mpumepe 85, u  4-
TpUPTOPMETUIIOCH30MIIXJIOPHIA TUTYJIHOE COEIMHEHUE BBIIEJSIOT B Bujae Oenoro TBépmoro BemectBa. MC
(BC): M/Z [M+H]=454. 'H IMP: (400 MTI', xnmopodopm-d): 1,29 (1, J=7,4 T, 3H), 1,77-1,94 (m, J=14,4, 7,4,
7,4, 7,3 I'n, 1H), 2,16-2,36 (M, J=14,4, 7,4, 7,4, 7,3 I'n, 1H), 5,23 (&, J=13,9 I'u, 1H), 5,47 (7, J=13,8 T'u, 1H),
7,21 (¢, 1H), 7,39 (an, J=9,1, 1,9 I'u, 1H), 7,73-7,79 (m, 2H), 7,79-7,85 (M, 3H) u 7,87 (an, J=1,8, 0,7 T'n, 1H).
F SIMP (376 MI', xiopodopm-d): -42.3 (c, 3F).

[pumep 87. N-{1-[(5-Xmop-2H-6en30Tpnazon-2-mwi)MeTui]- 1 -nano-3-MeTioy T } -4-Tpu TOPMETOK-
cubenzamua (coemuaenne Ne 1.049).

ITpn ncionb30BaHUM MPOLEAYPHI, TOAOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHNEM UCIIONIBb30BAHMS 2-
aMHuHO-2-[(5-x10p-2H-6eH30Tpraz0-2-1i1)MeTHII |-4-MEeTHIINIEHTAaHOHUTPWIIA, TUTYJIBHOE COCIUHEHHE BBIIEIS-
10T B BHze TBEporo Bemectsa. MC (9C): M/Z [M+H]=466. 'H SIMP: (400 MTI't, xopodopm-d): 1,11 (x, J=6,4
I'u, 3H), 1,14 (n, J=6,3 Ty, 3H), 1,79-1,90 (m, 1H), 2,05-2,21 (m, 2H), 5,27 (a, J=13,8 I'u, 1H), 5,48 (n, J=13,8
I'n, 1H), 7,27 (c, 1H), 7,32 (g, J=8,5 I', 2H), 7,39 (ux, J=9,1, 1,7 I', 1H), 7,78-7,86 (M, 3H) u 7,87 (1, J=1,8
', 1H). "F SIMP (376 MI'1t, xnopodopm-d): -58,1 (c, 3F).

2-AmuHo-2-[(5-xn0p-2H-6eH30Tpna30i1-2-1i1)MeTHI |-4-METHINEHTAHOHUTPUIT TIOJIy4YaloT TPH HCIOJIb30-
BaHWHU TPOLEYpPHI, TOJOOHO ONMMCaHHOW B MpHuMepe 1, yacTe b, 3a MCKIIOUYEHHEM HCIIOJIb30BAHUS B Ka4ECTBE
ucxoJHoro Bemectsa 1-(5-xnop-2H-6en3orpuazon-2-mn)-4-metmimenran-2-oHa. 1-(5-Xnop-2H-6enzorpuazon-
2-n1)-4-MEeTUIIEHTaH-2-0H TIOIYYaloT MPH WCIOIB30BaHUM MPOIETYPHI, MOX00OHO ONMMCAaHHOW B mpumepe 85,
yacTH a-d, 3a UCKIII0YEHHEM HCIIOIb30BAaHMS N30MPOIMIMAarHIHOpOMuIa B Ka4ecTBe peareHTa [ puHbspa B gac-
TH C.

pumep 88. N-{I1-[(5-Xmop-2H-6en30Tprazon-2-mi)MeTui]- 1 -mnano-3-metunOyun } -4-TpudropMeTH-
trobenzamu (coequnerne Ne 1.050).

ITpn nconbp30BaHUM HMPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHNEM UCIIONIb30BAHMS 2-
amuHO-2-[(5-xnop-2H-6eH30Tpra3zoin-2-ui)MeTH |-4-MeTHINEHTaHOHUTPUIIA, ONMCAHHOTO B puMepe 87, u 4-
TPUBTOPMETHIIOEH30MIXIOPH/IA, THTYIBHOE COSIMHEHNE BRIICIIOT B BUE TBEPIOro Bemectsa. 'H SIMP: (400
MTI'n, xnopodopm-d): 1,11 (1, J=6,5 I'u, 3H), 1,15 (1, J=6,4 'y, 3H), 1,78-1,91 (m, 1H), 2,06-2,21 (m, 2H), 5,27
(n, J=13,8 'y, 1H), 5,49 (xm, J=13,8 I'y, 1H), 7,16 (¢, 1H), 7,40 (an, J=9,1, 1,8 I'u, 1H), 7,75-7,80 (M, 2H), 7,80-
7,86 (M, 3H) 1 7,87 (a1, J=1,8, 0,5 ', 1H). "°F SIMP (376 MI'n, xnopoopm-d): -42,2 (c, 3F).

Coenunenns mpuMepoB 89 n 90 momydyaroT coriTacHO CIEAYIOMel o0Imel cxemMe peaKInu:

NaCN,
NH,CI

=)
N N, N
Cl\@‘,’" %/’K,cn Cl\g JN/% Cl\@;‘ﬂ NH,
KI (cat.) MeOH
Agcetone
R
TEA or DIEA
< DCM
L]
R
R N.
N LoOH P
0 N
LT B e
W3 i ©
4 N

(cat.} ~ (xar.)
Acetone — ameTon
or - HIAH

Koneunslit npogyKT:

V=C-H; W=C-Cl; X=C-H; Y=C-H;

Q=P=N;

R;=R4=H; a=1; Rs=tper-0yTmn; R¢=H;

7=C(0); R/=n-dpennn-R.

IIpumep 89. N-{1-[(5-Xmop-2H-6eH30TpHazon-2-un)MeTni]- 1 -immano-2,2-tuMe T ponu } -4-tpudrop-
MeTokcubenzamun (coequaenne Ne 1.051).

[Tpu ucronb3oBaHUM NpPOLIEAYPHI, TOAO0OHO ONMUCAHHOM B prMepe 1, 32 HCKIIIOYEHUEM HCIIOJIb30BaHUS 2-
amuHO-2-[(5-xnop-2H-6en30Tpuazon-2-wn)MeTui]-3,3-1uMeTHA0y THpOHUTPpHIa,  ObUIO  BBIZEIEHO  Owmc-
amunonpoussojHoe, N-{1-[(5-xnop-2H-6en3oTpuazon-2-min)meru -1 -1iuaHo-2,2- TuMeTHIPOnu | -4-Tpudrop-
MeToKcH-N-(4-TpudTopmeTokcnOeH30m)0eH3aMiu  BMecTo THUTyJlbHOro coenunenuss. MC  (OC): M/Z
[M+H]=654. ITocnenyromas o0pabOTKa THAPOKCHUAOM JHTHS B METAHOJEC U OYUCTKA XpoMmatorpadueii (SiO,
rentan/DA) IPUBOIUT K THTYIBHOMY COSIMHEHHIO B Bue TBEpaOro Bemectsa. MC (3C): M/Z [M+H]=466. 'H
SMP: (400 MTI'n, xinopodopm-d): 5,17 (¢, 9H), 5,34 (x, J=14,1 T'u, 1H), 5,51 (m, J=14,1 'y, 1H), 7,02 (c, 1H),
7,35 (1, J=8,0 I'u, 2H), 7,38 (un, J=9,1, 1,9 T'n, 1H), 7,79 (an, J=9,1, 0,6 I'n, 1H), 7,84 (a1, J=1,8, 0,6 I'n, 1H) n
7,89 (1, J=8,8 T'y, 2H). "°F IMP (376 MI'ny, xopodopm-d): -58,1 (c, 3F).
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2-AmMuHO-2-[5-xm0p-2H-0en30Tpra3on-2-mwi)meTwin|-3,3- TMMEeTHIOY THPOHUTPHUI TIOIYYal0T MPH HCIOIb-
30BaHMH NPOLEAYPHI, NOZOOHO ONMUCAHHOU B IpuMepe 1, 4acTu a u b, 3a HCKIIOYEHHEM UCIIONb30BaHMs 1-X10p-
3,3-mumeTnnOyTaH-2-0Ha BMECTO XJIOpalleTOHa B YacTH a.

IIpumep 90. N-{1-[(5-Xmop-2H-6eH30TpHaz0i-2-un)MeTni]- 1 -immano-2,2-muMe T ponun } -4-tpudrop-
MeTraTHOOeH3aMu (coeaunerue Ne 1.052).

[Tpu ncronb3oBaHUM NpOLIEAYPHI, TOZOOHO ONMUCAHHOM B IprUMepe 1, 32 HCKIIIOYEHUEM HCIIOJIb30BaHUS 2-
amuHO-2-[(5-xnop-2H-6en30Tpra3zon-2-mn)MeTui]-3,3-1uMeTHI0y THpOHUTPHIIA, ONIMCAHHOTO B mpuMepe 89, u
4-tpudTopMeTIIIOEH30MIXJIOpH A, OBUIO BhIIENeHO Ouc-amuaonponsBoaHoe, N-{1-[(5-xmop-2H-0en3orpuason-
2-nm)merui]- 1 -1uano-2,2- tuMeTHInponui } -4-tpudropmeTunTHo-N-(4-TprudTopMeTHATHOOSH301IT ) OEH3aMH 1|
BMecTo THTYJIbHOTO coenuaeHns. MC (9C): M/Z [M+H]=686. ITocnenyromas 06paboTka rHIpOKCHIOM JIUTHUS B
MeTaHoJIe U o4YncTKa xpomarorpadueit (SiO,, rentan/DA) NMPUBOANT K TUTYIHHOMY COCIMHEHUIO B BHIE TBEP-
noro Beutecta. MC (9C): M/Z [M+H]=482. 'H SIMP: (400 MI'n, xnopodopm-d): 1,17 (c, 9H), 5,35 (n, J=14,1
I'n, 1H), 5,51 (n, J=14,1 I'u, 1H), 7,06 (c, 1H), 7,38 (ax, J=9,1, 1,9 I'n, 1H), 7,75-7,82 (m, 3H), 7,84 (a0, J=1,8,
0,6 T'r, 1H) u 7,85-7,91 (m, 2H). "°F SIMP (376 MI'ny, xsopodopm-d): -42.3 (c, 3F).

CoenuHeHHs MPUMEPOB 90 n92 nonyqaloT COFHaCHO CIIEeIyIOIeH o0IIel cXeMe peaKInu:

N A \ Dess-Martin LN
ol ",\f 0504 ’»/\ oxidation cl v N
=N . — oR®
o

RO =0H
TBMS-CI (

NaCN, | NH;

R" =0TBMS MeOH

@R NH,CI
/ pTEAorDIEA cl NHz 5r i A N OH
L CHCh NH;
2. LioH TEAorDIEA
MeOH CHyCly

Dess-Martin Oxidation - okncnenne no Jece-Mapruny

Koneunslit npoayKT:

V=C-H; W=C-Cl; X=C-H; Y=C-H;

Q=P=N;

R3:R4:H; a:1; RSZCHon, R6:H;

7=C(0O); R;=n-¢denun-R.

IIpumep 91. N-[2-(5-Xmop-2H-6eH30Tprazon-2-min)- 1 -ipano- 1 -(TuapoKcuMeTH )3T |-4-TprUPTOPMETOK-
cubenzamua (coemuuaenne Ne 1.058).

IIpu ucnonp30BaHNUU MPOLETYPHI, MOJOOHO OMMCAHHOM B IpUMepe 1, 3a HCKITIOUEHHEM HCIIOIb30BaHUS 2-
amuHO-2-[(5-xnop-2H-6en30Tpra3zon-2-ui)-2-(THIpOKCUMETHII)IPOITMOHUTPUIIA, OBUIO  BBIJEJICHO  CIIOKHO-
a¢upHOE  IPOM3BOAHOE,  2-aMMHO-3-[(5-xmop-2H-0eH30Tpra3on-2-un)-2-1MaHonpornioBeld  adup  4-
TPUPTOPMETOKCHOEH30HHON KUCIOTHI BMECTO TUTYJIFHOTO COEUHEHHS. JTOT 3pUp B3aUMOIEHCTBYET C AOMOJI-
HHUTEJIFHBIM KOJINYECTBOM 4-TpU(TOPMETOKCHOESH30MIXIIOPHIA, 3aTeM 00padaThIBalOT THIPOKCHIOM JIMTHS B
METaHOJIe W OYHIIA0T XpoMaTorpaduei (SiO,, rentan/DA) UIS NOTYICHUS TUTYIHHOTO COCIAMHEHUS B BHUJE
tBéporo Bemectea. MC (9C): M/Z [M+H]=440. 'H SIMP: (400 MI'u, xnopodopm-d): 3,27 (t, J=7,3 T, 1H),
3,94 (nm, J=11,9, 7,3 T'n, 1H), 4,30 (ax, J=11,9, 5,9 T'n, 1H), 5,43 (7, J=13,9 T'n, 1H), 5,48 (1, J=14,0 ', 1H),
7,33 (n, J=8,1 I'u, 2H), 7,43 (ax, J=9,1, 1,9 I', 1H), 7,45 (c, 1H), 7,82-7,89 (M, 3H) u 7,90 (nx, J=1,8, 0,6 I'L,
1H). "F SIMP (376 MI'1i, xmopodopm-d): -58,1 (c, 3F).

2-AmuHO-3-[(5-xmop-2H-6en30Tprazon-2-mi)-2-(TuApOKCUMETHI ) IPOITHOHUTPHI TIOIYYAIOT HIPU HCIIOINb-
30BaHUM POLIEAYPHI, OI00HO ONMUCAHHOHN B mpuMepe 1, 4acTh b, 3a UCKIIIOYCHUEM HCIIOIb30BAHUS B KAUCCTBE
HUCXOMHOTO BemiecTBa  1-(TpeT-Oy THIIAMMETHIICHITMIOKCH )-3-(5-xm0p-2H-6eH30Tpra3on-2-wwin)npomnad-2-oHa,
KOTOPBIH IOJIy4aloT CIEAYIOIMM 00pa3oM (Tper-Oy THIAMMETHIICHITMIIBHYIO 3alUTHYIO IPYIILY YAAJISIOT B yC-
noBusIxX peakuun Ctpekepa).

a. K pactBopy 2-ammmin-5-xnop-2H-6en3zorpuazona (5,2 1), onucaHHOro B puMepe 85, 4acTh a, B CMECH
(10:1) TT'® u Boaw! (45 mi), nobasistor 50% pactBop 4-mMeTuiaMmopdonnH-N-okcuaa B Boge (7 min) u gaiee 4%
pacTBOp TeTpokcHuaa ocmus B Boze (2 mu). [locne nepeMemmBanust pyu KOMHATHOM TeMIeparype CMech racsT
10% pacTtBOpOM THOCYINIB(aTa HATPHUS, IKCTPATUPYIOT STHIALETATOM M KOHIICHTPUPYIOT IIPH TIOHMXEHHOM J1aB-
nenur. OpraHnvecKuil Ciol cymar Haja cysib(haToM MarHus, GUIbTPYIOT U KOHLEHTPUPYIOT MPH HOHMKXEHHOM
JaBJICHUH IS TorydeHus 3-(5-xmop-2N-0en3oTpuas3on-2-un)nponas-1,2-auona (4,8 r, 79%), KOTOPBIA HCHIOTH-
3YIOT HETIOCPEACTBEHHO Ha CIEAYIOIIEH cTaauu 0e3 1ONOIHUTEIbHON OUUCTKH.

b. K pactBopy 3-(5-x10p-2H-6en30Tpna3zon-2-un)nponan-1,2-auomxa (1,09 r) 8 XM npu 0°C gobasusioT
umuaazon (0,65 r) u tper-Oyrmaumermwicumuinxiopun (0,8 r). Ilocie nepemeninBaHus B T€YEHHE HOYM INPH
KOMHATHOW TeMmeparype cMech pazbasisitor [IXM, MpoMbIBaOT BOZOH, CylIaT Haj Cyab(paTtoM MarHus, Gpuibt-
PYIOT ¥ KOHIIEHTPHPYIOT NPH IMOHM)KEHHOM JaBJICHUH JUIS MOJYYEHHs] OCTaTKa, KOTOPHIH OYHMINAIOT XpOMAarTo-
rpadueii (SiO,, renrtan/DA) juist osrydeHust 1-(Tper-OyTnnauMermicuimioken)-3-(5-xmnop-2H-6enzorpuazon-2-
wnnponan-2-ona (1,5 r, 85%). Rf=0,55 (1:1 DA/renTan).

1-(tpeT-ByTHnanMeTmncummioken)-3-(5-xnop-2H-6er3oTpuazon-2-un)nponas-2-on (1,5 r) 8 AXM (20
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MIT) B3aUMOJICHCTBYET C repuoanHanoM Jecca-MaptuHa (2,1 1).

ITocne nepemermmBanus B TEUCHUE HOYM IPU KOMHATHOM TEMIIEpAaType CMECh KOHIIEHTPUPYIOT IIPH TTOHHU-
JKEHHOM  JIaBJIeHMM ©  ouumamT xpomarorpadueit (SiO,, renran/DA) s monydenus 1-(Tper-
Oy THIIAMMETHIICHITIIIOKCH ) -3-(5-x710p-2H-6en30Tpnazon-2-ui)nponan-2-ox1a (1,2 1).

[Mpumep 92. N-[2-(5-Xnop-2H-6en3oTprazosn-2-ui)-1-unano- 1 -(rugpokcumMeTnn )3 tui |-4-Tpud ropme -
tuoben3amuy (coenunenue Ne 1.059).

[Tpu ncronb30BaHUM NPOLIEAYPHI, TOAOOHO ONMUCAHHOM B IprMepe 1, 32 HCKIIIOYEHUEM HCIIOJIb30BaHUS 2-
amuHO-2-[(5-xnop-2H-6en30Tpna3zoin-2-mi)-2-(THIpOKCHUMETHII ) IIPOTMOHUTPIIIA, OIMCAHHOTO B mpuMepe 91, u
4-TpudTOpMETIIIOEH30MIXJIOPH/A, OBIIIO BBIJENICHO CIOXHO3(MPHOE MPOM3BOAHOE, 2-aMHHO-3-[(5-xmop-2H-
0eH30TpHa30J1-2-11)-2-1IUaHONPONMIIOBEI  3¢up 4-TprdTOPMETHIOCH30MHOM KHCIOTHI BMECTO THUTYJIBHOTO
COEIMHEHUSI. Oror a¢up B3aUMOJICHCTBYET c JIOTIOJTHUTEIbHBIM KOJIMYECTBOM 4-
TpuPTOPMETHIOCHZOWIXIIOPH/IA, 3aTEM CMECh 00padaThIBAIOT THAPOKCHIOM JIHTHS B METAaHOJEC M OYHIIAIOT
xpomarorpacdueii (SiO,, rentan/DA) 1Jisi OTyUSHUST TUTYJIBHOTO COeIMHEHHs B BHe TBEpHoro BetiecTBa. MC
(3C): M/Z [M+H]=456. 'H SIMP: (400 MI'n, xnopodopm-d): 3,31 (ump c, 1H), 3,94 (n, J=11,8 T, 1H), 4,31
(m, J=11,7 T'u, 1H), 5,43 (1, J=14,0 I'y, 1H), 5,49 (n, J=13,9 I'n, 1H), 7,43 (ax, J=9,1, 1,9 I'y, 1H), 7,51 (c, 1H),
7,78 (n, J=8,3 T, 2H), 7,84-7,87 (m, 3H) u 7,90 (an, J=1,8, 0,6 'u, 1H). "°F SIMP (376 MI'11, xopodopm-d): -
42,2 (c, 3F).

CoenuHenus mpuMepoB 93-95 moiydaroT CoriacHoO CIEAYIOIICH 00IIel cXxeMe peaKilvu:

cl ¢ Njn’v mCPBA cl /N\,N NaX'Me LN e
GN DeM @" ,\ﬂ" E CI\Q“—J'/'E/,

X'=0orS  passmarin
Oxdation

R
MeX’ R CIW/Q/CI M X'Me nacN, N, XMe
Ay il o . !"’%H, NHCl ©f o /"/Y
<l ) ~———— N D No§
M owe [ TEA of DIEA NH;

CH,Cly MeOH
R = OCF; or SCF;

X=8R=0
Hz0,

X'=80, R=0

Dess-Martin Oxidation — oracneEne oo Mece-MapTray

Koneunslit npogyKT:

V=C-H; W=C-Cl; X=C-H; Y=C-H;

Q=P=N;

R;=R4=H; a=1; Rs=CH,X'Me; R=H;

Z=C(0); R=n-penun-R; R=0OCF; mwmu SCF;.

Ipumep 93. N-[2-(5-Xnop-2H-6eH30TpHazon-2-mn)-1-muano- 1 -(MeTHATHOMETHI )3THII |-4-Tprud Top™me-
TokcuOen3amua (coennuenue Ne 1.061).

[Ipu ucronp30BaHNH MPOIETYPHI, TOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOJIB30BAHUS 2-
amuHO-3-[(5-xnop-2H-6en30Tpra3zon-2-ui)-2-(MEeTHITHOMETII ) IPOITHOHUTPUIIA TUTYJIBHOE COSIMHEHHE Bbljie-
NS0T B BHe TBEpHoro Bemectea MC (IC): M/Z [M+H]=470. 'H SIMP: (400 MTI'n, xnopodopm-d): 2,41 (c,
3H), 3,07 (», J=14,7 I'u, 1H), 3,52 (n, J=14,6 'y, 1H), 5,47 (an, 2H), 7,34 (1, J=8,5 I'y, 2H), 7,41 (az, J=9,1, 1,8
', 2H) 1 7,79-7,94 (M, SH). "°F SIMP (376 MI'n, xnopodopm-d): -58,1 (c, 3F).

2-AmuHo-3-(5-x10p-2H-6en30Tprazon-2-mi)-2-(MeTHITHOMETHI ) TPOITMOHUTPHI TOJIYYalOT MPU HCIIOJb-
30BaHMU MPOLENYPHI, T0JOOHO ONMCAHHOW B IpuMepe 1, yacT a 1 b, 32 HCKIIIOYEHHEM HCIIOIb30BAHMS B Kade-
CTBE UCXOIHOTO BemecTBa 1-(5-xmop-2H-6er30Tpuazon-2-mi)-3-(MEeTHITHO )IIPONaH-2-0Ha, KOTOPBI HOTy4atoT
CIIEIYIOLIIM 00pa3oM.

a. K pactBopy 2-ammn-5-xmop-2H-6en3otprazomna (5,0 r), omrcanHoro B npuMepe 85, gacts a, B IXM (50
MII), JO0OaBISIOT MeTa-XJoprnepOeH3oriHy0 Koty (8,5 1, 55% uncroter). Ilocne mepeMemmBaHUs TPH KOM-
HATHOI Temmeparype B TeueHHe 24 4 cMech (PUIBTPYIOT Yepe3 CIOM OCHOBHOTO OKCHIA aMfoMHHHA. DPUibTpar
KOHLIEHTPUPYIOT MPH IMOHMWKEHHOM JaBJICHHU JUIsl MOJYYEHHs OCTaTKa, KOTOPbIM OYHMILNAIOT XpomaTtorpadueit
(Si0,, remran/3A) mis monydeHHs S-xyop-2-okcupanwiMeTmi-2H-0ensorpuazona (0,7 r). Rf=0,55 (2:1
DA/rentaH).

b. K pactBopy 5-xyop-2-okcupanunmMetuin-2H-0en3orpuazona (306 mr) B Metanosie (5 Mi) A00aBISIOT
tuomerokenn Harpus (307 wmr). Ilocne mepememmBaHMs NPH KOMHATHOW TEMIEpaType CMECh KCTParupyror
stuianeraToM. OpraHu4ecKuid CJIol POMBIBAIOT BOJIOH, CymIaT HaJl CyJib(haToM Marius, GUILTPYIOT U KOHIICH-
TPUPYIOT  TpH  TOHIKCHHOM  JaBJICHWHM  musi  monydeHus  1-(5-xmop-2H-Gensorpuazon-2-min)-3-
(MeTHITHO)IpOTIaH-2-071a, KOTOPBIA UCTIONB3YIOT HETTIOCPEACTBEHHO Ha CIICAYIOMICH CTaIi OKICIICHHUS.

c. 1-(5-Xmop-2H-6en3oTpuazon-2-mn)-3-(Mmetmwituo)nponan-2-o1 B XM (5 mir) B3auMoJeicTByeT ¢ Tie-
puoamaanoM [lecca-Maptura (720 wmr). Ilocne nmepememmBaHust B T€YEHHE HOYHM P KOMHATHOW TeMIIepaType
CMeCh KOHLIEHTPHUPYIOT NPHU MMOHW)KEHHOM JIaBJIICHUU M OYMIIalT Xxpomarorpadueit (SiO,, rentan/IA) mist no-
ny4enus 1-(5-xmop-2H-6en3o0Tpuazon-2-un)-3-(metuntuo)nponan-2-ona (149 mr, 40% moce 1ByX cTaguii).
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[pumep 94. N-[2-(5-Xmop-2H-6en30TpHazon-2-uin)- 1 -nuaHo- 1 -(MeTOKCUMETHI )3THI |-4-TprdTopMme-
TokcnOen3amu (coennuenue Ne 1.062).

[Tpu ucnonb30BaHUU MPOLIEAYPHI, TOAOOHO ONMUCAHHOM B IpuMepe 1, 32 UCKIIIOYEHUEM HCIIOJIb30BaHUS 2-
amMuHO-3-[(5-x10p-2H-6eH30TpHazon-2-mi)-2-(MeTOKCUMETIIT ) IPOITMOHUTPHIIA, THTYJIFHOE COSAWHEHHE BBIIC-
ns10T B Buae TBEpaoro Bemectea. MC (9C): M/Z [M+H]=454. 'H SIMP: (400 MI'u, xnopodopm-d): 3,52 (c,
3H), 3,71 (n, J=9,8 T'u, 1H), 4,12 (n, J=9,7 I'u, 1H), 5,37-5,47 (m, 2H), 7,33 (x, 2H), 7,40 (ox, J=9,1, 1,9 I'L,
1H), 7,48 (c, 1H) u 7,81-7,90 (m, 4H). °F SIMP (376 MI'1t, xnopodopm-d): -58,1 (c, 3F).

2-AmuHo-3-[(5-xn0op-2H-6en30Tpna3omn-2-ui)-2-(MeTOKCUMETHII )IPONIMOHUTPHI  TIOJIyYaroT MPH HCIOJIb-
30BaHMU IPOLENYPHI, II000HO OMMCAHHOH B puMepe 1, yacThb b, 32 HCKIIIOYEHHEM HCIIOJIb30BaHMs B KaUeCTBE
ucxogHoro BemectBa  1-[(5-xiop-2H-6enzorpuason-2-ni)-3-mMerokcurponan-2-ona.  1-(5-Xnop-2H-6enso-
TPHUA30JI-2-1IT)-3-METOKCHITPOTIaH-2-0H MOYYaroT MIPH UCTIOIB30BaHUH MPOIIEIypHI, IIOAOOHO ONMCAHHOH! B IPH-
Mepe 93, gacTu a-c, 3a UCKITFOUYSHHEM UCTIOB30BaHIsI METOKCHIA HATPHUS B 4acTu b.

[pumep 95. N-[2-(5-Xnop-2H-6en3orpuazon-2-un)-1-nuano- 1 -(MeTanCcy1bHOHUIMETHI )3T | -4-TpH-
dbropmeroxcubenzamua (coenmuuaerue Ne 1.063).

K pactBopy N-[2-(5-xn0p-2H-6eH30Tprazon-2-min)- 1 -itnano- 1 -(METHITHOMETHI )3THI |-4-Tpud TOp-
MeTokcuOen3amuaa (36 mr) B cmecu JIXM u TOY nobasmstoT 3 kamm nepokcuaa Bogopona (30 mac.% B Bo-
ne). Ilocne nepemeniBaHus B T€YEHHUE HOUYHM NPU KOMHATHON TeMIepaType CMeCh KOHLIEHTPUPYIOT MPU IOHU-
JKCHHOM JIaBJICHUM JUIA TOJYYCHHs THUTYJIBHOTO coeauHeHus B Buzae TBEpmoro BemectBa. MC (OC): M/Z
[M+H]=502. 'H SIMP: (400 MI'r, IMCO-dy): 3,03 (c, 3H), 4,13 (1, J=5,0 T'u, 1H), 4,20 (z, J=5,1 I'n, 1H), 5,54
(c, 2H), 7,43 (nn, J=9,1, 1,9 I'u, H), 7,50 (x, J=8,7, 0,8 T'u, 2H), 7,68 (¢, 1H), 7,81-7,90 (M, 2H), 7,91-8,00 (M,
2H), 8,05 (;u1, J=1,9, 0,6 T, 1H) u 8,29 (¢, 1H). "F SIMP (376 MI't;, IMCO-dy): -57,1 (c, 3F).

Coennnenns nmpuMepoB 96-104 moydeHbl coTIacHo Cieayonel o0mel cxeMe peaKinu:

Ry 2

Rg 2
NaONQ N\
Ry NaBF KOAc Ry N
NH, NEN B NH
Rio 4 18-Crown-6 R
Ry " Ry

K,COy o
Kl el
Acetone
NHZ R, o
NaCN, Re )%
N MRt N
) / _——
=N NaHCO; aq. NH N
3
MeOH Rie Ry

or DIEA, DCM

18-Crown-6 — 18-Kpayn-6; Acetone - aneroH

KoneuHsIit mpoayKT:

V:C-Rg; W:C-Rg; X:C-Rlo; Y:C-Rll;

Q=C-R,; P=N;

R;=R4=H; a=1; Rs=CHj3; R¢=H;

7=C(0); R/=n-¢pennn-R.

[Mpumep 96. N-[1-Lunano-1-metun-2-(5-aurpo-2H-unnazon-2-mwi)atun]-4-tpudropmerokcndoeHzamus (co-
enuneHne Ne 2.001).

[Tpu ncrionp30BaHMM NpoOLEAYPHI, TOAO0HO ONMMCAHHOM B puMepe 1, 32 HCKIIIOYEHNEM HCIIOJIb30BaHUA 2-
aMHuHO-3-MeTmI-3-(5-auTpo-2H-nana3on-2-mwn)nponuoHutpmia (62 Mr), THTYJIFHOE COCIUHEHHE BBIICISAIOT B
Buze Gesnoro TBEpaoro Bermectsa. (100 mr, 91%). MC (3C): M/Z [M+H]=434. 'H SIMP: (400 MI't;, IMCO-dy):
1,72 (c, 3H), 5,21 (xB, J=13,7 I'ny, 2H), 7,53 (&, J=8,2 I'y, 2H), 7,81 (m, J=9,5 I'u, 1H), 7,97 (7, J=8,8 T'm, 2H),
8,01 (mn, J=2,2 T'u, 1H), 8,82 (c, 1H), 8,94 (1, J=2,0 'y, 1H) u 8,99 (c, 1H). "°F AIMP (376 MI't;, IMCO-d):
-57,1 (c, 3F).

2-AmuHO-3-MeTnin-3-(5-autpo-2H-nHaa3051-2-1i1) IpOMHOHUTPIIT TOTYYaroT MPH HCIOIH30BAHUH IIPOLe-
Jypbl, TOJJOOHO ONKMCaHHOW B npuMepe 1, yacTu a u b, 3a UCKIIIOYEHUEM HCIIOJIb30BaHKS B KAYECTBE HCXOIHOTO
BEIIIECTBA KOMMEPYECKU IOCTYMHOro S-HUTpO-1H-uHmazona (7 r), MONXyMOJSIPHOTO SKBHBajJCHTA KapOoHaTa
kanus (3,1 r), ogHOrO SKBUBaAJIeHTa noauaa Kanus (9,2 r) 1 HarpeBaHUsl CMECH NPU KUISIYSHUU B alleTOHE JUIs
BhIJIeTIeHUs Tpebyemoro 1-(5-untpo-2H-nnnazon-2-un)nponan-2-ona (890 mr, 9,5%) napsny ¢ 1-(5-antpo-2H-
MHJ1230J1- | -WIT)[TpoTIaH-2-0HOM B YacTH a.

[pumep 97. N-[1-Lwuano-1-metwmn-2-(5-autpo-2H-nHnazon-2-um)3tun|-4-Tpu TOpMETHITHOOSH3aMU/T
(coemuuenue Ne 2.002).

[pu rcronp30BaHUH MPOIIETYPHI, TOJOOHO OMMCAHHOH B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIB30BAHUS 2-
aMuHO-2-MeTu-3-(5-auTpo-2H-urnazon-2-unm)nponuonutpuia (62 Mr, omucaHHoOro B mpumepe 96) u 4-
TpUPTOPMETUITHOOCH3OMIIXIIOPH/IA, TUTYIILHOE COSIUHEHHE BBIIEISIOT B BUje Oenoro TBEpaoro BeriecTsa (96
mr, 84%). MC (3C): M/Z [M+H]=450. '"H SIMP: (400 MI', JIMCO-de): 1,72 (c, 3H), 5,22 (x8, 2H), 7,81 (x,
J=9,5 I'u, 1H), 7,86-7,90 (m, 2H), 7,92-7,97 (M, 2H), 8,00-8,05 (m, 1H), 8,83 (c, 1H), 8,95 (1, J=1,9 'y, 1H) u
9,07 (c, 1H). '°F SIMP (376 MI'n, IMCO-de): -41,9 (c, 3F).
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[pumep 98. N-[1-Lwuano-2-(5,7-guxmop-2H-uana3071-2-11)- 1 -Me T THI |-4-TpHPTOPMETOKCHOCH3aMU T
(coemuuenue Ne 2.003).

ITpu ncrionbp30BaHUM NMPOLEAYPHI, TOAOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIFOYEHUEM HCIIONIb30BAHMA 2-
amuHO-3-(5,7-muxnop-2H-unnazon-2-mn)-2-mMetunnpornnorutpuia (60 Mr), TUTYIbHOE COEOMHEHUE BBIACIISIOT
B BHzIE Gemnoro TBEporo Bemectsa (80 mr, 78%). MC (3C): M/Z [M+H]=457. 'H SIMP: (400 MI'1;, IMCO-dj):
1,70 (c, 3H), 5,11 (n, 1H), 5,23 (n, 1H), 7,51 (n, J=8,3 I'u, 2H), 7,89 (n, J=1,6 T'u, 1H), 7,97 (1, J=8,8 'y, 2H),
8,53 (c, 1H), 8,94 (x, J=2,0 T'u, 1H) u 8,95 (¢, 1H). "°F SIMP (376 MI'ti, IMCO-de): -57,1 (c, 3F).

2-AmuHo-3-(5,7-auxnop-2H-nana305-2-11)-2-MeTUIIPONMOHUTPHI TIOJIYHYalOT IPH MCHOJIb30BaHUH TPO-
eIy pbl, OJJ0OHO ONMMCAaHHOI B mpuMepe 1, yacTu a 1 b, 3a HCKIIIOYEHHEM HCIIOIb30BaHUS B KAUYECTBE HCXOTHO-
ro BemectBa 5,7-nuxiyop-1H-unmazon (3 r) u HarpeBaHWs CMECH INPH KHIISTYCHWW B alleTOHE JUISl BBIJCIICHUS
tpedbyemoro 1-(5,7-auxnop-1H-unnazon-2-mwm)nponan-2-ona (1,7 r, 44%) smecre ¢ 1-(5,7-auxnop-1H-unnazon
l-mn)nponan-2-oaoMm (1,2 1, 30%) B 9actu a.

5,7-Muxnop-1H-uHga3051 momydaroT, Kak H3JI0KEHO HIKE, MCIIOB30BAaHUEM MPOIEAYP, ONMCAHHBIX B JIH-
TepaTrype Ul MOJIy4eHUs] NHAA30JI0B, 3aMEIIEHHBIX B IIECTUWIEHHOM LUKIIE, CM., HanpuMep, R.A. Bartsch, et al.
J. Heterocycl. Chem. 1984, 21, 1063 u P. Schumann et al., Bioorganic & Medicinal Chemistry Letters, 2001, 11,
1153.

a. K cycnensun 2,4-guxnop-6-metminanminHa (5 T) B CMECH XJIOPUCTO-BOAOPOAHOM KHCIOTHI (7,5 MiI) U
Bogbl (7,5 M) MeienHo nobasistor npu 0°C pacTBop HUTpUTa Hatpus (2 r) B MUHUMAaJIbHOM KOJIMYECTBE BO-
1bl. [Tocne Toro Kak Bce TBEP/bIE HCXOAHBIE BEIeCTBA OyIyT N3pacXol0BaHbl, 00pa3ys KEITYI0 cMech, 100aB-
JSIOT pacTBOp Terpadropbopara Hatpus (4,4 1) B Boge (10 mu). [Tocne mepeMenmuBaHus B TedeHUE 45 MUH MU
0°C oOpa3zoBaBinecst TBEp/bIE BEIIECTBA OT(MIBTPOBBIBAIOT, IPOMBIBAIOT OXJIaXKIEHHBIM METaHOJIOM, IIPOMBbI-
BalOT IUATWIOBHIM 3(QHPOM © CyImIaT B BaKyyMe Ui TONy4deHHs terpadropbopata 2,4-muxiop-6-
MeTrioeH3omaua3onus (5,7 r).

b. Cmecr TerpadTopbopata 2,4-muxinop-6-mermwiden3onauazonus (5,5 1), 18-kpayn-6 (271 mr) u anerara
Kamus (4 1) mepemermmBaioT B xsiopodopme (60 M) B Tedenue 1,5 4 npu komHAaTHOU Temmepatype. O6pasyro-
IIyIOCS HEOYMIIEHHYI0 CMECh 3KCTParupyroT 3THIALETATOM, MPOMBIBAIOT HACBHIIICHHBIM COJIEBBIM PacTBOPOM,
cywar Haj Oe3BOAHBIM Cyib(}aToM MarHus, GUIBTPYIOT M KOHLEHTPUPYIOT IIPU IOHMKEHHOM IAaBJICHUU IS
nosydyenus S5,7-auxnop- 1 H-unna3ona B Buae 6JieJHO KOPHUHEBOrO TBEPAOro BemiecTsa (3 ).

Ipumep 99. N-[1-Luano-2-(5,7-auxnop-2H-uHna3051-2-mi)- 1 -MeTHIITHI |-4-TPUPTOPMETHITHOOCH3aMUT
(coenunenue Ne 2.005).

[Tpn ncrionp30BaHMM NpoOLEAYPHI, TOZO0OHO ONMMCAHHOM B puMepe 1, 32 HCKIIIOYEHNEM HCIIOJIb30BAHUA 2-
amMuHO-2-MeTH-3-(5,7-nuxnop-2H-nnnazon-2-un)nponuonutpuina (60 mr, onmcanHoro B mpumepe 98), 4-
TpUPTOPMETHNTHOOCH3OMWIXIIOPH A, TUTYIFHOE COSTUHEHNE BRIICISIOT B BUE Oenoro TBEpmoro Bemectsa (80
mr, 76%). MC (3C): M/Z [M+H]=473. '"H SIMP: (400 MI'u, IMCO-ds): 1,70 (c, 3H), 5,11 (n, 1H), 5,25 (1, 1H),
7,48 (c, 1H), 7,84-791 (m, 3H), 7,95 (n, 2H), 8,54 (c, 1H) u 9,03 (c, 1H). "F AMP (376 MI'u, IMCO-dq):
-42,0 (c, 3F).

Ipumep 100. N-[1-Luano-2-(5,7-quxmnop-2H-urna30m1-2-mwi)- 1 -metriatii|-4-peHokcudeHsamun (coemu-
Henue Ne 2.004).

IIpu ucnonp30BaHNUU MPOLETYPHI, MOJOOHO OMMCAHHOM B IpUMepe 1, 3a HCKITIOUEHHEM HCIOJIb30BaHUs 2-
amMuHO-2-MeTwi-3-(5,7-nuxnop-2H-unnazon-2-nn)nponuonurpuia (60 mr, onucaHHoro B npumepe 98) u u 4-
(heHOKCHOCH30MIIXJIOPHU 1A, TUTYJIFHOE COSMHEHNE BBIACISIOT B BUie Oenoro TBEpaoro Bemectsa (90 mr, 87%).
MC (3C): M/Z [M+H]=465. 'H SIMP: (400 MI't, IMCO-de): 1,71 (c, 3H), 5,12 (n, 1H), 5,21 (1, 1H), 7,04-7,13
(m, 4H), 7,23 (t, J=7,4 T'u, 1H), 7,41-7,51 (M, 3H), 7,85-7,92 (m, 3H), 8,52 (c, 1H) n 8,80 (c, 1H).

Mpumep 101.  N-[2-(5-Xnop-7-metnn-2H-unnazon-2-nin)- 1-unano- 1 -metwinatun|-4-tpud TopMeToKCcH-
oenzamu (coenuuenue Ne 2.006).

[Ipu rcronp30BaHAM MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCITOIB30BaHUS 2-
aMHuHO-3-(5-x10p-7-Metmi-2H-uHna3om-2-wm)-2-MeTHIIponnoHATpriIa (58 MTr), TUTYJTbHOE COCIMHEHHE BBIIC-
NS0T B BuAe Oesoro TBEpHoro Bemectsa (73 mr, 72%). MC (3C): M/Z [M+H]=437. 'H SIMP: (400 MIw,
JIMCO-dy): 1,69 (c, 3H), 2,39 (c, 3H), 5,05 (a, 1H), 5,19 (g, J=13,7 I'u, 1H), 7,03 (c, 1H), 7,52 (n, J=8,2 I'Ly,
2H), 7,65 (1, J=0,8 T'u, 1H), 7,97 (1, J=8,7 'y, 2H), 8,36 (c, 1H) u 8,89 (c, 1H). '°F SIMP (376 MI'ti, IMCO-d,):
-57,1 (¢, 3F).

2-AmuHO-3-(5-xn0p-7-metnin-2H-unnazon-2-mn)-2-MeTHINPONUOHUTPUI MOIYYaroT MPH HCIOJIb30BaHHU
HpoLEAypHI, MOJOOHO ONMMCAaHHOM B mpumepe 1, yactu a u b, 3a HCKIIOYEHNEM HCIIOIb30BaHUS B KAUeCTBE HC-
XOIHOTO BellecTBa 5-xyop-7-mMetni-1H-unnazona (6,9 r) u HarpeBaHusi cMecH KHUIITYEHHEM B alleTOHE B Tede-
Hue 1,5 gueit gt nomydenus 1-(5-xnop-7-merun-2H-unnaszon-2-wn)nponad-2-ona (1,9 ) B gactu a.

5-Xnop-7-metwi- 1 H-nHma3our moirydaroT Ipy UCTIONB30BaHUH IPOLEAYPHI, TIOAOOHO OIMMCAHHON B IpUMe-
pe 98, wacth a, M 3a WCKIIOYEHHEM WCIIOJNB30BAaHMSI B KauyeCTBE MCXOJHOTO BemecTBa 4-xiop-2,6-
JTUMeTHIIaHWIHHA (5 T).

Ipumep 102. N-[2-(5-Xop-7-meruia-2H-nnmazou-2-min)- 1 -nuaHo- 1 -MeTHiIaTiI |-4-Tpr TOPMETHIATHO-
o6enzamuy (coennuenue Ne 2.007).

ITpn nconb30BaHUM MPOLEAYPHI, TOAOOHO ONMUCAHHON B IpUMepe |, 32 HCKIIFOYEHHEM HCIIONIB30BAHU 2-
aMHHO-2-MeTwI-3-(5-x10p-7-metun-2H-nnnazon-2-un) nponuonutpuia (58 mr, onucanHoro B nmpumepe 101) u
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4-tpudTOpMETIIITHOOCH30WIXIIOPHIA, TUTYJIBHOE COCIMHEHHE BBIICISIOT B BHIE 0€oro TBEPIOrO BeIlECTBA
(77 mr, 73%). MC (3C): M/Z [M+H]=453. '"H SIMP: (400 MTI'u, IMCO-de): 1,69 (c, 3H), 2,38 (c, 3H), 5,05 (x,
1H), 5,21 (1, 1H), 7,03 (c, 1H), 7,66 (c, 1H), 7,87 (u, 2H), 7,94 (n, 2H), 8,37 (c, 1H) u 8,97 (c, 1H). '°F SIMP
(376 MI'u, AMCO-de): -42,0 (c, 3F).

Mpumep 103. N-[1-Huano-2-(5,7-quxnop-3-metnn-2H-nnnazon-2-mn)- 1 -meTmiia i |-4-TpuTopMeToKcu-
6enszamuy (coequnenue Ne 2.010).

IIpu ucnonp30BaHNUU MPOIETYPHI, OJOOHO OMMCAHHOM B IIpuMepe 1, 3a HCKIIOUEHHEM HCIIOJIb30BaHUS 2-
amuHO-3-(5,7-auxnop-3-metmn-2H-unnazon-2-mn)-2-merunnponuonutpuwia (40 Mr), THTYIbHOE COEIMHEHUE
BBIICJIAIOT B BUjie Oenoro TBEpaoro BemecTta (60 mr, 90%). MC (OC): M/Z [M+H]=471. 'H SIMP: (400 MI',
AMCO-d): 1,82 (c, 3H), 2,73 (c, 3H), 4,98 (n, 1H), 5,08 (n, J=13,7 I'u, 1H), 7,45 (axn, 1H), 7,52 (g, 2H), 7,91
(z, 1H), 8,00-8,04 (M, 2H) u 9,09 (c, 1H). "F SIMP (376 MI'n, IMCO-d): -57,1 (c, 3F).

2-AmuHO-3-(5,7-muxnop-3-metin-2H-uHna305-2-11)-2-Me TIPOTHOHUTPIIT  TIONYYAa0T TPU HCIIONB30-
BaHMU TIPOLEIYpPbI, MOJOOHO OMUCAaHHOM B mpumepe 1, yactu a m b, 3a MCKIIOYEHHEM HCHONB30BaHUS 5,7-
nuxiop-3-mMetwi- 1 H-uanazona (400 Mr) u HarpeBaHusi CMECH KUIISTUYCHHEM B alleToHe Uil Beinenenus 1-(5,7-
nuxiop-3-mMetmin-2H-uanazon-2-un)nponan-2-oxa (140 mr) B yacty a.

5,7-Auxnop-3-metui-1 H-uHAa3051 MOMyYaloT NpPU KCIIOJIB30BAHUM IPOLEAYpPbI, IOJ00OHO ONMCAaHHOW B
npumepe 98, yacTu a u b, 3a MCKIFOYEHHUEM HCIOJIB30BaHUS B KaueCTBE MCXOJHOrO BemecTBa 2,4-1uxiop-6-
sTriaHwIMHA (2,9 1), KOTOpPBIN NoNTydaroT xJopupoBanueM 6-3tuinanuiuna (10 r) N-xmopcykiuuaumuaom (22 1)
B arferoHuTprie (80 mi).

[Mpumep 104. N-[2-(5,7-Huxnop-3-metnin-2H-unnazon-2-nn)-1-nmano- 1 -merunatui |-4-tpud ropmeTu-
tHoben3amuy (coenunenue Ne 2.011).

[Ipu rcmonp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOB30BAHUS 2-
aMHuHO-2-MeTw-3-(5,7-muxmnop-3-metmn-2H-nana3on-2-mwn)nponuonutpmia (40 Mr, OMUCAaHHOTO B TpUMEpe
103) u 4-TpuPTOPMETHITHOOCH30MIIXIIOPH/IA, TUTYIFHOE COSAWHEHNE BHIIEIAIOT B BHIE OEIIOT0 TBEPIOTO Be-
mecTBa (64 mr, 92%). MC (3C): M/Z [M+H]=487. "H IMP: (400 MI', IMCO-dq): 1,83 (c, 3H), 2,73 (c, 3H),
5,00 (z, 1H), 5,06 (m, 1H), 7,45 (an, J=1,6 I'n, 1H), 7,87 (&, J=8,2 I'u, 2H), 7,91 (an, J=1,6 I'u, 1H), 8,00 (z,
J=8,4Tu, 2H) u 9,16 (c, 1H). "°F IMP (376 MTI'u, AIMCO-de): -42,0 (c, 3F).

CoenuHeHust npnMepOB 105-131 nonyqubl COFJIaCHO cneuylomeﬂ o0I11Ieli cXeMe peaKIlvu:

Rs
CHCI Ol Znc, HNO; CHO
Ry
NO: NaHMDS N01 Formic H2304
Rag acid R
Ry 0 R,
R
Y CH.CI
R
* Rz _OH ,
NO, No2
Rio Ris

R = TBDMS
" Gudation
p e
N ,a 2 N
\Cﬁ‘ ’71/ NaHCO, aq {j" /7/
EtOAc MEOH
or DIEA, DGM
Formic acid — mypappHHaA kACAOTA
aq. - BOJH.
Oxidation - okmcaeHne
KoneuHsIit TpOayKT:
V:C-Rg; W:C-Rg; X:C-Rlo; Y:C-Rll;
Q=C-R,; P=N;
R2=O—C1—C4—am<ym, O-C1—C4—8J'IKI/IJ'I-O-C1-C4—8HKI/IH, O-Cl-C4-NH-C1-C4—aﬂKI/IH, O-Cl-C4-N-(C1-C4-
AJTKWI)y;

R;=R4=H; a=1; Rs=CHj3; R¢=H;

Z=C(0); R;=n-penmn-R.

Mpumep 105. N-[2-(6-Xnop-3-meTokcu-2H-unnazon-2-mn)-1-nuano- 1 -metunatii |-4-Tpud TopMeToKCH-
oenzamu (coenuuenue Ne 2.008).

[Ipu rcronp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIB30BAHUS 2-
amMHuHO-3-(6-x510p-3-MeTokcu-2H-unnazon-2-mn)-2-mMetunnponnorutpuia (40 Mr), TUTYJIBHOE COCTUHEHUE BBI-
JeNAIT B BUAE Georo TEpaoro Bemectsa (60 mr, 88%). MC (3C): M/Z [M+H]=453. 'H SIMP: (400 MIw,
IMCO-d¢): 1,71 (c, 3H), 4,19 (c, 3H), 4,76 (un, 1H), 4,88 (n, 1H), 6,87 (nx, J=9,0, 1,7 I'u, 1H), 7,50-7,55 (M,
3H), 7,89 (z, J1=9,1 I'u, 1H), 7,97 (z, J=8,8 ', 2H) u 8,92 (c, 1H). "°F SIMP (376 MI', IMCO-de): -57,1 (c,
3F).
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2-AmuHo-3-(6-x10p-3-MeTokcu-2H-naaazon-2-mn)-2-mMetunnponnoHuTpua (475 mr, 93%) nomyyarot npu
HCIIOJB30BAaHUH TIPOLIEAYPHI, OAOOHO ONMCAaHHOW B IpuMepe 1, 4acTh b, 3a HCKIIOYEHHEM HCIIOJIL30BaHUS B
KauecTBE MCXOJHOTO BemecTBa 1-(6-xiop-3-meTokcu-2H-urnazomn-2-mn)nponad-2-ona (462 Mr), KOTOPBIA TO-
Jy4aroT CIEAYIOUIIM 00pa3oM.

a. K pacrBopy 4-xmop-2-HutpoOensanpiaerunaa (4 r) B aumokcane (35 wu1) nobGaBisitor 2-(Tper-
OyTHIAMMeTHIICHIIaHIIOKeH ) iponiiiamuH (6,1 1, 1,5 3kB.) B Metanone (15Mi) ¢ nmocnemyronmmM no6aBieHUEM
ykcycHoM kucioThl (1,9 mir) B Mmetanosne (15 mi). Ilocne nepemernnBanus Ipu KOMHATHON TeMIlepaType B Teue-
HHE HOYM J100aBIISIOT MOJISIPHBIN pacTBop IraHoOopruapuna Hartpus B TI'® (22 mur). Uepes 30 MuH peakunoH-
HYIO CMECh racsiT BOJOH M AKCTparupyor srmianeraroM. Opranndeckyro ¢asy cymar HaJ 0e3BOJHBIM Cyib(ha-
TOM MarHusi, GuIbTPYIOT M KOHIEHTPUPYIOT NPU NOHIKEHHOM [NaBJICHUM IS TIOJIyYeHUS! OCTaTKa, KOTOPBIH
ounmaioT xpomarorpadueii (SiO,, renran/DA) misd nonydeHus [2-(TpeT-Oy THIINMETHICHIAHIIOKCH )IIPOTIHI |-
(4-xmop-2-autpobensun)amuna (5,9 r, 77%). 2-(Tper-byTHaIMMeTHICHITaHUIOKCH ) TPONJIAMHH MOTYYaloT MPH
B3aUMOJICHCTBHN |-aMuHOTIpONIaH-2-011a ¢ 2-TPeT-0y THIIINMETHICHIIMIXIOPUIOM B uMHaa3oinoM B JIXM B Te-
YyeHne 2 9 Mpu KOMHATHON TeMIIepaType ¢ MOCIeayoe 00paboTKOM BOIOM.

b. Tmapoxcmn xamus (0,72 1) [go0aBmAIOT K - NEpeMEIIMBaeMOMYy  pacTBOpy  [2-(Tpet-
Oy THIIIMMETHIICHIIAHIITOKCH ) [IpOTH |-(4-Xxs10p-2-HuTpobensun)amuna (3 r) B metanosie (30 mu). Iocne mepe-
MemmuBaHus npu 60°C B TeueHHEe HOYM PEAKIIMOHHYIO CMECh TacsAT BOJIOM U 3KCTparupyroT stunaneratom. Op-
raHuyeckyto (azy cylar HajJ 0e3BOAHBIM CyNb(paToM MarHus, GUIbTPYIOT U KOHLUEHTPUPYIOT NMPU TTOHHKEH-
HOM JIaBJICHUH IS TIOJY4EHHsI OCTaTKa, KOTOPBIM ouniialoT xpomarorpadueit (SiO,, rentan/DA) amst noiyde-
HUA 2-[2-(TpeT-0y THIIAMME THIICHITAaHUIIOKCH )TIPOTTHIT | -6-X10p-3-MeTokcH-2H-unnazona (2,2 T, 87%).

K pactBopy 2-[2-(TpeT-OyTHIIUMETHICHIAHWIOKCH )IIPOITHII |-6-X110p-3-MeTokcu-2H-namazonma (1 1) B
TIr'® (35 M) gobaBistoT pacTBop TpeT-OyTinammonuiigropuna (1 M B TT'®, 3 mm). [Tocne nepementnBanms
Ipy KOMHATHOHM TeMmeparype B TedeHHe 1,5 4 peakIMOHHYIO CMECh racsiT BOJOW M SKCTPArHpyIOT STHIIAIETa-
toM. Opranudeckyro (aszy cymar HaJl 0€3BOIHBIM CYJIb()aTOM Marfus, QUIBTPYIOT ¥ KOHIEHTPUPYIOT MIPH II0-
HIDKEHHOM JaBJICHHUH JJIS1 KOJMYECTBEHHOTO MmoydeHus 1-(6-xmop-3-metokcu-2H-mana3on-2-uin)npomnad-2-0i1 B
Bujie TBEpaoro Bemectna (0,85 ).

d. PactBop mumetuncynbdokcuaa (1 mir) B AXM nobasmnstoT npu -78°C k pactBopy okcanumxyopuaa (0,6
i) B IXM. [ocne nepememuBanus B Tedenne 30 muH npu -78°C 100aBistoT pactBop 1-(6-xs10p-3-MeTOKCH-
2H-unnazon-2-un)nponan-2-ona (0,85 r) B JIXM. Ilocne nepememBanus B TeueHue 30 muH npu -78°C nodas-
Jst0T guuzonpornudTUiaaMul (3,4 mun) u emE yepe3 30 MUH PeakIMOHHON CMeCH Jal0T HarpeThes A0 KOMHAT-
HOH TemIepaTypsl B TedeHue 1,5 4 nepesi KOHIEHTPUPOBAHUEM ITPH TIOHMKEHHOM JaBJICHUH.

OcTaToK peaknMOHHON CMecH NEPEeHOCT B CMECh STHJIAlleTaTa U HACHIIEHHOTO COJIeBOro pacTtBopa. Op-
TaHWYECKYIO (a3y CymaT Hax Oe3BOAHBIM CyNb(haToM MarHus, QUIBTPYIOT M KOHLIEHTPUPYIOT NPH MOHIKEH-
HOM JaBJICHHUU U TONMYYSHUsST OCTaTKa, KOTOPHIA ounmaroT xpomarorpadueii (Si0,, rentan/DA) i moayde-
HUs 1-(6-x1mop-3-merokcu-2H-nHnazon-2-mn)npomnas-2-oHa B Buae TBEpaoro BemecTsa (0,46 T, 55%).

B kadectBe anpTepHATUBHI [2-(TpeT-Oy THIANMETIIICHIAHIIOKCH ) IPOTIHI | -(4-X10p-2-HUTPOOCH3 I )aMHH,
OIIMCAHHBIH B YaCTH a, MOIYYa0T CICAYIOIINUM 00pa3oM.

c. K cycmensun 2-(tper-OyTmnauMeTuicunanmiokcn )nponmwiamMuH (9 3kB.) B TI'® memieHHO 100aBISIOT
4-xnop-2-aurpobenzuixinopuy B TI'® npu nHTeHCHBHOM nepeMernrBanuu. [locne nepememnBaHus Mpu KOM-
HAaTHOW TeMIlepaType B TEYCHHE HOUU CMECh KOHLCHTPUPYIOT IPU IIOHUKECHHOM JABJICHUU JUIsl IIOJIy4EHHUS OC-
TaTKa, KOTOPBI PacTHUPalOT B HOPOLIOK B JUATHIOBOM 3¢upe U GUIBTPYIOT. DPUPHYIO (QPaKIHIO COOUPAIOT U
KOHLIEHTPUPYIOT TPH ITOHWKEHHOM JABJICHUU JUISl MTOJY4YEHHs OCTaTKa, KOTOPbIM OYMINAIOT XpomaTorpaduei
(S10,, renTan/JA) JUis MOJTyYEeHHUS [2-(TpeT-0y THIAMME THIICHIIaHUIIOKCH ) TPOTIHI |-(4-XJ10p-2-
HUTPOOEH3MIT)aMHHa.

[pumep 106. N-[2-(6-Xnop-3-meTtokcu-2H-numazon-2-mn)- 1 -mnano- 1 -Me T3 THI |-4-TpUPTOPMETHII-
troden3amu (coequaerne Ne 2.009).

[Ipu rcronp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIB30BAHUS 2-
aMuHO-3-(6-x710p-3-MeTokcu-2H-nnaa3on-2-mn)-2-Metunnponuonutpuina (40 mr, onucanHoro B mpumepe 105)
1 4-TpudTopMeTHATHOOECH3OMIXIIOPHIA, TUTYIFHOE COSTUHEHNE BBIIEIIIOT B BUE 0€10T0 TBEPIOrO BemlecTBa
(65 mr, 91%). MC (3C): M/Z [M+H]=469. 'H SIMP: (400 MI't, IMCO-de): 1,71 (c, 3H), 4,20 (c, 3H), 4,76 (n,
1H), 4,89 (n, 1H), 6,87 (ax, J=9,0, 1,7 I'n, 1H), 7,51 (¢, 1H), 7,86-7,91 (m, 3H), 7,97 (n, 2H) u 9,01 (c, 1H). °F
SAMP (376 MI'u, IMCO-d): -41,9 (c, 3F).

Mpumep 107. N-[2-(5-Xnop-3-merokcu-2H-unnazon-2-mn)-1-nuano- 1 -metunatii |-4-Tpud TopMeToKCH-
6enzamuy (coenunenue Ne 2.012).

[Tpn ncronp30BaHUM NpOLIEAYPHI, TOZOOHO ONMMCAHHOM B pUMepe 1, 32 HCKIIIOYEHNEM HCIIONIb30BAHUA 2-
aMHuHO-3-(6-x110p-3-MeToKcH-2H-nH1a301-2-1i1)-2-Me THIIPOITHOHATPHIA (57 MT), TUTYJIEHOE COCTUHEHUE BHI-
JeNAI0T B BUAE Oeroro TEpOro Bemectsa (84 mr, 86%). MC (9C): M/Z [M+H]=453. 'H SIMP: (400 MIw,
JIMCO-dy): 1,70 (c, 3H), 4,18 (c, 3H), 4,77 (1, 1H), 4,90 (1, 1H), 7,16 (nx, J=9,3, 1,6 T'u, 1H), 7,46 (1, J=9,2 'y,
1H), 7,52 (1, J=8,3 T, 2H), 7,94 (1, J=0,9 T, 1H), 7,98 (1, J=8,7 T'u, 2H) u 8,92 (c, 1H). "’F SIMP (376 MI',
JIMCO-dy): -57,1 (c, 3F).

2-AmuHO-3-(6-x10p-3-MeTokcu-2H-numazon-2-mn)-2-metunnporroHutpui (114 mr, 73%) momydatot npu
UCIIOJIb30BaHHUU TIPOLEYPhI, NOA0OHO OMMCAaHHOM B npuMepe 1, yacTh b, 3a UckitoueHneM ucnoiib3oanus 1-(5-
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xJ5op-3-metokcu-2H-nHnazon-2-mn)npoman-2-oxa (140 mr). 1-(5-Xmop-3-merokcu-2H-unnazon-2-mm)npomnas-2-
OH TIOJTy4YaroT MPH UCIIOIB30BAHNH TPOLIEAYPHI, TOJA00HO onricaHHOH B mpuMepe 105, gacTu a-d, 3a HCKIIOYeHH-
€M HCITOJIb30BaHUs S5-XJop-2-HuTpobeH3anpaeruaa (2 r) u tpuamerodbopruapua Hatpus (3,4 T) B 4acT a s
noJry4deHus [2-(Tper-0yTHiaInMeTHICHIaHWIOKCH )IPOoITiI |-(5-xmop-2-autpoben3mwn)amuna (2,2 T, 56%).

IMpumep 108. N-[2-(5-Xnop-3-merokcu-2H-unnazon-2-ui)-1-unano-1-metmid T |-4-TpudTopMeTHIITHO-
6enszamuy (coequnenue Ne 2.013).

IIpu ucnonp30BaHNU MPOILETYPHI, MOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM HCIOIb30BaHUS 2-
amuHO-3-(5-xy10p-3-MeTokcu-2H-nnnazon-2-ui)-2-mMetunnponuonntpuia (57 Mr, onucaHHoro B npumepe 107)
1 4-TpuQTOPMETHITHOOCH30MIXIIOPU/IA, TUTYJIFHOE COSAMHEHNE BBIACISIOT B BHJE O€JIoro TBEPAOTO BellecTBa
(96 mr, 95%). MC (9C): M/Z [M+H]=469. 'H SIMP: (400 MI'u, IMCO-de): 1,70 (c, 3H), 4,19 (c, 3H), 4,77 (x,
1H), 4,90 (n, 1H), 7,16 (1, J=9,2 T'u, 1H), 7,46 (1, J=9,4 T'u, 1H), 7,87 (1, J=8,0 T'y, 2H), 7,92-8,01 (m, 3H) u
9,00 (c, 1H). "°F SIMP (376 MI'y, IMCO-de): -41,9 (c, 3F).

IMpumep 109. N-[2-(5-Xiop-3-3Tokcu-2H-nHma307-2-1111)- 1 -1inano- 1 -Me T T |-4-TpUPTOPMETOKCH-
oenzamuy (coennuenue Ne 2.014).

[Ipu ucronp30BaHMH MPOIETYPHI, TOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOJIB30BAHUS 2-
amMuHO-3-(5-xs10p-3-3T0KCH-2H-NHa30171-2-1111)-2-MeTHIIPONMOHUTpUIIA (52 MT), TUTYJIBHOE COSINHEHNE BbIE-
NS0T B BHAe Genoro TBEpmoro Bemectsa (85 mr, 97%). MC (9C): M/Z [M+H]=467. 'H SIMP: (400 MI'w,
JIMCO-dy): 1,27 (t, J=7,0 I'y, 3H), 1,71 (c, 3H), 4,52 (xB, J=6,9 T'u, 2H), 4,78 (1, 1H), 4,92 (1, 1H), 7,16 (ax,
J=9,3, 2,0 I'u, 1H), 7,47 (1, J=9,3 I'u, 1H), 7,52 (0, J=8,2 I'n, 2H), 7,87 (#, J=1,5 I'n, 1H), 7,98 (1, J=8,8 I'y, 2H)
1 8,91 (c, 1H). "°F IMP (376 MI', AMCO-de): -57,1 (c, 3F).

2-AmuHo-3-(5-x10p-3-3ToKCcu-2H-nanazon-2-ui)-2-merunnponuonntpui (104 mr, 72%) momyvaroT npu
WCTIOB30BaHUH TIPOLIEAYPHI, IIOZOOHO OIMMCAHHOW B IpuMepe |, gacTh b, 3a UCKIIFOYCHHEM HCIONIB30BaHUS B
Ka4yecTBE MCXOOHOTO coenuHeHus 1-(5-xmop-3-atokcu-2H-unnazon-2-mm)npomnan-2-oxa (131 wmr). 1-(5-Xmop-3-
sToKCH-2H-MHIa3071-2-1n)pomnad-2-0H MONYYaroT IMPH HCHOIB30BaHUH IPOLEAYPHI, MOJOOHO OIMCAHHOW B
npumepe 105, gactu a-d, 3a UCKITIOYEHHEM HCIIOJIB30BAHUS S-XJI0p-2-HATpoOeH3ampaeruaa (2 r) U TPUAIeTOK-
cubopruapuaa HaTpus (3,4 ) B 4aCTH a U MCIIOJb30BaHMS ATAHOJA BMECTO METaHOJIa B 4acTH b.

Ipumep 110. N-[2-(5-Xnop-3-3Tokcu-2H-nHmaz0-2-ui)- 1 -uuano- 1 -Me T3 THIT|-4-TPUPTOPMETHITHO-
6enszamuy (coequnenue Ne 2.015).

IIpu ucnonp30BaHNUU MPOLETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUE€HHEM HCIIOIb30BaHUS 2-
amuHO-3-(5-xJ0p-3-aToKkcu-2H-unnazon-2-un)-2-meruinponuonutpuia (52 mr, onvucassoro B npumepe 109) u
4-TpudTOpPMETIIITHOOCH30WIXIIOPHA, TUTYJIBHOE COSIMHEHHE BBIICISIOT B BHJIE O€JIOro TBEPIAOro BEIECTBA
(83 mr, 93%). MC (3C): M/Z [M+H]=483. 'H SIMP: (400 MI'u, IMCO-ds): 1,26 (t, J=7,0 ', 3H), 1,71 (c,
3H), 4,52 (x8, J=7,0 I'n, 2H), 4,78 (a, 1H), 4,93 (&, 1H), 7,16 (nx, J=9,3, 1,9 I'n, 1H), 7,47 (a, J=9,3 I'u, 1H),
7,85-7,89 (M, 3H), 7,96 (11, J=8,8 T'i, 2H) u 8,99 (c, 1H). "°F SIMP (376 MI'ry, IMCO-d): -42.0 (c, 3F).

[pumep 111. N-[1-Lnano-2-(3-merokcu-2H-nHnazon-2-mn)- 1 -unaHo- 1 -Me T THI |-4-TpHPTOPMETOKCH-
oenzamu (coennuenue Ne 2.016).

[Ipu ucronp30BaHNH MPOIETYPHI, TOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITFOUEHHEeM HCIIOIB30BaHUS 2-
amMuHO-3-(3-MeTokcu-2H-nHna307-2-111)- 2 -Me TIPOITHOHUTpUIA (52 MT), TUTYJIBHOE COSANHEHHE BBIACTISIOT B
BHze 6eoro TBEpmoro Bemectsa (140 Mr, 77%). MC (3C): M/Z [M+H]=419. 'H SIMP: (400 MI'u, IMCO-dg):
1,72 (c, 3H), 4,19 (c, 3H), 4,77 (n, 1H), 4,90 (n, 1H), 6,88 (n, J=1,2 I'u, 1H), 7,19 (n, J=6,7 I'u, 1H), 7,41 (x,
J=8.9, I'n, 1H), 7,53 (x, J=8,2 ', 2H), 7,82 (1, J=8,6 T'u, 1H), 8,00 (1, J=6,7 I'ni, 2H) u 8,95 (c, 1H). °F IMP
(376 MI'n, AMCO-dg): -57,1 (c, 3F).

2-AmuHo-3-(3-metokcu-2H-nnnazon-2-un)-2-meruwnporuonurpuwit (130 mr, 83%) momywatoT npu wuc-
MOJIb30BaHUH MTPOLEYPHI, TI0100HO ONMCAHHOW B IprMepe 1, acTh b, 32 MCKIIIOUEHHEM HCIIOJIb30BaHUsS B Kaye-
cTBe WHCXomHOro BemiectBa 1-(3-mertokcu-2H-mapmaszon-2-mm)npomnan-2-ora (138 wr). 1-(3-Merokcu-2H-
WH/Ia30JI-2-WT)IPOTIaH-2-0H TONYYal0T IPU HCIOIB30BAHUHU TIPOLIEAYPEI, TTOJJOOHO ONMMCaHHOU B mpuMmepe 105,
4yacTu a-d, 3a UCKIIIOYCHHEM HCIIOJIh30BAHUS B KAUECTBE MCXOMHOTO BEIECTBa 2-HUTpOOeH3ambaeruaa (2,5 ) B
YacTH a.

IIpumep 112. N-{[2-(6-Xnop-3-(2-meTokcudTOKCH)-2H-nHAa3017-2-101)- | -1InaH0- | -MeTunITHN | } -4-TpH-
dbropmeroxcubenzamua (coemuuaerue Ne 2.017).

IIpu ucnonp30BaHNU MPOLETYPHI, MOJOOHO OMMCAHHOM B IIpuMepe 1, 3a HCKITIOUEHHEM HCIOJIb30BaHUs 2-
amMuHO-3-(6-x110p-3-(2-MeTokcudTOKCH)-2H-1HAa301-2-1i1)-2-MeTrianponuonuTpuina (60 Mr), TUTYJIBHOE CO-
eIMHEHNE BBIJCIIIOT B BHje Oemoro TBEpHoro Bemectsa (41 mr, 43%). MC (3C): M/Z [M+H]=497. 'H IMP:
(400 MI'u, AMCO-de): 1,70 (c, 3H), 3,27 (c, 3H), 3,61 (axn, J=5,2, 3,7 I'u, 2H), 4,58 (ax, J=4.9, 3,9 I'y, 2H),
4,79 (0, 1H), 4,92 (1, 1H), 6,90 (nx, J=9,0, 1,8 I'u, 1H), 7,53-7,55 (M, 3H), 7,82 (1, J=9,1 I'u, 1H), 7,98 (1, 2H) n
8,93 (c, 1H). "F SIMP (376 MI'n, AMCO-d): -57,1 (c, 3F).

2-AmMuHO-3-(6-x110p-3-(2-MeToKcHITOKCH )-2H-nHma30-2-1)-2-MetimponuoHuTpun (60 mr, 61%) mo-
JY4aroT MPH UCTIOIB30BaHUH MIPOIEAYPHL, TOJOOHO OIMMCAHHOW B TIpuMepe 1, 9acTh b, 3a HCKITIOYEHHUEM HCIIOIh-
30BaHMsI B KAYECTBE UCXOAHOTO BemecTBa 1-[6-xy10p-3-(2-MeTokcudToKCeH)-2H-nHaa3o0m-2-un|npomnan-2-oxa (90
Mr). 1-[6-Xiop-3-(2-MeTokcndTOKCH )-2H-1H1a301-2-11 JnponaH-2-0H HOIyYaloT P UCIOIB30BAHUN MPOIICTY-
pBI, TOJ00HO onucaHHOW B mpuMmepe 105, dactu a-d, 3a HCKITIOUYEHUEM HCIIOJIB30BaHUS 2-METOKCHITAHOJIA BMe-
CTO METaHOJIa B 4acTu b.
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Mpumep 113. N-{[2-(6-Ximop-3-(2-quMeTHIIaMUHOATOKCH )-2H-nHnazomn-2-mn)- 1 -nano- 1 -metw T |} -4-
tpudropmeToxcudenszamun (coeauuerne Ne 2.018).

ITpn ncionb30BaHUM NMPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 NCKIIIOYEHHEM UCIIONIb30BAHMA 2-
aMHuHO-3-(6-x510p-3-(2-IMMETHIIaMUHOATOKCH ) -2 H-nH1a3011-2-mi)-2-MetrunnponroHuTpmia (60 Mr), TUTyIBHOE
COCJIMHEHUE BBIICISIOT B BHIE Oeoro TBépmoro Bemiectsa (44 mr, 46%). MC (3C): M/Z [M+H]=510. 'H SIMP:
(400 MTI', xnopodopm-d): 1,90 (c, 3H), 2,43 (c, 6H), 2,85 (an, J=5,8, 4,8 I'n, 1H), 2,95 (nx, J=6,9, 4,8 I'u, 1H),
4,52 (n, J=14,2 'y, 1H), 4,69 (nnn, J=10,3, 5,7, 4,9 I'u, 1H), 4,80 (nan, J=10,2, 6,9, 4,7 T'u, 1H), 4,90 (n, J=14,2
I'n, 1H), 6,92 (ax, J=9,1, 1,7 I'y, 1H), 7,32 (a, J=8,0 I'y, 2H), 7,47 (ax, J=1,6, 0,6 'y, 1H), 7,64 (nx, J=9,0, 0,6
', 1H) 19,00 (¢, 1H). "°F IMP (376 MI'n, xopodopm-d): -58,1 (c, 3F).

2-AmuHo-3-(6-x110p-3-(2-1uMeTnnaMuHo3TOKCH )-2H-nHna3omn-2-un)-2-merwmnpornuonurpuwn - (127 wr,
78%) Moy4aroT MpY MCHOIBb30BaHNH MTPOILIEAYPHI, TOZ00HO ONMCAHHON B puMepe |, 9acTp b, 3a HCKITIOUEHNEM
UCTIONF30BaHUs B KadecTBE MCXOMHOTO BemecTBa 1-[6-xmop-3-(2-mumerninaMuHOITOKCH )-2H-nHma30m-2-
nn)|uponan-2-oHa (150 mr). 1-[6-Xnop-3-(2-aumeTmnamuH03TOKCH)-2H-HAa3071-2-1i1 | ponaH-2-0H NOIyYaioT
IPY MCIIOJIL30BaHUH MTPOLENYphl, MOZ00HO onucaHHOH B npuMmepe 105, yacty a-d, 3a MCKITIOYEHHEM HCIIOJIB30-
BaHUA 2-AUMETWIAMUHO3TaHOIAa BMECTO METaHOJIa B YacTH b.

[Mpumep 114. N-[1-Luano-2-(5,7-nuxiop-3-metokcu-2H-unnazon-2-mn)-1-metrinatui|-4-1puTopMeToK-
cubenzamun (coequnenne Ne 2.020).

IIpu ucnonp30BaHNUHU MPOLETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM HCIOIb30BaHUs 2-
amMuHO-3-(5,7-muxiop-3-mMeTokcu-2H-uH1a300-2-1m1)-2-MeTrnponuoHuTpria (196 mr), THTYIBHOE COSTMHEHUE
BBIJICIISIOT B BHjIe Genoro TeEporo Beutectsa (147 mr, 46%). MC (9C): M/Z [M+H]=487. "H SIMP: (400 MI'w,
xsopogopm-d): 1,96 (c, 3H), 4,42 (c, 3H), 4,53 (1, J=14,2 I'n, 1H), 4,88 (1, J=14,2 I'n, 1H), 7,31 (1, 2H), 7,35
(m, J=1,7 T, 1H), 7,68 (1, J=1,7 I'n, 1H), 8,01-8,10 (m, 2H) u 9,13 (c, 1H). "°F IMP (376 MI'u, xnopodpopm-d):
-58,1 (¢, 3F).

2-AmuHO-3-(5,7-muxnop-3-meTokcu-2H-mH1a3071-2-11) -2 -MEe THIIIPOITHOHUTPII TIOTYYaloT MPH MCIIONB30-
BaHUM NPOLENYPHI, TOJOOHO ONMCAHHOW B mpuMepe 1, yacTb b, 3a HCKIIIOUYCHHEM HCIIOJIB30BaHUS B KAauecTBE
nucxogHoro BemiecTBa 1-(5,7-muxmop-3-meTokcu-2H-uHnazon-2-un)nponan-2-ona. 1-(4,6-Auxnop-3-MeTokcu-
2H-mHnazon-2-min)Iponas-2-0H MOMyYaroT MPH HCIOIB30BAHUN MPOLEAYPHI, TOJOOHO OMMCAaHHON B IpuUMepe
105, yactu a-d, 3a MCKIIIOYCHHEM HCIOJIB30BaHUS 3,5-auxiop-2-Hutpoden3anbaeruaa (2,1 r) u aekabopana
(0,41 r) B wactm a Jus modydeHHs [2-(TpeT-OyTHIIIMMETHICHUIIAHWIOKCH )poru]-(3,5-1uxiop-2-HUTpo-
oenswn)amuna (1,2 r, 32%). 3,5-luxnop-2-uurpobensanbaerun (2,2 r, 79%) moiay4aroT HUTPOBaHHEM 3,5-
quxstopOensanbaerusa (2,2 r) B cMecu a3oTHoi kuciotsl (1,5 mim) u ceproii kucnotsl (8 mir) npu 0°C B TeueHne
30 muH.

Hpumep 115. N-[1-Luano-2-(5,7-muxnop-3-metokcu-2H-uHna3071-2-111)- | -Me T3 THIT | -4 -TpHPTOPMETHII-
troden3amu (coequaerne Ne 2.019).

[Ipu rcmonp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIB30BAHUS 2-
amMuHO-3-(5,7-muxnop-3-merokcu-2H-naaa3omn-2-nn)-2-mMetunmnponuonutpuia (181 mr, onmrcaHHOTO B pUMepe
114) u 4-TpudTOpMETHITHOOCH30MIXIIOPHIA, TUTYIFHOE COSAWHEHNE BBIIEIAIOT B BHAE O€I0ro TBEPIOTO Be-
mectga (161 mr, 51%). MC (9C): M/Z [M+H]=503. 'H SIMP: (400 MTI'n, xnopodopm-d): 1,96 (c, 3H), 4,42 (c,
3H), 4,53 (0, J=14,2 T'u, 1H), 4,88 (1, J=14,2 I'n, 1H), 7,35 (n, J=1,7 T'n, 1H), 7,68 (n, J=1,7 T'u, 1H), 7,75 (x,
J=8,2 T', 2H), 8,02-8,09 (M, 2H) 1 9,21 (c, 1H). "°F SIMP (376 MI'wy, xnopoopm-d): -42.4 (c, 3F).

Ipumep 116. N-[1-Iuano-2-(5,7-muxiop-3-metokcu-2H-unaa3051-2-mm)- 1 -Metrnatun |-4-tpudropme-
TokcnOeH3amuy (coenunenue Ne 2.021).

[Tpu ncrionp30BaHUM NpOLEAYPHI, TOZOOHO ONMMCAHHOM B puMepe 1, 32 HCKIIIOYEHNEM HCIIOJIb30BaHUS 2-
amMuHO-3-(4,6-nuxinop-3-merokcu-2H-unnazon-2-un)-2-metuanponrnonntpuia (30 Mr), TUTYJIBHOE COeIMHEHUE
BBIJICIISIIOT B BUJE Genoro TBEpOro Bemectsa (45 mr, 92%). MC (3C): M/Z [M+H]=487. 'H SIMP: (400 MIx,
IMCO-d¢): 1,75 (c, 3H), 4,12 (c, 3H), 4,94 (c, 2H), 7,17 (n, J=1,3 T'n, 1H), 7,53 (m, J=8,2 I'u, 2H), 7,63 (x,
J=1,2 'y, 1H), 7,98 (1, J=8,7 I'u, 2H) u 8,95 (c, 1H). "°F AMP (376 MI'u, AMCO-dq): -57,1 (c, 3F).

2-AmuHO-3-(4,6-muxnop-3-merokcu-2H-uana3on-2-un)-2-metuwmnponuoHutpun (60 mr, 32%) momy4arot
IPH MCIIOJIb30BaHMU HPOLEAYPHI, TIOJOOHO ONMHMCaHHOI B puMepe 1, yacTb b, 32 HCKIIOYEHHEM HCIOIb30BaHU
B KadyecTBEe MCXOMHOTO BemiecTBa 1-(4,6-nmuxiop-3-merokcu-2H-unaazon-2-win)nponan-2-ona (170 mr). 1-(4,6-
Juxinop-3-merokcu-2H-nH1a30:1-2-1i1)ponaH-2-0H MMOJy4aloT NPU UCTIOIb30BAaHUU MPOLIEAYPHI, MOAOOHO ONH-
canHoll B npuMepe 105, yactu a-d, 32 UCKITIOUEHHEM HCIONIB30BaHus 2,4-1uxinop-6-uutpodensansaeruaa (1 r) B
YacTH a Ui ToiydeHus [2-(Tper-OyTHIAMMETWICHIaHWIOKCH )IPOTiiI]-(2,4-1uxJ10p-6-HUTPOOEH3 I )aMIHA
(0,6 T, 37%). 2,4-Auxy0p-6-HATPOOCH3AIBACTH/I ITOTYIAIOT CICIYIOIIAM 00pa3oM.

K pacrBopy 1,3-nuxinop-5-aurpobensona (7,7 r) u xaopodopma (4 mi) B cmecn TT® u JIMX (1:1.5, 100
MIJI) MEIJICHHO A00aBISIOT mpu -78°C OJHOMOJPHBIN pacTBOp rexcamerwiaucriazana Hatpus (NaHMDS) B
TT'® (7,7 mi). Ilocne nepememmBanus B TedeHne 30 MUH peaknuio racar mpu -78°C MeTaHOIBHBIM PacTBOPOM
XJIOPHCTO-BOAOPOJHOM KHCIOTHI M JAIOT HArpeThcs 1O KOMHATHOW TeMIlepaTyphl. PeaknnoHHyI0 CMeCh 3KCTpa-
rUpyroT tunaneraroM. Opranndeckyro (asy cymar Haja 0e3BOAHBIM Cyib(aToM Maruusi, GUIbTPYIOT U KOH-
HEHTPUPYIOT MPHU MOHMKEHHOM IAaBIICHWH IJISl TOJXYYEHHS OCTaTKa, KOTopbid comepxutr 70% 1,5-muxmop-2-
JIUXIIOPMETHII-3-HATPOOEH30T.

Cwmech 1,5-auxiop-2-auxiaopmerui-3-autpodensona (5,8 r, 70% 4ucToTsl) U JUXJIOpHIa LIUHKA B MyPaBb-
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uHOH Kucnote (85%) HarpeBaroT MpU KUISTYCHUH ¢ 0OPaTHBIM XOJOAMIBHUKOM B TeueHHne 14 4. PeakimoHHyrO
CMeCh JKCTParupyroT sTmianeraroM. OpraHudeckyio a3y KOHIEHTPHUPYIOT IPH MOHIKEHHOM IaBJIEHUU IS
MOJTy4eHHsI OCTaTKa, KOTOPBIA BBUIMBAIOT B BOAY U 9KCTPArHPYIOT, 3THinaneTaroM. OpraHudeckyro a3y cymar
HaJl 0€3BOJHBIM CyJb()ATOM MarHus, GUIBTPYIOT M KOHLUEHTPUPYIOT NIPU MOHWKEHHOM JaBJIEHUH IS IOJyde-
HHUS OCTaTKa, KOTOpbIi ouuminator xpomarorpaduern (SiO,, rentan/DA) s nonydenus 2,4-nuxiop-6-
HUTpOGEH3aIbIETHAA B BUAE TBEpIOro BemectBa (2,9 r, 87% uncrorsr). 'H SIMP: (400 MI'n, xmopodopm-d):
7,76 (1, J=1,9 I'n, 1H), 7,93 (n, J=1,9 T'u, 1H) u 10,32 (c, 1H).

Mpumep 117. N-[1-Luano-2-(4,6-nquxnop-3-merokcu-2H-unna3omn-2-mn)- 1 -meTina tii |-4-Tpud TopMeTiII-
tHoOeH3amuy (coenunenue Ne 2.022).

[Tpn ncrionp3oBaHMM NpoOLEAYPHI, TOZOOHO ONMMCAHHOM B IpHMepe 1, 32 HCKIIIOYEHNEM HCIIOJIb30BAHUS 2-
aMuHO-3-(4,6-muxiop-3-meTokcu-2H-uana300-2-m1)-2-metrmponuoruTpuna (30 Mr, OMHUCaHHOTO B IpUMeEpe
116) u 4-TpupTOpMETUITHOOCH30MITIXIIOPU/IA, TUTYIFHOE COSAWHEHNE BHINEIAIOT B BHIE OSIIOT0 TBEPIOTO Be-
mecTBa (42 mr, 83%). MC (3C): M/Z [M+H]=503. "H IMP: (400 MI', AMCO-dq): 1,75 (c, 3H), 4,12 (c, 3H),
4,94 (n, J=6,5 I'u, 2H), 7,17 (g, J=1,2 I'n, 1H), 7,62 (&, J=1,1 I'y, 1H), 7,86-7,91 (m, 2H), 7,93-7,99 (M, 2H) u
9,03 (c, 1H). "°F SIMP (376 MI'u, AIMCO-dy): -41,9 (c, 3F).

IMpumep 118. N-[2-(6-bpom-3-meTokcu-2H-unnazon-2-min)-1-unano-1-metmiatun]-4-tpudTopMeToKCu-
6enszamuy (coequnenue Ne 2.023).

IIpu ucnonp30BaHNU MPOLETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM HCIIOJIb30BaHUs 2-
amMuHO-3-(6-0pom-3-Metokcu-2H-nnnazon-2-mn)-2-metmmponuonurpuia (50 Mr), THTYJIbHOE COeIMHEHHE BBI-
JeIsIoT B Bruae Oenoro tBépaoro Bemectsa (73 mr, 90%). MC (3C): M/Z [M+H]=497. 'H SIMP: (400 MTI,
JAMCO-dy): 1,71 (c, 3H), 4,19 (c, 3H), 4,76 (n, 1H), 4,88 (1, 1H), 6,97 (nn, J=9,0, 1,4 T'u, 1H), 7,53 (1, J=8,3 I'Ly,
2H), 7,68 (n, J=0,8 T'u, 1H), 7,83 (1, J=9,1 T, 1H), 7,98 (n, J=8,7 I'u, 2H) u 8,92 (c, 1H). "°F SAMP (376 MI',
AMCO-dy): -57,1 (c, 3F).

2-AmuHO-3-(6-0pom-3-mMeTokcn-2H-MHIa3011-2-111)-2-METHIIIPOTIMOHUTPHI  TIOJIYYAlOT TPU HCIOJIB30Ba-
HHUH TIPOLIEAYPhl, TOJOOHO OMUCAaHHON B mpuMepe 1, 4acTsb b, 3a HCKIIIOUEHHEM HCIIONB30BaHKs B Ka4ECTBE HC-
X0HOTO BemecTBa 1-(6-06poM-3-mMeTokcu-2H-unma3on-2-mn)nponad-2-ona. 1-(6-bpom-3-merokcu-2H-unmnazomn-
2-WI1)pONaH-2-0H MOJIYYa0T IIPHU UCTIOIb30BAHUHU TPOLIENYPbI, TOJ00HO omnucanHoW B puMepe 105, yactu a-d,
3a MCKJIIOUEHHEM HUCIIOJIb30BaHus 4-0poM-2-Hurpobensanbiaeruna (5,1 r) u nexabopana (0,81 r) B wacTu a aus
nosxyudeHus [2-(Tper-0y THIANMETHIICHUIIAHWIIOKCH )TpOTTHII | -(4-0poM-2-HuTpoOen3un)amuna (3,4 r).

[pumep 119. N-[2-(6-Bpom-3-meTokcu-2H-unnazon-2-nn)-1-uuano- 1 -metunatui |-4-tpud ropme -
tHoOeH3amuy (coenunenue Ne 2.024).

[Tpn ncrionp30BaHMM NpOLIEAYPHI, TOZOOHO ONMMCAHHOM B puMepe 1, 32 HCKIIIOYEHHEM HCIIOJIb30BaHUA 2-
aMHuHO-3-(6-0pom-3-MeTokcu-2H-nHa300-2-1m1)-2-metrmponuonuTpuna (50 mr, onmcanHoro B ipuMepe 118),
U 4-TprUGTOPMETHITHOOCH30MIXIOPH/IA, TUTYIIBHOE COSAMHEHNE BBIACISIOT B BHJE 0€JIoro TBEPAOTO BEUIeCTBa
(80 mr, 96%). MC (3C): M/Z [M+H]=513. '"H SIMP: (400 MI'u, IMCO-de): 1,71 (c, 3H), 4,19 (c, 3H), 4,77 (x,
1H), 4,89 (mn, 1H), 6,97 (ax, J=9,1, 1,5 I'u, 1H), 7,68 (a, J=0,9 I'n, 1H), 7,83 (n, J=9,1 I'u, 1H), 7,86-7,91 (m,
2H), 7,94-7,99 (M, 2H) 1 9,00 (c, 1H). '°F SIMP (376 MI'u, IMCO-de): -41,9 (c, 3F).

[Tpumep 120. N-[1-Iuano-2-(3-merokcu-6-rpudropmernn-2H-uumaazomn-2-mn)- 1 -meTra T |-4-
tpudpTopMerokcudbenzamuy (coeanHenue Ne 2.025)

IIpu ucnonp30BaHNU MPOIETYPHI, OJOOHO OMMCAHHOM B IpUMepe 1, 3a HCKITIOUEHHEM HCIIOIb30BaHUs 2-
amuHO-3-(3-MeTokcu-6-Tpudropmermin-2H-unnazon-2-mn)-2-metnnnponuonurpuia (50 Mr), TUTYJIbHOE COeIH-
HEHHE BBIIENAIOT B BH/IE 6enoro TBEp0ro Bemectsa (62 Mr, 77%). MC (3C): M/Z [M+H]=487. 'H SIMP: (400
MTI'n, AMCO-dg), 1,72 (c, 3H), 4,23 (c, 3H), 4,85 (1, 1H), 4,97 (1, 1H), 7,08 (an, J=9,0, 1,1 I'u, 1H), 7,53 (x,
J=8.2 T'u, 2H), 7,86 (c, 1H), 7,99 (u, J=8,8 I'n, 2H), 8,09 (1, J=9,0 I'u, 1H) u 8,92 (c, 1H). "°F SIMP (376 MI',
JIMCO-dy): -61,8 (c, 3F) u -57,1 (c, 3F).

2-AmuHO-3-(3-MeTokcH-6-TprudTopMeTiin-2 H-uHma301m-2-11)-2-Me THIIPOTTHOHUTPHI  TTONMYYaroT HpPH HC-
MIOJTF30BAHUH TIPOLIEAYPEI, TOJOOHO ONMCAHHOH B mpuMepe 1, gacTh b, B kauecTBe MCXOTHOTO BemecTBa 1-(3-
METOKCH )-6-TpudTopmeTiii-2H-unnazon-2-nn)npomnan-2-o1a.  1-(3-Metokcu-6-tpudtopmern-2H-nagazon-2-
WI)IIPONaH-2-0H MOJIy4aroT MCIOJIB30BAHUK MPOLENYpbl, 10A00HO omnucanHoW B npumepe 105, yactu a-d, 3a
WCKITIOUYEHHEM HCIOIb30BaHUs 2-HUTPO-4-(Tpudropmerrn)oeH3anpaeruaa (1 g) B yactu a i moidydeHus [2-
(Tper-0y THIAMMETHIICHIIAaHUIIOKCH )TPOTTHII | -(2-HUTPO-4-(Tprdropmeriin)oensmn)amuHa (0,6 T, 33%).

IMpumep 121. N-[1-Llnano-2-(3-merokcu-6-rpudropmermi-2H-nunazomn-2-un)- 1 -merunatun|-4-tpudrop-
MeTrnTHOOeH3aMu (coeauueHune Ne 2.026).

[Tpu ncrionp30BaHMM NpOLIEAYPHI, TOZOOHO ONMUCAHHOM B puMepe 1, 32 HCKIIIOYEHHEM HCIIOJIb30BAHUA 2-
amuHO-3-(3-MeTokcu-6-tpudropmernin-2H-unnazon-2-mn)-2-metmwmponuonurpuiaa (50 Mr, ONHCAHHOTO B
npumepe 120) u 4-tpudropMeTHATHOOCH3OMIXIOPHIA, TUTYIBHOE COSANHEHNE BEIICISIIOT B BUIE OETIOr0o TBEP-
joro Betectsa (66 Mr, 78%). MC (9C): M/Z [M+H]=503. 'H IMP: (400 MI'ti, AIMCO-de): 1,72 (c, 3H), 4,24
(c, 3H), 4,84 (n, J=13,8 I'y, 1H), 4,96 (1, J=13.9 I'u, 1H), 7,08 (nx, J=9,0, 1,4 I'y, 1H), 7,85 (¢, 1H), 7,88 (x,
J=8,2 T', 2H), 7,94-7,99 (m, 2H), 8,09 (1, J=9,0 Ty, 1H) u 8,99 (c, 1H). "’F SIMP (376 MI'u, IMCO-de): -42.,0
(c, 3F) u-61,8 (c, 3F).

IIpumep 122. N-[2-(6-Xiop-3-3ToKcu-2H-mHma3071-2-1111)- 1 -1i1aHo- | -Me T T |-4-TpUPTOPMETOKCH-
6enszamuy (coequnenue Ne 2.027).
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[pu rcmonp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOB30BaHUS 2-
amMHuHO-3-(6-x510p-3-3TOKCH-2H-MHNa3011-2-111)-2-MeTrnnpormoruTpuia (113 Mr), THTyIpHOE COEIMHEHHE BHI-
JENAI0T B BUAE Georo TEpAoro Bemectsa (95 mr, 50%). MC (3C): M/Z [M+H]=467. 'H SIMP: (400 MIw,
xsopodopm-d): 1,58 (1, J=7,1 I'u, 3H), 1,91 (c, 3H), 4,50 (n, J=14,2 T'u, 1H), 4,63-4,81 (M, 2H), 4,83 (1, J=14,1
I'u, 1H), 6,92 (nn, J=9,1, 1,7 I'u, 1H), 7,34 (n, J=8,1 I'u, 2H), 7,46 (n, J=1,1 I'u, 1H), 7,62 (x, J=9,1 I'u, 1H),
7,89-8,02 (M, 2H) 1 9,07 (c, 1H). "°F SIMP (376 MTI'wy, xnopoopm-d): -58,1 (c, 3F).

2-AmuHO-3-(6-x10p-3-3T0KCH-2H-NHAa301-2-11)-2-MeTHIPpOnHOHUTPpUI (221 Mr, 95%) momywaroT npu
UCIIONIb30BaHUH TIPOLETYPhI, HOAOOHO OIMCaHHOM B mpuMepe 1, yacTs b, 3a MCKIIIOUeHHEM HCTIoNIb30BaHus 1-(6-
xJop-3-3Tokcu-2H-nHnazon-2-un)nponan-2-ona (210 mr). 1-(6-Xnop-3-stokcu-2H-unnazon-2-min)nponan-2-oH
MOJIYYaloT TPH MCIOJIb30BaHUHU NMPOLEAYPHI, NOA00HO onucaHHOoW B puMepe 105, gactu a-d, 3a MCKIIOUCHHEM
UCTIONB30BaHus 4-xyop-2-HuTpoben3anpaeruna (21,7 r) u gekabopana (4,2 T) B 4aCTH a M UCIIOJIB30BaHUS dTa-
HOJIa BMECTO METaHoJIa B 4acTu b.

Ipumep 123. N-[2-(6-Xnop-3-3ToKcH-2H-nHma301-2-11)- | -1iaHo- | -MeTHII THIT|-4-TPUPTOPMETHITHO-
oenzamuy (coennuenue Ne 2.028).

[Ipu ucronp30BaHNH MPOIETYPHI, TOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIB30BaHUS 2-
aMHuHO-3-(6-x510p-3-3TOKCU-2H-NHRa301-2-101)-2-MeTrnnponuonutpuia (108 mr, onucanHoro B nmpumepe 122)
1 4-TpuQTOPMETHITHOOCH30MIXIIOPU/IA, TUTYJIBHOE COSAMHEHUE BBIACISIOT B BHJIE 0eJioro TBEPAOTo BelecTBa
(96 mr, 51%). MC (3C): M/Z [M+H]=483. 'H SIMP: (400 MTI'wy, xnopodopm-d): 1,59 (r, J=7,0 I', 3H), 1,91 (c,
3H), 4,50 (n, J=14,2 I'n, 1H), 4,63-4,81 (M, 2H), 4,83 (1, J=14,2 I'n, 1H), 6,92 (an, J=9,1, 1,7 I'u, 1H), 7,47 (xn,
J=1,2 Tu, 1H), 7,62 (n, J=9,0 'y, 1H), 7,79 (x, J=8,3 T'u, 2H), 7,90-7,99 (M, 2H) u 9,15 (c, 1H). "°F SIMP (376
MTI 1, xnopodopm-d): -42.3 (c, 3F).

[pumep 124. N-[2-(6-Ximop-3-nporokcu-2H-nHnazon-2-un)- 1 -unaHo- 1 -Me T Tii |-4-Tpu TOPMETOKCH-
oenzamu (coenuuenue Ne 2.029).

[Ipu rcronp30BaHUH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIB30BAHUS 2-
amMHuHO-3-(6-x510p-3-ponokcu-2H-nHnazon-2-mn)-2-mMetmwmnpornorutpuia (103 mr), TUTyIpHOE coenuHEHHE
BBIJIGJISIOT B BHjIe Genoro Teéporo Bemectsa (104 mr, 54%). MC (3C): M/Z [M+H]=481. 'H SIMP: (400 MIw,
xnopodopm-d): 1,14 (1, J=7,4 I'y, 3H), 1,90 (c, 3H), 1,92-2,03 (M, 2H), 4,51 (1, J=14,1 I'n, 1H), 4,55-4,69 (M,
2H), 4,81 (n, J=14,1 I'u, 1H), 6,91 (ux, J=9,1, 1,7 I'u, 1H), 7,34 (nxn, J=8,8, 0,8 I'u, 2H), 7,46 (nx, J=1,7, 0,6 I'y,
1H), 7,62 (11, J=9,1, 0,6 'y, 1H), 7,90-8,01 (M, 2H) u 9,10 (¢, 1H). "F SIMP (376 MTI'n, xopodopm-d): -58,1
(c, 3F).

2-AmuHo-3-(6-x10p-3-nponokcu-2H-nanazon-2-ui)-2-mMetrnponuonntpun (207 mr, 92%) nomydaror
IIPY UCIIOJIb30BaHUH TPOLIEYPHI, II0I00HO ONMCAaHHOM B puMepe 1, 4acTb b, 3a HCKIIIOYEHUEM HCIIOJIb30BAHHSA
B KaueCcTBE MCXOJHOTO BemecTBa 1-(6-xmop-3-mponokcu-2H-mana3on-2-un)npomnan-2-ona (205 mr). 1-(6-Xiop-
3-mponokcu-2H-mHIa3071-2-W1)Iponan-2-0H MOMYYaroT NP UCIOIB30BAHUN MPOLEAYPHI, ITOJOOHO ONMMCaHHON
B ipumMepe 105, gactu a-d, 3a HCKITIOYEHNEM HCTIONB30BaHuA 4-XJ10p-2-HUTpoOen3anpaeruna (21,7 r) u gexabo-
paHa (4,2 T) B 4acTH a ¥ MCIIOJIb30BAHMS H-TIPOTIaHOJIa BMECTO METaHOJIa B 4acTH b.

Ipumep 125. N-[2-(6-Xop-3-npornokcu-2H-numa30i1-2-mi)- 1 -niuaHo- 1 -MeTiiia T |-4-Tprd TOpMETHIATHO-
o6enzamu (coennuenue Ne 2.030).

IIpu ucnonp30BaHNUU MPOIETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEeM MCIOIb30BaHUS 2-
amMHuHO-3-(6-xs10p-3-nponokcu-2H-unnazon-2-mn)-2-mMetunnponuonurpuna (104 Mr, ommcaHHOro B mIpumepe
124) u 4-tpudTopMeTUITHOOSH30MIXIIOPUIA), TUTYJIBHOE COEMHEHNE BHIJIENSIOT B BUae Oeroro TBEPIOro Be-
mectBa (104 mr, 54%). MC (3C): M/Z [M+H]=497. 'H SIMP: (400 MT'u, xnopodopm-d): 1,14 (t, J=7,4 ',
3H), 1,90 (c, 3H), 1,92-2,04 (M, 2H), 4,51 (x, J=14,2 T'u, 1H), 4,56-4,70 (m, 2H), 4,82 (n, J=14,2 I'n, 1H), 6,92
(mn, 39,1, 1,7 I'n, 1H), 7,47 (», J=1,7 T'u, 1H), 7,62 (an, J=9,1, 0,5 I'n, 1H), 7,79 (ax, J=8,3 I'y, 2H), 7,91-7,99
(M, 2H) 1 9,17 (¢, 1H). F SIMP (376 MI'ut, xnopodopm-d): -42,3 (¢, 3F).

Mpumep 126. N-[2-(6-Xmop-3-0yTokcu-2H-nHnazon-2-mn)- 1-unaHo- 1 -Me T Tii |-4-TprUPTOPMETOKCH-
oenzamu (coenuuenue Ne 2.031).

[Ipu ucronp30BaHNH MPOIETYPHI, TOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOJIB30BaHUS 2-
aMHuHO-3-(6-x510p-3-0yToKCcH-2H-nHAa301-2-11)-2-MeTHIIITPONHOHUTpIIA (88 MT), TUTYIPHOE COCOHMHEHHUE BBI-
JENSIOT B BUAE Genoro TEpaoro Bemectsa (60 mr, 43%). MC (3C): M/Z [M+H]=495. 'H SIMP: (400 MIw,
xsopogpopm-d): 1,04 (1, J=7,4 I'u, 3H), 1,51-1,65 (M, 2H), 1,89 (c, 3H), 1,89-1,98 (M, 2H), 4,51 (n, J=14,2 I'y,
1H), 4,57-4,73 (M, 2H), 4,81 (1, J=14,2 I'u, 1H), 6,91 (an, J=9,1, 1,7 I'u, 1H), 7,34 (1, J=8,0 T'u, 2H), 7,46 (x,
J=1,1 T'n, 1H), 7,62 (az, J=9,1, 0,5 I'ny, 1H), 7,91-8,00 (m, 2H) 1 9,09 (c, 1H). "’F SIMP (376 MI'ni, xnopodopm-
d): -58.,1 (c, 3F).

2-AmuHo-3-(6-x110p-3-0yToKcn-2H-nH1a3071-2-11)-2-Me THIIPOTHOHUTPIIT (88 MTI) NONydYaroT NpH HC-
MIOJIF30BAHUH TIPOLIEAYPHI, TOTI0OOHO OTMCAaHHOH B mpuMepe 1, 9acTh b, 3a HCKITIOYEHNEM HCIIONB30BAHUS B Kade-
CTBE HCXOAHOTO BemecTBa 1-(6-xmop-3-0yrokcu-2H-unnazon-2-ummnponan-2-osa (79 wr). 1-(6-Xmop-3-
OyTokcu-2H-mHIa307-2-m)pomnad-2-0H MMOTyYaroT MPH HCIOIB30BAHWN MPOLEIAYPHI, MMOJOOHO ONMCAaHHON B
npumepe 105, gactu a-d, 3a HCKIIOYEHHEM HCIIOIB30BaHUs 4-X10p-2-HUTpoOeH3anpaeruaa (21,7 r) u nexabopa-
Ha (4,2 T) B 4aCTH a W MCIOJIb30BaHUs OyTaHOJa BMECTO METaHOJIa B YacTH b.

-62 -



016912

[pumep 127. MetunoBeiii 3¢up 2-[2-1mmaHo-2-MeTHII-2-(4-TpUPTOPMETOKCHOCH3OMIAMIHO )3THII |-3-
MeTokcu-2H-nHma301-6-kapboHoBOH KUCIOTHI (coenmuuerne Ne 2.032).

IIpn ncmons3oBaHUM MPOLEAYPHI, MOJOOHO OMUCAHHOM B mpuMepe 1, 3a MCKIIIOYEHHEM HCIIOJIb30BAHHSA
METHJIOBOTO 3dupa 2-(2-aMHHO-2-1THaHO-2-METHUIAITHN )-3-MeTOKCH-2H-nHaa301-6-kapOOHOBOM KHUCIOTH (88
MT), TUTYJIbHOE COCIUHECHHE BBIACISIIOT B BHAe Oeyoro TBEpmoro BemecTBa (126 mr, 86%). MC (3C): M/Z
[M+H]=477. 'H SIMP: (400 MI'ti, IMCO-de): 1,72 (c, 3H), 3,87 (c, 3H), 4,21 (c, 3H), 4,83 (1, 1H), 4,97 (x,
1H), 7,37 (n, J=8,9 I'n, 1H), 7,53 (x, J=8,3 ', 2H), 7,93-8,03 (m, 3H), 8,07 (¢, 1H) u 8,92 (c, 1H). "°F SIMP
(376 MI'n, AMCO-dg): -57,1 (c, 3F).

MertunoBslii 3¢up 2-(2-aMHHO-2-IIMAHO-2-METHIITHI)-3-MeTOKCH-2H-1H1a3011-6-kapOOHOBOH  KHCIIOTHI
MOJIYy4YaloT NP WCIIOJIB30BaHUHU IIPOLETYpPhl, TOZ00HO ONMCaHHOW B mpumepe 1, gacThb b, 3a HCKIIIOYEHHEM HC-
MOJIb30BAHUS B KAYECTBE MCXOJHOTO BEIIECTBA METHIIOBOTO 3¢dupa 3-MeTokcu-2-(2-okcomnporn)-2H-namazomn-
6-kapOOHOBOM KUCIIOTEL. MeTHIIOBBIH d(hup 3-MeToKcH-2-(2-okconponmi)-2H-uHna3omn-6-kapO0HOBOH KHCIOTHI
HOJIy4alOT TIPH UCIIOJIb30BAHUU MPOLELYPHI, HOAOOHO onMcaHHOH B mpuMmepe 105, yactu a-d, 3a UCKIIOYEHHEM
UCIIONIb30BaHHs METUIIOBOTO 3upa 4-hopMuii-3-HUTPOOCH30MHON KUCIOTHI (2 T) B 4ACTH a JJIsl TOJYUYEHHS Me-
THIOBOTO 3dupa 4-{[2-(TpeT-0y THIANMETHIICHIAHITOKCH )TPOTIMIIAMHHO [METHII } -3-HUTPOOCH30MHON KHCIIOTHI
(2,83 1, 77%). Ha ocHOBHOI cTaguu IMKJIW3AIMKM B 4YacTH b TpeOyemblii MeTHIOBBIH 3dup 2-[2-(TpeT-
Oy THIIIMMETHIICHIIAHHIIOKCH ) [TpOTH |-3-MeTokcu-2 H-nH1a3051-6-kapOoHoBO#  KucaoThl (230 Mr) BBIIEINSIOT
BMecTe ¢ 2-[2-(Tper-OyTHIIAMMETHICHIIAaHUIOKCH )ITPOITHII | -3 -TuaApoKcH-2H-1nHna3011-6-kapOOHOBOM  KHCIIOTOM
(781 mr).

Mpumep 128. N-[1-Llnano-2-(3-meroxcu-6-autpo-2H-nHna3omn-2-un)- 1 -metunatii |-4-Tpu TopMeToKCH-
6enzamuy (coenmnenue Ne 2.033).

[Ipu rcronp30BaHUH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOB30BAHUS 2-
aMHIHO-3-(3-MeToKCcH-6-HuTPO-2H-HHIa3071-2-11)-2-Me TUINPOTHOHUTpIIIa (63 MT), TUTYIBHOE COCTUHEHUE
BBIJICIISIIOT B BUJE Genoro TEporo Bemectsa (84 mr, 79%). MC (3C): M/Z [M+H]=464. 'H SIMP: (400 MIx,
JIMCO-dy): 1,73 (c, 3H), 4,25 (c, 3H), 4,88 (n, 1H), 5,00 (7, 1H), 7,53 (n, J=8,3 'y, 2H), 7,61 (ax, J=9,3, 1,9 I'Ly,
1H), 7,99 (1, J=8,7 T, 2H), 8,12 (1, J=9,3 T, 1H), 8,42 (n, J=1,6 T'u, 1H) u 8,93 (c, 1H). "°F SIMP (376 MI',
JIMCO-dy): -57,1 (c, 3F).

2-AMuHO-3-(3-MeTokcH-6-HUTPO-2H-1MH1a3051-2-111)-2-METUINPONMOHUTPUI MTOY4YaroT MPHU HCIIOJIb30Ba-
HHH MPOLEYPbl, TOJOOHO ONUCAaHHOH B mpuMepe 1, 4acTb b, 3a HCKIIIOYEHHEM HCIIOJIb30BaHHs B Ka4eCTBE HC-
xonHoro BemectBa  1-(3-merokcu-6-uuTpo-2H-unmazon-2-mn)nponan-2-ona.  1-(3-Metokcu-6-autpo-2H-
MHJ1230J1-2-WI)IIPOTIaH-2-0H MOJIyYaroT NPH HUCIIOJIb30BAHUM IPOLEAYPHI, TOJOOHO onmcaHHO# B mpumepe 105,
yacTH a-d, 32 MCKIIOYEHHEM MCHONB30BaHus 2,4-nuHUTpoOeH3abaeruaa (2 r) B 4acTu a Juisl HOoJydeHus [2-
(TpeT-Oy THIIIMME THIICHIIAHIITOKCH ) iponv | -(2,4- nuHuTpoOeH3mI )amuHa (2,6 T, 64%).

[pumep 129. N-[2-(6-AmunHO-3-MeTokcH-2H-nHRa301-2-11)- 1 -ninano- 1 -Me T T |-4-Tprd TOpMETOKCH-
oenzamu (coenuuenue Ne 2.034).

Cmech  N-[2-mmaHo0-2-(3-MeTokcH-6-HUTpO-2H-nHAa301-2-11)- | -MeTHm T |-4-Tpud TopMeTOKCHOeH3a -
muzaa (30 mr), onmucanHoro B IpuMepe 128, 1 mayiagus Ha APEeBECHOM yTiie B MeTaHOIe (2 M) MepeMeIInBaoT
IIpY KOMHATHOI TeMIiepaType B atMocdepe BoZopoaa B TedeHHe 2,5 4. PeakMOHHYI0 cMech (GHIBTPYIOT Yepes
cioit Celite® H KOHLEHTPUPYIOT NP HNOHM)XEHHOM [aBJIEHHHU Ul IMOJYYCHHUS OCTaTKa, KOTOPBIA OUYMIIAIOT
xpomarorpacdueii (SiO,, rentan/DA) AJ1st MOTYUEHHS TUTYJIBHOTO COEJANHEHUs B BUjie O€I0ro TBEPAOro BellecT-
Ba (18 mr, 64%). MC (3C): M/Z [M+H]=434. 'H SIMP: (400 MI'u, x1opoopm-d): 1,88 (c, 3H), 4,38 (c, 3H),
4,41 (n, 1H), 4,72 (n, J=14,2 Tu, 1H), 6,48 (nn, J=9,0, 1,8 I'n, 1H), 6,53 (x, J=1,2 T'u, 1H), 7,31 (n, J=8,3 I'L,
2H), 7,55 (1, J=9,0 T'u, 1H), 7,98 (1, J=8,8 'y, 2H) 1 9,43 (c, 1H). "’F SIMP (376 MI'u1, xnopopopm-d): -58,0 (c,
3F).

[Mpumep 130. N-[2-(6-Anernnamuno-3-merokcu-2H-unnazon-2-un)- 1 -upano- 1 -metmtuin|-4-rpudropme-
TokcnOeH3amu (coennuenue Ne 2.035).

[pu ncnoap30BaHUH MPOLIEAYPEI, TOZOOHO ONFICAHHON B IIpuMepe 1, 3a HCKITF0UeHNEeM HCIIOIh30BaHUs N-
[2-(6-amuHO-3-MeToKCcH-2H-nERa307-2-110)- | -1tMano- 1 -Metimm T | -4-Tpud TopmerokcndeH3amuga (23 Mr, omu-
ca”HOTO B npuMepe 129) u aneTnnxiiopuaa, TATYIBHOE COSINHEHNE BBIICISIIOT B BUe 0enoro TBEPIOro Berie-
ctBa (8 mr, 32%). MC (3C): M/Z [M+H]=476. 'H SIMP: (400 MI'u, IMCO-dq): 1,71 (c, 3H), 2,05 (c, 3H), 4,16
(c, 3H), 4,71 (n, 1H), 4,82 (n, 1H), 6,88 (n1, J=9,2, 1,6 I'u, 1H), 7,52 (1, J=8,0 I'y, 2H), 7,74 (1, J=9,1 I'u, 1H),
7,86 (c, 1H), 7,99 (n, J=8,8 I';, 2H), 8,95 (c, 1H) n 9,89 (c, 1H). "°F AMP (376 MI'u, IMCO-dg): -57,1 (c, 3F).

[pumep 131. Mertun 2-[2-nuaHo-2-MeTHI-2-(4-TpUPTOPMETOKCHOCH30MIAMHHO )3THI |-3-MeToKcH-2H-
nHa30-6-kapbokcamus (coeaunerue Ne 2.036).

PactBop MeTuioBoro a¢upa 2-[2-unano-2-metmi-2-(4-TpuTopMeTOKCHOESH30MIAMHHO )3T |-3-METOKCH-
2H-unnazon-6-kap6oHoBoi kucioThl (50 Mr, onucanHoro B npumepe 127) B Mmeranoe (3 MiI) HepeMeInBaoT ¢
rHIpoKcHaoM amMMoHuA (1,5 Mi1) mpu KOMHATHOH TemIiieparype B TedeHue 8 nHel. PeakinoHHyI0 cMech KOH-
HEHTPUPYIOT MIPH TOHKCHHOM TABIICHUH [T MTOyYeHHS OCTaTKa, KOTOPHIA OYUIIAOT XpoMaTorpadueit (SiO,,
rentad/DA) U TOyYeHHUs TUTYJIBHOTO COeNMHEeHns B Bue Oemoro TBépaoro Bemectsa (3 mr). MC (3C): M/Z
[M+H]=462. 'H SIMP: (400 MI'ni, metanon-d,): 1,81 (c, 3H), 4,32 (c, 3H), 4,82 (1, 1H), 5,08 (1, J=14.,0 ', 1H),
7,38 (am, J=9,0, 1,4 I'u, 1H), 7,42 (n, J=8,6 I'n, 2H), 7,90 (7, J=9,0 T'n, 1H), 7,97 (a, J=8,9 I'u, 2H) u 7,99 (c,
1H). "F SIMP (376 MI', metanon-d,): -59,8 (c, 3F).
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CoennHeHus HpI/IMepOB 132-137 HonyquLI COTJIACHO cneny}omeﬁ o01Ieli cxeMe peaKInu:
SnBU3

\ H,N /\( R
OoR'™ A N
Noz Zn =\
Pd cat R —_ OrR™
ACOH cat R
Ryq

Ry Y Ra EoH@s%) | Ri
{BuONO X" = NHy ¥'= CHg 60°C R" = TBDMS
éﬁegl"’"'m‘ec Ozonolysis C C
R"=H | oxdation
p S
7N 4 N
g VL NaHCO a %" /\fz/ g._"l /Y
R EOAc | N M R °
T Ru or DIEA, DCM o Rn MeOH ™10 Ry,

Acetonitrile — aneToHETpHA
Ozonolysis - o3oHoIM3
Oxidation - oxncienue
or - HIH

KoneuHsIit TpOayKT:

V:C-Rg; W:C-H, X:C-Rl(); Y:C-RH;

Q=C-H; P=N;

R;=R4=H; a=1; Rs=CHj3; R¢=H;

7=C(0); R/=n-¢pennn-R.

[Mpumep 132. N-[2-(6-Xnop-2H-unnazon-2-un)- 1-unano- 1 -merminatun|-4-rpudropmerokcnoeHzamus (co-
enuneHne Ne 2.037).

[Tpn ncrionp30BaHMM NpoOLEAYPHI, TOZOOHO ONMMCAHHOH B IpuMepe 1, 32 NCKIIIOYEHHEM HCIIOJIb30BAHUS 2-
amuHO-3-(6-x10p-2H-nHnazon-2-mn)-2-metwmponuonurpuia (20 Mr), THUTYJIbHOE COCAWHEHHE BBIICISIOT B
BHzIe Geroro TBEPIOTo Bemtectra (34 Mr, 93%). MC (3C): M/Z [M+H]=423. 'H SIMP: (400 MI'1, xnopodopm-
d): 1,95 (¢, 3H), 4,81 (n, 1H), 4,89 (n, IH), 7,11 (nn, J=8,9, 1,7 I'u, 1H), 7,33 (n, J=8,4 T'u, 2H), 7,65 (x, J=8,9
I'n, 1H), 7,69 (c, 1H), 7,90 (x, J=8,7 I'u, 2H), 8,17 (c, 1H) u 8,49 (c, 1H). "°F IMP (376 MTI'n, xopopopm-d):
-58,1 (c, 3F).

2-AmuHO-3-(6-xm0p-2H-nana301-2-1m1)-2-MeTranponuoHuTpua (54 mr, 79%) momydaroT MpH UCIIONB30-
BaHUH IIPOIETypHI, TOZOOHO ONMMCAaHHOU B puMepe 1, yacTp b, 3a NCKIIFOYeHNEM HCIoNb30Banus 1-(6-xmaop-2H-
WHa30J1-2-ni)npomnan-2-oHa (68 mr). 1-(6-Xnop-2H-unnazon-2-un)nponad-2-oH MOAy4YaloT MPH HUCIOJIb30Ba-
HHUH NPOLEAYPHI, T000HO onmucaHHoil B npuMepe 105, yactu ¢ u d, 3a MCKIIIOUSHNEM MCIIOIB30BaHUS B KauecT-
BE MHCXOJIHOIO BemiecTBa [2-(Tper-OyTHIANMETHIICHIaHWIOKCH )IpOnHiI]-6-xnop-2H-nnnasona, mogy4eHHOTo
CJI/TYIOLIIM 00pa3oM.

Cwmech [2-(Tper-Oy THIIANMETHIICHIIAaHUIIOKCH \IPOTTHII | -(4-xJ10p-2-HUTpoOeH3u)amuHa (4,6 T, OIMCaHHOTO
B nipumepe 105, gacts a) n nuHKa (2 1) B 3Tanoiue (95%, 20 M) 1 OIHON KaIluIM YKCYCHOW KHCIIOTHI HarpeBaloT
npu 60°C B Teuenue 24 4. PeakunonHyto cmecs GuibTpytoT uepes cinoi Celite® M KOHIEHTPHUPYIOT NPH ITOHHU-
JKEHHOM JIaBJICHUH JUISI TIOJTyYeHHsI OCTaTKa, KOTOPBIA OYUIIAOT XpomaTorpadueit (SiO,, rentan/DA) mis moy-
yeHus 2-[2-(TpeT-0y THIIINMEe THIICHIIaHIIIOKCH )ITpoTi |-6-xmmop-2H-nHna3o0ma B Buae 0emoro TBEPAOTO BEIIECT-
Ba (0,9 1, 22%) Hapsmy ¢ pereHepupOBaHHBIM MCXOIHBIM MaTepuasioM (2,2 r, 48%).

Ipumep 133. N-[2-(6-Xnop-2H-numazon-2-min)- 1 -iiuano- 1 -Me THI3 TII |-4-TPUPTOPMETHITHOOCH3aMU T
(coemuuenue Ne 2.038).

IIpu ucnonp30BaHNU MPOIETYPHI, MOJOOHO OMMCAHHOM B IIpuMepe 1, 3a HCKITIOUEHHEM HCIIOJIb30BaHUs 2-
amMuHO-3-(6-xs0p-2H-unnas3on-2-ni)-2-metunnponuonutpuna (20 mr, omucaHHoro B mpumepe 132) u 4-
TPUPTOPMETUITHOOCH3OMIIXIIOPH/IA, TUTYJILHOE COEIMHEHHE BBIIEIISIOT B BUje Oenoro TBEpaoro Beriectsa (37
Mr, 98%). MC (9C): M/Z [M+H]=439. 'H SIMP: (400 MI'n, xnopodopm-d): 1,95 (c, 3H), 4,81 (x, 1H), 4,89 (x,
1H), 7,12 (ax, J=9,0, 1,6 I'u, 1H), 7,65 (n, J=9,0, 1H), 7,69 (c, 1H), 7,78 (n, J=8,3 'y, 2H), 7,89 (n, J=8,3 I'L,
2H), 8,18 (c, 1H) u 8,58 (c, 1H). "°F SIMP (376 MI'w, xopodopm-d): -42,2 (c, 3F).

[pumep 134. N-[1-Luano-2-(4,6-guxmop-2H-uana3071-2-1m1)- 1 -Me T THI |-4-TpHPTOPMETOKCHOCH3aMU T
(coemuuenue Ne 2.040).

[Ipu rcronp30BaHAH MPOIIETYPHI, TOJOOHO OMMCAHHOHM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIB30BAHUS 2-
amMuHO-3-(4,6-muxnop-2H-unnazon-2-mn)-2-mMetunnpormnorutpuia (20 Mr), TUTYIPHOE COEOMHEHHE BBIACIISIOT
B BHze Genoro Tépmoro Bemectsa (31 mr, 91%). MC (3C): M/Z [M+H]=457. 'H SIMP: (400 MI'n, xs0po-
dopm-d): 1,96 (c, 3H), 4,82 (n, 1H), 4,92 (n, 1H), 7,15 (g, J=1,3 I'n, 1H), 7,34 (x, J=8,2 I'y, 2H), 7,60 (c, 1H),
7,89 (1, J=8.8 T't, 2H) u 8,22 (¢, 2H). "F SIMP (376 MI'1t, xnopodopm-d): -58,1 (c, 3F).

2-AMuHO-3-(4,6-nuxnop-2H-numa30-2-mi)-2-MeTIITPONHOHUTPII (88 Mr, 54%) MOSy4YaroT MPH UCIOJb-
30BaHUM MPOLEAYPHI, OJ00HO ONMUCAHHOHN B mpuMepe 1, 4acTh b, 3a UCKIIIOYCHUEM HCIIOIb30BAHUS B KAUCCTBE
ucxoJHoro BemectBa 1-(4,6-nuxiop-2H-nunazon-2-un)nponan-2-ona (146 mr). 1-(4,6-Auxnop-2H-unnazon-2-
WJI)IIPONIaH-2-0H TMOJIYYal0T P UCIIOJIb30BAHUH MIPOLIEAYPHI, T000HO orrcaHHo# B mpumepe 105, yactu ¢ u d,
3a HCKJIIOYEHHEM UCIIOJIb30BaHUS B Ka4yecTBe HCXOJTHOTO BEIlleCTBa 2-[2-(TpeT-
Oy THIIIMME THIICHIIAHITOKCH ) iporv | -4,6-muxiop-2 H-uHma3ona, KOTOPHIH MOMydYaroT IPH UCTIOIB30BAHUH IIPO-
ey pbl, TOK00HO omMcaHHON B mpuMepe 132, gacTh a, n 3a UCKIIOUYEHHWEM HCIIOIb30BaHMS B KAUECTBE HCXO[I-
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HOTO BemlecTBa [2-(TpeT-0yTHiIINMEeTHICHIaHWIOKCH )IIPOITHI|-(2,4- TNX10p-6-HUTPOOCH3 T )aMUHa, OIIICAaHHO-
ro B mpumepe 116.

Ipumep 135. N-[1-Iuano-2-(4,6-nuxinop-2H-uumazon-2-min)- 1 -Me T T | -4-Tpud TopMe THITHOOCH3a-
mug (coenuaenune Ne 2.041).

IIpu ucnonp30BaHNUU MPOLETYPHI, MOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM HCIOIb30BaHUs 2-
amMuHO-3-(4,6-nuxnop-2H-unnazon-2-mn)-2-mMetunnponuonurpuna (20 mr, onucanHoro B mnpumepe 134) u 4-
TPUPTOPMETUITHOOCH3OMIIXIIOPH/IA, TUTYJIBHOE COEIMHEHHE BBIIEIISIOT B BUje Oenoro TBEpHoro Beriectsa (34
Mr, 97%). MC (3C): M/Z [M+H]=473. 'H SIMP: (400 MI'n, xnopodopm-d): 1,96 (c, 3H), 4,82 (x, 1H), 4,93 (x,
1H), 7,15 (n, J=0,9 Tu, 1H), 7,60 (c, 1H), 7,79 (n, 2H), 7,88 (1, 2H), 8,22 (c, 1H) u 8,32 (c, 1H). "°F SIMP (376
MTI'n, xnopodopm-d): -42,2 (c, 3F).

[pumep 136. N-[1-Lnano-1-metnn-2-(4,6,7-tpuxiop-2H-urna3on-2-wmi)3ti |-4-TpudTopmerokcndeH3a-
mu (coenuaeHne Ne 2.048).

[Ipu ucrons30BaHNH MPOIETYPHI, TOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIB30BaHUS 2-
aMHUHO-2-MeTwI-2-(4,6,7-Tpuxnop-2H-nuaazon-2-mwn)nponroantpuia (60 Mr), TUTyIbHOE COEIWHEHHE BBIIC-
NS0T B BHjie Genoro TeEIOro Beuectsa (34 mr, 35%), Rf=0,65 (1:1 DA/renrran). 'H SIMP: (400 MI'n, IMCO-
de): 1,70 (c, 3H), 5,12 (0, 1H), 5,24 (n, 1H), 7,47 (c, 1H), 7,52 (n, J=8,1 'y, 2H), 7,97 (1, J=8,8 I'y, 2H), 8,72 (c,
1H) u 8,92 (c, 1H). "F AMP (376 MI'u, IMCO-d): -57,1 (c, 3F).

2-AmuHo-2-meTun-2-(4,6,7-rpuxnop-2H-unnazon-2-un)nponuonurpui (0,16 r, 60%) nosxydaroT npu uc-
MOJIb30BaHUH MTPOLEYPHI, TI0100HO ONMCAHHOW B IprMepe 1, acTh b, 32 MCKIIIOUEHHEM HCIIOJIb30BAHUS B Kave-
cTBe HMcxoaHoro Bemecta 1-(4,6,7-tpuxinop-2H-unnaszon-2-mwn)nponan-2-ona (0,25 r). 1-(4,6,7-Tpuxnop-2H-
WHJ1a30J1-2-WI)IIPOIIaH-2-0H MOJIyYaroT NPH HUCIOJIb30BAHUM IPOLEAYPHI, TOJOOHO onmcaHHO# B mpumepe 105,
yactk ¢ u d, 3a WCKIIOYCHHEM HCIOJNB30BaHUS B KadyecTBe HCXOIOHOTO BemecTBa 2-[2-(Tpert-
Oy THIITMMETHIICHITaHMIIOKCH )ITponii |-4,6,7-Tpuxnop-2H-nanazona (1,4 1, 69%), KOTOpBIH MOIydYaroT IpH HC-
MOJIF30BAHUHN TPOIIETYPHI, TOJOOHO OMHMCAHHOHN B mpuMepe 132, JacTh a, 3a MCKIIFOYCHUEM HCIIONB30BaHUS B
KauecTBe HCXOHOTO BEIECTBA [2-(TpeT-0y THIAMME THIICHITAaHIITOKCH )ITpOTIHdI | -(2-HUTpOo-3,4,6-
TPUXIIOPOCH3WIT)aMUHA 2,2 r). [2-(TpeT-ByTHnauMeTHICHIaHIIIOKCH )Iporyi | -(2-HUTpo-3,4,6-
Tpuxyopbensmin)aMuH (2,2 T, 44%) moIy4aroT IpH UCIOIB30BAHUN IPOLEAYPHI, TOI00HO ONMMCAaHHOH B IpUMeEpe
105, dacTte a, 3a WCKJIIOUYEHHWEM HCIIOJIIb30BaHHUA B KayeCTBE MCXOJHOIO BellecTBa 2-HUTPO-3,4,6-
TpuxjaopoeH3anpaeru] (3 ), KOTOpbIi MOMYYaloT CIEAYIOIUM 00pa3oM.

a. K cmecu 2-nutpo-3,4,6-tpuxiopanwiuna (57 r), onucaHHoro B npumepe 39, yactu a-c, u Opomuna Me-
mu(Il) (105 1) B aneronutpwte (1 1) modaBmsiroT Tper-OyTIaHUTPUT (90%, 37 Mi1) 1 cMech HarpeBaroT 10 60°C B
TeueHue HouM. PeakimoHHyto cMech GmIbTpyroT uepes cioii Celite®, MPOMBIBAIOT ATHIIAIICTATOM U (DUIIBTPATHI
KOHLEHTPUPYIOT NPH ITOHWKEHHOM JABJICHHU JUISl MTOJY4YEHHs OCTaTKa, KOTOPbIM OYMINAIOT XpomaTorpaduei
(Si0,, rentan/2A) s monydeHus 2-Opom-3-HuTpo-1,4,5-tpuxmopbOensona (53 r, 74%). Rf=0,8 (1:4
DA/rentaH).

b. 2-Bpom-3-mHuTpo-1,4,5-Tprxmnop6enzon (53 1), TpuOyTMnBHHMWIONOBO (58 Mm, 62 1) um [1,1'-Owmc-
(mudenmndochun)depponeH|nuxmopnamraamii(1l), kommreke ¢ XM (1:1) (14 1) HarpeBator B Tomyoie (400
min) ipu 100°C B Teuenne 24 4. CMech KOHIIGHTPHUPYIOT MIPH MOHIDKEHHOM JaBJICHHUH, IIEPEHOCAT B 3THIIAIETAT
(1 ) m 0O6pabaTrIBalOT HACHIIEHHBIM pacTBOpoM ¢ropuaa kamus (300 mur) B Tedenne Houn. CMech PUIBTPYIOT
yepes cioii Celite®, opraHHUECKUI CIIOH OTIOEISIOT M CyIIaT Hal Cyib(aToM HATPHs, IPOMEIBAIOT dTHJIAIETa-
TOM U (QHUIBTPAThl KOHICHTPUPYIOT IPU MOHWKEHHOM JaBJICHUH, QUIBTPYIOT U KOHLEHTPUPYIOT IIPU HOHHKEH-
HOM JaBJICHHUU JUIsI TTOJYYCHUST OCTaTKa, KOTOPhIA ouHmarT xpomarorpadueii (SiO,, rentan/DA) i noayde-
Hus 3-HUTPO-1,2,5-Tpuxiop-4-uHmiOeH301a B Buae Oenoro TBépmoro Bemiectsa (34 r, 78%). Rf=0,75 (1:4
DA/rentaH).

c. PactBop 3-Hutpo-1,2,5-Tpuxmnop-4-suHundensona (27 r) B cmecu XM u meranomna (3:1, 300 mi) obpa-
0aThIBarOT ra3000pa3HBIM 030HOM B TeueHue 2 4 pu -78°C. CMmech mpoayBaroT B TeueHUe 10 MUH KHUCIOPOIOM,
3areM racst JuMeTricyishuaom (2 mi) npu -78°C. Cmecn natot Harperses 10 0°C, obpabatsiBaror 10% pac-
TBOpOoM THOCyNb(aTa HaTpus (200 M), 3aTeM pa30aBISAIOT IOMONHUTENBHBIM KoimdecTBoM JIXM. Opranmye-
CKHUH CIIOH coOMparoT, cymaT HaJ CyIb(paToM HaTpus, GUIBTPYIOT U KOHIIEHTPUPYIOT MPH IMOHKEHHOM JIaBJie-
HUH [UISA TTOJYYCHUS OCTaTKa, KOTOPBI ouniatoT xpoMaTtorpadueit (SiO,, rentan/DA) 11l TOTydeHHS 2-HUTPO-
3,4,6-Tpuxiopbensanbaernaa B Buae Oenoro Teépaoro semectsa (20 r, 74%). Rf=0,5 (3:8 DA/renran). 'H
SAMP: (400 MI'r, AMCO-d¢): 8,44 (c, 1H) n 10,17 (c, 1H).

Ipumep 137. N-[1-IIlnano-1-metun-2-(4,6,7-rpuxsiop-2H-unna3051-2-uin)stui |-4-rpudropme TrTnoOeH3a-
mun (coenunenue Ne 2.049).

IIpu ucnonp30BaHNUU MPOLETYPHI, TOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEM HCIOIb30BaHUs 2-
aMHHO-2-MeTwI-3-(4,6,7-tpuxnop-2H-nnaazon-2-wi)nponuorurpuia (60 mr, onucanHoro B npuMepe 136) u 4-
TpUPTOPMETUITHOOCH3OMIIXIIOPHIA, TUTYJILHOE COeTMHEHHE BBIISIISIOT B Buje Oenoro TBEproro BemecTsa (40
mr, 40%). Rf=0,65 (1:1 DA/renran). 'H AIMP: (400 MI'u, IMCO-de): 1,70 (c, 3H), 5,11 (n, 1H), 5,25 (z, 1H),
7,47 (c, 1H), 7,79-7,80 (m, 4H), 8,73 (c, 1H) 1 9,00 (c, 1H). "’F SIMP (376 MI'u, IMCO-de): -42,0 (c, 3F).
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Coennnenns nmpumMepoB 138-144 morydeHs! COTTIacHO CIemyroIeii o0mei cxeMe peaKIlim:

o R R ) R
H N N
7 F/\//Np NGS or NBS @#
) |
§oo i °
Ryp N

Acetonitrile
60°C R Ry
Ry =Cl, BrorH
R4y =Cl, BrorH
R = OCF, or SCF, R = OCF3 or SCF3

AHETOHHTPHA ~ ANETOHATPH

Koueunslit npoaykr:

V:C-Rg; W:C-H, X:C-Rlo; Y:C-Rll;

Q=C-Ry; P=N;

R;=R,=H; a=1; Rs=CHj;; R¢=H;

7=C(0O); R;=n-¢denun-R.

[pumep 138. N-[1-Lunano-1-mernn-2-(3,6,7-tpuxmnop-2H-unnazon-2-mn)stui|-4-rpudropMmeTokcuoeH3a-
muz (coenunenue Ne 2.039).

Cwmech N-[2-(6-xsop-2H-unnazon-2-un)- 1-unano- 1 -metunatui|-4-tpudropmerokcudenzamuga (25 wr,
onmcanHoro B npumepe 132) u N-xnopcykumaumuna (50 mr) B aneronutpuie (2 mi) HarpeBatoT 10 60°C B Te-
yeHue Houu. CMech KOHIIEHTPUPYIOT NPY HOHIKEHHOM JaBJIEHUH JUISl OJIYYEHHs] OCTaTKa, KOTOPBIH OYMIIAIOT
xpomarorpagueii (SiO,, rentan/DA) A MOIyYEHHUs TUTYJIbHOTO coeauHenus (22 mr, 75%) ¢ 70% uucroToit
BMecte ¢ 30% apyroro usomepa. MC (3C): M/Z [M+H]=491. 'H SIMP: (400 MI'u, xnopodopm-d): 1,96 (c, 3H),
4,81 (0, J=14,3 T'u, 1H), 5,06 (n, J=14,3 I'y, 1H), 7,25 (1, J=8.9 I'y, 1H), 7,32 (ax, J=8,1, 0,9 I'u, 2H), 7,51 (x,
J=8,9 T'u, 1H), 8,05 (1, J=8,9 I'u, 2H) u 8,92 (¢, 1H). ’F SIMP (376 MTI'1t, xnopoopm-d): -58,1 (c, 3F).

ITpumep 139. N-[2-(3-bpom-6-xmop-2H-nnaaa3on-2-mmn)]- 1 -iuano- | -MmeTrimdTh | -4-Tpud TopMeTOKCHOEH3a -
Mmu (coenuaenne Ne 2.042).

Cmech N-[2-(6-xmop-2H-uHmaz30m-2-mn)- 1 -iimano- 1 -metrma tui |-4-tpudTopmerokcnbensamuaa (25 wr,
onucanHoro B npumMepe 132) u N-O6pomcykunaumuna (10 mr) B auneronurpuie (1 mir) varpesatot g0 60°C B Te-
yeHue 3,5 4. CMech OXJIAKAAIOT 10 KOMHATHON TeMIlepaTypsbl, pa30aBisioT BOAOH M SKCTParupyroT dTHIIaleTa-
ToM. Oprann4ecKkuii cioi codMuparoT, cymar Haj cylbharoM HaTpus, PUIBTPYIOT U KOHIEHTPUPYIOT MPH MO-
HIDKEHHOM JIaBJICHUH JUISl TIOJIy4YeHHs OCTaTKa, KOTOpbIi oummiaiorT xpomarorpaguein (SiO,, rentan/DA) mis
TOJTy4eHHs TUTYIIBHOTO coeauuenus (12,5 mr, 42%). MC (3C): M/Z [M+H]=501. 'H SIMP: (400 MI', x1opo-
¢dopm-d): 1,90 (c, 3H), 4,82 (1, J=14,3 ', 1H), 5,05 (n, J=14,3 I', 1H), 7,14 (nn, J=9,0, 1,6 T'n, 1H), 7,34 (x,
J=8.2 T'u, 2H), 7,50 (1, J=8,9 T'u, 1H), 7,63 (1, J=0,9 ', 1H), 7,93 (n, J=8,8 I'u, 2H) u 8,71 (c, 1H). "°F SIMP
(376 MTI'ni, xmopoopm-d): -58,1 (c, 3F).

ITpumep 140. N-[2-(7-bpom-6-xmop-2H-nnaa3on-2-mmn)]- 1 -iiuaHo- | -MeTrimaThn | -4-TpudTopMeTOKCHOEH3a -
mu (coenuaenne Ne 2.043).

U3 TOi1 e peakunoHHOW cMecH, KoTopas Oputa ommcaHa B npuMepe 139, ObIIO TakKe BBIIEIEHO THTYIIb-
Hoe coexuuenue (5 mr, 17%). MC (OC): M/Z [M+H]=501. "H SIMP: (400 MI'1, xnopodopm-d): 1,99 (c, 3H),
4,87 (c, 2H), 7,22 (n, J=8,8 I'n, 1H), 7,31 (1, J=8,5 T'y, 2H), 7,63 (1, J=8,9 I', 1H), 8,04 (n, J=8,8 I'y, 2H), 8,31
(¢, 1H) u 8,75 (c, 1H). "°F SIMP (376 MI 11, xopodopm-d): -58,1 (c, 3F).

[Mpumep 141. N-[1-Lnano-2-(3,6-quxnop-2H-unnazon-2-nn)]- 1 -merunatii |-4-tpud ropMmeTokcnoeH3amMu
(coenuuenue Ne 2.044).

Cwmech N-[2-(6-xsop-2H-unnazon-2-un)- 1-unano- 1 -metunatui|-4-tpudropmerokcudenzamuga (50 wr,
omrcanHoro B pumMepe 132) u N-xmopcykunanmuga (16 mr) B anerorutpuie (1 mir) Harpesarot 1o 60°C B Te-
yenue 3,5 4. CMech OXJIQXKAAIOT A0 KOMHATHOW TeMITEpaTyphl, pa30aBisioT BOAOH M 3KCTParupyroT 3THIIAIEeTa-
ToM. OpraHMYecKuid CIOH COOHMPAroT, CymaT Haja Ccyib(aToM HATpus, (PHIBTPYIOT U KOHIEHTPUPYIOT TIPH II0-
HIDKEHHOM JIaBJICHUH JUIA TOJYYEHHS OCTAaTKa, KOTOPBIA OuMIIaroT xpomatorpadueit (SiO,, remran/DA) s
TOJTyYeHHs THTYIBHOTO CoeMHeHus (46 mr, 85%). MC (9C): M/Z [M+H]=457. 'H SIMP: (400 MI'u, xs0po-
¢dopm-d): 1,92 (C, 3H), 4,80 (n, J=14,3 I'u, 1H), 5,03 (n, J=14,3 I'u, 1H), 7,15 (nx, J=9,0, 1,4 I'u, 1H), 7,35 (x,
J=8,5 'y, 2H), 7,57 (1, J=9,0 T, 1H), 7,63 (c, 1H), 7,93 (1, J=8,7 T'ui, 2H) u 8,65 (c, 1H). "°F SIMP (376 MI'w,
xyopodopm-d): -58,1 (c, 3F).

[Mpumep 142. N-[1-Lunano-2-(6,7-muxnop-2H-unnazon-2-nn)]- 1 -merunatii |-4-tpud ropMmeTokcnoeH3aMu
(coenuuenue Ne 2.045).

W3 Toii ke peakIMOHHOW cMecH, KoTopas Oblia onrcana B puMepe 141, ObUIO0 TakKe BBIAEIEHO TUTYJIb-
Hoe coeauuenue (6 mr, 11%). MC (9C): M/Z [M+H]=457. '"H SIMP: (400 MI 1, xnopodopm-d): 1,99 (c, 3H),
4,87 (c, 2H), 7,22 (n, J=8,8 I'ny, 1H), 7,31 (1, J=8,2 T', 2H), 7,59 (x, J=8,9 I'y, 1H), 8,02 (z, J=8,8 I'y, 2H), 8,26
(c, 1H) u 8,81 (c, 1H). "°F SIMP (376 MI'11, xtopodopm-d): -58,1 (c, 3F).

IIpumep 143. N-[1-Ilmano-2-(3,7-nubpom-4,6-muxnop-2H-unmazon-2-mn)]-1-metunstun|-4-tpudropme-
TokcnOen3amu (coennuenue Ne 2.046).

Cmech N-[2-(4,6-guxnop-2H-unmazon-2-wmn)- 1 -iimano- 1 -Me Tt |-4-TpudTopMeTOKCHOeH3aMuy1a, OTIH-
canHoro B npumepe 134, u n3osiTok N-OpoMcykumanmua B aneronurpuie (1 mir) Harpesarot 10 60°C B Teue-
Hie Hour. CMech OXJIaXKJAl0T 10 KOMHATHOM TeMIlepaTypsl, pa30aBIsilOT BOJOW M SKCTPArupyIOT STHIIALETATOM.
OpraHuueckuii cioi coOuparoT, cymar Haj cylab(hparoM HATPHsl, GUIBTPYIOT U KOHIEHTPUPYIOT IPH OHHKEH-
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HOM JaBJICHHUU U TTONMYYSHUST OCTaTKa, KOTOPHIA ounmaroT xpomarorpadueii (Si0,, rentan/DA) s momyde-
HUS TUTYJIbHOTO coenunenus (13 mr). MC (3C): M/Z [M+H]=613. "H SIMP: (400 MI 11, xnopodopm-d): 1,97 (c,
3H), 4,75 (mmp c, 1H), 4,88 (n, J=14,3 I'n, 1H), 5,14 (x, J=14,3 I'y, 1H), 7,31 (x, J=8,3 I'y, 2H), 8,05 (x, J=8,8
'y, 2H) 1 8,65 (c, 1H). "°F SIMP (376 MI'w, xopodopm-d): -58,1 (c, 3F).

[Mpumep 144. N-[2-(7-Bpom-6,7-nuxnop-2H-unnazon-2-nin)- 1-unano- 1 -metmiatun|-4-tpudTopMeToKcu-
6enzamuj (coenunenue Ne 2.047).

W3 Toli e peakMOHHOM cMecH, OMUCaHHOH B npuMepe 143, ObUIO Takke BBIAEICHO TUTYJILHOE COeIUHe-
e (18 mr). MC (9C): M/Z [M+Na]=557. 'H SIMP: (400 MI'n, xnopodopm-d): 2,00 (c, 3H), 4,84-4,93 (v, 2H),
725 (c, 1H), 7,31 (n, J=8,4 I'n, 2H), 8,02 (n, J=8,8 T'u, 2H), 8,35 (c, 1H) u 8,57 (c, 1H). "°F SIMP (376 M,
xsopodopm-d): -58,1 (c, 3F).

Coenuaenne npuMepa 145 momydaroT COrflacHO CeIyroreii o0mei cxeMe peaKIim:

A N LDA, THF &
g_\"' ’Y TBC t0 3000 @Nﬂ/ TBAF, THF Vi 'N’W/
b - —
OTBDMS el THF OTBDMS Nl

cl

c -30°C fo 50°C [»]

J Oxidation

(@’ NaCN,
7 g
h N
ooy ppiggacet
DIEA, DCM °

MeOH (=]

THF - TT'®; TBAF — TEA®; DIEA, DCM — TH3A, IXM

Ipumep 145. N-[2-(6-Xnop-3-metuin-2H-unmazou-2-un)- 1 -npaso- 1 -MeTiinaTii1 |-4-Tprup TOPMETOKCH-
oenzamu (coennuenue Ne 2.050).

IIpu ucnonp30BaHNU MPOIETYPHI, OJOOHO OMMCAHHOM B IIpuMepe 1, 3a HCKITIOUEHHEM HCIIOIb30BaHUS 2-
aMHuHO-3-(6-x510p-3-MeTun-2H-uHna3on-2-uin)-2-MeTuanponuoHuTpuia (33 Mr), TUTYyJIbHOE COEAUHEHHE BbIAE-
JSIOT B BHAE Georo TBEpaoro Bemectsa (31 Mr, 52%). 'H SIMP: (400 MI'n, xnopodopm-d): 1,98 (c, 3H), 2,79
(c, 3H), 4,69 (1, 1H), 4,83 (n, 1H), 7,05 (mn, J=8.9, 1,6 I'u, 1H), 7,34 (1, J=8,2 I'y, 2H), 7,55 (x, J=9,0 'y, 1H),
7,60 (1, J=0,9 Ty, 1H), 7,96 (x, J=8,8 I'ry, 2H) 1 9,19 (c, 1H). "°F IMP (376 MI'wy, xopodopm-d): -58,1 (c, 3F).

2-AmuHo-3-(6-x10p-3-MeTHin-2H-uHa30-2-1i1)-2-METHINPONHOHATPUIT TOTYYAIOT TPH HCIOJIB30BAHUH
MpOLEAYPHI, TOJOOHO ONMCAaHHON B IprMepe 1, acTh b, 3a HCKIIIOYEHHEM HCIIOIb30BaHUS B KAYECTBE HCXOTHO-
T0  BeEIIeCTBa 1-(6-xmop-3-metun-2H-nHna300-2-uin)mponan-2-oHa. 1-(6-Ximop-3-metnn-2H-urnazon-2-
WIT)IPOTIaH-2-0H MOJIYYaroT IIPH UCIIOIB30BAHNH IPOLIEAYPHI, I0J00HO onrcanHOU B ipumMepe 105, qactu ¢ u d,
3a HUCKITIOUYEHUEM WCIIOJIb30BaHUS B KauecTBe HCXOHOTO BEIECTBA 2-[2-(Tpet-
Oy THIIAMMETHIICHIIAHIIOKCH ) TP OTIHJI | -6-XJ10p-3-MeTiin-2H-rHaa30ma, KOTOPEIA MOIYyYaloT CIeIyomuM o0pa-
30M.

a. K pacreopy aumzonponmnamuna (0,31 mut) B TT'® (3 mi) gobasnsitor pactBop H-OyTriumutus (1,6 mo-
JSIpHBIHA B rekcane, 1,26 mu) npu -78°C. Tlocne nepememBanust B Teuenre 30 muH mpu -78°C nobaBisiioT pac-
TBOp 2-[2-(TpeT-Oy THIIMMETHICHIaHUIIOKCH )ITPOTHI |-6-x11op-3-metui-2H-nnnazona (469 r), omucaHHOro B
npumepe 132, gactsb a, B TT'® (3 mur) u cmecu naror Harpetsest 10 -30°C B treuenue 1 4. Metnimonun (0,126 mir)
no6asistror mpu -30°C U cMecH aroT HarpeThest 10 KOMHATHOM TeMneparypsl, 3aTeM HarpesaroT 10 50°C B Te-
yerne 24 4. PeakIimoHHYI0 CMECh TacsT BOJON M IKCTPArupyroT sTmnaneratoM. OpraHudecKuii CiIoi CoOnparoT,
CymaT HajJ 0€3BOIHBIM CyJb(haToM MarHus, (GUIBTPYIOT M KOHLEHTPUPYIOT IPU MOHIKEHHOM NAaBICHUM JUIA
MIONYYCHHUST OCTaTKa, KOTOPBIH OUYHIArOT Xpomarorpadueit (SiO,, renran/IA) mist momyuenus cmecu (1,3:1, 408
Mr) Tpebyemoro 2-[2-(TpeT-Oy THIAMMETHICHIAHIIIOKCH )TPOTIHII |-6-X10p-3-MeTmin-2H-nHaa3ona 1 MCXOTHOTO
BEIIIeCTBA, 2-[2-(TpeT-0y T ANMETIIICHIIAaHIIIOKCH \IpoTivi | -6-xop-2H-nHma3oma.

Coennnenns nmpumepoB 146-149 momydaroT coracHo cneny}omen obmeit cxeMe peaximu:

Buas =y H:zN
OR
\/k - "RpOH N
NO, Pdcal 2
Rw R1o

Ry

{BUONG =NH, °Z°"°'V5's V" =CH; R™ = TBDMS
or
20‘;‘0”"”'9 oxidative ( (
uBr - cleavage - n
orly X" =Brorl R"=H t Oxdation

]
NH2 NaCN,
N C el AN ,N’Y
NaHCO; ag NH3 -~ N I'e]
11

ETOAC MeOH Ry L

R1n Req
or DIEA, DCM

Rm Ryq
Acetonitrile - aneToanTpHI
Ozonolysis or oxidative cleavage — 630HOJIHM3 HNH OKHCIHTEILHOE PACHICTIICHHE
Oxldatlon - OKHCJICHHE

— BOAH.
or DIEA DCM — nan TA2A, AXM

Koneunslit npoaykr:
V:N, W:C-H, X:C-Rl(); Y:C-Rll;
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Q=C-Ry; P=N;

R;=R,=H; a=1; Rs=CHj;; R¢=H;

7=C(0O); R;=n-¢denun-R.

IIpumep 146. N-[2-(6-Xmop-3-meTokcu-2H-nmpazono[4,3-b jnupuaua-2-un)- 1 -1imano- 1 -MeTmiTi|-4-
tpudpTopmMerokcudbenzamuy (coeaunenue Ne 3.001).

IIpu ucnonp30BaHNUU MPOIETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUEHHEeM HCIOIb30BaHUs 2-
amuHO-3-(6-x110p-3-MeTokcu-2H-nnpazoino[4,3-bnupuans-2-nn)-2-metmimnponuonurpuwia (15 mr), THUTyIbHOE
COCJIMHEHUE BBIICIISIOT B BHE Oenoro TBépmoro Beniectsa (24 mr, 82%). MC (3C): M/Z [M+H]=454. 'H aMmp:
(400 MI', xnmopocopm-d): 1,91 (c, 3H), 4,52 (n, J=14,2 T'u, 1H), 4,66 (c, 3H), 4,85 (n, J=14,2 'y, 1H), 7,33 (x,
J=8.2 T'u, 2H), 7,77 (1, J=2,0 Tu, 1H), 7,94 (n, J=8,8 ', 2H), 8,31 (n, J=2,0 'y, 1H) u 8,74 (c, 1H). '°F SIMP
(376 MTI'ni, xmopoopm-d): -58,1 (c, 3F).

2-AmuHO-3-(6-x10p-3-MeTokcu-2H-mupazono[4,3-b jmupuana-2-mn)-2-MeTHIponuoHUTpu (39 Mr) Ko-
JMYECTBEHHO MOJY4YalOT MPU UCIIOIb30BAHUHU TPOLENYpPHI, TOJOOHO OMMCaHHON B mpuMepe 1, dacte b, 3a uc-
KIIOUEHUEM HCIOJB30BaHUS B KadecTBe MCXOMHOTO BemectBa 1-(6-xmop-3-metokcu-2H-mmpaszono[4,3-
bnupuaun-2-un)npomnan-2-ona (32 mr). 1-(6-Xnop-3-meroxcu-2H-nupazono[4,3-b|uupuans-2-wmin)nponas-2-oH
MOJIyYaroT MPH KUCIOJIb30BAHUH MPOIICIYPHI, T0I00HO OomucaHHOW B mpuMepe 105, yactu a-d, 3a UCKITIOYCHUEM
UCIIOJIb30BaHUs 5-XJI0p-3-HUTPOUPHUIUH-2-KapOokcuanpaerua (1,2 r) u nekabopaHa B 4acTH a AJIsl IOy YEeHHS
2-[2-(TpeT-0y T IMMEeTHIICHIIaHUIIOKCH )ITporini |-(5-Xxmnop-3-HuTponupuaus-2-unmerui)amuna (0,4 1, 17%). 5-
X10p-3-HUTPONMPHINH-2-KapOOKCHAIBAET U TOIyYaroT MPH HMCIOJIB30BAHUM TPOLEIYPbI, MOJO0OHOH HCHOJb-
30BaHHOM B npuMepe 136, yacTp a, 3a NCKIIOUYCHNEM UCIIOJIb30BaHMS B KAUECTBE MCXO/IHOTO BELIECTBA 2-aMHHO-
6-XJI0p-3-HUTPOIIUPUINHA WM TPU  HUCIIOJb30BAaHMHM KOMMEpPYECKH JOCTyIHOro 2-0pom-5-xiop-3-
HUTPONMPHINHA B 4acTH b. B kauecTBe anbTepHATHBHI IPOBOIAT OKUCIUTEIBHOE PACIIEINICHNE TIPH HCIIOIb30-
BaHnu 4% pacTBOpa TeTpokcuaa ocMus B Boae (2 mir) u nepuonara Harpus (1,2 r) B cmecu TT'® u Boxsr (10:1,
20 MII) B 9aCTH C BMECTO O30HOJN3a, a 3aTEM IMPOIEAYPHL, TOJOOHO OMMMUCAHHOW B ipuMepe 61 IuId momydeHus S-
XJIOp-3-HATpONUpUANH-2-Kapookcuanpaeruaa (0,72 r, 72%) u3 5-xmnop-3-aurpo-2-suamimupuauHa (1 r).

IIpumep 147. N-[2-(6-Xnop-3-meTokcu-2H-nmpazono[4,3-b jnupuaua-2-wun)- 1 -1imano- 1 -Me T T |-4-
TpudropmeTraTHOOEH3aMu I (coenuHeHne Ne 3.002).

IIpu ucnonp30BaHNUHU MPOIETYPHl, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUE€HHEM HCIOIb30BaHUs 2-
amuHO-3-(6-x10p-3-MeTokcu-2H-nupazono[4,3-bnupuann-2-mn)-2-MeTuinponuonutpuia (15 Mr, onmucaHHOro
B npumepe 146) u 4-TpudTopMeTHATHOOCH30MIIXJIOPHUIA, TUTYIBHOE COCAMHEHUE BBIICISIOT B BUAE O€noro
tBépOro Bemectsa (20 Mmr, 67%). MC (9C): M/Z [M+H]=470. 'H SIMP: (400 MI'n, xnopodopm-d): 1,92 (c,
3H), 4,53 (n, J=14,2 T'u, 1H), 4,67 (c, 3H), 4,86 (n, J=14,2 I'u, 1H), 7,77-7,82 (m, 3H), 7,93 (n, J=8,2 T'n, 2H),
8,31 (m, J=1,9 ', 1H) u 8,82 (c, 1H). ’F IMP (376 MTI'1t, xnopoopm-d): -42,3 (c, 3F).

[pumep 148. N-[2-(6-bpom-3-meTokcu-7-metun-2H-mupasono[4,3-b Jmupunun-2-mn)- 1 -iipano- 1 -mMe -
st |-4-tpudropmerokcudenzamun (coeauaerne Ne 3.007).

ITpn nconbp30BaHUM MPOLEAYPHI, TOAOOHO ONMUCAHHOH B IpUMepe 1, 32 HCKIIIOYEHUEM UCIIONIB30BAHU 2-
aMHHO-3-(6-0poM-3-MeTokcu-7-metrin-2H-impa3zono[4,3-b]nupuaun-2-mn)-2-mMetunponuorautpmwia (20  mr),
THTYJILHOE COEIMHEHNE BBIIEIAIOT B BHE 6e1oro TBEpaoro Bemectsa (21 mr, 66%). 'H SIMP: (400 MI'u, xio-
podopm-d): 1,93 (c, 3H), 2,57 (¢, 3H), 4,51 (n, J=14,2 T'u, 1H), 4,66 (c, 3H), 4,85 (1, J=14,2 T'u, 1H), 7,31 (x,
J=8,3 ', 2H), 7,97 (n, J=8,7 I', 2H), 8,39 (c, 1H) u 9,03 (¢, 1H). "°F SIMP (376 MI'u, xnopopopm-d): -58,1 (c,
3F).

2-AmuHo-3-(6-6pom-3-MeTokcu-7-metrin-2H-nupazoino[4,3-b jnupuans-2-nn)-2-metmmponuonutpui (20
MT) IOJIy4aloT IPH UCIIOJIL30BaHUHU MPOLETYPbl, IT000HO ONMCaHHOW B IpuMepe 1, 9acTb b, 3a MCKII0OYeHneM
UCIIONIb30BaHMS B Ka4eCTBE MCXOAHOIO BemecTBa 1-(6-0pom-3-mMeTokcu-7-merun-2H-nupasono[4,3-b|nupuaun-
2-um)nponad-2-ora (117 wr). 1-(6-bpom-3-merokcu-7-metun-2H-nmupasono[4,3-bmupunua-2-un)nponan-2-oH
MONYYarOT TPH UCIOIB30BaHUH MPOIETYPHI, TOMX00HO omucaHHOW B mpuMepe 105, gactu a-d, 3a UCKIIIOYeHHEM
WCTIONB30BaHUs 5-0poM-4-MeTHI-3-HUTPOIHPHUINH-2-KapOokcanpaeruaa (5,5 r) B 9acTu a A MOIydeHus [2-
(TpeT-Oy THIAMMEeTHIICHIIAHIITOKCH )P oTTHII | -(5-0pom-4-MeTHII- 3 -HUTPONTUpUANH-2-uiMeTri )aMuHa (6 T, 67%).
5-bpom-4-meTnin-3-HuTponupuIuH-2-KapOOKCaTbAECTH] OIYYal0T MPH HCIIONB30BaHUH IPOIEAypPHl, MOJ00HO
OTIMCaHHOHM B mpumepe 136, gacTtu a-c, 3a UCKIIOYEHUEM HCIIOIb30BaHUSI B KAY€CTBE MCXOJIHOTO BEIIecTBa 2-
aMHHO-5-0poM-4-MeTui-3-Hutponupuarta (58,6 T) 1 ucnoiab3oBaHus Hojaa (64 T) B yacTH a BMECTO Opomuja
MEIH IS TOJTydeHHs 5-0pom-2-noa-4-metui-3-autpornupuauna (28,7 r, 33%). OkucauTeNnbHOE pacleIICHUE
IpU UCTIONIb30BaHNK 4% pacTBOpa TeTpokcuaa ocMus B Boje (3 mi) u nepuonara Hatpus (23,1 T) nmpoBoaAT B
cmecu TT'® u Boxsr (10:1, 330 mu1) B yacTH ¢ BMECTO O30HOJIM3A, a 3aTE€M IIPOLEAYPHI, TOJOOHO ONMCAHHOH B
npumepe 61 i noydenus 5-6pom-4-MeTHII-XJI0p-3-HUTPONUPHANH-2-KapOokenansaeruaa (11,7 v, 59%) us 5-
Opom-4-meTrin-3-HuTpo-2-uHmnmupranaa (18,8 T1). 2-AmuHO-5-0poM-4-metmi-3-Hutpormpunue (120,21,
85%) momy4aroT npu MUCIOJIL30BAHUH MIPOLEAYPHI, HOZOOHO ONMCAHHOHM B IpuMepe 38, JacTh a, 3a HCKITIOYCHH-
€M HCITONb30BAHUS B KAUeCTBE HCXOIHOTO BellecTBa 2-aMHHO-4-MeTi-3-auTponmpuanHa (101,5 1).

IIpumep 149. N-[2-(6-Xnop-3-meTokcu-7-metnin-2H-nimpazono[4,3-b jnupuaun-2-wun)- 1 -1ipano- 1 -meTui-
atun|-4-tpudTopmerokcudenzamu (coenuaenne Ne 3.008).

[Tpn ncionbp30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHNEM UCIIONIB30BAHMA 2-
amMuHO-3-(6-xJ10p-3-MeTokcu-7-metni-2H-nupa3zono[4,3-bnupunun-2-wmn)-2-MeTiuinponionutpuna (28 Mr),
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TUTYJIBHOE COEAMHEHHE BBIACTSIOT B Bue Oenoro TBEporo Bemectsa (17 mr, 38%). 'H IMmP: (400 MTI', xy0-
podopm-d): 1,93 (c, 3H), 2,56 (¢, 3H), 4,51 (n, J=14,2 T'y, 1H), 4,66 (c, 3H), 4,86 (n, J=14,2 I'y, 1H), 7,31 (x,
J=8,4 T'u,, 2H), 7,98 (1, J=8,7 I'n,, 2H), 8,28 (c, 1H) u 9,05 (c, 1H). '°F SIMP (376 MI', xnopodopm-d): -58,1 (c,
3F).

2-AMuHO-3-(6-x510p-3-MeToKCH-7-MeTrI-2H-nupazosno[4,3-b | nupuans-2-wmn)-2-MeTHanponuoHutpui (26
MT) MOJIy4aloT P UCIIOJIb30BaHUHU MPOLEIYPbI, T0J00HO ONMMUCAaHHOW B IpuMepe 1, 4acTb b, 3a HCKIIOYeHneM
UCIIOJIb30BaHMs B Ka4eCTBE MCXOJIHOro BemiecTBa 1-(6-xiop-3-mMeTokcu-7-merun-2H-nupasono[4,3-blnupuaun-
2-umnponan-2-oHa (78 wr). 1-(6-Xnop-3-merTokcu-7-meruin-2H-nmpasono[4,3-blunpruann-2-nin)nponan-2-oH
MOJIYYaloT TPH MCIOJIb30BaHUHU MPOLEAYPHI, NOA00HO onucaHHOW B puMepe 105, gactu a-d, 3a MCKIIOUCHHEM
UCIIONIB30BaHUS 5-XJI0p-4-MeTI-3-HUTpONupuaAnH-2-Kapookucanpaeruaa (1,3 r) B 4acTu a 1u1s nmojyveHus [2-
(TpeT-Oy THIAMME THIICHIIAHIITOKCH )P OTTHI | -(5-X10p-4-MeTHI-3-HU TpOUpUINH-2-iMeTin)amuaa - (1,4 1,
57%). 5-Xnop-4-MeTHi-3-HUTPONMPHIANH-2-KapOOKCHAIIBIETH TTOMYYal0T IPH HCHOIB30BAaHWUH IIPOLETYPBHI,
MOI00HO OTMCAaHHOM B mpuMepe 136, yacTu a-c, 3a HCKIIFOYEHHUEM HCIOJIB30BaHUs B KAY€CTBE HCXOTHOTO BEIIIe-
CTBa 2-aMUHO-5-XJI0p-4-MeTHiI-3-HUuTponupuaAnHa (32 T), 9aCTUIHO AJIs1 00pa3oBaHus 2-0poM-5-XIop-4-MeTHII-
3-autponmpuanaa (25,2 T, 59%). OxucIuTensHOe pacIeIUIeHHe IPH UCTIOIb30BaHIH 4% pacTBOpa TETPOKCHAA
ocmust B Boje (1,5 mur) u nepuoaara vatpust (2,5 r) npoBoast B cMecu TI'® u Boawt (10:1, 60 mit) B yacTu ¢ BMe-
CTO O30HOJIM3a, a 3aTeM IPOIEAYPHI, MOJOOHO OMUCAHHOW B mpuMepe 61 sl MOIy4deHus: S-xyiop-4-MeThi-3-
HUTpONUPHIUH-2-kapOokcuanbaeruaa (1,3 v, 56%) u3 5-xnop-4-metmin-3-Hutpo-2-BuHmwimnupunusa (2,3 r). 2-
AMMHO-5-X710p-4-MeTHi-3-HuTponupuanH (4,6 T, 75%) moay4aloT IpH HCIOJIb30BaHUH IPOLENYPHI, IMOI00HO
onucaHHON B mpumepe 38, yacTh a, 32 HUCKJIIOYEHHEM HCIIOJIb30BaHMS B KAayeCTBE HMCXOJHOTO BelIecTBa 2-
amMuHO-4-MeTHi-3-HuTponupuauHa (5 T) M wucnonb3oBaHus N-xnopcykumHumuza (5,8 1) Bmecto N-
OpOMCYKIITHIMU/IA.

Coennnenns nmpuMepoB 150-152 morydeHs! cormacHo cneny}omeﬁ oO0meit cxeMe peaxmm:

X" BusSp: N HzM
\/K / \ ; NINIY
NO, Fd cat ™ 2 AcOH cat R
Ry EtOH (95%) "% Ry,

10 Ry

{BUONO X" = NHp S}“""'VS'S Y= CHy 60°¢ R = TBOMS
é’:‘g""'m'e ( oxidalive (
uBr
arly X" =Brorl cleavage Y'=0 R =H 1 Oxidation
R
Iy Y 4 N iy
i ° NH, NaCN N

N N N N N 2 . 7 N

¢ N o A wl/ _NHl _

— I o NaHCOy aq — il NHy == o

N ETOAc N MeOH  Rie b

Ro Ry, Ris Ry

or DIEA, DCM

Acetonitrile - aneroBrTpui

Ozonolysis or oxidative cleavage — 030HOIN3 MM OKHCJIHTEILHOE pACIIENIENHE
Oxidation - oxuegeHne

cat. - KaT,

or DIEA, DCM - uau THIA, AXM

KoHeuHslit TpoayKT:

V:N, W:C-H, X:C-Rl(); Y:C-R“;

Q=C-Ry; P=N;

R;=R,=H; a=1; Rs=CH3;; R¢-H;

Z=C(0); R;=n-dpennn-R.

[pumep  150.  N-[2-(6-bpom-7-metmn-2H-ntmpa3zomno[4,3-b|mupuaus-2-wm)- 1 -inaHo- 1 -Me T THI |-4-
tpudropmeTokcudenzamun (coenuaerne Ne 3.009).

ITpn ncionb30BaHUM HMPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHHEM UCIIONIb30BaHM 2-
amMuHO-3-(6-0pom-7-metun-2H-nupazono[4,3-bnupunun-2-un)-2-MeTHIIponHoHuTpuwia (27 Mr), THTYJIbHOE
COE/IMHEHNE BBLICIAIOT B B Genoro TBEpaoro semectsa (5 mr, 11%). MC (3C): M/Z [M+H]=482. 'H SIMP:
(400 MTI'y, xnopodopm-d): 1,97 (¢, 3H), 2,68 (c, 3H), 4,82 (n, 1H), 4,98 (1, 1H), 7,32 (0, J=8,3 I'u, 2H), 7,93 (x,
J=8,7 T'u, 2H), 8,38 (c, 1H), 8,41 (c, IH) u 8,61 (¢, 1H). "F SIMP (376 MI'ny, xnopodopm-d): -58,1 (c, 3F).

2-AmuHo-3-(6-6pom-7-metnn-2H-nupazono[4,3-bnupunun-2-wmi)-2-MeTHianponionutpui (33 mr) nosy-
YaroT P UCIIOJIB30BAHUH MIPOLIEAYPHI, II0I00HO OIMCAHHOW B IpuMepe 1, 4acTb b, 3a HCKIIIOYEHUEM UCTIONB30-
BaHMsI B KaueCTBE MCXOIHOro BemiectBa 1-(6-Opom-7-mermn-2H-nupaszono[4,3-b|nupuaun-2-wi)npornan-2-oHa
(27 wmr). 1-(6-bpom-7-metun-2H-nmpazosno[4,3-blunpuanH-2-nin)nponan-2-0H MOJYYalOT HIPU HCHOIb30BaHUH
Ipoueaypsl, MoK00HO omucaHHOH B mpumepe 105, gactu ¢ U d, 3a HCKITIOYEHHUEM HCIIOJIB30BAHUS B KAYECTBE
HUCXOMHOTO  BemecTBa  2-[2-(TpeT-OyTHiIINMEeTHICHIaHWIOKCH )IIPOITiI |-6-0pom-7-metmin-2H-tpa3zomno[4,3-
blmupumuna. 2-[2-(TpeT-bByTHNANMETHICHIAHUIOKCH )IIpOoTii |-6-6poM-7-metrin-2H-timpazono[4,3-b [mupuaina
(0,15 1, 9%) BeImenstoT BMecTe ¢ 1-(6-6pom-7-metun-2H-nmpazono[4,3-b|mupnaus-2-wn)npomas-2-onom (0,14
1, 12%) npu ncnoiap30BaHUM MPOIEYPHl, TOA0OHO ONMHCAaHHON B mpuMepe 132, gacTh a, 3a HCKITI0YEHUEM HC-
MOJIb30BAHUS [2-(TpeT-0y THIIANME THIICHIIAHIITOKCH ) TPOTIFII | -( 5-6poM-4-MeTrII-3-HU TP O U INH-2 - UIIMe-
tun)amuHa (1,9 r), onucanHoro B npumepe 148.

[pumep  151.  N-[2-(6-Bpom-7-merun-2H-nupazono[4,3-b]nupunun-2-wmn)- 1 -iiuano- 1 -meTunaTui|-4-

- 69 -



016912

tpudropmeTrnTroOeH3aMu (coenuHerne Ne 3.023).

ITpn nconp30BaHUM MPOLEAYPHI, TOZOOHO ONMUCAHHON B IpUMepe 1, 32 HCKIIIOYEHHEM HCIIONIb30BAHMS 2-
aMHHO-3-(6-6pom-7-meTrin-2H-nupazosno[4,3-bnupuans-2-wmwi)-2-meTranponuoHutpuia (56,7 Mr, ONHCaHHOTO
B mpumepe 150) u 4-TpudTOopMETHITHOOCH30MIXIIOPHAA, TUTYJIFHOE COCOMHEHUE BBIACISAIOT B BHAE O€JI0ro
TBEpIOTO BemecTa (26 Mr, 27%). MC (9C): M/Z [M+H]=498. 'H SIMP: (400 MI'n, xmopodopm-d): 1,97 (c,
3H), 2,67 (c, 3H), 4,82 (n, 1H), 4,97 (0, 1H), 7,77 (1, J=8,2 I'u, 2H), 7,92 (n, J=8,3 I'u, 2H), 8,38 (c, 1H), 8,54
(c, 1H) u 8,61 (c, 1H). "°F SIMP (376 MI'11, xopodopm-d): -42.3 (c, 3F).

Mpumep  152.  N-[2-(6-Xunop-7-mernn-2H-nupazono[4,3-b|nupunun-2-un)- 1 -unano- 1 -meTuna T |-4-
tpudpTopmMerokcndbenzamuy (coeanHenue Ne 3.010).

[Tpn ncrionp30BaHMM NpOLIEAYPHI, TOAOOHO ONMUCAHHOM B puMepe 1, 32 HCKIIIOYEHNEM HCIIOJIb30BAHUA 2-
aMHuHO-3-(6-x110p-7-Metmin-2H-ttmpazono[4,3-b [mupuauH-2-11)-2-MeTHIIPONHOHUTpIIa (32 Mr), THTYIBHOE
COeIMHEHUE BBICIAIOT B BHAE Oenoro TBEpmoro BemectBa (4 mr, 9%). 'H aMmP: (400 MTI't, xmopodopm-d):
1,97 (c, 3H), 2,67 (c, 3H), 4,83 (un, 1H), 4,97 (n, 1H), 7,32 (n, J=8,2 T'u, 2H), 7,93 (m, J=8,7 ', 2H), 8,39 (c,
1H), 8,44 (c 1H) u 8,51 (c, 1H). "F IMP (376 MTI'1i, xtopoopm-d): -58,1 (c, 3F).

2-AmuHO-3-(6-x10p-7-Metnin-2H-mupazono[4,3-b Jnupuaua-2-nn)-2-MeTIIponnoHUTpiI (33 mr) momy-
YalOT IPH UCIIOJIB30BaHUU TPOLIEAYPBI, TOJOOHO ONMCAHHOHN B mpuMepe 1, yacTh b, 32 HCKIIIOYEHHEM HCII0JIb30-
BaHMsI B KauecTBE MCXOIHOro BerectBa 1-(6-xiop-7-mermin-2H-nupaszono[4,3-blnupuaun-2-mwi)npornan-2-oHa
(35 wmr). 1-(6-Xnop-7-merun-2H-nupazono[4,3-b|nupuaus-2-min)npomnan-2-0oH MOJy4YaloT MPH HCIOIb30BaHUH
npoLeaypsl, Mo100HO omucaHHOK B mpumepe 105, wactu ¢ U d, 3a UCKIIIOYEHNEM HCIIOJIb30BAHUS B KaYECTBE
MCXOJHOTO  BemectBa  2-[2-(Tper-Oy THIANMETHIICHIIaHWIIOKCH ) IIPOIHII | -6-X10p-7-MeTnin-2H-mpazomno[4,3-
b]mupununa.  2-[2-(Tper-ByTHAIMMETHICHIaHIIOKCH )ITpOnHi |-6-0poM-7-metnin-2H-nnpasoino[4,3-b Jnupuana
(0,13 1, 13%) BeIgenstoT BMecTe ¢ 1-(6-x0p-7-meTrn-2H-mmupasono[4,3-blmupunua-2-mwi)nponan-2-omom (0,13
Mr, 21%) npu UCIIOIB30BAaHUN HPOLIEAYPHI, IIOA00HO ONMUCAaHHOM B puMepe 132, JacTs a, 3a MCKIFOUCHNEM HC-
TIOJIb30BAHUS [2-(TpeT-0y THIIIMME THIICHITAHIITOKCH ) TP OTIFI | -( 5-XJ10p-4-MeTHII- 3 -HU TP O PU TN H-2 -HIIIME-
tun)amuHa (1,1 r), onmucanHoro B mpumepe 149.

Coennnenns nmpuMepoB 153-154 momrydeHs! cormacHo cneny}omeﬁ o01eit cxeMe peakiu:

NH
N 2 Fe, EIOH NaNO, N
¢ No, eV NHCI N \ HCI, AcOH N \ NH
e PPhy
10 Rix Ry DIAD Ry

NalO,
os0, | THFHZO
/ T : N N NH;  NaCN, N
NH4C|
DIEA, DCM

R
" MeOH

DIEA, DCM — JTHJA, IXM; THF-TT ®

KoneuHsIit IpOayKT:

V:N, W:C-H, X:C-Rl(); Y:C-R“;

Q=P=N;

R;=R4=H; a=1; Rs=CHj3; R¢=H;

7=C(0); R/=n-¢pennn-R.

[Mpumep 153. N-[2-(6-bpom-7-metun-2H-[1,2,3]rpuazono[4,5-bnupunun-2-un)- 1 -upano- 1 -meTuna T |-4-
tpudTopmMerokcndbenzamuy (coeauHenue Ne 3.003).

[Tpn ncrionp30BaHMM NpOLEAYPHI, TOZOOHO ONMUCAHHOM B puMepe 1, 32 NCKIIIOYEHHEM HCIIOJIb30BAHUS 2-
amuHO-3-(6-0pom-7-metnin-2H-[1,2,3 |tprazono[4,5-bnupuanH-2-mn)-2-metmwimponuonurpuia (60 mr), Ttu-
TyIBHOE COCIMHEHNE BBIICIIOT B BHE Oeoro TBépaoro Bemectsa (60 mr, 61%). Rf=0,4 (1:1 DA/rentan). MC
(3C): M/Z [M-H]=481. 'H SIMP: (400 MI'u, JIMCO-de): 1,76 (c, 3H), 2,56 (c, 3H), 5,41 (n, 1H), 5,54 (n, 1H),
7,52 (n, J=8,2 T, 2H), 7,92 (n, J=8,6 ', 2H) u 8,85 (c, 2H). "°F AMP (376 MI'ti, IMCO-de): -57,1 (c, 3F).

2-AmuHO-3-(6-6pom-7-metrn-2H-[1,2,3]tpuazono[4,5-b jmupuaun-2-un)-2-metunnponuonutpun (0,15 1,
55%) noyyaroT Mpu KCHOJIB30BAHMH MTPOLIEAYPHIL, TI0A00HO OMKCAaHHOI B puMepe 1, 4acTpb b, 3a HCKIIIOYEHHEM
UCIIONIb30BaHMsl B KauecTBE HMCXOAHOro BemiecTBa 1-(6-Opom-7-metun-2H-[1,2,3]rpuazono[4,5-blnupuaun-2-
win)nponan-2-ona (0,25 1), KOTOPBIi MOTY4aIOT CIEAYIOIUM 00pa3oM.

a. K cmecu 2-metni-2-nponen-1-ona (1,4 mu) u rpudenmndocduna (3,7 r) B TT'D (80 mur) nobaBnstor 1o
KarsiM auusonpornunasoaukapookcnnar (DIAD, 2,7 mi). ITocne nepemernnBanus B TeueHue 15 MuH n1obasis-
10T 6-0pom-7-metmi-2H-[1,2,3]rpuazono[4,5-b]mupunun (2,3 1) ¥ peakuuio nepeMemBaoT B Te4eHUe 3 9 IpH
KOMHATHO! Temriiepatype. CMech BBUIMBAIOT B BOAY, SKCTPAarupyroT STHIALETATOM M NPOMbIBatoT Boxoi. Opra-
HUYECKUH cJI0i1 cymat Hajx cynb(haToM MarHus, GUiIbTPyIOT M KOHIEHTPUPYIOT IPH MOHM>KEHHOM JaBJICHHUHN /IS
MOJYYCHUSI OCTATKa, KOTOPHIA ounIIatoT XpoMaTtorpadueit (SiO,, rentan/IA) mis MOIydIeHUS 6-0poM-7-MeTHII-
2-(2-metunammmn)-2H-[1,2,3|tpuazono[4,5-b|mupuaunaa.  6-bpom-7-metnn-2H-[1,2,3]tpuazomno[4,5-b mupumina
(2,4 r, 74%) mosry4aroT MpHU HCIOIB30BAHUHN TPOLEAYPHI, TOJ00OHO OMHMCAaHHOH B mpumepe 13, JacTh a, 3a uc-
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KITIOYEHUEM HCIOJh30BAHUS B KAa4eCTBE MCXOMHOTO BemlecTBa S5-OpoM-4-merwnmupuans-2,3-muamuHa (3,5 T,
80%), KOTOPBIIl MOIYy4aloT MPHU WCHOIB30BAHUH MPOLEAYPHI, TOAOOHO ONMMCaHHOW B mpumepe 38, Jactsb b, 3a
WCKITIOYEHNEM UCTIOIb30BaHUs B KAUYECTBE MCXOJHOTO BEMIECTBA 2-aMUHO-5-0poM-4-MeTHII-3-HUTpOonTuprrHa (5
T), OMUCAHHOTO B TIpuMepe 148.

b. K pacrBopy 6-0pom-7-meTmi-2-(2-metnnannun)-2H-[1,2,3]tpuazono[4,5-b]nupuanna (0,9 r) B cmecu
TT'® u Boawt (8:1, 18 mi) nobdasistor neproaat Hatpus (2 r) u 4% pacTBOp TETPOKCHIA OcMusl B Boje (2 mi, 5
M011.%). ITocie mepeMernBaHus B TeUu€HHE HOYM IPU KOMHATHON Temmeparype cMmechk racar 10% pactBopom
THOCYNb(aTa HATPHS, SKCTPArHPYIOT STHIAICTATOM M MPOMBIBAIOT BOAOH. OpraHudeckuii CIIOi CymiaT Haja
cynb(haToM HaTpus, QUIETPYIOT ¥ KOHIICHTPUPYIOT MPU MOHMKEHHOM JaBJICHHUH JUTS MTOJYYCHUST OCTATKa, KOTO-
pelii  oummator  xpomarorpadmeir  (SiO,, remran/DA) un  moimydeHus  1-(6-Opom-7-mermn-2H-
[1,2,3]rpuazono[4,5-b|mupuans-2-wmn)npomnan-2-oHa (0,3 T, 33%).

[pumep 154. N-[2-(6-bpom-7-metnn-2H-[1,2,3|tpnazono[4,5-b|mupuaus-2-wn)- 1 -inaHo- 1 -Me T THI |-4-
tpudropmeTraTHOOeH3aMu I (coenuueHre Ne 3.004).

[Ipu ucronp30BaHNH MPOIETYPHI, TOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOIB30BAHUS 2-
aMuHO-3-(6-06poMm-7-mMetmin-2H-[ 1,2,3]tpuazomno[4,5-b|nupuaun-2-mn)-2-meTmwinpomuonutpuia (90 wmr, omm-
caHHOTo B mpumepe 153) u 4-TpupTOpMETHITHOOCH30MIXIIOPHIA, TUTYJIBHOEC COCAUHCHHUE BBIJCISAIOT B BHUJIC
Geroro TBEpIOrO Bemectsa (65 Mr, 43%). Rf=0,4 (1:1 DA/renrran). MC (9C): M/Z [M-H]=497. 'H SIMP: (400
MTI'n, IMCO-dy): 1,76 (c, 3H), 2,56 (c, 3H), 5,40 (n, 1H), 5,54 (n, 1H), 7,82-7,94 (m, 4H), 8,86 (c, 1H) u 8,93
(¢, 1H). F SIMP (376 MI'u, IMCO-dy): -42,0 (c, 3F).

Coenunenust npumepoB 155-158 nomyyeHs! coriaacHo cnez[y}omeﬁ 061116171 CXEME PEaKlH:

X B”“) N 0504 cat. ~o AcOH cat,
/ Nalls MS DCE,RT ’Y
NOz Pd cai.

Rio THF/‘HZD NaCN BH;

11
{BUONO X" = NHp OOC 108570°C __ ow - ToOMS
Acetonitrile(
CuBr
orly X" =Brorl

R"=H
l Oxidation

H NaGN,
7 N
A _N,N N /C o ’\f/ NHC 7 ,N’)/
— i o NaHCO; ag =N o
N

EtOAc R
R. 10
orDIEA, DEM 1 Rn Meo" Ri1

Rio Ry

Acetonitrile - aneToHHTpHA
Oxidation - OKHCAeHHE

— BOJH.
or DIEA DCM - swm IN3A, AXM

Koneunslit npoaykr:

V:N, W:C-H, X:C-Rl(); Y:C-R“;

Q=C-H; P=N;

R;=R,=H; a=1; Rs=CHj;; R¢=H;

7=C(0); R/=n-¢pennn-R.

Mpumep 155. N-[2-(6-Xnop-2H-nupazono[4,3-b]mupunun-2-un)- 1 -1iuano- 1 -metmw i |-4-tpudropme-
tokcuben3amu (coequnenne Ne 3.005).

[Tpn ncrionp3oBaHUM NpoLEAYPHI, TOAOOHO ONMMCAHHOM B pHMepe 1, 32 HCKIIIOYEHHEM HCIIOJIb30BaHUA 2-
amuHO-3-(6-x10p-2H-nupazono[4,3-bmupunun-2-un)-2-merunnponuonurpmwia (1,1 T), TUTyIbHOE COeANHEHUE
BBIICISIOT B BHe Genoro Teépmoro Bemectsa (1 T, 49%). MC (3C): M/Z [M+H]=424. 'H SIMP: (400 MIw,
xnopodopm-d): 1,95 (c, 3H), 4,86 (1, J=14,0 I'u, 1H), 5,02 (a, J=14,0 I'y, 1H), 7,33 (1, J=8,1 I'u, 2H), 7,88 (x,
J=8,7 'y, 2H), 8,02 (mun, J=2,1, 0,9 T, 1H), 8,03 (c, 1H), 8,42 (n, J=0,8 I', 1H) u 8,55 (n, J=2,1 T'u, 1H). °F
SIMP (376 MI', ximopodopm-d): -58,1 (¢, 3F).

2-AmuHo-3-(6-x10p-2H-nupa3zono[4,3-b]nupunun-2-wmn)-2-merunnponuonutpun (1,1 r, 97%) nosaydaror
NP MCIIOJIb30BaHMU NPOLEAYPHI, TOJOOHO ONMHMCaHHOI B puMepe 1, yacTb b, 32 HCKIIOYEHHEM HCIIOIb30BaHU
B KaueCTBE MCXOMHOTO BemecTa 1-(6-xsop-2H-nupazono[4,3-blnupuaun-2-wi)nponad-2-ona (1 r). 1-(6-Xiop-
3-merokcu-2H-nupasono[4,3-bnupuauH-2-mi)nponat-2-oH MOJIYYalOT MPU HCIOJIB30BAHUM TIPOLENYPHI, TO-
J00HO onrcanHOoW B pumepe 105, yactu ¢ 1 d, 3a UCKITIOUYEHHEM HCIIOJIb30BaHUs B KAY€CTBE HCXOJHOTO Belle-
ctBa 2-[2-(TpeT-OyTHiauMeTHICHIIaHUIOKCH )ipor |-6-xo0p-2H-rmpa3zono[4,3-b]nmupununa, KOTOPHIA MOy-
YaroT CIEIYIOMNM 00pa3oM.

a. K pactBopy 5-xusop-3-autponupuaus-2-kapookcanpaeruaa (1 r), onucanHoro B npumepe 146, B 1,2-
nuxynopstane (20 M) 00aBIAIOT HOPONIOK MOJEKYIApHBIX cuT (4 A) u 2-(Tper-GyrmmammeTwi-
cunaHmtoken)nponmwiamuH (1,22 1), onmcanseni B mpuMmepe 105, wacts a. [locie mepememnBanus B TeUCHUE
HOYM TIpU KOMHATHOH Temrieparype nobapisroT npu 0°C muanoboprunpun Hatpus (0,4 T) M YKCYCHYIO KHCIOTY
(0,33 m). [Tocne mepememmBanust B Teuenue 1 1 mpu 0°C peakunoHHYIO cMech HarpeBaioT npu 65°C B TeueHne
HOuH. PeaknmoHHyI0 cMech QMIBTPYIOT depe3 cioil Celite® u KOHIEHTPUPYIOT IPU MOHIKCHHOM JaBICHUU
JUIsl TIOJTyYEeHHUs] OCTaTKa, KOTOPBIH oumninaroT xpomarorpadueii (SiO,, renran/DA) mis noiydeHus 2-[2-(Tper-
Oy THIIIMMETHIICHITAHIIOKCH ) ITpotni |-6-xnop-2H-nupazono[4,3-bnupuauna (0,6 r, 37%). MC (3C): M/Z
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[M+H]=326. 'H SIMP: (400 MI'u, xopodopm-d): -0,37 (c, 3H), -0,09 (c, 3H), 0,79 (c, 9H), 1,24 (n, J=6,1 T,
3H), 4,21-4,31 (M, 1H), 4,33-4,38 (M, 1H), 4,40-4,47 (m, 1H), 8,00 (nm, J=2,1, 0,9 'y, 1H), 8,22 (m, J=0,7 I',
1H) u 8,48 (z, J=2,1 I'u, 1H).

IIpumep 156. N-[2-(6-Xnop-2H-mupazono[4,3-b]mupuaun-2-un)-1-nmano- 1 -metuna T |-4-tpudropme-
tuntuobensamu (coequnenue Ne 3.000).

IIpu ucnonp30BaHNUU MPOIETYPHI, OJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITIOUE€HHEM HCIOIb30BaHUs 2-
amuHO-3-(6-x10p-2H-nupa3zono[4,3-bnupuaus-2-wm)-2-MeTHINPONHOHUTpUIIA (35 MI, OIIMCAaHHOTO B PUMEpPE
155) n 4-TpudropMeTHNTHOOCH30MIXJIOPU/IA, TUTYJIFHOE COEIMHEHNE BBIICISIOT B BHAE 0eloro TBEPAOro Be-
mectBa (13 Mr, 20%). MC (3C): M/Z [M+H]=440. 'H SIMP: (400 MTI'n, x1opodopm-d): 1,96 (c, 3H), 4,86 (x,
J=14,0 I'y, 1H), 5,01 (&, J=14,0 I'u, 1H), 7,71-7,83 (M, 2H), 7,83-7,92 (M, 2H), 8,02 (a1, J=2,1, 0,9 I'n, 1H), 8,12
(c, 1H), 8,43 (1, J=0,7 ', 1H) u 8,56 (1, J=2,1 I'n;, 1H). "°F SIMP (376 MI'n1, x10podopm-d): 42,2 (c, 3F).

[pumep 157. N-[2-(6-Bpom-2H-nmpa3zomno[4,3-b|mupunwua-2-mn)- 1 -mnaHo- | -MeTrdTii |-4-Tpud TopMe-
Tokcuben3amu (coennuenue Ne 3.011).

[Ipu ucronp30BaHNH MPOIETYPHI, TOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOJIB30BaHUS 2-
amuHO-3-(6-6pom-2H-ninpazono[4,3-bnupuaun-2-mn)-2-Metwponuonurpuia (156 Mr), TUTYJIbHOE COeqUHE-
HHe BBIIEISIOT B BUJE Oenoro TBEpaoro Bemectsa (133 mr, 48%). MC (9C): M/Z [M+H]=468. 'H SIMP: (400
MTI'n, xaopodopm-d): 1,93 (c, 3H), 4,84 (n, J=14,0 I'y, 1H), 5,00 (x, J=14,1 I'u, 1H), 7,31 (a, J=8,1 I'u, 2H),
7,82-7,90 (m, 2H), 7,99 (c, 1H), 8,20 (1, J=1,9, 0,8 I'n;, 1H), 8,39 (c, 1H) u 8,61 (1, J=2,0 I'n, 1H). "F SIMP
(376 MTI'n1, xmopoopm-d): -58,1 (c, 3F).

2-AmuHo-3-(6-6pom-2H-nimpazosno[4,3-b Junpuann-2-nmn)-2-metnnnpornnonutpui (416 mr 80%) nomydaror
IIPY UCIIOJIb30BAaHUH TPOLIEAYPHI, I0I00HO ONMCAaHHOM B puMepe 1, 4acTb b, 3a HCKIIIOYEHUEM HCIIOJIb30BAHHS
B KauecTBEe MCXOTHOTO BemiecTBa 1-(6-Opom-2H-mmpazomno[4,3-b]nmupuauH-2-mwn)upomnad-2-oHa (471 mr). 1-(6-
Bpom-2H-tmmpa3zomno[4,3-b|mupuamH-2-mn)nponan-2-0H MOMyYaloT NPH HCHOJIB30BAHUHU MPOIETYPHI, MOI00HO
omrcaHHo# B mpumMepe 105, gactu ¢ u d, 3a HCKITIOYEHHEM HUCTIONIE30BAaHHS B KAYECTBE HCXOIHOTO BEIIeCTBa 2-
[2-(Tper-0y THIAMME TUIICHIaHUIIOKCH ) TTponi | -6-0pom-2H-niupazono[4,3-b nupuanna (289 mr, 39%), koTopbiii
MOJYYaroT IPH WCIOJIB30BAHMH MPOIEAYPHI, TOJOOHO ONMMCAHHONW B mpuMepe 155, 3a HCKITIOUEeHHEM HCIIOB30-
BaHUS B KaueCTBE MCXOJHOTO BEIIECTBA S-OpOoM-3-HUTPOMHUPUANH-2-KapOokcHanbaeruaa (462 mr). 5-bpom-3-
HUTPOIHUPHIUH-2-KapOOKCHAIBIET U TIOIYyYatoT IIPU MCIIOJIB30BaHUU TPOLEIYPbI, I000HO OIMCAHHOW B IPHU-
Mepe 136, dactu a-c, 32 UCKJIFOUCHHEM KCIIOJIb30BaHUS B Ka4€CTBE MCXOIHOTO BEIIECTBA 2-aMUHO-5-OpoM-3-
HutponupuauHa (50 r) U ucnonb3oBaHus uoaa (69,9 ) B yacTu a BMECTO OpoMujia Meau Ul MOJy4eHHs S-
OpoM-2-no-3-HUTPONMPUANHA B BUe kEnToro TBEpAOro Bemectsa (27,4 T, 36%) OkucauTenbHOE paciersie-
HHE TP UCTI0NIb30BaHNH 4% pacTBOpa TETPOKCHa OCMUs B Bojie (4 mMi1) U nepuozara Hatpus (6,7 T) NpOBOAAT B
cvecu TT'® u Bogsr (10:1, 390 mur) B yacT ¢ BMECTO O30HOJM3a, a 3aT€M MPOLEAYPHI, TOJOOHO OMUCAHHOW B
npuMepe 61 s modaydeHus 5-0poM-3-HUTPOMUPUANH-2-KapOOKCHANBIETHAA B BHJIE JKEITOBATO-KOPHYHEBOTO
TBEpHoro Bemectsa (3,8 T, 62%) u3 5-6pom-3-HUTpO-2-BuHKMIMUpPUANHA (6 T).

Ilpumep 158. N-[2-(6-Bpom-2H-nupa3zoino[4,3-b]nupuaun-2-mn)- 1 -nuaHo- 1 -meTuiatii |-4-tpudropme-
tunTrHoOeH3amu (coenuaenue Ne 3.012).

[Ipu ucronp30BaHNUH MPOIETYPHI, TOJOOHO OMMCAHHOM B IpuMepe 1, 3a HCKITFOUEHHEM HCIIOJIB30BAHUS 2-
amuHO-3-(6-0pom-2H-nipazono[4,3-b|nupuaun-2-mi)-2-MeTHINPONHOHUTpHIa (223 MT, ONMCAaHHOTO B IIPUMe-
pe 157) u 4-rpudropmMeTHNTHOOCH3OWIXIOPUIA, TUTYJIBPHOE COCIMHEHUE BBIACIAIOT B BHJIE OEIOro TBEPIOTO
Bemectsa (145 mr, 38%). MC (9C): M/Z [M+H]=484. 'H SIMP: (400 MI'n, xnopodopm-d): 1,95 (c, 3H), 4,86
(n, J=14,0 I'u, 1H), 5,01 (», J=14,1 I'u, 1H), 7,78 (g, J=8,3 I'n), 7,78 (n, J=8,3 I'u, 2H), 7,84-7,90 (M, 2H), 8,11
(c, 1H), 8,22 (mn, J=2,0, 1,0 T'u, 1H), 8,42 (1, J=0,8 T'u;, 1H) u 8,64 (1, J=2,0 ['n, 1H). "F SIMP (376 MI', xJ10-
podopm-d): -42,2 (c, 3F).

Coenunenns nmpuMepoB 159, 160 morydeHsl COTIacHO CIenyromeii o0mmei cxeMe peaKIlim:

R R, R
N i
N~ "N R NCS or NBS p: N N
. A =
== Iif o Acetonitrile R ll\l i 0
Ryg N 10 R

80°C "
R,=Ci, BrorH

Ry=Cl, BrorH
R=0CF, or SCF, R=QCF; or SCF;

Acetonitrile anerornTpHI

Koueunslit npoaykr:

V:N, W:C-H, X:C-Rlo; Y:C-Rll;

Q=C-Ry; P=N;

R;=R,=H; a=1; Rs=CHj;; R¢=H;

7=C(0); R;=n-¢henun-R.

IIpumep 159. N-[1-Luano-2-(3,6-guxnop-2H-nmpazono[4,3-6 jnupuaun-2-wmin)- 1 -meTrnayTui |-4-tpudrop-
MeTokcubenzamun (coequnenue Ne 3.017).

Cwmech N-[2-(6-Xnop-2H-nupa3zomno[4,3-b]mupuaun-2-un)- 1 -iiuaHo- 1 -MeTui3ThI |-4-TpUPTOPMETOKCH-
6enzamuza (134 mr, onrcannoro B npumepe 155) n N-xnopcykunaumuna (51 mr) B aneronurpune (3,5 mi) Ha-
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rpeBatoT npu 60°C B TeueHne HOUM. CMech KOHLECHTPHPYIOT MPU MMOHIKEHHOM JIABJICHUH JUTS ITOJYYCHHUS OC-
TaTKa, KOTOPBI ouniiaoT xpomartorpadueii (SiO,, rentan/DA) Asst MOAyUEHHsT TUTYIBHOTO COSTUHEHHS B BUJIE
6enoro TeEpaoro Bemectsa (129 mr, 89%). MC (3C): M/Z [M+H]=458. 'H SIMP: (400 MI'u, IMCO-d,): 1,78
(c, 3H), 5,10-5,20 (m, 2H), 7,53 (n, J=8,3 I'y, 2H), 7,97 (1, J=8,8 I', 2H), 8,43 (1, J=2,0 I'u, 1H), 8,59 (x, J=2,0
', 1H) u 8,99 (c, 1H). "F SIMP (376 MI'n, JIMCO-de): -57,1 (c, 3F).

Mpumep 160. N-[2-(3-Bpom-6-x110p-2H-nupasono[4,3-bnupuaun-2-ui)- 1-unano-1-mermiaTun|-4-Tpu-
¢dropmerokcudbenzamuy (coenunenue Ne 3.019).

Cwmecp N-[2-(6-x110p-2H-nmupazono[4,3-b]nupuaun-2-uin)- 1 -unano- 1 -Me i T |-4-Tpu TOpMETOKCHOEH-
3amuza (134 mr, onmcanHoro B npumMepe 155) u N-Opomcykumanmua (68 mr) B aneronntpuiie (3,5 mMi) Harpe-
BatoT npu 60°C B TeueHne Houn. CMech KOHLEHTPUPYIOT IIPH NOHKEHHOM JaBJICHUH VISl IOJyYEHHs OCTaTKa,
KOTOPEII ounimaroT xpomarorpadueii (SiO,, rentan/DA) A TOTyISHUS TUTYIFHOTO COSIMHEHUS B BUE Oelo-
ro TBépaoro BemectBa (125 mr, 80%). MC (3C): M/Z [M+H]=502. 'H SIMP: (400 MI'u, IMCO-de): 1,78 (c,
3H), 5,10-5,22 (M, 2H), 7,52 (1, J=8,2 T'u, 2H), 7,98 (1, J=8,7 I'u, 2H), 8,43 (1, J=2,0 'y, 1H), 8,58 (1, J=1,9 I'yy,
1H) 1 9,00 (c, 1H). "°F IMP (376 MI'u, AIMCO-de): -57,1 (c, 3F).

Tabmuua 1
Rs N R
~ R5
Re ¢ ,'“/71,NH
- (le)
N
R7o / / O
Ry N

V:C-Rg; W:C-Rg; X:C-Rlo; Y:C-Rl 1s

Q=P=N;

R;=Rs=R¢=H; a=1; Rs=CHj3;

7=C(0); R/=n-dpenmn-R
Coemnnenne
# R Rs R Ry Rip |Rp
1.001 OCF; Me H Cl H H
1.002 CF; Me H Cl H H
1.003 SCF3 Me H Cl H H
1.004 OCF; Me H H H H
1.005 SCF3 Me H H H H
1.006 OCF; Me H Me H H
1.007 SCF3 Me H Me H H
1.008 OCF; Me H CF; |H H
1.009 SCF3 Me H CF; |H H
1.010 OCF; Me H Cl Cl H
1.011 SCF3 Me H Cl1 Cl H
1.012 OCF; Me Cl H Cl H
1.013 SCF; Me Cl H Cl H
1.014 OCF; Me Cl H CF; |H
1.015 SCF; Me Cl H CF; |H
1.016 OCF; Me H CN H H
1.017 SCF; Me H CN 18 H
1.018 OCF; Me CF, H CF; |H
1.019 SCF; Me CF; H CF; |H
1.020 QCF; Me H Br H H
1.021 SCFs Me H Br H H
1.022 SOCTF; | Me H CN H H
1.023 SOCF; Me Cl H CF; |H
1.024 SOCF; | Me Cl H Cl H
1.025 SO.CF; | Me Cl H Cl H
1.026 SO.CF; | Me H CF; |H H
1.027 SO.CF; | Me H CN H H
1.028 SO0.CF; | Me Cl H CF; |{H
1,029 SO,CF; | Me H H H H
1.030 SOCF; | Me H Me H H
1.031 SO,CF; | Me H Cl H H
1.032 OPh Me H Cl H H
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1.033 OCF; Me Me H Cl H
1.034 SCF; Me Me H Cl H
1.035 OCF; Me H OCF; |H H
1.036 SCF; Me H OCF; |H H
1.037 OCF; Me CF; H Cl H
1.038 SCF; Me CFs3 H Cl H
1.039 OPh Me Me H Cl H
1.040 OCF; Me H Cl Me |H
1.041 SCF; Me H Cl Me |H
1.042 OPh Me CF, H Cl H
1.043 OCF; Me Cl H H H
1.044 SCF; Me Ct H H H
1.045 OPh Me Cl H H H
1.046 Ph Me Cl H Cl H
1.047 OCF; Et H Cl H H
1.048 SCF3 Et H Cl H H
1.049 OCF; CH>CH(CH3), | H Cl H H
1.050 SCF; CH.CH(CH3), | H Cl H H
1.051 OCF;4 Tper-Bu H Cl H H
1.052 SCF; Tper-Bu H Cl H H
1.053 t-Bu Me Cl H Cl H
1.054 OCF3 Me CN H CF; |H
1.055 SCF; Me CN H CF; 'H
1.056 OCF; Me CF; H CN |H
1.057 OCF3 Me Br Cl H H
1.058 OCF;3 CH,O0H H Cl H H
1.059 SCF, CH,0H H Cl H H
1.060 OCF; Me Br H Cl H
1.061 OCF; CH,SMe H Cl H H
1.062 QOCF; CH,OMe H Cl1 H H
1.063 OCF3 CHOSO:Me | H Cl H H
1.064 OCF; Me Cl Cl H Cl
1.065 SCF; Me Cl Cl H Cl
1.066 SCF3 Me CF3 H CN |H
1.067 OCF; Me CN H Cl H
1.068 OCF; Me p-Ph-CF3 H Cl H
1.069 CHFCF; | Me Cl Cl H Cl
1.070 OCF; Me Cl H OMe | H
1.071 SCEs Me Cl H OMe | H
1.072 OCF5 Me H OMe |H H
1.073 SCF; Me H OMe |H H
1.074 OCF; Me CH,NH, H Cl H
1.075 OCF; Me BuHut H Cl H
1.076 SCF, Me Buuun H Cl H
1.077 OCT; Me CH(OH)CH,OH | H Cl H
1.078 OCF3 Me CH(F)CH,F H Cl H
1.079 OCF3 Me Dopmun H Cl H
1.080 OCF; Me CH:NMe, H Cl H
1.081 OCF; Me CH;OH H Cl H
1.082 OCF; Me COH H Cl H
1.083 OCF; Me Br Cl H Br
1.084 QCF; Me COMe H Cl H
1.085 SCFs Me Bt Cl H Br
1.086 OCF; Me Br Cl H Ci
1.087 SCF; Me Br Cl H Cl
1.088 OCF; Me Br Cl Br Cl
1.089 SCF; Me Br Cl Br Cl
1.090 OCF3 Me F Cl H Cl
1.091 SCF3 Me F Cl H Cl
1.092 OCF3 Me Me Cl H Me
1.093 SCF; Me Me Cl H Me
1.094 OCE3 Me F Br H Me
1.095 SCF3 Me F Br H Me

Coenunenus obieit popmyisl (Ic), KOTOpBIE MPEICTABISAIOT OCOOBIN HHTEPEC:

N-[2-(5-xn0p-2H-6en30Tpna3zon-2-un)- 1 -mano- 1 -metmw T |-4-rpudropMeTokcudeH3amMu (CoeMHeHne
Ne 1.001);

N-[2-(5-xm0p-2H-6en30Tpnaszon-2-un)- 1 -mano- 1 -metmwmaTuin|-4-rpudropmerninOensamu  (coeuHeHne
Ne 1.002;

N-[2-(5-xmop-2H-6en30Tpra3on-2-min)- 1 -imano- | -Me T3 ThI |-4-TpUPTOPMETHITHOOCH3aMUL  (COeoUHe-
Hue Ne 1.003);

N-[2-(2H-6en30Tprazon-2-umn)- 1 -nuano- 1 -metmina T |-4-tpudropmerokcudensamun  (coemuHeHne  Ne
1.004);

N-[2-(2H-6en30Tprazon-2-umn)- 1 -nuano- 1 -metiia T -4-rpudropmernarnodensamun  (coequHenne  Ne
1.005);

N-[1-nmaHo-1-metnn-2-(5-metnin-2H-6eH30Tpuazon-2-wmn)3tui|-4-tpud ropMeTokCHOeH3aMu1  (CoeauHe-
Hue Ne 1.006);

N-[1-mimano- 1-metun-2-(5-metuin-2H-0en3oTpuaszon-2-un)atui|-4-rpudTopMeTnntTiodeH3amMus  (coenuHe-
Hue Ne 1.007);
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N-[1-tmmano- | -meTun-2-(5-tpudropmernin-2H-6en30Tprazon-2-wmn )t |-4-tpud ropmeTokcndeH3aMu
(coemunenue Ne 1.008);

N-[1-tmano- 1 -metun-2-(5-tpudropmernin-2H-6eH30Tprazon-2 -1 )3T |-4-Tpud TopMe TUITHOOSH3AMELT
(coenunenue Ne 1.009);

N-[1-nuano-2-(5,6-nuxnop-2H-6en30Tpra3on-2-un)- 1 -MeTrd T |-4-Tpud TopMerokcubeH3amMu  (coeIu-
HeHue Ne 1.010);

N-[1-nuano-2-(5,6-nuxnop-2H-6eH30Tprazon-2-wmi)- | -Me T3 w1 |-4-Tpuh TOPME TUITHOOCH3aAMU T (co-
enuneHue Ne 1.011);

N-[1-tmmano-2-(4,6-nuxmop-2H-06en30Tprason-2-mi)- 1 -MmeTudTin | -4-Tpu TopMeTokcuOeH3aMu, | - (coeIu-
Hernue Ne 1.012);

N-[1-tmmano-2-(4,6-muxmop-2H-6en30Tpuason-2-mn)- 1 -metmmatun | -4-tpudropmermnrnodensamuy  (co-
equaenne Ne 1.013);

N-[2-(4-x50p-6-TpudTopmetrn-2H-0eH30Tpra3z01-2-mi)- 1 -iimano- 1 -Me THa3 ThI | -4-TpUPTOPMETOKCHOCH-
3amuj (coequHenne Ne 1.014);

N-[2-(4-x50p-6-TpudTopmetmi-2H-0eH30Tpraszo1-2-mn)- 1 -iimano- 1 -Me T3 ThI | -4-TPpUPTOPMETHITHOOCH-
3amuj (coequnenne Ne 1.015);

N-[1-nnano-2-(5-nnano-2H-0en301prazon-2-mn)- 1 -metrinatii |-4-tpudropmeTokcudenzamun  (coeauHe-
Hue Ne 1.016);

N-[1-imano-2-(5-nmano-2H-6en30Tprazon-2-min)- 1 -MeTnina T |-4-TpudTopMeTHITHOOEH3aMU L, (COeTuHe-
Hue Ne 1.017);

N-[2-(4,6-0uc-(Tpucropmernin)-2H-6en30Tprazon-2-mi)- 1 -nuaHo- 1 -meTuna T | -4-Tpud ropMe Tok CHOSH-
3amuj (coequaenue Ne 1.018);

N-[2-(4,6-6uc-(tpudTopmeriu)-2H-6eH30TpHa30I-2-11)- | -IInaHO- | -Me T THIT |-4-TPHPTOPMETHITHOOCH-
3amu (coequaenue Ne 1.019);

N-[2-(5-6pom-2H-6en30Tpuazon-2-un)- 1 -inano- 1 -meTuna e |-4-Tpud ropMe TokcuoeH3aMu 1 (COeTMHEHNE
Ne 1.020);

N-[2-(5-6pom-2H-6en30Tprazon-2-un)- 1 -mnano- 1 -meTrna T |-4-tpud ropmetnaTrHoOeH3aMuL  (CoeauHe-
Hue Ne 1.021);

N-[1-unaHo-2-(5-nuano-2H-0en30Tpra3zon-2-mi)- 1 -Me T3 TII |-4-TpUPTOPMETHICYIbPHUHUITOCH3AMH T
(coenunenue Ne. 1.022);

N-[2-(4-xm0p-6-TpudTopmerni-2H-6eH30Tprazon-2-mi)- 1 -ipano- 1 -MeTuis T | -4-Tpud TopMeTHIICY Jb-
¢duaITOeH3aMuy (coeauaeHue Ne 1.023);

N-[1-tmmano-2-(4,6-guxmnop-2H-6en30Tprazon-2-mn)- 1 -Mme i T | -4-Tpud TopMe THICY TbHUHITOCH3aMU T
(coemuuenne Ne 1.024);

N-[1-tmmano-2-(4,6-muxmnop-2H-06en30Tpuason-2-mn)- 1 -meTuma T | -4-Tpud TopMe THIICy 6 OHMITOSH3AMHL T
(coenunenue Ne 1.025);

N-[1-umano- 1-metun-2-(5-rpudropmernn-2H-6en30Tprazon-2-mi)atui |-4-tpudropMe TUICY b HOHUITOSH-
3amuj (coequHenne Ne 1.026);

N-[1-nuaHo-1-metmn-2-(5-1uano-2 H-6eH30Tpuazon-2-wmwi)3tui |-4-tpud TopMe THICY b () OHIITOCH3aMU T
(coenunenue Ne 1.027);

N-[2-(4-xnop-6-Tpudropmerii-2H-6en30Tprazon-2-uin)- 1 -nuaHo- 1 -MeTHiaa T | -4-Tprud TopMeTHIICY Jib-
¢onundenzamuy (coenunenue Ne 1.028);

N-[2-(2H-6en30Tpuazon-2-un)-1-nuano- 1 -meTrna T | -4-TpudropmeTiicynbGoHmIOeH3aMuL  (CoeiuHe-
Hue Ne 1.029);

N-[1-tmmano- | -meTnn-2-(5-metun-2H-0eH30Tprason-2-mi)3Tii | -4-TpuPTOPMETHIICY TH(POHIIIOCH3aMH]
(coemuuenne Ne 1.030);

N-[2-(5-xmop-2H-06en30Tprazon-2-mn)- 1 -iimano- | -Me T3 THIT | -4-TpUPTOPMETHICYTHPOHMIOCH3aMuU (CO-
equaenne Ne 1.031);

N-[2-(5-xn0p-2H-6eH30Tprazon-2-mn)- 1 -imano- 1 -metmwm T -4-penokcnoensamua  (coeaunenne  Ne
1.032);

N-[2-(6-xmop-4-meTmi-2H-0en30Tpra3on-2-mn)- 1 -iipano- 1 -meTuna tun |-4-TpudTopMeTokcudbeHzamus (co-
equnenue Ne 1.033);

N-[2-(5-xn0p-4-metnn-2H-6en3orpuazoin-2-nin)- 1 -unano- 1 -me i T |-4-Tpud TopMe THII THOO SH3aMU 1T
(coenuuenue Ne 1.034);

N-[1-mano- 1-metun-2-(5-rpupropmeroxcu-2H-6en30Tprazon-2-mi)atui |-4-Tpud TopMeTokcHOeH3aMu 11
(coemunenne Ne 1.035);

N-[1-tmmano- | -meTnn-2-(5-tpudropmerokcu-2H-6eH30TpHa3011-2-1i1)3THI |-4-TpUPTOPMETHITHOOCH3aMU T
(coemuuenne Ne 1.036);

N-[2-(6-x510p-4-TpudTopmermn-2H-0eH30Tpraszo1-2-mn)- 1 -iimano- 1 -Me T TrI | -4-TpUPTOPMETOKCHOCH-
3amuj (coequHenne Ne 1.037);

N-[2-(6-x510p-4-TpudTopmermn-2H-0eu30Tpraszoi1-2-m)- 1 -iimano- 1 -Me THa3 ThII | -4-TPUPTOPMETHITHOOCH-
3amu] (coequnenue Ne 1.038);
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N-[2-(6-xmop-4-metnin-2H-6en30Tpuazon-2-mn)- | -imano- 1 -Metima T | -4-peHokcnOeHsaMu  (CoeauHe-
Hue Ne 1.039);

N-[2-(5-xm0p-6-MeTnin-2H-6en30Tpra3zon-2-un)- 1 -iiuano- 1 -metrina i | -4-tpud ropMerokcrbeHzamu 1 (Co-
equaenne Ne 1.040);

N-[1-nuaHo-1-metnn-2-(5-metnin-2H-6eH30Tprazon-2-1mwi)3Tui |-4-Tpu TopMeTHATHOOCH3aMuU T (COeIHMHE-
Hue Ne 1.041);

N-[2-(6-x5op-4-Tpudropmeriin-2H-6en30Tprazon-2-uin)- 1 -iuaHo- 1 -MeTnia T | -4-peHoKkcnoeH3aMu 1
(coenuuenue Ne 1.042);

N-[2-(4-xmn0p-2H-6eH30TpHa3zon-2-un)- 1 -iuano- 1 -metmia T |-4-rpudropMeTokcubeH3amu| (CoeMHeHne
Ne 1.043);

N-[2-(4-xmop-2H-0en30Tprazon-2-min)- 1 -mmano- | -Me T3 ThI |-4-TpUPTOPMETHITHOOCH3aMUA  (COeaHNHe-
Hue Ne 1.044);

N-[2-(4-x0p-2H-6eH30Tprazon-2-mn)- 1 -imano- 1 -metmwm T |-4-penokcnoensamua  (coeaunenne  Ne
1.045);

N-[1-tmano-2-(4,6-guxmop-2H-06eH30TpHrazon-2-mi)- 1 -MeTHId T | 0udeHn-4-kapookcamu (COSIMHEHHE
Ne 1.046);

N-{1-[(5-xsop-2H-0en30Tprazon-2-mwi)metui]- 1 -ipanonporun } -4-rpudropmerokcudeH3amMu  (coeauHe-
uue Ne 1.047);

N-{1-[(5-xnop-2H-6en30Tprazon-2-mn)MeTni]- 1 -unanonponui | -4-rpudropmernnrinodensamMus  (coeau-
Herne Ne 1.048);

N-{1-[(5-xn0p-2H-6en30Tpnazon-2-mi)MeTui]- 1 -unano-3-meTmiOy v | -4-Tpud TopMeToKCnO eH3aMu1 1
(coemunenne Ne 1.049);

N-{1-[(5-x10p-2H-6en30TpHazon-2-uia)MeTwi |- | -nnano-3-MeTinoy Tui } -4-TpuTopMeTHITHOOSH3aMH T
(coemuuenne Ne 1.050);

N-{1-[(5-x10p-2H-0eH30TpHazoa-2-uia)MeTw |- 1 -iuano-2,2 - TMME THIIIPOIINI | -4-TpHUPTOPMETHITHOOCH-
3amuj (coequHenne Ne 1.051);

N-{1-[(5-xn0p-2H-0en30Tprazon-2-mwi)MeTwi |- 1 -iiuano-2,2 - ITMME THIPOIINI } -4-Tpr(TOpMETHATHOOCH3a-
muj (coenuuerne Ne 1.052);

N-[1-nnano-2-(4,6-nuxnop-2H-6eH30Tpra3on-2-u)- | -MeTiid T |-4-TpeT-0y TiiioeH3amMu;  (COSIMHCHHUE
Ne 1.053);

N-[1-timano-2-(4-nimano-6-rpudropmernin-2H-0enzorpuazon-2-ui)- 1 -metnina i -4-rpud ropmeTokcOe H-
3amun (coequnenne Ne 1.054);

N-[1-tmmano-2-(4-mmano-6-rpudropmermin-2H-6en30Tprazon-2-wmn)- | -MeTHII T |-4-TPUPTOPMETHIITHO-
oenzamuy (coenuuenue Ne 1.055);

N-[1-tmmano-2-(6-mmano-4-tpudropmermin-2H-6eH30TpHazon-2-min)- | -Me T3 THI |-4-TPUPTOPMETOKCHOCH-
3amuj (coequHenue Ne 1.056);

N-[2-(4-6pom-5-xmtop-2H-0eH30Tprazon-2-mi)- 1 -me T T | -4-Tpu TopMe TOKCHOEH3aMu T (COSIMHEHUE
Ne 1.057);

N-[2-(5-xnop-2H-06en3oTpuazon-2-ui)- 1 -unano- 1 -(rugpokcumMeTnn )3 tui |-4-Tpu TopMeTokCno eH3aMu, 1
(coenunenue Ne 1.058);

N-[2-(5-xnop-2H-0en3o0Tpuazon-2-ui)- 1 -unano- 1 -(ruipokcuMeTHIN )3 TII |-4-TpU D TOPMETHIITHOOSH3aMU /T
(coemuuenue Ne 1.059);

N-[2-(4-6pom-6-x110p-2H-6eH30TpHazon-2-un)- 1 -iuano- 1 -metrwia T -4-rpudropmMerokcudeHzamuy  (co-
enunenne Ne 1.060);

N-[2-(5-xmop-2H-06en30Tpraz3on-2-mn)- 1 -iimano- 1 -(MeTHATHOMETHIT )3T | -4-TPpUPTOPMETOKCHOCH3aMU T
(coemuuenne Ne 1.061);

N-[2-(5-xmop-2H-06en30Tpra3on-2-min)- 1 -rimano- | -(MeTOKCHMETHI )3 THII |-4-TPUPTOPMETOKCHOCH3aMULT
(coenunenue Ne 1.062);

N-[2-(5-xn0p-2H-0eH30Tpna3zomn-2-un)- 1 -1mano- 1 -(MerancyabHpoHmIMe T )3TrI |-4-TprUhTOPMETOKCHUOCH-
3amuj (coequHenne Ne 1.063);

N-[1-nnano-1-metnn-2-(4,5,7-tpuxiop-2H-6eH30Tpra3on-2-mn)3tui|-4-TpudropMeTokcnoeH3amua  (co-
equnenue Ne 1.064);

N-[1-timano-1-metun-2-(4,5,7-rpuxnop-2H-6en3oTprazoin-2-mi)atui|-4-tpudropmeruntnodeHsamMus  (co-
enuneHne Ne 1.065);

N-[1-imano-2-(6-nmano-4-rpudropmernin-2H-0eH30Tprazon-2-uia)Me T TN |-4-TpU B TOPMETHIITHOO S H-
3amuj (coequnenne Ne 1.066);

N-[2-(6-xmop-4-tmmano-2H-6en30Tpra3zon-2-un)- | -imano- 1 -metrma T | -4-Tpud TopMerokcnoeH3amMu (co-
equaenne Ne 1.067);

N-{2-[6-x10p-4-(4-Tpudpropmermndenwn)-2H-0en3orprazon-2-mi|- 1 -uimano- 1 -metradtin } -4-rpudropme-
TokcuOen3amuz (coenuuenue Ne 1.068);

N-[1-unano-1-metun-2-(4,5,7-tpuxnop-2H-6en3orpuazon-2-mn)stun]-4-(1,2,2,2-retpadropsTiin)oeH3a-
muj (coenuuenne Ne 1.069);
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N-[2-(4-xmop-6-meToxcu-2H-6er30Tprazon-2-mn)- | -imano- 1 -Mme Tii T | -4-Tpud TopMe TOKCHOSH3aMIL T
(coemunenue Ne 1.070);

N-[2-(4-x50p-6-MeTokcu-2H-6eH30Tprazo-2-wmwi)- 1 -iinano- 1 -Me THa THlI | -4-Tpu TOPME TUIITHOO S H3AMH T
(coemunenue Ne 1.071);

N-[1-nnaHo-2-(5-merokcu-2H-0eH30Tpua3zon-2-mn)- 1 -MeTridTii |-4-Tprud TopMeTOKCHOeH3aMu1  (coenu-
HeHue Ne 1.072);

N-[1-nnano-2-(5-merokcu-2H-0eH30Tpuazon-2-mi)- 1 -MeTHIITII |-4-TPUPTOPMETHITHOOCH3aMuU A (COeIu-
Herne Ne 1.073);

N-[2-(4-amunomeTHI-6-x110p-2H-0eH30TpHazon-2-uin)- 1 -unano- 1 -me Tt |-4-tpud Topme TokcnbeH3a-
muj (coenuuerne Ne 1.074);

N-[2-(6-xmop-4-BuHNn-2H-6er30TpHazon-2-mn)- 1 -inano- 1 -metw T |-4-tpudropmetrokcudenzamun (co-
equaenne Ne 1.075);

N-[2-(6-x50p-4-BuHII-2H-6eH30TpHa301-2-11)- | -1inaHo- 1 -Me THI THI |-4-Tpru TOpMETUITHOOCH3aAMU T
(coenunenue Ne 1.076);

N-{2-[6-xn0p-4-(1,2-murumpoxcustii)-2H-0eH30Tprazon-2-wmi]- 1 -ipaHo- | -MeTHI THI § -4-TpU TOPMETOKCH-
6enzamun (coenunenue Ne 1.077);

N-{2-[6-x510p-4-(1,2-1udTopaTIn)-2H-6eH30TpHrazon-2-mi|-1-uano- 1 -MeTHa3 THI } -4-TpUPTOPMETOKCH-
6enzamuy (coenunenue Ne 1.078);

N-{2-[6-xn0p-4-popmumn-2H-6en30Tprazon-2-mi|- 1 -nuaHo- 1 -MeTHas T } -4-TpuTOpMETOKCHOSH3aMH ]
(coenuuenue Ne 1.079);

N-2-[6-x10p-4-mumeTnnaMuHoMeTri-2H-0en30Tprason-2-ui- 1 -nano- 1 -me i i |-4-Tpu TopMe ToKcu-
oenzamuy (coenuuenue Ne 1.080);

N-2-[6-x710p-4-TrHapokcumeTi-2H-6er30Tprazon-2-wuin|- 1 -uano- 1 -me T T | -4-Tpud TopMe TOKCHOeH-
3amu (coequnenne Ne 1.081);

6-xm0p-2-[2-1tnano-2-({[4-(tpudropmeroxcn )b erni | kapOoHm } amuHo )portii |-2H-0eH3oTpuaszon-4-kap-
O6onoBas kucnora (coequaenne Ne 1.082);

MeTWJIOBBIH  3dup  6-x10p-2-[2-1tano-2-({[(4-TpudTopMeToKrcH )deHm |kapOoHwI } amuHO )riporwi|-2H-
0eH30Tpua30i-4-kapOoHOBOM KHCIOTHI (coenunerue Ne 1.084);

N-[2-(5-xn0p-4,7-nnbpom-2H-6en30Tpra3zon-2-un)- 1 -iiuano- 1 -Me T TH |-4-Tpud TOpMEeTHITHOOCH3AMH
(coenunenue Ne 1.085);

N-[2-(4-6pom-5,7-nuxnop-2H-6en30Tprazon-2-min)- 1 -nipaHo- 1 -MeTusa T | -4-TpudropmMeTokcOeH3aMu T
(coenuuenue Ne 1.086);

N-[2-(4-6pom-5,7-muxnop-2H-6en3oTprazon-2-wmn)- 1 -mano- 1 -Mme Ti Tw | -4-Tpud TopMe THITHOOSH3aMH T
(coemuuenne Ne 1.087);

N-[1-tmmano-2-(4,6-mubpom-5,7-nuxiop-2H-6eH30Tprazon-2-mi)- | -Me T Tii |-4-TpuP TOPMETOKCHOCH-
3amuj (coequHenne Ne 1.088);

N-[1-tmano-2-(4,6-aubpom-5,7-muxaop-2 H-6eH30Tpra3zon-2-min)- 1 -Me T3 ThII | -4-TpUTOPMETHITHOOCH-
3amuj (coequHenne Ne 1.089);

N-[1-1ano-2-(4,6-1ubpom-4-¢prop-2H-6en3oTprazon-2-mn)- 1 -Me T THI |-4-TpU)TOPMETOKCHOCH3aMH 1|
(coenunenue Ne 1.090);

N-[1-umano-2-(5,7-nuxinop-4-drop-2H-06eH30Tprazon-2-umn)- 1 -meTrunathi |-4-Tpud ropMe T THOOSH3aMHU 1T
(coemmuenne Ne 1.091);

N-[2-(5-xn0p-4,7-mumernn-2H-6en3oTprazon-2-min)- 1 -nmano- 1 -metina tii -4-Tpud ropMeTokcno eH3aMu
(coenuuenwne Ne 1.092);

N-[2-(5-xm0p-4,7-mumeTin-2H-6en30Tpra3on-2-mn)- 1 -iimano- | -Me T3 THI | -4-TpUPTOPMETHITHOOCH3a -
mup (coenuaenue Ne 1.093);

N-[2-(5-6pom-4-¢prop-7-metmin-2H-6eH30Tpra3on-2-mi)- 1 -iimano- 1 -MeTrmd T |-4-TpruTOpMEe TOKCHOCH-
3amuj (coequHerne Ne 1.094);

N-[2-(5-6pom-4-prop-7-metnin-2H-6eH30Tprazon-2-mi)- 1 -imano- 1 -MeTHIa T | -4-Tpu ) TOPME TUIITHOOCH-
3amuj (coequHenne Ne 1.095).

Homepa 1.001-1.095 oTHOCSITCS K BBIILICONMCAHHBIM COEAMHEHUSIM ISl MICHTH(UKAIIMK U CCBUIOK, ITPHBeE-
NEHHBIX HIDKE.
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Tabmnuia 2
Rs Rz R
Ry N NH
. (1)
Rio 1 o]
R N

V:C-Rg; W:C-Rg; X:C-Rl 0, Y:C-Rl 1s

Q=C-Ry; P=N;

R;=R4=R¢=H; a=1; Rs=CHj3;

7=C(0); R=n-dpenmn-R
Coennuenne
# R R; Ry iRs [Rp Ry
2.001 OCF; H H INO; |H H
2,002 SCF; H H NO;, |H H
2.003 OCF; H H Cl H Cl
2.004 OPh H H Cl H Cl
2.005 SCF; H H Cl H Cl
2.006 OCEF; H H |Cl H Me
2.007 SCF; H H Cl H Me
2.008 OCF; | OMe H (H |d H
2.009 SCF; OMe H H Cl H
2.010 OCF; Me H Cl H Cl
2.011 SCF; Me H Cl H Cl
2012 OCF; | OMe H |Cl |H H
2.013 SCF; OMe H Cl H H
2.014 OCF; QEt H Cl H H
2.015 SCF; OFt H |Cl |H H
2.016 OCF; OMe H H H H
2.017 OCF; O(CH,;),0Me | H H Cl H
2.018 OCF; O(CH,),NMe» | H H Cl H
2.019 SCF3 OMe H Cl H Cl
2.020 OCF; OMe H Cl H Cl
2.021 OCF; | OMe cl |[H | H
2.022 SCF; OMe ClL |H Cl H
2.023 OCF; OMe H |H Br H
2.024 SCF; OMe H H Br H
2.025 QCF; OMe H |H CF, H
2.026 SCF; OMe H H CFs3 H
2.027 OCF, OEt H H Cl H
2,028 SCF OEt H |[H [Q H
2.029 OCF; O-n-Pr H H Cl H
2.030 SCF; O-n-Pr H H Cl H
2.031 OCF; O-n-Bu H H Cl H
2,032 OCF; OMe H H COMe |H
2.033 OCF; OMe H H NO, H
2.034 OCF; | OMe H [H |[NH, H
2.035 OCF, OMe H H NHAc |H
2.036 OCF; OMe H H CONH, |H
2.037 OCF, H H H Cl H
2,038 SCF; H H H Cl H
2.039 OCF, Cl H H Ci Cl
2.040 OCF, H Cl |H Cl H
2.041 SCF5 H Cl |H Cl H
2.042 OCF, Br H H Cl H
2.043 OCF, H H H Cl Br
2.044 QCF; Cl H H Cl H
2.045 OCF; H H H Cl Cl
2.046 OCF; Br Cl |H Cl Br
2,047 OCF; |H Cl |[H [ Br
2.048 OCF; H Cl |H Cl Ci
2.049 SCF; H Cl |H Cl Cl
2.050 OCF; Me H |H Cl H

Coenunenus obeit popmyiist (Id), KOTOpbIe MPEACTABISAIOT OCOOBII HHTEpEC:

N-[1-nnano-1-metmn-2-(5-aurpo-2H-unna3omn-2-ui)stui |-4-tpudropmerokcubensamu;  (coenuuaenne Ne
2.001);

N-[1-timano-1-metun-2-(5-antpo-2H-nHnazon-2-un)stuin]-4-rpudropmernnruodenzamu (coennHeHne Ne
2.002);

N-[1-tmmano-2-(5,7-guxmop-2H-unnaz30m-2-mn)- 1 -metma T |-4-tpudropmerokcudeH3aMun  (COeIMHEHUE
Ne 2.003);

N-[1-tmmano-2-(5,7-muxmop-2H-unnazomn-2-nn)- 1 -metmwnatin |-4-penokcnbensamuy  (coequmaeHue  Ne
2.004);

N-[1-unano-2-(5,7-muxnop-2H-urnazon-2-un)- 1 -metuny T |-4-tpud ropMe TuTHOOCH3aMU T (COSAMHEHNE
Ne 2.005);
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N-[2-(5-xmop-7-metnn-2H-urnazon-2-mn)- 1 -nuano- 1 -metwmTin |-4-tpudropmerokcnbeHzamun — (coemu-
Henue Ne 2.006);

N-[2-(5-xmop-7-metnn-2H-unnazon-2-umn)- 1 -nmano- 1 -metuina T |-4-rpudropmeTrrTnodeH3amMu  (Coeau-
Henue Ne 2.007);

N-[2-(6-xmop-3-meTokcu-2H-unnazon-2-wmn)- 1 -nuano- 1 -me Tt |-4-tpud ropmMe TokcC b eH3aMu 1T (co-
equnenue Ne 2.008);

N-[2-(6-x50p-3-MeTokcu-2H-unnazon-2-un)- 1 -unano- 1 -metnina T |-4-rpudropmernnruodenszamuy — (co-
enuneHne Ne 2.009);

N-[1-ttmano-2-(5,7-auxnop-3-mermn-2H-unnazon-2-un)- 1 -merunatun |-4-tpudropmerokcnbenzamun - (co-
enuneHne Ne 2.010);

N-[2-(5,7-nmuxnop-3-meTmn-2H-uana30m1-2-n1)- 1 -rirano- 1 -mMe i i | -4-Tpud TopMe T THOOCH3aMu L, (Co-
equHenne Ne 2.011);

N-[2-(5-xm0p-3-meTokcu-2H-unmazoi-2-un)- 1 -nipaso- 1 -Me Tia Ti |-4-Tpud TopMe TOKCHOSH3aM U 1T (co-
equaenne Ne 2.012);

N-[2-(5-x50p-3-MeTokcu-2H-nnaa3om-2-mn)- 1 -ninano- 1 -metusndtun |-4-tpudropmeTmiitnodenzamut — (co-
equnenue Ne 2.013);

N-[2-(5-xmop-3-3Tokcu-2H-unnazomn-2-wmn)- 1 -nuano- 1 -me it |-4-rpudropmerokcudeH3amun - (coenu-
HeHue Ne 2.014);

N-[2-(5-xn0p-3-3ToKCcH-2H-nHAa301-2-11)- 1 -Itnano- 1 -MeTHa THI |-4-TpU TOPMETHITHOOSH3aAM U 1T (co-
enuneHne Ne 2.015);

N-[1-mimano-2-(3-merokcn-2H-nnnazomn-2-wmn)- 1 -merunatui -4-tpudropmerokcndeH3aMul  (COeANHEHNE
Ne 2.016);

N-{2-[6-x10p-3-(2-MeToKcHaITOKCH)-2H-IHna301-2-1) |- 1 -ttmano- | -meTra Tin  -4-Tpud TopMe ToKCHOeH-
3amuj (coequaenue Ne 2.017);

N-{2-[6-x10p-3-(2-AMeTHIAMHUHOITOKCH ) -2 H-1H1a3011-2-11) |- 1 -1irano- 1 -Me i i | -4-Tpud TopMeTOK-
cubenzamu (coennuenue Ne 2.018);

N-[1-tmmano-2-(5,7-guxnop-3-merokcu-2H-unmazon-2-um)- 1 -MeTrid 1w | -4-Tpru TOPME THITHOOCH3aMU T
(coenunenue Ne 2.019);

N-[1-nmano-2-(5,7-nuxnop-3-merokcu-2H-uuma305-2-wmwi)- 1 -MeTHI U |-4-TpU D TOPMETOKCHOCH3aMHU T
(coenunenue Ne 2.020);

N-[1-imano-2-(4,6-auxnop-3-merokcu-2H-unnazon-2-umn)- 1 -metunatin | -4-tpud ropmeTokcOeH3aMu L
(coenmuenne Ne 2.021);

N-[1-tmmano-2-(4,6-guxmnop-3-mertokcu-2H-urnazon-2-mm)- | -Me T T | -4-Tpruh TOPME TUI THOOCH3aMU
(coemuuenne Ne 2.022);

N-[2-(6-6pom-3-meTokcu-2H-urnazon-2-un)- 1 -imano- 1 -metuma T | -4-tpud topmerokcuden3amuy — (co-
equaenne Ne 2.023);

N-[2-(6-6pom-3-meTokcu-2H-urnazomn-2-wmn)- 1 -iimano- 1 -metmm T |-4-TpudTopmeTunTHoOeH3aMu,  (co-
equaenne Ne 2.024);

N-[1-1imano-2-(3-MeTokcu-6-rpudropmerni-2H-nHnazon-2-mn)- 1 -me i T |-4-rpuTopMe TokCHOEH-
3amuj (coequnenne Ne 2.025);

N-[1-1mano-2-(3-merokcu-6-rpudropmermii-2H-nHnazom-2-uim)- 1 -MeTiia Tri |-4-Tpud TopMe THII THOO € H-
3amun (coequnenue Ne 2.026);

N-[2-(6-xm0p-3-3TOKCH-2H-NHAa307-2-111)- | -1TaHo- | -MeTuaTHI | -4-Tprd TopMeTOKCHOeH3aMu L (coenu-
HeHnue Ne 2.027);

N-[2-(6-xm0p-3-3TOKCH-2H-MHAa30:-2-111)- | -IInaHO- | -Me THIT THIT |-4-TPUPTOPMETHITHOOCH3aMU T (co-
equHenne Ne 2.028);

N-[2-(6-xmop-3-nporokcu-2H-nHnazon-2-un)- 1 -unano- 1 -metmwa T |-4-rpudropmerokcudenzamun  (co-
equaenne Ne 2.029);

N-[2-(6-x50p-3-niponiokcu-2H-nnna3omn-2-nmn)- 1 -uano- 1 -metunatw |-4-tpud ropMmeTinTHoOeH3amMua  (Co-
equaenne Ne 2.030);

N-[2-(6-xmop-3-0yrokcu-2H-unnazoi-2-mn)- 1 -niuaHo- 1 -Me Tiira T |-4-Tpud TopMe TOKCHOSH3aMU 1T (co-
equnenue Ne 2.031);

METWIOBBIE  3dup  2-[2-naHo-2-MeTHia-2-(4-TpuTOPMETOKCHOCH30MIAMUHO )3THII |-3-MeToKcH-2H-
WH/1a30J1-6-KapOOHOBOW KUCIOTHI (coeauaeHue Ne 2.032)

N-[1-timano-2-(3-merokcu-6-uutpo-2H-nHnazomn-2-un)- 1 -meruna T |-4-tpudropmerokcudensamus  (co-
equHenne Ne 2.033);

N-[2-(6-amuHO-3-MeTokcH-2H-nHma30-2-m)- 1 -inaso- | -meTmwa T |-4-Tpud ropMmeTokcndeH3aMua  (co-
equHenne Ne 2.034);

N-[2-(6-auetunamuno-3-mMeTokcu-2H-urma30:1-2-1n)- 1 -iuano- 1 -Me Tra i |-4-Tprd TOpME TOKCHOSH3aMU T
(coemunenue Ne 2.035);

MeTun  2-[2-nmaHo-2-MeTui-2-(4-tpudTopMeTOKCHOSCHOMI3aMIHO )ATHI |-3-MeToKkcH-2 H-nHaa301-6-kap-
6oxcamun (coequnenne Ne 2.036);
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N-[2-(6-xmop-2H-uHna301-2-m1)- 1 -1irano- 1 -mMe i i |-4-Tpud TopMeTokcnOeH3amMuy  (coequaeHue  Ne
2.037);

N-[2-(6-x50p-2H-nHga301-2-10)- | -itmano- 1 -meTra T |-4-Tpud ropmeTnnTrnoOeH3amu (coenuaeHne Ne
2.038);

N-[1-nmano-1-metun-2-(3,6,7-tpuxnop-2H-unna3051-2-u1)3Tii | -4-tpudropmerokcrdeH3amu — (CoeauHe-
uue Ne 2.039);

N-[1-nnano-2-(4,6-nuxnop-2H-numazon-2-mn)- 1 -me st |-4-rpud ropmeTokcuOeH3aMuL  (COSIMHEHUE
Ne 2.040);

N-[1-ttmano-2-(4,6-auxnop-2H-nanazon-2-mn)- 1 -meTnina T |-4-rpud TopMe TIITHOOEH3aMu L (COeANHEHUE
Ne 2.041);

N-[2-(3-6pom-6-xmop-2H-uHna3071-2-m1)- 1 -1irano- 1 -mMeTrma i | -4-Tpud TopMeTokcuOeH3aMuy|  (COeIHe-
Hue Ne 2.042);

N-[2-(7-6pom-6-xm0op-2H-nnaa301m-2-um)- 1 -nnano- 1 -metund i |-4-tpud ropMeTokcudbeH3amMux  (CoeauHe-
Hue Ne 2.043);

N-[ I-unano-2-(3,6-muxnop-2H-urnazomn-2-un)- 1 -metuny T |-4-tpud ropMeTokcnbeH3amMun  (CoeAMHEHNE
Ne 2.044);

N-[1-nnano-2-(6,7-nuxnop-2H-numazon-2-mn)- 1 -metuna T |-4-rpud ropmeTokcuOeH3aMuL  (COSIMHEHUES
Ne 2.045);

N-[1-tmano-2-(3,7-aubpom-4,6-nuxnop-2H-ungazon-2-uin)- 1 -metunstuin ] -4-tpud ropmeTokcoeH3aMu 1
(coenuuenue Ne 2.046);

N-[2-(7-6pom-6,7-nuxnop-2H-nHna3omn-2-un)- 1 -imano- 1 -metmwnatun | -4-rpudropmerokcudenzamun — (co-
equaenne Ne 2.047);

N-[1-tmmano- 1 -meTtun-2-(4,6,7-tpuxmop-2H-uana30n-2-un)stn |-4-Tpud ropmerokcndeH3amMun  (CoeauHe-
Hue Ne 2.048);

N-[1-unano-1-metun-2-(4,6,7-tpuxnop-2H-unaazon-2-un)atwi]-4-tpudropmeruntuodenHzamua  (coeau-
Henue Ne 2.049);

N-[2-(6-xm0p-3-metrn-2H-unmazon-2-wmn)- 1 -nuano- 1 -me st |-4-rpudropmerokcrOeH3amun  (coeau-
Henue Ne 2.050).

2.001-2.050 oTHOCATCS K BBILIEONMCAHHBIM COEIUHEHHUSM JUIS UICHTU(QHUKALMHA ¥ CCHUIOK, IPUBEIEHHBIX
HUXKE.

Tabmuna 3
R
NH (le)
o
N

V:N, W:C-Rg; X:C-Rl(); Y:C-Rl 1-

Q=C-R,, P=N;

R;=R4=R=H; a=1; Rs=CHj;; Z=C(0O); R,=n-denun-R
CoeITHHEHHE
# R Q Ro |Ru |[Rn
3.001 OCF, C-OMe | H Cl |H
3.002 SCF; C-OMe | H Cl |H
3.003 OCF; N H Br | Me
3.004 SCF; N H Br | Me
3.005 OCF; C-H H Cl |H
3.006 SCF; C-H H Cl | H
3.007 OCF; C-OMe | H Br | Me
3.008 OCF; C-OMe | H Cl | Me
3.009 OCF; C-H H Br | Me
3.010 OCF; C-H H Cl | Me
3.011 QCF,4 C-H H [Br |H
3.012 SCF; C-H H Br H
3.013 OCF, C-H H Cl | CI
3.014 SCF3 C-H H Cl | Ch
3.015 OCF, C-H H |Br |[CI
3.016 SCF4 C-H H Br | Cl
3.017 OCF, C-Cl H Cl |H
3.018 SCF, C-Cl H Cl |H
3.019 OCF; C-Br H Cl | H
3.020 SCF; C-Br H Cl | H
3.021 OCF; C-H H Cl | Br
3.022 SCF; C-H H Cl |Br
3.023 SCF, C-H H Br | Me

Coenunenus o01er popmysl (Ie), KOTOpbIC MPEACTABIAIOT 0COOBIH HHTEPEC:
N-[2-(6-x50p-3-MeTokcu-2H-nupazono[4,3-b|nupuaun-2-mn)- 1 -uuano- 1 -me T v |-4-Tpud TopMeTOKCH-
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oenzamuy (coenuuenue Ne 3.001);

N-[2-(6-x510p-3-MeTokcu-2H-mmupazono[4,3-b Jnupuaus-2-mn)- 1 -iprano- 1 -Me i Trii | -4-Tpu TOpME THIT-
trobenzamun (coegunenne Ne 3.002);

N-[2-(6-6pom-7-meTun-2H-[1,2,3 ]rpuazono[4,5-b|uupuaus-2-wn)- 1 -inano- 1 -me st | -4-tpudyropme-
TokcnOeH3amua (coenuaenne Ne 3.003);

N-[2-(6-6pom-7-meTun-2H-[1,2,3 |rpuaszono[4,5-b|nupuaun-2-ui)- 1 -unano- 1 -metminatun|-4-rpudTopme-
tuntuobensamu (coenurenue Ne 3.004);

N-[2-(6-xmop-2H-nupazono[4,3-blmupuaun-2-nn)- 1 -nuano- 1 -meTuna v |-4-Tpud TopMeTokcnoeH3aMu
(coemuuenue Ne 3.005);

N-[2-(6-xn0p-2H-nupazosno[4,3-bnupuann-2-nn)- 1 -nuano- 1 -Me T Tii |-4-TpU G TOPMETHITHOOSH3aAMH T
(coemuuenne Ne 3.006);

N-[2-(6-6pom-3-MeTokcu-7-metmin-2H-mmupazono[4,3-b jmupuaus-2-nn)- 1 -imano- | -MeTrna tr |-4-Tpu-
dropmeroxcubenzamu (coenuuerue Ne 3.007);

N-[2-(6-x510p-3-MeTokcH-7-MeTrwia-2H-nupazono[4,3-b Juupuans-2-wmwn)- 1 -iiuano- 1 -Mme Tiia T | -4-tpu-
dropmeroxcubenzamua (coenuaerne Ne 3.008);

N-[2-(6-0pom-7-meTuin-2H-nmpazosno[4,3-b Jnupuan-2-min)- 1 -npano- 1 -MeTriaTii | -4-Tprd ropMeTOKCH-
6enzamuy (coenunenue Ne 3.009);

N-[2-(6-xs0p-7-metmi-2H-npasosno[4,3-bnupuaun-2-ui)- 1 -unano- 1 -Me T T |-4-Tpu P TOPMETOKCH -
oenszamuy (coequaenue Ne 3.010);

N-[2-(6-6pom-2H-nupa3zono[4,3-b]mupunus-2-mn)- 1 -iiano- 1 -Me T THi |-4-Tpu TOpMETOKCHOSH3aMH
(coenmuenne Ne 3.011);

N-[2-(6-6pom-2H-mmupazono[4,3-b Jnupunun-2-mn)- 1 -iiprano- | -Me T T | -4-Tpru TOPME TUIITHOOCH3aMU T
(coemuuenne Ne 3.012);

N-[2-(6-6pom-7-meTun-2H-mmpazono[4,3-b|mupuana-2-wn)- | -ninano- 1 -me T T | -4-Tpud ropme TinTro-
oenzamuy (coennuenue Ne 3.023);

N-[1-tmmano-2-(3,6-auxmop-2H-nupazono[4,3-buupuans-2-wmwn)- 1 -meTHa3 THI |-4-TpUTOPMETOKCHOCH3a-
muj (coenunenue Ne 3.017);

N-[2-(3-6pom-6-xs10p-2H-niupazono[4,3-bnupuaun-2-nn)- 1 -nmano- 1 -me T tii |-4-Tpud TopMe ToKCH-
6enszamuy (coequnenue Ne 3.019).

Howmepa 3.001-3.012, 3.017, 3019 u 3.023 oTHOCSTCS K BBIIICONMUCAHHBIM COSAUHCHHUAM JUIS UIACHTU(DHUKA-
IIX ¥ CCBUIOK.

Cnoco0 npuMeHeHUs1 NPUMEPOB

Crioco6 A. Criocod cCKpHHHUHTA TS TECTUPOBAaHHUSA aKTUBHOCTH coeauHeHwi npotuB Haemonchus contor-
tus.

JBanmate mrauHok L1 Haemonchus contortus momemaroT B JIyHKH THTPAIIMOHHOTO MHUKPOIUIAHINETA, CO-
JIepKalllero MUTaTeIbHy0 cpely U ucnbiryemoe coenunenune B JIMCO. 3areM THUTpalMOHHBIH MUKPOIUIAHIIET
BBIEpkUBatOT IpH 27°C, TIe Jal0T pa3BUBAThCs JIMUUHKaM L1. AHanm3 npoBoasaT Ha 4 IeHb IS OTpeAeIeHuUs
YCIIEIIHOTO pa3BUTHs 10 cTaguu L3. B kauecTBe KOHTPOJIS MCIOJB3YIOT JIMYMHKH, MOJBEPraiT ACHCTBHUIO
JAMCO B oTcyTcTBHE HcTibITyeMoro coequHenus. Coequnenus nog Homepamu 1.002, 1.005, 1.006, 1.008, 1.009,
1.010, 1.011, 1.014, 1.017, 1.018, 1.025, 1.031, 1.045, 1.054, 1.055, 1.061, 1.076, 1.079, 1.081, 1.084, 2.004,
2.010, 2.020, 2.033, 3.003 u 3.004 natot no mensiueil mepe 90% MHrMOMPOBAHUS MOJBHIKHOCTH IPH KOHIEH-
Tpanuu Tecta, papaoit 0,15 m.u. Ha 4 nenp obcnenoBanus. CoenuHeHus nox Homepamu 1.003, 1.007, 1.011,
1.015, 1.032, 1.038, 1.042, 1.043, 1.047, 1.048, 1.056, 1.057, 1.060, 1.066, 1.067, 1.070, 1.071, 1.075, 1.078,
2.001, 2.002, 2.003, 2.005, 2.006, 2.007, 2.013, 2.015, 2.016, 2.021, 3.010 u 3.019 nator o meHbmel Mepe 90%
WHTUOMPOBAHUS MOIBIKHOCTH IPH KOHIIEHTpanuu Tecta, paBHoi 0,04 m.1. Ha 4 neHp oocnenoanns. Coemiae-
Hus moj Homepamu 1.001, 1.012, 1.020, 1.021, 1.033, 1.034, 1.037, 1.039, 1.044, 1.085, 1.089, 1.091, 1.092,
1.093, 2.012, 2.014, 2.027, 2.028, 2.039, 3.005, 3.007, 3.008 u 3.017 garot o meHsIei Mepe 90% uHTHOHPO-
BaHUs TMOJBYIKHOCTH NMPHU KOHIEHTpanuu Tecta, paBHoi 0,01 m.a. Ha 4 neHb obcnenoBanus. CoeTUHEHHS TIOT
Homepamu 1.064, 1.065, 1.069, 1.083, 1.086, 1.087, 1.088, 1.090, 1.094, 1.095, 2.008, 2.009, 2.023, 2.024,
2.025, 2.026, 2.037, 2.038, 2.040, 2.041, 2.042, 2.043, 2.044, 2.045, 2.046, 2.047, 2.048, 2.049, 2.050, 3.001,
3.002, 3.006, 3.009, 3.011, 3.012 u 3.023 marot mo Mmenblici Mepe 90% HHrHOUPOBAHUS TMOABMIKHOCTH HPU
KOHIICHTpaIuK TecTa, paBHo 0,0025 m.1. Ha 4 1eHb 00CIeI0BaHUS.

Crioco6 B. Crioco0® ckpuHHMHTa 17151 TECTUPOBaHMS aKTHBHOCTH coequHeHHui npotuB Haemonchus contor-
tus in vivo B MOHTOJIbCKOII mecuanke (Meriones unguiculatus).

MoOHToJIbCKHE TTECYaHKH, 110 MEHBIIEH Mepe, MATHHEAEIBHOTO BO3pacTa MMMYHOIETIPECCUPYIOT U HCKYC-
CTBEHHO MHOUIMPYIOT mpu moMony npubmmsurensHo 1000 3akmouéHHBIX B 000109Ky THanHOK Haemonchus
contortus TpeTbei BO3pacTHOH craguu. Yepes mecTs AHEH mocie HHOUIMPOBAHUS MOHTOJIBCKHAE IECUYaHKH TTO-
BEpPraloT [epopaIbHOMY HPUHYANTEIBHOMY BBEICHUIO HCIBITYEMbIX COCJANHECHU, pACTBOPEHHBIX B CMECH 2 4.
JAMCO u 1 4. nomuatunenrnukons (II3I 400), B no3ax 10 u 1 mr/kr. B kadecTBe KOHTPOJIsSI UCIIONB3YIOT MeEC-
YyaHKHU, oOpaboTaHHble TOJBKO wianeto (2 4. IMCO u 1 4. I13I" 400 unu yucteiit 191" 400) B oTcyTCcTBHE HC-
neITyeMoro coenuHenus. Ha 9 nens (3 mHsA mocie oO6pa®OTKM) MECYaHKH YMEPIIBIISIOT M BCKPBIBAIOT UIS W3-
BJICYEHUsI MApa3UTOB M3 kelynka. DPpeKTHBHOCTh pacCUNTHIBAIOT KAaK CPEJHHUN NMPOLEHT YMEHBILIEHUS Yucia
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JUYUHOK B KaXIIOW TECTOBOU TPYIIE B CPaBHEHHUH CO CPEIHHM YHCIOM JMYMHOK W3 KOHTPOJIBHOH rpymmbl. B
KaX/IOM CKpUHHUHTE JOCTHTHYTO 3HAUWTEIHFHOE YMEHBIICHUE 3apakKeHUs] HEMAaTOAAMH B TPUCYTCTBHH COCIH-
Henuit popmynst (I), ocobenno u3 tabdia. 1-3. Coenunenus nmox Homepamu 1.001, 1.008, 1.012, 1.013 u 1.014
o0ecrieuynBarOT 1Mo MeHbIIEH Mepe 95%-Hoe yMeHbIeHne 3apakeHus] HeMaTOAaMH B MOHTOJICKUX TECYaHKaX,
MOJIBEPTHYTHIX MEPOpPAILHOMY MPUHYAUTEILHOMY BBEICHHIO UCIBITYeMbIX coenuHeHuid B 1o3e 100 mr/kr. Co-
enuHenust nox Homepamu 1.012, 1.033, 1.064, 2.008, 2.037, 2.038, 2.040, 2.041, 3.001 oOecneunBaroT 10
MeHbIel Mepe 95%-Hoe yMeHbIIIeHHE 3apakeHusl HeMaToaMu B f03¢ 10 mr/kr. CoeauHeHus MO HOMEpaMu
1.094, 2.048, 3.001, 3.007 u 3.009 obGecneunBaroT 1o MeHbIIeH Mepe 95%-Hoe yMeHbIIEHHE 3apayKeHus] HeMa-
tonamu B go3e 1 mr/kr. Coenunenus non Homepamu 3.005, 3.006, 3.011, 3.012, 3.017 u 3.019 obecneunBarot
10 MeHbIIeH Mepe 95%-Hoe yMeHbIIeHHE 3apakeHns1 Hemaroamu B j103e 0,5 Mr/kr.

Crioco6 C. Crioco6 CKpuHWHTA IS TECTHPOBAHUS aKTHBHOCTU coeanHeHnid mpoTtuB Ctenocephalides felis.

B3spocmsie ocobu Ctenocephalides felis Bo3pacTom ot Tpéx mo msatu auei (50) acmupupyioT B Kamepy IS
ucnbpiTaHuid. OTHENbHBIA CTEKJISSHHBIN IHMIWHAP, 3aKPBITHIM C OJHOTO KOHIIA CaMO3aTATHBAIOIIEHCS THOKON
TUIEHKOM, TOMEIIAl0T HaBepXy Kamepshl JJIS MCIBITAHHH B TAKOM IOJIOKESHUH, YTOOBI OJ0XHM MOTIIM IPOHHUKATH
yepe3 IIEHKY M HHUTAThCS COACPKUMBIM CTEKISTHHOTO MMIMHApa. VcmbiTyemoe COeTMHEHHE PACTBOPSIOT B
JMCO u no6aBisitoT K ObIUbCH KPOBH, KOTOPYIO 3aT€M IMOMEIIAIOT B CTEKISIHHBIA IuiuHAp. KpoBs, 00pado-
tanHas JIMCO, ciyxut kontposieMm. bioxu comepxkarcs mpu 20-22°C, 40-60% OTHOCHUTENBHON BIAXKHOCTH, B
TO BpeMsi Kak oOpaboranHas kpoBb Haxoautcs npu 37°C u 40-60% oTHocHuTenbHOH BiaxHocTH. OOpaboTaHHYIO
KPOBb MEHSIOT €KEIHEBHO B TEUCHHUE IIECTH JHEH, B TEUEHHE KOTOPBIX siIa U (pekalbHble MacChl COOMPAIOT B
kamepe ¢ 61oxamu. Ha 6 neHs copep’uMoe Kaxaoil kKaMepbl BHUMATEIbHO OCMAaTPUBAIOT M OMEIIAIOT B OJIr01-
1e, cojieprKaliee JMYMHOYHOE MUTAaHHUE, COCTOSIIEeE U3 MeCKa, pacTEPTYIO MUILY sl KOIIEK U CYyXYI0 KOPOBBIO
KpoBb. birtoma BernepsxuBatot npu 28°C u 82% OTHOCHTENFHON BIIAXKHOCTH B TedeHue 11 mHelt. 3aTtem orcen-
BalOT KYKOJIKH, B3BEIIMBAIOT M BO3BPAIIAIOT B KOHTPOIHUPYEMBIE YCIOBHS €II€ JOTONHUTEIHHO Ha 5 THEH, 1mo-
CJIe 4ero OIpPeNelIioT JNET B3POCIBIX 0cobel. Macchl KYKOJIOK H JIET B3POCIBIX OCOOCH 3aTeM CpPaBHUBAIOT C
koHTpossiMu. CoemuHenus o Homepamu 1.012, 1.013, 1.020, 1.034, 1.064 u 3.005 maroT mo MeHbIIEH Mepe
80% yMeHbIIeHNsT MacChl KYKOJIOK IIPH KOHIEHTpauuu tecta, paBHoi 100 m.x1. Coenuaenue moa Homepom 2.048
nmaét mo MeHbei Mepe 80% yMEeHBIICHHS MacChl KYKOJIOK TIPH KOHIIEHTPAIUU TeCTa, PAaBHOH 25 M.1I.

Crioco6 D. Cnoco6 ckpvHHMHTa J1sl TECTUPOBAHUS aKTUBHOCTH coenuHeHuid npotuB Trichostromylus colu-
briformis.

Jeaanate muunaok L1 Trichostromylus colubriformis momemniaroT B JIyHKH TUTPaIMOHHOT'O MHUKPOIUIAH-
1ieTa, COJAEpIKaIIero MUTaTeNbHyI0 cpeay U ucnsityemoe coeaunenue B JJMCO. 3areM TUTpallMOHHBIA MUKPO-
IUJIaHILIET BbIAEpKUBAIOT 1pHu 27°C, rae narT pa3BuBaThes JuurHKaM L1. AHanu3 npoBoJsT Ha 4 JeHb Ui Oll-
penerneHus yCIemHoro pa3Butus 1o craguu L3. Jlmumaku noasepratotr neiicteuto JJMCO u He HCIONB3YIOT
UCTIBITYEMOE COeTUHEHUE B KauecTBe KoHTpoisi. Coemunenus mon Homepamu 1.008, 1.014, 1.042, 1.047, 1.048,
1.073, 2.001, 2.003 u 2.020 matot mo menburei Mmepe 90% MHrHOMPOBAHUS MOABIKHOCTH IPH KOHLEHTPALUH
Tecta, paBHoit 0,15 m.n. Ha 4 nenp obcnenoBanusa. Coeamnenus mox Homepamu 1.001, 1.003, 1.007, 1.011,
1.037, 1.038, 1.043, 1.056, 1.066, 1.070, 1.071, 2.012 u 2.016 gatot o MmeHbieil Mepe 90% MHrHOMPOBaAHUS
TTOJIBIDKHOCTH MPHU KOHIIEHTpaIuu Tecta, pasHoit 0,04 M.1. Ha 4 neHb obcnenoBanus. CoennHEHUs O HOMEpa-
mu 1.012, 1.020, 1.021, 1.033, 1.034, 1.039, 1.064, 1.065, 2.008, 2.009 u 3.005 narot no meHbmel mepe 90%
MHrUOMpPOBaHKS MOJBIYKHOCTH IIPH KOHLIEHTpaLuu Tecta, paBHoi 0,01 m.x1. Ha 4 nens obcnenoBanus. Coenune-
Hus oa Homepamu 1.094, 2.040, 2.048, 2.049, 3.006, 3.009, 3.011 u 3.012 patot no mensbieit mepe 90% uHrU-
OMpOBaHUs MOJBMKHOCTH IPH KOHLIEHTpALMHK TecTa, paBHO# 0,0025 m.11. Ha 4 neHb oOcnenoBaHusl.

Crioco6 E. Crioco6 ckprHHMHTA /IS TECTUPOBAHMS aKTUBHOCTH coeuHeHui mpotuB Haemonchus contor-
tus, Ostertagia circumcincta, Trichostrongylus axei, Trichostrongylus colubriformis, Cooperia curticei 1 Nema-
todirus battus in vivo B OBIIax.

Ogerr 3apaxxaliil IepopaIbHBIM BBeICHNEM HHOUIIMPOBAaHHBIX HA 3 cTaxuu muanHakamu (L3) Ostertagia cir-
cumcincta (~3,000 nadunupoBannabix L3 Ha sxuBoTHOE) B IeHb -28, Haemonchus contortus (~2,000 uaumpo-
BaHHBIX L3 Ha xuBOTHOE) B aeHb -25, Nematodirus battus (~3,000 uHbuuupoBanHbix L3 Ha KHBOTHOE),
Trichostrongylus axei (~3,000 undunupoBannsix L3 Ha sxuBoTHOe) B nenb -23, Cooperia curticei (~3,000 un-
¢unupoBannbix L3 Ha xxuBorHoe) u Trichostrongylus colubriformis (~3,000 undunmpoBanubix L3 Ha kuBOT-
HOE) B JieHb -2 1. Pa3pabotan Takoii rpaduk MpUBUBOK, YTOOBI HEMATO/ bl HAXOIUIIUCH BO B3POCIIOM COCTOSIHUU B
nenb 0. TectoBble coenunenus pacTBopsitoT B cmecu JIMCO/ kykypy3Hoe mMacio (1:1) mpu KOHIEHTpauuu, pas-
Ho# 100 Mr/mu1. Bechk Kypc j1edeHust MpoBOAAT IIepOpaNIbHBIM BBEAEHHEM cpa3y ke B JeHb 0. [Ipu ymepiusienun
MOJIONBITHOTO XMBOTHOTO HA J€Hb 15 yNnajsfoT ChIYyr, TOHKYIO KHIIKY M TOJICTYIO KHIIKY (B TOM YHCIIE U Clle-
myto KUmKy). C4ér HeMaro.l MPOBOJAT Ha AJIMKBOTHI, cooTBeTcTBYyonme 10% (conepkaHue Cbluyra U TOHKHX
KHIIOK, BcackiBaHUe chrayra) min 20% (comepaHre TOJCTHIX KUIIOK). Bece HemaToapl ObUTH MTOIpa3ieieHbl Ha
BUJBI WM OTHECEHHI K BH/JaM Ha OCHOBE JIOKAJM3AIMH pPEreHepanuyl (B3pOCIbIE CAMKH, JIMYMHKA YETBEPTOU
cTamum) U obmero cuéra B pacuére Ha BHA. JD(H(HEKTHBHOCTh PACCUNUTHIBAIOT KaK IPOLIEHT CHUKECHUS CpeIHE-
TO YHCIIAa JUYUHOK B KaXXIOW TECTOBOI IPYIIE O CPABHEHUIO CO CHIDKEHHEM CPEIHET0 YHCia JTMYNHOK B KOH-
TPOJBHOM rpynime. B 3TOM CKpHHHUHTE JOCTUTHYTO 3HAUYMTENHFHOE CHIDKEHHE 3apakeHUsI HEeMaTOJaMH B TIPUCYT-
ctBuM coeanHenuit Gpopmysl (1), ocoberHo npeacraBieHHsix B Tabu. 1-3. Coeaunenus nox nomepamu 1.012 u
1.013 obecnieunBatoT 1o MeHsbleil Mepe 90%-Hoe CHIKEHHE 3apaKEeHHsT HEMaTo1aMH B J103€, paBHO# 30 MI/Kr.
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Kpowme toro, coenuuenus nox Homepamu 1.064, 1.094, 2.048, 3.005, 3.009 u 3.011 obecneunBatot >90%
3¢ }eKTUBHOCTH NPOTHB OZHOTO WJIM HECKOJBKHX PAa3HOBHAHOCTEH HEMaToJ, TeCTUPYEMbIX B TaKUX HU3KUX
no3ax, kak 1 unu 3 mr/kr. Hanpumep, coeaunenne 3.009 obecnieunBaer >95% 3¢ dexruBHocTr npotus Trichos-
trongylus B 103e, paBHO# 3 Mr/kr, a coenuHenust mox Homepamu 1.064, 1.094 u 2.048 obecneunBarot >95% 3¢-
¢dexruBHOCTH IpoTHB Haemonchus, Ostertagia, u Trichostrongylus B no3e, paBHOH 3 MI/KT, a CO€AMHEHUs! TIOA
HoMmepamu 3.005 u 3.011 sBustorcst 6onee yeM Ha 95% Gosee 3pPEeKTHBHBIMU POTUB 3TUX MAPA3UTOB B TAKUX
HU3KHUX 103aX, Kak 1 MI/KT.

Crioco6 F. Crioco0® ckpuHUHTa JUTS TECTUPOBAHMS aKTUBHOCTH COEAMHEHUH MPOTHB MUKpoduisipun Diro-
filaria immitis.

Ot yetbpéxcoT mo mectrcor MuKpodmspuil Dirofilaria immitis momemarT B JyHKH TUTPAlMOHHOTO
MHUKpOIUIAHIIIeTa, comepikariero Oydep u ucnbiryemoe coequaenne B JIMCO. 3ateM TUTpalMOHHBIH MHKPO-
IUIAHIIET BbIepkuBatoT npu 37°C B atMocdepe, copepxamieit 5% CO,. OueHky mpoBoasaT depes 24 4 1 on-
peleneHns BBDKMBaeMOCTH MUKPOQWIApUA. B KauecTBe KOHTPOIIS HCIIOIB3YIOT MUKPO(MIIPUH, TOJBEPTHY ThIE
nericteuio IMCO, 6e3 yuactust ucneityemoro coeauaenusi. Coequaenus nog Homepamu 1.003, 1.012, 1.013,
1.064, 1.086, 1.087, 1.090, 1.094, 2.043, 2.046, 2.047, 2.048, 2.049, 3.005, 3.006, 3.009, 3.011, 3.012, 3.017,
3.019 u 3.023 patot no MeHbmel mepe 90%-Hoe HHrMOMPOBAHUE MTOJIBMXKHOCTH TIPY KOHIIGHTPAIIUHU TECTa, PaB-
HOM 50 M.1.

Takum 00pa3om, Mocie TOro Kak JeTajdbHO ONMMCAHBI PA3IMYHbIE BAPHAHTHI OCYIECTBICHHS HACTOSIIETO
N300peTeH s, CTAHOBUTCS MOHITHBIM, YTO H300pEeTeHNE, ONpeIeNIEHHOE BhIICNPUBEIEHHBIMY Naparpadamu, He
OTPaHUYMBACTCS KOHKPETHBIMH HOAPOOHOCTSIMHU, COPMYIMPOBAHHBIMU B BBIIIENIPUBEAEHHOM ONHMCAHHH, TIO-
CKOJIbKY BO3MO’KHO MHO>KECTBO OYEBH/IHBIX BapHAHTOB OIMCAHUS, HE BBIXOAIINX 33 PAMKH 00bEMA M CYIIHO-
CTH HACTOSILET0 H300PETEHUSL.

OOPMYVIJIA U30BPETEHIA

1. Apunoazon-2-uniuanodTwiaMus popmyast (1)

w = s Ry AT
CE R
YRR,

rae P npencrasnser N;

Q npexacrasnser C-R, nmn N;

V npencrasiser C-Rg nmm N;

W npeacrasnsier C-Ry;

X mpencrasisier C-R;o wim N;

Y mpencrasisier C-R;; i N;

R, Rg, Rg, Ryjp 1 Ry, Kaxkaplil HE3aBUCUMO IpYT OT Apyra, IpeACTaBIsS0T BOJAOPOJ, aMUHO, aMHUJI0, LIUAHO,
Hutpo, ramnoreH, C-Cg-ankmi, C,-Cg-ankenun, C,-Cg-ankunun, C;-Cr-umknoankui, runpokcu-C,-Cg-alkui,
ranoren-C;-Cg-ankmi, Ci-Cg-ankunruno, ramored-Ci-Cg-ankmiaruno, apuwirno, C,-Cg-ankokcu, penokcu, Ci-Cq-
ankokcu-C;-Cg-ankokcn, C;-Co-nmknoankmnokcn, ranoreH-C,-Ce-ankokeu, C,-Cg-ankrmnkapbonnn, ranoreH-C-
Cs-ankunkapoonmn, C,-Ce-ankmncyiabuami, ranored-C-Cg-ankmwicynbhuami, C,-Cg-ankmicynshonmt, Ci-Cq-
ankmwiamuHo, 1u(Ci-Cy-ankmwn)amuto, C,-Cg-ankmmkapbokcunamuno, Ci-Cg-ankmiamuao-Ci-Cg-allKOKCH, IH-
C-C¢-ankmnamuHo-C;-Cg¢-ankokcu, C-Cg-ankunaMuuo-Ci-Cg-ankun,  gu-Ci-Cg-ankunamuno-Ci-Cg-ankui,
amuHO-C-Cg-ankmin, popmun, HO,C-, C,-Cy-ankmn-O,C-, He3aMeIEHHBIN WIIN 3aMeIIEHHBINA (PeHIT WK He3a-
MEIIEHHBIN WM 3aMEeIIEHHBIN (PEHOKCH, TIe 3aMECTUTENN HE3aBHUCHMO JIPYT OT ApPYyra BBIOMPAIOT M3 TPYIIIHL,
COCTOSIIIEeH U3 IIMaHo, HUTPO, raorena, C,-Cg-anmkuna, rajgored-C,-Cq-ankuna, C,-Cg-anxuntuo, ragoreH-C;-Cg-
ankuntuo, apwitno, C-Cg-amkoken, rajoreH-C-Cg-ankokcu, C,-Cg-ankunkapbonwmna, ramoreH-C-Cg-
ankunkapoonuna, Ci-Cg-ankuicynbuuuna, ranoreH-C,-Cg-ankuncynbpunmna, C,-Cg-ankuncynboHuna u
ranoren-C;-Cg-ankuicyiibhoHma;

R3, R4 1 Rs, kaxxplii HE3aBUCUMO APYT OT Apyra, IpeacTaBisitoT Boaopoa, C,-Cg-ankun, ruapokcu-C-Cg-
aJIKUJI, C-Cg-anxmntno-C,-Cg-ankui, ranoreH-C;-Cg-aaKkuiI, C,-Cg-ankoxcn-C,-Cg-ankui, C;-Cs-
ankmincynbpuami-C-Cg-ankmn,  C;-Ce-ankuncynbponmin-C-Cg-ankmn,  C-Ce-ankuncynbpoHmiokcu-C-Cg-
AJIKHII,

R¢ mpencrasnser Bogopon, C,-Cg-ankm;

R; mpencrapnser He3aMEIIEHHBIA MITH 3aMEIIEHHBIN (DeHWII, T/Ie 3aMECTUTEN He3aBUCHMO APYT OT Apyra
BBEIOMPAIOT M3 TPYIIIIEL, COCTOSIIEH U3 IIaHO, HUTPO, ramorena, C,-Cq-ankmna, rajgoren-C,-Cq-ankuna, peHmna,
tdenokcu, C,-Cg-anmkuntro, rasoren-C,-Ce-ankuntuo, apuntuo, C;-Cg-ankokcu, rajgoreH-C;-Cq-ankoxcu, C;-Cg-
AJKUIKapOOHHMIIA, ranoreH-C,-Cg-ankuiakapOoHuia, C,-Cs-ankuncynbpuauna, rajored-C;-Cg-
ankuwicyibpuauna, C,-Cg-ankuncynbponuna, ranoreH-C,-Ce-ankmwicyabdonmia, C-Cg-ankunamuao u au(Ci-
Ce-anKuIT)aMHHO; He3aMEeIEHHBIA WM 3aMELIEHHBIN TeTapuil, Ie 3aMECTUTENN He3aBUCUMO APYT OT JApyra BbI-
OuparT W3 TPYMIbI, COCTOALIEH M3 LKMaHO, HUTPO, ranoreHa, C;-Cg-ankwmna, rajored-C,-Cq-ankuna, C;-Cg-
AIKUITHUO, rajored-C-Cg-alKHUITHO, apuIITHO, C,-Cg-anmkoxcu, rajored-C,-Cg¢-aJIKOKCH, C-Cs-
ANKWITKapOOHWMIIA, ranoreH-C,-Cg-aJKHIKapOOHWIIA, C,-Cg-ankmincynshuHmia, rajoreH-C,-Cg-
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ankwmncynbduanna, C,-Cg-ankmincynshonmia, ranored-C-Cg-ankmicynbhonmna, C,-Ce-ankmmamuno, 1u(C-Ce-
AJIKWJI)aMUHO, WM HE3aMCIIEHHBIA MM 3aMCINEHHBIA HA(DTHI WM XUHOIMJ, TI€ 3aMECTHTEIH HE3aBUCHMO
JIpyT OT Ipyra BBEIOMPAIOT W3 TPYMIBI, COCTOSINIEH M3 IIMaHO, HUTPO, ranoreHa, C,-C¢-anxmna, ranoreH-C;-Ce-
ankwuna, C,-Cg-ankuntuo, ranoreH-C,-Ce-ankunruo, apuitno, C,-Ce-anmkokcu, ranoren-C,-Cg-ankokcn, C;-Cg-

ANKUIKapOOHMIIA, ranoren-Ci-Cg-aJIKiIKapOOHUIIa, C,-Cy-ankuicynbuHmia, ranored-C;-Cg-
ankwicynbpunmna, Ci-Cg-ankuicynbponnia, ranored-C-Cg-ankmicynbdonmna, C,-Cg-ankmnamuno, 1u(Ci-Ce-
AJIKWJT)aMUHO;

rae apwi npeactasisieT 6-10-uJeHHOe apoOMaTUYECKOe KOJIBLIO U FeTapuil NPeACTaBIsieT 4-7-4IeHHbI MO-
HOLMKIMYCCKUH, 7-11-uneHHbIA OnmmKiInaeckuil wiu 10-15-4IeHHbBI TPUIMKINYSCKU apOMATHYSCKUIA TeTe-
poumKI, conepxammuii 1, 2, 3 wim 4 rerepoaroma, BEIOpaHHBIX 3 N, O, u S;

z npeacrasisier C(0), C(S) umu S(O),;

apasHo 1, 2 uim 3;

p npencrasisiet 0, 1 win 2; u

€ro CoJIu.

2. Apniioazon-2-wiuaHOdTHIIAMHUH TI0 1. 1, T1e

Q mpencrasiset N;

V npencrasisier C-Rg;

X mpencrasisier C-Ry;

Y npencrasisier C-Ryy;

Rg, Ryp 1 Ry, KaxkapIit HE3aBHCUMO JPYT OT APYTa, MPEIACTABISIOT BOAOPOA, aMHHO, aMUJI0, [IMAHO, HUTPO,
ranoreH, C;-Cg-ankun, C,-Cg-ankeHus1, C,-Cg-ankunmn, C;-Cr-umknoankui, ruipokcu-C-Cg-alkuil, rajgoreH-
C,-Cg-ankun, C,-Cg-amkmnrno, ranoreH-C-Cg-ankmnruo, apuntio, C,-Ce-ankoken, penokcn, C;-Cg-amKoKCH-
C,-Cg-ankokcn, C;-Co-mmknoankmnoken, TranoreH-C -Cg-amkoken, C-Cg-ankmmkapOonmn, ramoreH-Ci-Cq-
ankmkapoonmn, C,-Cg-ankmicynshuami, ranoreH-C-Cg-amkmicynshunmi, C,-Cg-ankuncynbdonmin, C;-Ce-
ankwiamuno, 1U(C-Cg-amkmn)amuno, C,-Cg-ankunkapookcunamuno, C,-Cg-anmkunamuHo-C,-Cg-amKoKCH, au-
C,-Cs-ankunamuno-C,-Cg-ankoken, C;-Cg-ankmnamuno-C;-Cg-anxkmn,  au-C;-Cg-anxkmnamuno-C;-Cg-amkun,
amuHO-C-Cg-ankmi, Gopmmi, HO,C-, Ci-Cg-ankun-O,C-, He3aMeIEHHBIA WK 3aMeIEHHBINA (EHWT WK He3a-
MEIIEHHBIN WK 3aMeIIEHHBIA (EHOKCH, TJC 3aMECTUTEIN HE3aBHCHMO JPYT OT ApYyra BBIOMPAIOT M3 TPYIIIHI,
COCTOSIIIEeH U3 IIMaHo, HUTPO, ranorena, C-Cg-ankuna, rajgored-C,-Cq-ankuna, C,-Cg-anxuntuo, rajgoreH-C,-Cg-
ankwntro, apwitno, C;-Cg-amkokcn, ranoreH-C,-Cg-ankokeu, Ci-Cg-ankunkapOonwmia, ramoreH-Ci-Cg-
ankunkapoonmna, Ci-Ce-ankuicynbpuumna, ranoreH-C,-Cg-ankumincynspunamna, C,-Cg-ankuwicynbhoHmwia u
rasnoreH-C,-Cq-alKuicyib(hoHmIa;

R3, Ryu R¢ mpencTaBistoT aToMbl BOJOPOA;

Rs nmpencrasnsier metu;

R; mpencrapnser He3aMEIIEHHBINA TN 3aMEIIEHHBIN (DeHWII, T/Ie 3aMECTUTEN He3aBUCHMO APYT OT Apyra
BBIOMPAIOT U3 TPYIIIBI, COCTOsIIEH U3 LIMaHo, HUTPO, rajoreHa, C,-Cq-ankuna, ranoren-C,-Cg-ankuna, Gpenuna,
tdenokcu, C,-Cg-anmkuntro, rasoren-C,-Cg-ankuntro, apuntuo, C;-Cg-ankokcu, rajgoreH-C;-Cq-ankokcu, C;-Cg-
AJKUIKapOOHHMIIA, ranoreH-C,-Cg-ankuinkapOoHuia, C,-Cs-ankuncynbpuauna, rajgored-C;-Cg-
ankwicynbpunmna, C;-Cg-amkmicynbponnna, Ci-Cg-ankmnamuao u au(C;-Cg-aakuin)aMHHO; He3aMEIIEHHBIN
WM 3aMEUIEHHBIA TeTapul, TJI¢ 3aMECTUTEIM HE3aBUCUMO JIPYT OT JIPyra BRIOMPAIOT M3 TPYIIIbI, COCTOSIICH U3
nuaHo, Hutpo, raiorena, C;-Cg-ankwmna, ranoren-C,-Cg-anmkuna, C,-Cg-ankuntuo, ranoren-C,-Ce-aakuiaTuo,
apmwitno, C;-Cg-ankokcu, ramoreH-Ci-Cg-ankokcu, C;-Cg-ankmikapOonmia, ramoreH-C,-Cg-ankmikapOoHuia,
C-Cy-ankmncynbpunmna, ranoreH-C,-Ce-ankmncynppuanna, C;-Cg-amxkmicynsponmna, Ci-Cg-alKnIaMAHO U
1u(C-Cg-aKin)aMruHO;

z npeacrasisier C(O) u

apaBHo l; u

€ro CoJIu.

3. Apuit0a3oJi-2-WiHaHodTHIAMUH TI0 1.1, T1e

Q mpencrasmset N;

V npencrasiser C-Rg;

X mpenctasisier C-Ry;

Y npencrasisier C-Ryy;

R3, Ry u R¢ mpencTaBisitoT aToMbl BOJOPOJIA;

Rs npencrasnser Bonopoa, C,-Cg-ankun, ranored-C;-Cg-ankui, ruapokcu-Ci-Ce-ankui, C;-Cg-ankunTro-
C,-Cg-ankmn, Ci-Cg-ankunokcu-C-Ce-ankmn mmm C;-Cg-ankmicynbpoHmokcu-C -Cg-ankmr;

R; mpencrapnser HesaMemEHHBINA GeHMT WTH (EHIUT, 3aMEIIEHHBIN OTHUM W OOJiee 3aMEeCTUTEIIeM, BbI-
OpaHHBIM 3 rpymmsbl, cocrosamert n3 Ci-Cg-ankmia, ragoreH-C,-Cq-anmkuna, permna, peHoken, C-Ce-anKokcH,
ranored-C,-Cg¢-ankokcu, C,-Cg-ankmnruo, ramored-C,-Cg-ankmntro, ranored-C,-Cg-ankuincynbppuHmia u raio-
reH-C,-Cg-ankuicynbhoHuna;

Rs, Ryp i Ry, Kaxaprii HE3aBHCHMO APYT OT ApyTa, MPEACTABISIIOT BOAOpo, TanoreH, Ci-Cq-amkni, rano-
reH-C,-Cg-ankwmi, nuano, C,-Cg-ankokcn, ranoren-C,-Cg-ankokcu, C,-Cg-ankennn, C;-Cg-aIKHMIIaMUHO, THAPO-
keu-C-Cg-ankmi, dopmmi, C,-Ce-ankmnamuno-C,-Ce-ankmi, HO,C-, Ci-C¢-ankun-O,C- win He3aMeléHHbINH
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WIH 3aMeIEHHBIN (PeHmI, B KoTopoM 3aMecTUTeISIMU SABIBTIOTCS C-Cg-ankun mimu ranoreH-C-Ce-aiKu;

z ipenctasisier C(O) u

apaBHo |; u

€ro COJIH.

4. Apunoa3on-2-mIHaHO3TUIIAMUH 110 1.1, T1e

Q mpexncrasiseT N;

V npencrasisier C-Rg;

X npeacrasiusieT C-Ry;

Y npencrasisier C-Ryy;

R3, Ryu R¢ mpencraBisstoT aToMbl BOJOPOIA;

Rs mpencrasmser metw, st 6ytun, CH,OH, CH,OCH;, CH,SCH; i CH,OSO,CHj;

R; mpencraenser ¢enmn, 3ameménnnnii Oyrunom, CF;, ¢ernmnom, denokcu, OCF;, SCF;, SOCF; nmm
SOzCF3;

Rs, Ryo m Ry, kaxnelii He3aBHCHMO ApPYr OT Jpyra, NpencTaBisiioT Bogopox, metwn, CH,NH,,
CHzN(CH3)2, BHWHMUII, CHzOH, CH(OH)CHzOH, COzH, COzCH3, Ph-CF3, F, Cl, BI', CF3, OCF3 I CN,

z npeacrasinger C(O) u

apaBHo l; u

€ro COoJIH.

5. Apui10a30Ji-2-WiIHaHOATUIIAMUH 10 1.1, Tae

Q mpencrasisier C-Ry;

V npencrasisier C-Rg;

X mpencrasisier C-Ryg;

Y mpencrasisier C-Ry;;

R, mpencraBmser Bomopoxm, Cl, MeTmn, METOKCH, 3TOKcH, mpomokcH, Oytokcu, O(CH,),OCH; wmm
O(CH;);N(CHj3)y;

R3, Ryu R¢ mpeacraBisitoT aToMbl BOJOPOAA;

Rs npencrapnser metui;

R; npencrasnser ¢pennn, 3ameménnbiii OCFs, dpenokcu wmu SCF3;

Rg, Rjp 1 Ryj, Kakaplii HE3aBUCHMO APYT OT npyra, mpeactasisitor Bogopon, Cl, Br, Ci-Ce-ankui, CF;,
HUTPO, amuHO, amu10, CO,CH;3 nimun NHCOCH3;

z npeacrasisier C(O) u

a mpejacTaBiseT 1; u

€ro COJIH.

6. Apnitoa3on-2-uiauaHOdTHIIAMEH 110 1.1, T1e

Q npexacrasnser C-R, nmn N;

V npencrasinser N;

X mpencrasisier C-R;

Y npencrasisier C-Ryy;

R, npencrarnser Bogopon, Cl, Br niu metokcw;

R3, R4 u R¢ mpencraBnsatoT aToMbl BOJOPOAA;

Rs npencrasnser meru,

R; npencranser ¢penmn, 3ameménnbiii OCF; i SCF;;

Ro 1 Ry}, KaxIpIil HE3aBHCUMO APYT OT IPyTa, MPEeACTaBILItOT Bogopo, Cl, Br i meTw;

z npexacrasisier C(O) u

apaBHo l; u

€ro COJIH.

7. IMecTurmuaHas KOMITO3UIHSA, O0JIagaromas aKTUBHOCTEIO MIPOTHB SHIO- U 3KTOMApa3uTOB, COIeprKaIas
ot 0,05 no 10% (mac./06.) coequHeH s 10 1.1 ¥ NECTULHAHO WM BETEPHHAPHO NPUEMIIEMbIH HOCUTEIb.

8. TlectunnaHast KOMIO3UIMSI TIO I1.7, KOTOPast, KpOME TOTO, COACPKHUT JOMOTHUTELHOE TIECTHIIUTHOE CO-
eMHECHHE.

9. Crioco® nonyuyenus coequnennst popmysl (1) mo 1.1, KOTOpBIH BKIIOYAET:

(1) nonyuenue xapOoHWIbHOrO coexuHenust Gopmyssl (IV) npu BlammoneiricrBun NH-apunazona oOiueit
¢dopmyis (V) ¢ coenunennem obmeit popmytsl (VI)

Rs
T—(Ca——R,
0 L R gy Y
/ i a 5
Koy base oy =P R . ©
v} )

base — ocHOBAHERE
rae P npeacrasisier N;
Q mpencrasiser C-R, nmu N;

-85 -



016912

V npencrasiser C-Rg mmm N;

W npeacrasnsier C-Ry;

X mpencrasisier C-R;o wim N;

Y mpencrasisier C-R;; wim N,

R, Rg, Rg, Ryp 1 Ry, Kaxkaplil HE3aBUCUMO IpYT OT Apyra, IpeACTaBIs0T BOJAOPOJ, aMUHO, aMUJI0, LIUAHO,
Hutpo, ramnoreH, C-Cg-ankmn, C,-Cg-ankenun, C,-Cg-ankunun, C;-Cr-umknmoankui, runpokcu-C,-Cg-asku,
ranoren-C;-Cg-ankmn, Ci-Cg-ankunrno, ramored-Ci-Cg-ankmiaruno, apuwitno, C,-Cg-ankokcu, penokcu, Ci-Cq-
ankokcu-C;-Cg-ankokcn, C;-Co-nmknoankmiokcn, ranoreH-C,-Cg-ankokeu, C,-Cg-ankmnkapbonmi, ranoreH-C-
Cs-ankunkapoonmn, C,-Ce-ankmicynabuami, ranored-C-Cg-ankmwicynbhuami, C,-Cg-ankmicynshonmt, Ci-Cq-
ankmiamuHo, 1u(C-Cg-ankmn)amuno, C;-Cg-ankmmkapbokcunamuno, Ci-Cg-ankmiamuao-Ci-Cg-allKOKCH, IH-
C-C¢-ankmnamuHo-C;-Cg¢-ankokcu, C-Cg-ankunaMuao-C-Cg-ankun,  gu-Ci-Cg-ankunamuno-Ci-Cg-ankui,
amuHO-C-Cg-ankuin, popmmn, HO,C-, C,-Cy-ankmn-O,C-, He3aMeIEHHBIN WIIN 3aMeIIeHHBIN (PEeHIT WK He3a-
MEIIEHHBIN WIN 3aMeIIEHHBIN (PEHOKCH, TAe 3aMECTUTENN HEe3aBHCHMO JAPYT OT ApYyra BBIOMPAIOT M3 TPYIIIHL,
COCTOSIIICH U3 IIMaHO, HUTPO, ranorena, C,-Cg-anmkuna, rajgored-C,-Cq-ankuna, C,-Cg-anxuntuo, ragoreH-C;-Cg-
ankuntuo, apwitno, C-Cg-amkoken, rajoreH-C-Cg-ankokcu, C,-Cg-ankunkapbonwmna, ramoreH-C-Cg-
ankwikapoonmna, Ci-Cg-ankmwicynbduumia, rainoreH-C,-Cg-ankwicynbpunmia, Ci-Ce-aakuicyabGoHuna u
ranoren-Ci-Cg-ankuicyiibhoHma;

R3, R4 1 Rs, kaxxplii HE3aBUCUMO APYT OT Apyra, IpeacTaBisitoT Boaopoa, C,-Cg-ankun, ruapokcu-C-Cq-
aJIKUJI, C-Cg-anxuntno-C,-Cg-alkui, ranoreH-C;-Cg-aaKkuiI, C-Cg-anxoxcn-C,-Cg-ankum, C;-Cs-
ankmicynbpuamin-C-Cg-anmkmi, C,-Cg-ankmicyabormn-C,-Cg-ankmn mwin C-Cg-ankumncyabPormmokcu-C-Cq-
AJTKWIT,

apaBHo 1, 2 uiu 3;

T mpexacTaBisieT yXOAAIIYIO TPYIIITY;

(1) mosy4eHue MPOU3BOJHOTO O.-aMHHOHUTpHIA dopmMyisl (II) nmpu B3anmMopelcTBUM KapOOHHUIIBHOTO CO-
enuHeHmst obmieir popmynsl (IV), comepikamero UCTOYHWMK IUAHWUAA, ¢ aMHHOM oOmiei gopmynsl Rg-NH, B
MPUCYTCTBUH COJTA AMMOHHUS

D . . T R W LT
Vi a a 5 . y - a
= Cyanid =3,
S - yanides Xoy~"p ) |
) n
Cyanides - Ilnasnast
rae R;, Ry, R5, P, Q, V, W, X, Y u a onpezienieHbl BbIlIE U
R¢ mpencrasmser Bogopox win Ci-Cg-alkui; u

(iii) B3ammoneticteue coemuaerus ¢popmynsl (II) ¢ coemunennem (II1) B mpucyTCTBHM OCHOBaHUS B pac-
TBOpUTEINE

z—R
v R 7 p R —R
W= e Ry wVsza Rs Ry FTR
| N—(a N—2 7 [ /N——fC)a«’—N\
)k\Y P R, il | base )k\/ P R, Il R,
N R, N

L] U]
base — ocHoBaHHe

rae R;, Ry, Rs, Rs, P, Q, V, W, X, Y u a onpeniesieHs! BhILIIE,

R; mpencrapisieT He3aMEUIEHHBINA MU 3aMEIIEHHBINA (DEHWI, I/1e 3aMECTUTEIN HE3aBUCHMO APYT OT Apyra
BBIOMPAIOT M3 TPYIIIBI, COCTOSINEH U3 I[aH0, HUTPO, ramorena, C,-Ce-ankuia, rajgoren-C,-Cq-ankuna, penumnia,
tenokcn, C,-Cg-ankmirno, ranores-C,-Ce-ankmnruo, apwituo, C,-Cg-ankokcu, ranoreH-C,-Cg-anxokcu, C;-Cq-
ANKIWIKapOOHWIIA, ranored-C,-Cg-aKuaKapOOHWIIa, C,-Cg-ankmincynshuHmia, rajoreH-C,-Cg-
ankwicyibpuanna, Ci-Cg-ankuncynbponmna, ranoreH-C,-Ce-ankmicynbdonnina, C,-Cg-anxunamuao u gu(Ci-
Ce-aNKuIT)aMIHO; He3aMeIEHHBIA WM 3aMEIEHHBIA TeTapHII, TIe 3aMECTUTENTN HE3aBUCHMO JAPYT OT JApyTra BhI-
OWparoT W3 TPYNIBI, COCTOSAIIEH W3 MHAaHO, HUTPO, TajoreHa, C,-Cg-anmkmia, ramoreH-C,-Ce-ankmma, Ci-Cq-
AJIKUIITHO, rasoret-C-Cg-aaKuiITHO, apUITHO, C,-Cs-anmkoxcu, rasored-C;-Cg-aJIKOKCH, C,-Cq-
aJKUIKapOOHHMIIA, ranoreH-C,-Cg-ankunkapOoHuia, C,-Cs-ankuncynbpuauna, rajgored-C;-Cg-
ankuicyibpuuuna, C;-Ce-ankuncynbponmna, ranoren-C,-Cg-ankmicyinbhonnna, C-Cs-ankunamuso, 1u(C-Ce-
JIKWIT)aMUHO; WM HE3aMElIEHHBIH WM 3aMElIEHHBIH HAaQTUII WIM XWUHOJIWI, TAE 3aMECTHTENN HE3aBUCHMO
JIpYT OT Jipyra BbIOUPAIOT W3 TPYIIIbI, COCTOAIIEH W3 IIMaHO, HUTPO, rajoreHa, C,-Cg-ankuna, ranoren-C,-Ce-
ankwuna, C,-Cg-ankunruo, ranoren-C,-Cg-ankunruo, apuiruo, C,-Cg-ankokcu, ranoren-C,-Cg-ankokcu, C;-Cq-
ANKWITKapOOHWIIA, ranoreH-C,-Cg¢-aKuIKapOOHMIIa, C,-Cg-ankmicynshuHmia, rajoreH-C,-Cg-
ankwicynbduanna, C;-Ce-ankuncynbdonnna, ranoren-C;-Ce-ankmicynbdonnna, C,-Cg-ankunamuHo, 1u(Ci-Ce-
QJIKWIT)aMUHO;

z npeacrasisier C(0), C(S) unu S(O),;

p paBHo 0, 1 nmm 2;

T npencTaBisieT yXOAALIYIO TPYIILY.

10. Crioco6 nedeHus! YHIOMAPASUTHIECKON MH(PEKIHNN y )KHUBOTHOTO, KOTOPHIA BKIIIOYAET BBEICHHE KH-
BOTHOMY 3()(heKTHBHOTI'O KOJIMYECTBA COEAUHEHHS 1O T1. 1.
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11. Cmoco6 mo m.10, B KOTOpoM 3HIOMIApa3sUTHIECKass HHPEKIU BHI3BaHA TeIbMUHTAMH, BEIOPDAHHBIMA U3
rpymnbl, cocrositieii u3 Anaplocephala (Anoplocephala), Ancylostoma, Anecator, Ascaris, Brugia, Bunosto-
mum, Capillaria, Chabertia, Cooperia, Cyathostomum, Cylicocyclus, Cylicodontophorus, Cylicostephanus, Cra-
terostomum, Dictyocaulus, Dipetalonema, Dipylidium, Dirofilaria, Dracunculus, Echinococcus, Enterobius, Fas-
ciola, Filaroides, Habronema, Haemonchus, Metastrongylus, Moniezia, Necator, Nematodirus, Nippostrongylus,
Oesophagostumum, Onchocerca, Ostertagia, Oxyuris, Paracaris, Schistosoma, Strongylus, Taenia, Toxocara,
Strongyloides, Toxascaris, Trichinella, Trichuris, Trichostrongylus, Triodontophorous, Uncinaria, Wuchereria u
MX KOMOWHAITHA.

12. Cmoco6 mo m.11, rme remsMuHTH TpeacTaBisiior Haemonchus contortus, Ostertagia circumcincta,
Trichostrongylus axei, Trichostrongylus colubriformis, Cooperia curticei, Nematodirus battus 1 ux KomOuHaIHH.

13. Croco6 mo 1m.12, Tae reasMHUHTHL IpencTaBisaioT Haemonchus contortus u coequHeHNE TPEACTABISIOT
coenuaeHue Gopmyisr (1), B KoTOpOM

P npencrasnser N;

Q mpencrasiser C-R, nmu N;

V npencrasiser C-Rg nmu N;

W npeacrasnser C-Ry;

X mpencrasisier C-Ry;

Y npencrasisier C-Ryy;

R, npencrasnser Bogopox, Cl, Br, MeTHI Hii METOKCH;

Rs3, Ry u R¢ mpencrasnsitor H;

Rs mpescraBisier MeTHIT;

R; npencrasnser dpenmn, 3ameménubiit OCF;, SCF; nmn CHFCFj5;

Rg mpencrasmser H, CL, Br, F mmu CN;

Ry mpexncrasnser H, Cl wnn Br;

Ry mpeacrasnser H, Cl, Br unu CF;;

Ry, mpencrasnser H, Cl, Br wiu metui;

z nipenctasisier C(O) u

a mpezcrasisier 1.

14. Crnioco6 no 1.12, rae renbMUHTHI npeacTaBisitoT Haemonchus contortus v coeHeHHE MPECTaBIIsET
coenuHenue ¢opmyisl (1), B koTopom

V npencrasiusier N;

X npeacrasiusieT C-Ry;

Y mpencrasisier C-Ry;;

R, mpexncrasnser Bogopon, Cl, Br, MeTwin uimu MEeTOKCH;

R3, Ry u R¢ mpencrasnsitor H;

Rs npencrapnser metui;

R; mpencrasnser Gpennn, 3ameménnsiii OCF; unu SCF3;

Ry npencrasnser H;

Ry mpencrapnsier Cl unu Br;

Ry, mpeacrasaser H;

z npeacrasnger C(O) u

a mpejacTaBiser 1.

15. Crioco6 JiedeHus: SKTOMapa3suTUICCKONH WH(EKIMHA Y KUBOTHOTO, KOTOPHIH BKIIFOYAET BBEICHHE JKHU-
BOTHOMY 3()()EKTHBHOTO KOJIMIECTBA COSAUHCHHUS 10 I1.1.

16. Crioco6 mo 1m.15, B KOTOpOM 3KTOmapasuTHdeckast HHPEKIHs BEI3BaHA HKTOMAPA3UTOM, BRIOPAHBIM U3
TPYIIIbI, COCTOSINEH U3 010X, KIIeel, KOMapoB, MyX, BIIEH, MSICHBIX MyX U HX KOMOHHAIIHH.

17. Cnoco6 1o 1. 16, B KOTOPOM 3KTOMapasuTHIecKor MH(EKInel sBISIOTCS OI0XH.

18. Croco6 momyueHHs apuioas3on-2-wi-IanodtiinamMuda mo 1.1, roe Q mpeacraBmsser CH, xoTopsrii
BKJIIOYAET:

(a) B3aumogpeiicTBue coenuHenus popmyisl (XIV)

"IV¢VIR16

X

Sy NO,
(XIv)

M/\rRm

Rss
(Xv)

¢ coeqrHeHneM (opmysl (XV)

¢ obpazoBanueM coexanHeHHs Gopmyms (XIIT)
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’/V | RN R14
|
Xs Rys
Y NO,
(X

rae V npencrasnser C-Rg mmu N;

W mpencrasnser C-Ro;

X mpencrasisier C-R;o wim N;

Y mpencrasiser C-R;; wim N;

Rg, Ry, Rig 1 Ryy, Kaxaplii HE3aBUCUMO ApYr OT Apyra, IpeAcTaBisIIOT BOJOPOJ, aMUHO, aMHI0, LIUAHO,
Hutpo, ranoreH, C-Cg-ankumi, C,-Cg-ankenun, C,-Cg-ankunun, C;-Cr-umknoankui, runpokcu-C,-Cg-alkui,
ranoren-C;-Cg-ankmn, Ci-Cg-ankunruo, ramored-Ci-Cg-ankmiaruno, apuwitno, C,-Cg-ankokcu, penokcu, Ci-Cq-
ankokcu-C;-Cg-ankokcn, C;-Co-nmknoankmiokcn, ranoreH-C,-Ce-ankokeu, C-Cg-ankmnkapbonmn, ranoreH-C-
Cs-ankunkapoonmn, C,-Ce-ankmicyabuami, ranored-C-Cg-ankmwicynbhuami, C,-Cg-ankmicynshonmt, Ci-Cq-
ankmnamuHo, 1u(Ci-Cy-ankmn)amuto, C;-Cg-ankmmkapbokcunamuno, Ci-Cg-ankmiamMuao-Ci-Cy-allKOKCH, ITH-
C-C¢-ankmnamuHo-C;-Cg¢-ankokcu, C-Cg-ankunaMuao-C-Cg-ankun,  gu-Ci-Cg-ankunamuno-Ci-Cg-ankui,
amuHO-C-Cg-ankmin, popmmn, HO,C-, C,-Cy-ankmn-O,C-, He3aMeIEHHBIN WITN 3aMeIIEHHBINA (PeHIT WK He3a-
MEIIEHHBIN WM 3aMeIIEHHBIN (PEHOKCH, TIe 3aMECTUTENN HE3aBHCHMO JPYT OT ApPYyra BBIOMPAIOT M3 TPYIIIHL,
COCTOSIICH U3 IIMaHo, HUTPO, ranorena, C,-Cg-anmkuna, rajgored-C,-Cq-ankuna, C,-Cg-anxuntuo, ragoreH-C;-Cg-
ankuntuo, apwitno, C-Cg-amkoken, rajoreH-C-Cg-ankokcu, C,-Cg-ankunkapbonwmna, ramoreH-C-Cgq-
ankunkapoonuna, Ci-Cg-ankuicynbuuuna, ranoreH-C,-Cg-ankuncynbbpunmna, C,-Cg-ankuncynbhoHunia u
ranoren-Ci-Cg-ankuicyiibhoHua;

Ri¢ mpencrasiser rajoreH i TpuQTopMeTaHcyIbHoHmI;

R4 1 Ry5 HezaBucumo npeactaBistoT Co-Cy-ankun win Ci-Cy-ankuikapOoHWI U

M mpencTaBIsIeT TPHATIKUIOIOBO, OOPHYIO KACIOTY MU 3(QUp OOPHOI KHCIOTHL,

BBeneHne coenuHeHuss Gopmynsl (XII[) B OokHCIHTENBEHOE paclIeIUicHHEe ¢ 00pa30BaHUEM COCIUHCHHS

hopmymsl (X)

WY o
Xs
Y °NO,
X
B3aumoeiicteue coenuHenus popmynst (X) ¢ coenunenrem Gpopmyssl (XI)
R3
]
HaN-
2 (Cli)a—|—Rs
Ry  ORp
Xn

B KoTopoil Rj, Ry m Rs, Kakaplit HE3aBUCHUMO OpPYyT OT Apyra, MPEeACTaBIsIOT Bogopox, ramoreH, C;-Ce-
ankmi, THApokcH-C-Cg-ankmi, C;-Cg-ankmntno-C,-Cg-ankuin, ranored-C-Cg-ankmin, C;-Cg-anxokcu-C;-Cg-
aIKuI, C,-Cs-ankuicynbpunui-C-Cg-anmkui, C,-Cs-anxmicynbPporun-C-Cg-anku, C;-Cq-
ankwicyinbormtokcu-C-Cg-alkui; u

R, npeacrasiser ruIpOKCU3AILUTHYO TPYIIILY,

¢ obpazoBanuem coeanHenus Gopmysl (1X)

. Rs

w” N~(C) R
U L
v NO, R, ORq2

(1X)
BBezieHHe coeanHenus popmyibl (IX) B cTaauio rerepounkiniauy ¢ 00pa3oBaHueM coenuHeHus Gopmy-
aer (VIID)

e

Xs \N/ (I)a 5

Y Ry OR12
Vi

BBeeHue coequnenust popmyisl (VIII) B cramuio CHATHS 3alUTHI C THIPOKCHIBHON IPYIIIBI ¢ 00pa3oBa-
HH1eM coenuHeHus popmyis (VII)
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R.

|/’ - ‘N cl:a R
a
X =N (|) [ §

<
4

(Vi)
rae Q npencrasisier CH; u
okucienue coenunenus popmyist (VII) ¢ obpasoBanuem coeaunenus popmynst (IV), rae Q npeacrasisier

CH

R
1

P4 Q 3
YU it R
*\\ ; ( " )a " 5
y” P R, O
()
(b) B3aumonueiictBue coeaunaenus popmyiist (IV) ¢ Rg-NH,; ¢ o6pazoBanuem coeaunenus popmyis (11)

N R
e _F‘ "
a
Xsy e R |
N

Y Ry Re

{mn

rne R¢ mpencraenser Bogopon miu C-Ce-ankut; u

(c) Bzaumogeiicteue coenunenus ¢popmysl (11) ¢ T-Z-R,, toe

T mpenacraBisieT yXOAAIIYIO TPYIIITY;

Z npexcrasnser C(O), C(S) nmm S(O),;

R; mpencrapnser He3aMENIEHHBIA MIIN 3aMEIIEHHBIN (DeHWII, T/Ie 3aMECTUTEIHN He3aBIUCHMO APYT OT Apyra
BBIOMPAIOT U3 TPYIIIBI, COCTOsIICH U3 LIMaHo, HUTPO, rajoreHa, C,-Cq-ankuna, ranoren-C,-Cg-ankuna, dpeHunna,
tdenokeu, Ci-Cg-ankmnruo, ranoreH-C,-Ce-ankmntuo, apuituo, C-Cg-ankokcu, rajgoren-C;-Cg-ankokcu, Ci-Cg-
ANKWIKapOOHMIIA, ranoren-Ci-Cg-aJIKiIKapOOHUIIa, C,-Cy-ankuicynbhuHmia, ranored-C;-Cg-
ankwicynbpunmna, C;-Ce-ankmicyabponmia, ranoreH-C,-Ce-ankmicynbdonuna, C-Ce-ankunamuao u au(C-
Cg-anKWIT)aMIHO; He3aMEIIEHHBIA WM 3aMEIEHHBIA TeTapHII, TJIC 3aMECTUTEITN HE3aBUCHMO JPYT OT JPyTra BbI-
OWMparoT W3 TPYIIBI, COCTOSINECH W3 IHaHO, HUTpPO, ranoreHa, C,-Cg-ankmia, ramnoreH-C,-Ce-ankmma, Ci-Cq-
AJIKUJITHO, ramoreH-C-Cg-aIKHITHO, apUITHO, C,-Cg-anmkoxcu, ramoreH-C;-Cg-aIKOKCH, C-Cs-
ANKWITKapOOHMIIA, ranoreH-C,-Cg-ankuakapOoHmIIa, C,-Cg-ankmncynshuHmia, rajored-C;-Cg-
ankwmncynbuanna, C,-Cq-ankmincynshonmia, ranored-C-Cg-ankmicynbhonmna, C,-Ce-ankmmamuno, mu(C,-Cq-
AJIKWJT)aMUHO; WM He3aMEIIEHHBIN MM 3aMEIIEHHBIN HA(DTHI WM XWUHONHI, TAE 3aMECTHTEIH HE3aBHCHUMO
JIpyT OT Ipyra BBEIOMPAIOT W3 TPYMIBI, COCTOSIIEH M3 IIMaHO, HUTPO, ranoreHa, C,-C¢-ankmna, ranoreH-C;-Ce-
ankwmna, C;-Cg-ankunrno, ranoreH-C,-Ce-ankunruo, apuitno, C,-Ce-anmkokcu, ranoren-C,-Cg-ankokcn, C;-Cg-

aJKUIKapOOHHMIIA, ranoreH-C,-Cg-ankunkapOoHuia, C,-Cs-ankuncynbpuauna, rajmored-C;-Cg-
ankwicynbpunmna, C;-Cg-ankuicynbponnia, ramored-C-Cg-ankmicynbdonmna, C,-Cg-ankmnamuno, 1u(Ci-Cg-
AJIKWJT)aMUHO;

B MIPHUCYTCTBUH OCHOBaHHS C 0Opa3zoBaHueM coenuHenus Gpopmydsl (1) mo m.1

-V ?3 R5 /Z_R7

wo =R
4 N [}

rae P npencrasnser N;

Q mpencrasisier CH;

V npencrasisier C-Rg umu N;

W npeacrasnsier C-Ry;

X npeacrasinsietr C-Ryo niu N;

Y mpencrasuser C-R;; mmm N;

Rs, Rg, Rjp 1 Ry, Kaxaplii HE3aBUCUMO JIpYr OT Jpyra, NPEACTaBJIAIOT BOJOPOA, AMUHO, aMHUIO0, LIUaHO,
Hutpo, ramoreH, C-Cg-ankmn, C,-Cg-amkenmn, C,-Cg-anmkuumn, C;-Co-muxmoankmn, ruapokcu-Ci-Ce-aiaKu,
ranoren-C,-Cg-ankun, C,;-Cg-ankuntno, ranored-C,-Cq-ankuntuo, apuntuo, C,-Cg-ankokcn, penokxcu, Ci-Cg-
ankokcu-C -Cg-ankokcu, Cs;-Co,-muxnoankmiokey, ranored-C-Cq-ankoken, C-Cg-anknnkapOonu, ranored-C-
Ce-ankunkapoonui, C,-Cg-ankuncynbpunni, ranored-C-Ce-ankmicynbpunmi, C,-Cq-ankuncynbponmi, C,-Cq-
ankwiamuno, 1u(Ci-Cg-ankmin)amuto, C;-Ce-ankmnkapbokcunamuno, Ci-Cg-ankunamuuo-Ci-Cy-aKOKCH, IH-
C,-Cg-ankunamuno-C,-Cg-ankokcu, C;-Cg-ankmnamuno-C-Cg-anxun, gu-C;-Cg-anxkunamuno-C;-Cg-amkun,
amuHo-C;-Cg-ankui, popmumn, HO,C-, Ci-Cy-ankuin-O,C-, He3aMeIIEHHBIN WK 3aMEIIEHHBINA (SHUT WK He3a-
MEIIEHHBIN WM 3aMEIIEHHBIN (EHOKCH, TJC 3aMECTUTEIN HE3aBHUCHMO JIPYT OT ApPYyra BBIOMPAIOT M3 TPYIIIHL,
cocTosiiei u3 uaHo, HUTpo, ranorena, C-Cg-ankuna, rajgored-C,-Cq-ankuna, C,-Cg-anxunruo, ragoreH-C;-Cg-
ankwntio, apwitno, C;-Cg-amkokcn, ranoreH-C,-Cg-ankoken, C,-Cg-ankunkapOonwmna, ramoreH-Ci-Cq-
ankminkapoonuna, Ci-Cg-ankmicynbpuamna, raioreH-C-Cg-amkmicynspuamia, C;-Ce-anxuicynbpoHuma u
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ranoreH-C,-Cg-ankuncynp(oHra;

Rs, Ry m R, KaxapIif He3aBUCUMO JpYT OT ApyTa, IpeacTaBisaoT Bogopoa, Ci-Cg-ankmi, runpokcu-Ci-Ce-
aJKuI, C,-Cs-anxuntno-C,-Cg-ankui, rajgored-C-Cg-ankui, C,-Cs-ankoxcu-C,-Cg-anku, C;-Cs-
ankmwicyibpuann-C-Cg-ankun, Ci-Ce-ankuncynbponun-Ci-Ce-ankun, Ci-Cg-ankuncynbporunokcu-Ci-Ce-
AJTKHIT;

R¢ mpencrasnsier Bogopon, C,-Ce-anmkum;

R; mpencrapinsieT He3aMENIEHHBINA HIH 3aMEIIEHHBINA (DEHWI, I/1e 3aMECTUTEIN HE3aBUCHMO APYT OT Apyra
BEIOMPAIOT M3 TPYIIIBI, COCTOSIIEH U3 IIaHO, HUTPO, ramorena, C-C¢-ankmna, ragoren-C,-Cq-ankmna, GpeHmna,
tenokcn, Ci-Cg-ankmwirno, ranores-C,-Cg-ankmnruo, apuwituo, C,-Cg-ankokcu, rasoreH-C,-Cq-anxokcn, C;-Cq-
ANKWITKapOOHWMIIA, ranoreH-C,-Cg-aKuIKapOOHUIIa, C,-Cg-ankmincynshuHmia, rajoreH-C,-Cg-
ankmncynbuanna, C,-Ce-anxmncynbponmna, ramoreH-C,-Ce-ankmncynpdonmuna, C,-Ce-ankmmamuao u au(C-
C6-aTKUIT)aMIHO; He3aMeIIEHHBIA WM 3aMEIEHHBIA TeTapHII, TIe 3aMECTUTENTN He3aBUCHMO JAPYT OT JApyTra BhI-
OmparoT W3 TPYNINBI, COCTOAIIEH W3 IHMaHO, HUTPO, TajoreHa, C;-Cg-ankmia, ramoreH-C,-Ce-ankmma, Ci-Cq-
AIKUIITHO, rajored-C-Cg-aaKuiTho, apuIITHO, C,-Cs-anmkoxcu, rajnored-C,-Cg¢-aJIKOKCH, C-Cq-
aJKUIKapOOHHMIIA, ranoreH-C,-Cg-ankuiakapOoHuia, C,-Cs-ankuncynbpuHuna, rajmored-C;-Cg-
ankwicynbhunmna, Ci-Cg-ankuicynbhonunia, ramored-C-Cg-ankmicynbdonmna, C,-Cg-ankmnamuno, 1u(Ci-Ce-
AJIKIJI)aMUHO; WM HE3aMCIIEHHBINA WM 3aMEINCHHBIH HA(DTUI WM XWUHOIHJ, TJI€ 3aMECTHTEIH HE3aBUCHMO
JIpYT OT Jipyra BbIOUPAIOT W3 TPYIIIbI, COCTOAIIEH M3 IIMaHO, HUTPO, rajoreHa, C,-Cg-ankuna, ranoren-C,-Ce-
ankuna, C;-Cg-ankunruo, ranoren-C-Ce-ankunruo, apuwiruo, C;-Cg-ankokcu, ranoren-C,-Cg-ankokcu, C;-Cgq-
ANKWIKapOOHWMIIA, ranoreH-C,-Cg¢-aKuIKapOOHMIIa, C,-Cg-ankmincynshuHmia, rajoreH-C,-Cg-
ankuicyibpuanna, C;-Ce-ankuncynbdonnna, ranoren-C;-Ce-ankmicynbdonnna, C,-Cg-ankunamuHo, 1u(Ci-Ce-
AJTIKWJT)aMUHO;

z npeacrasnsier C(0), C(S) umu S(O),;

apaBHo 1,2 unmu 3 u

p npencrassier 0, 1 v 2.

19. Coenunenue mo .1 popmyssr (Ie)

a R
N—_ "~
N
Ry . NH {le)
Rio N/ (o]

rae R=SCF; unu OCF;;

Q=C-Ry;

R, npencrarnser Bogopos, Br, F, Cl, MeTH1, METOKCH, 3TOKCH HJIH IIPOTIOKCH U
Ro, Ryg 1 Ry}, kaxap1ii HEe3aBUCHMO, ipeacTapisitoT H, ranored unu C;-Cg-anku.
20. Coenunenue no 1.19, roe

R, mpencrasnsier H, Br wiu metokcu u

Ry, Ry 1 Ry}, kaxpiii He3aBucumo, npeacraisitot H, Br wmu Cl.

21. Coenunenue no 1.19, roe

R, npencrasnser H u

Ro, Ryg 1 Ry}, kKaxxap1ii HEe3aBHCUMO, ipeAcTaBisitor H, Br wmu CI.

22. Coenunenue no n.21, rae

R mpencrapnser OCFj;

R, npencrasnser H;

Ry u Ry, mpeacrasnstor H;

Ry mpeacrasnser Br.

23. Coeaunenue 1o 1.1 ¢popmysr (Id)

N
Ry ! NH 1)

rae R=SCF;unu CF;;

R, mpencrasisier Bompopoxn, Br, F, Cl, merui, metokcu, 3tokcu, mpomnokcu, Oyrokcu, O(CH,),OCH; win
O(CH,),N(CH;), u

Rs, Rg, Ryp 11 Ry, Kakap1it He3aBHCHMO, TIPEACTABIAIOT H, TanoreH, HUTPO, aMUHO, aMH[I0, ATKHIKapOOHH-
namuno, HO,C-, ankuin-O,C-, ranoren-C-Cg-ankumi uin C,-Cg-aaKuil.

24. Coenunenue no n.23, rae

R, npexacrasmnser Bogopo, Br, Cl, MeTHI, METOKCH HITH 3TOKCH U

Rg, Ro, Ry 1 Ry, kaxpiii HezaBucumo, npencrasisitoT H, Cl, Br, metwn, CF; ninu HUTpO.

25. Coenunenue no n.23, rae

R, mpencrasisieT BOJOPO WM METOKCH U

-90 -



016912

Rs, Ro, Ryp 1 Ry, kaxmprii He3aBucumo, npencrasisitor H, Cl wm Br.
26. Coenunenue 1o 1.1 gpopmyssr (Ic)
Rs R
/N\N R5
/
=N
/I
R
10 R11 N

Ry NH

(Ic)

rae R=SCF; umu OCF;;

Rs mpencraBmser C;-Cg-anKkul, THAPOKCHAIKIII, aTKMITHOAIKIII HITH aJKIICYITH(OHMIOKCHATKII U

Rg, Ry, Rjp 1 Ryy, Kaxaplil He3aBUCUMO, NpeCTaBIA0T H, rajiored, iuaHo, aMMHO, aMUHOAJIKIJI, ajKuJia-
muHoankwi, popmmi, HO,C-, ankun-O,C-, ramoren-C,-Cg-ankun, C;-Cg-ankmi, Ci-Cg-ankenmn, C-Cg-ankokcu
niu rajgored-C -Cg-aJIKOKCH.

27. CoenunHenue no m.26, rae

Rs mpencraisier C;-Cg-aJIKIIT WK THAPOKCHATIKUI U

Rg, Ry, Ry 1 Ry, kaxaplit He3aBucumo, npencrasisitor H, ranoren, HO,C-, ankun-O,C-, ranoren-C;-Cs-
ankui, Ci-Cg-ankun, Ci-Cg-ankokcu uiau ranored-C;-Cg-alIKoKCH.

28. Coenunenue no 1n.27, rae

Rs mpencraBisieT METHI WU TUAPOKCHATKIIT U

Rs, Ry, Ryy u Ryq, kaxkablit HezaBucumo, npeacrasisitor H, metmi, CF3, Cl, Br, F, merokcu miu tpudtop-
METOKCH.

@ EBpa3suiickast naTeHTHas opraHusauus, EAMB

Poccust, 109012, MockBa, Manblit Yepkacckuid nep., 2
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