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OcyriecTBiieH CUHTE3 3-(2-apui-2-0KcoaTmi)-4-anetui- 1 -dpennn- 1 H-1,2,3-tpuason-3-uii-5-0naToB, a Takxke 4-TUAPOKCH-, 4-allETOKCH-
U 4-aMMHONIPOM3BOAHBIX 2,6-muapui-2H-[1,2,3]tpuazonol[ 1,5-a]mupunun-8-nii-3-01aToB 1 MccieqoBaHa UX (QyHTUINIHAS aKTHBHOCTD B
OTHOWICHWH 9 mMTaMMOB (DUTOMATOTCHHBIX TpHOOB. OOHApYKEHBI COCAWHEHHUS, 3HAUYUTENHPHO WHTHOUPYIONINE POCT OJHOTO HIIH
HECKOJIbKHX MmMTaMMOB. [lokazaHo, uTo 4-ameTmi-3-[2-okco-2-(4-xmopdenmn)atun]-1-penmn-1H-1,2,3-tpuazon-3-nit-5-onar neMoH-
CTpUpYeT HAWIy4IlIe MPOTUBOTPHOKOBEIE CBOMCTBA C THANa30HOM 3HAUCHHH cpeqHel 3 PeKTUBHOI KOHLIeHTpamu 2.28—47.75 MKr/miL.

Ki1oueBble c10Ba: cHaMHUHBI, TUPUANHAHN, 1,2,3-TpHazonuii-5-onatsl, 1,2,3-Tprua3omsl, KpOTOHOBasT KOHICHCAINS, TPOTHBOTPUOKOBBIE

CBOWCTBa, PUTOMATOTeHHBIE TPUOBL, GYHTUIMIHAS AKTHBHOCTb.

Cepbe3HOil yrpo30oil yCTOHYMBOCTH MHPOBOTO MPOJIO-
BOJILCTBEHHOTO CHAOXEHHS SBISIIOTCA MOTEpU ypoxKasd,
BbI3BaHHbIE WH()EKIUOHHBIMU 3a00JIEBAaHUSMH CEJILCKO-
XO3SUCTBEHHBIX KynbTyp. bomee 70% Bcex 3abosieBaHMi
pACTeHMl NPUXOAMTCS Ha OO TPHOKOBBIX OOIE3HEH,'
KOTOPBIE €KErO/HO SIBJISIOTCS NPUYMHOM 3HAYUTEIHHBIX
noteps ypoxas.” [ToyueHHe BHICOKOKAYECTBEHHO CENbX03-
MIPOAYKIIUH HEMBICIMMO Oe3 3aluThl PacCTEHHH TJIABHBIM
00pa3oM C HCHOJIB30BAHMEM XHUMHYECKHX CPEACTB. 3alo-
TOM YCHEUTHOTO XHMHYECKOTO0 KOHTPOJSA Pa3BUTHA (PHUTO-
MaTOTEHHBIX TPUOOB SIBISETCS MPUMEHEHHE (YHTHIUIOB.
OpHaKo WCIONB30BaHUE IPOTUBOTPHUOKOBBIX CPENCTB
3aIIUTBl PACTEHUH MOXET OBITh NPUYMHOW TIOSBIICHUS
PE3UCTEHTHOCTH Y (PUTOMATOTEHOB. JTO SBJSIETCS BAXKHBIM
(akTOpOM B OTpPaHMYEHUH IONTOBEYHOCTH IPUMEHEHUS
dynrummnos.’ Tlouck HOBBIX GoJIee COBEPIICHHBIX CPEICTB
3aIIUTHl PACTEHHUH, OTBEYAIOMINX COBPEMEHHBIM SKOJIOTH-
YeCKHM TpeOOBaHMAM, B KOTOPBIX coueTaeTcst (P (EeKTHB-
HOCTbh JIEUCTBHUSl C HU3KOM TOKCHYHOCTBIO JIJISI YEJIOBEKa,
YKMBOTHBIX, MOJIE3HBIX MUKPOOPTaHU3MOB, SIBISCTCS aKTyallb-
HOM 3aja4eil.

© 2018 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

B mocnemrue romsl B psany 1,2,3-TpmazonoB oOHapy-
JKEHBI COEIIMHEHMS, TIOJIHOCTBIO MTOJABIISIONINE POCT GUTO-
naToreHHbIX rpu6oB.”® Manou3ydeHHBIME COeIMHEHHAME
3TOTO KJIacca reTePONNKIIOB SBISAIOTCS ME30HOHHBIE 1,2,3-
TpHa3omHii-5-omatel,’ >’ GHONOrMYECKAs AKTHBHOCTh KOTO-
PBIX MPAKTHUECKH He HCCIIEI0BANAck.” >

Llenpro gaHHOM paOOTHI OBUT CHHTE3 MOHOIMKIMYECKUX
U KOHJAEHCUPOBAHHBIX 1,2,3-Tpua3onuii-5-onaToB u usyue-
HHE UX BIUSHUS Ha POCT (PUTONATOT€HHBIX TPHUOOB.

Panee™ Hamu GbUIO YCTAHOBJIEHO, YTO ANKMIMPOBAHHE
1,2,3-rpuason-5-onata 1** a-Gpomaneroderonamu 2a—e
MPOTEKaeT ¢ 00pa30BaHUEM ME30MOHHBIX 1,2,3-TpHa3zonuii-
5-omatoB 3a—e, BHYTPHUMOJEKYJISIpHAas KPOTOHOBAasl KOHJEH-
canys KOTOPBIX MPHUBOAMUT K 1,2,3-Tpua3sononupuauHuii-
omatam 4a—e (cxema 1).

B Hacrosimedd pabore ObUIO IOKa3aHO, YTO AalMJIN-
poBanue 1,2,3-Tpuazonuii-5-onatoB 4a—-d aneTUiIxXiopu-
JIOM HpOTEeKaeT MO TUAPOKCUIBHOM Ipynne HMUpUIUHUE-
BOTO IIMKJIa ¢ 0Opa3oBaHueM MpoaykroB Sa—d. B criekrpax
SIMP 'H coelMHeHUIl S5a—d curHajabl IPOTOHOB AlETHUIIb-
HOM TPYHIIBI perUCTpUpoBaInch B obnactu 2.35-2.39 m. a.
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2-5a Ar = Ph, b Ar = 4-CICgH,, ¢ Ar = 4-MeCgHyg,

d Ar = 4-MeOCgH,4

6 a NR'R? = NHBn, b NR'R? = NHi-Pr, ¢ NR'R? = pyrrolidin-1-yl,
d NR'R? = NHMe

7 a Ar = Ph, NR'R?= NHBn; b Ar = 4-CICgH,4, NR'R? = NHBn;

¢ Ar = 4-MeCgH,, NR'R? = NHBn; d Ar = 4-MeOCgH,,

NR'R? = NHBn; e Ar = Ph, NR'R? = NHi-Pr; f Ar = 4-CICgHy,
NR'R? = NHi-Pr; g Ar = 4-MeCgH,, NR'R? = NHi-Pr;

h Ar = 4-MeOCgH,, NR'R? = NH/-Pr; i Ar = Ph,

NR'R? = pyrrolidin-1-yl; j Ar = 4-CICgH,4, NR'R? = pyrrolidin-1-yl;
k Ar = 4-MeCgH4, NR'R? = pyrrolidin-1-yl; 1 Ar = 4-MeOCgH,,
NR'R? = pyrrolidin-1-yl; m Ar = 4-EtOCgH,4, NR'R? = pyrrolidin-1-yl;
n Ar = Ph, NR'R? = NHMe; o Ar = 4-CICgH,4, NR'R? = NHMe

B BUJIE CHHIJIETOB. XapaKTEPUCTUYHBIMH TaK)XXe SBIISUINCH
CHHIJICTBI, COOTBETCTBYIOIINE MPOTOHAM HHPHIMHHUEBOTO
mukna B monoxeHmwssx C-3 u C-5, koTopsie HAOIIOHATICH
mpu 8.80-8.92 m 7.16-7.22 M. A. cooTBeTCTBEHHO. B
cnektpax SIMP °C crmemyer oTMeTHTh CHMrHaBI KapGo-
HWIBHOW Trpynmbl B obmactu 168.1-168.2 M. a. u aToma
yrnepoga C-7 1,2,3-tpuazomuiionara npu 150.1 M. g.
[TomHOE OTHECEHME CUTHAJIOB B MIPOTOHHOM U YTIEPOJHOM
CHEKTpax BBINOJIHEHO Ha IpuMepe coenuHeHus S5d Ha
OCHOBaHHH JaHHBIX IByMEpHBIX crektpo 'H—"*C HMBC
u 'H-"C HSQC. HauGonee XapaKTepHCTHUHBIMH B
cnextpe 'H-""C HSQC sBnsimuchy kpocc-mmku: p'-C/OMe,
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Pucynox 1. OcHoBHbIe Koppensuuu B crekrpax 'H-"*C HMBC
(xpacHble crpenku) coexmHenuit 5d, 7k n B cmektpe NOESY
(cunme ctpenku) coenuHeHus 7k.

5d

p'-Clo'-H, i-C/m'-H, i'-C/H-3, i'-C/H-5, C-6a/H-3, C-6a/H-5,
C-4/H-3 u C-4/0'-H. IlonoxeHue aueTWIBHOW TPYIIIBI
OBUIO YCTAHOBJICHO Ha OCHOBAaHWHU B3aUMOJCHCTBHM, HAOIIO-
JaeMbIX [Tt atoma yriaepoaa C-6 B cniextpe 'H-"C HMBC ¢
MPOTOHAMM aleTHIBbHOM Tpynmnel U mpoToHamu H-3.5, a
TaKXKe JJIs aToMma yriepojaa kapooHwiabHO# rpymmsl CO ¢
nporornoM H-5 (puc. 1).

Peakimeit 1,2,3-tpuazonuii-S-onaros 3a—e ¢ amudarnye-
ckumMu amuHaMH 6a—d B xumsmem MeOH mnosxydeHs!
4-amuno-2H-1,2,3-tpuazono[ 1,5-a]nupuaua-8-uit-3-onaTsl
7a—0. B3auMopeicTBUa coeAVHEHHH 3a—e ¢ aHWIMHAMHU
npu kunsdeHudn B MeOH He mnpoucxoauT. MexaHusm
peakuuu (GOpMHUPOBAHUS TUPUIMHUEBOTO LIUKJIA BKIIOYAET
cTamuio  o0pa3oBaHMS  €HaMHHA, KOTOpPBHIA  jaiee
MUKIN3YeTCd 10 MEeXaHU3My, I0J00HOMY KPOTOHOBOM
KoHzeHcammu> (cxema 2). TToXOKHe peaKium ONMCaHBI
panee B paborax,” > TJAe OHH MCIIOJb30BANMCH IS
(hopMHpPOBAHUST AMUHO3aMEIIEHHOTO OEH30JIbHOTO ITUKIIA.

Jns coenruenust 7k mpoBeIeHO OTHECEHHE BCEX CUTHa-
JIOB B IPOTOHHOM M YTJIEPOJHOM CIIEKTpax C IOMOIIBIO
JAHHBIX ~JBYMEpHBIX crektpos H-"C HMBC u
'"H-"*C HSQC. B mBymeprom crektpe 'H-"C HSQC
HanOoJiee XapaKTePUCTUUHBIMH SIBISIOTCA KPOCC-TIMKH:
p'-C/CH;, p'-C/o'-H, i'-C/m'-H, i'-C/H-3, i'-C/H-5, C-6a/H-3,
C-6a/H-5, C-4/H-3, C-4/0'-H. B3aumopeicTBus B JBY-
mepHoM criektpe 'H—"C HMBC aroma yrinepoma C-6 ¢
nporonamu H-3,5 u nporoHamMu NMUPPOJIMIMHOBOTO (par-
menta NCH,, a Taxoke nuku Mexay nporonamu H-5/NCH,
u H-5/0-HB mBymeprnom crnektpe NOESY mno3Bommmm
MOATBEPANTH TIOJIOKEHUE ITUKINYECKOH aMUHOTPYIIIBL.
JomomaurensHo B cnektpe NOESY 65umn otmeuensr 150
MEXIy COOTBETCTBYIOIIMMH MPOTOHAMH apOMAaTHYECKUX
uKIoB (puc. 1).
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Ta6auna 1. Uarubupoanue pocta GUTONATOTCHHBIX TPHOOB coeqnHeHusIME 3a—e, 4a—e, Sa—d u 7b—d,f,g.i,l, %*

Coemu-  Phytophthora  Cercospora Alternaria Botrytis Gibberella  Macrophoma  Sclerotinia  Rhizoctonia Thanatephorus
HeHue** infestans arachidicola solani cinerea zeae kuwatsukai  sclerotiorum cerealis cucumeris
3a 17 41 20 23 30 7 93 57 18
3b 82 95 92 49 100 63 100 100 70
3c 25 33 27 50 36 19 83 44 28
3d 7 25 14 32 44 15 60 27 10
3e 13 15 17 31 74 86 38 18 22
4a 29 20 25 25 39 43 82 81 30
4b 9 0 58 43 40 20 86 32 33
4c 32 89 52 80 55 67 93 80 50
4d 24 0 47 41 46 17 67 62 26
4e 23 46 29 35 29 14 38 89 65
Sa 16 29 23 43 37 19 66 80 45
5b 19 34 33 24 87 31 41 86 43
5¢ 16 20 67 5 27 27 48 51 43
5d 4 15 53 47 38 33 91 96 22
7b 22 20 5 42 24 1 53 18 7
Tc 15 36 23 38 27 13 87 0 13
7d 22 20 5 0 38 13 16 30 13
7t 17 10 8 33 42 0 68 20 10
7g 4 0 0 87 47 0 56 5 8
7i 2 0 5 33 33 13 50 0 8
71 13 20 5 92 69 6 76 0 25

* Crenrenn nHruOupoBanms: 0 — Hukaxoro addexra, 100% — nosHOCTHIO yOHUBaET.

** KonnenTparms 50 MKI/MiL.

JUis MOHOLMKINYECKHX (coenuHeHus 3a—e) U KOH-
JNEeHCUpOBaHHBIX (coenuHeHus: 4a—e, Sa—d, 7b-d.f,g,i,l)
1,2,3-Tpuazonuii-5-o1atoB  ObUTa wHccieqoBaHa (YHTH-
nuaHasgs aKTUBHOCTb B OTHOLICHUH 9 nITaMMOB (I)I/ITOHaTO-
TeHHBIX TpuOOB — BO30yauTeNel Takux 3aboyieBaHUN
pacTeHuii, Kak ajxbrepHapHo3, GUTO(YTOPO3, PU3OKTOHHUO3,
LIEPKOCTIOPO3, CKIEPOTHHHO3 (Oenast THUIb), MakpophoMo3,
6oTpuTHO3 (cepasi THWIB) (Tadu. 1).

BoJIbIIMHCTBO CUHTE3UPOBAHHBIX COEIMHEHUIl B KOH-
neHTpanuy 50 MKI/MII TOKa3aji0 IPOTHBOTPHOKOBBIE CBOM-
CTBa, a HEKOTOPbHIC COCTUHEHUS 00Ja1aiy BRICOKHM YPOB-
HEM aKTHUBHOCTHU MPOTHUB ONPECACIICHHBIX HITaAMMOB FpI/I6OB.
Tak, BoceMb 1,2,3-Tprazonuii-5-01aToB MPOSBUIH CIIOCO0-
HOCTh MHTHOMpOBaTh POCT S. sclerotiorum Gornee 4eM Ha
80%. Coenunenus 3b, 4a,c,e, Sa,b,d oka3zanuchk BBICOKO-
aKTUBHBIMH B OTHOWIEHUU R. cerealis (MHrHOMpOBaHUE
>80%). Tpmazonuitonatsl 3b u 4¢ TPOSBUIN BBICOKYIO
aktuBHOCTE B otHoweHuu C. arachidicola, a coenunenue 3e —
B oTHOmeHNH M. kuwatsukai. BEICOKyIO CTelleHb MHTHOU-
poBaHHS pocTa Mokasanu Tpuasonmitonatsl 3b u Sb B
otHomeHnn G. zeae — 100 u 87% coorBeTcTBeHHO. Bce
COCIMHCHUA TIPOABUIINM JIMIOb HU3KYIO HJIM YMEPCHHYIO
aKTMBHOCTb B OTHOWIeHWH 1. cucumeris. Cienyer oTme-
TUTh, 4YTO 1,2,3-TpMazononupuanHuiionat 4c¢ oOmaman
BBICOKOH aKTHMBHOCTBIO B OTHOIIEHWU YCTHIPEX MTaAaMMOB
¢uronarorenos: C. arachidicola, B. cinerea, S. sclerotiorum
u R. cerealis. Haunyumme pe3ynbTaThl TOKA3aJ0 COCIHU-
Henne 3b, koTopoe B koHmeHTparwu 50 MKr/Mia 6osee yeM
Ha 80% MoIaBIsIIO POCT IMIECTH MITAMMOB.

Jis maHHOTO COeAMHEHUs HaMH OBLIM ONpeAesICHBI
3HaueHus cpemaHer 3¢PdexkTuBHON KoHleHTparuu ECs,

958

(koHIIeHTpaMK (PYHTHUIIUAA, HEOOXOAUMOW s 3aMef-
JICHUSI CKOPOCTH PaJnaIbHOrO pocTa KOJIOHHH Tprda B 2 pasa
OTHOCUTEJIHO OeC(YHIHIUIHOTO KOHTpOJsi) (Tadm. 2).
O6HapyxeHo, 4To coenuHeHune 3b meMoHCTpUpyeT Hau-
Jy4IIue IPOTUBOTPUOKOBBIE CBOMCTBA (C HU3KUMH 3Haue-
Husimu ECsy) B oTHomeHMH mTamMMoB S. sclerotiorum,
G. zeae u R. cerealis. JInst cpaBHEeHus! B Ta0II. 2 PUBEICHBI
3HaueHuss ECs) KomMepyeckoro (QyHrunuaa a3oKcu-
CcTpoGHHA, KOTOpbIE GBUIH OIpE/IeIeHb paHee. ™

Takum o0Opa3oMm, HAMH TIPEIUIOKEHBI METOJBI CHHTE3a
HOBBIX TPOW3BOIHBIX 1,2,3-Tpmazomno[l,5-a|mupuaus-8-nii-
3-omata. Iloxa3aHo, 4TO MOHOIMKINYECKHE U KOHAEHCH-
poBanublie 1,2,3-Tpua3onunii-5-01aThl CHOCOOHBI MOIABIISAThH
poct QuronaroreHHbIXx rpuboB. OOHapyXeH BBICOKO-
aKTUBHBIN  4-aneTtui-3-[2-(4-xnopdennn)-2-0KkcodThi]-
1-benmn-1H-1,2,3-tpua3on-3-uii-5-oaar, NEPCHEKTHBHBIMH

Ta6aumna 2. Cpenusist 3 GeKTUBHAS KOHIICHTPALNSA COCTUHCHHS
3b 1 KOMMepUECKOro npenapara a30KCUCTpoOHa

Coemunenue 3b

I'pub YpaBHeHue 2% ECs, AEBSI:OC’ 14;:/0]\?:21;,
perpeccuu MKI/MIT

P. infestans y=4.0887+1.0049x 09219 8.71 0.40
C. arachidicola y=3.9585+ 14778 0.9820 5.12 2.50
A. solani y=3.6761 +14583x 09690 8.17 185.42
B. cinerea y=2.6909+1.1916x 0.8895 47.75 6.31
G. zeae y=2.1299+2.6101x 0.8776 12.58 6.92
M. kuwatsukai y=3.9864+0.7556x 0.9850 23.56 -

S. sclerotiorum  y=4.6945+0.8530x 0.9643  2.28 4.04
R. cerealis y=3.3979+1.6667x 0.9531 9.15 0.06
T. cucumeris  y=13778+2.7879%x 0.8568 12.70 —

* Koo uuueHt nerepMuHanum.
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JUTS TalbHEHIIero WCCIeA0BaHUs (QYHTHIMIHON aKTHB-
HOCTH in vivo, a TaK)Ke TOKCUYHOCTH B OTHOIICHHUHU JAPYTUX
MHKPOOPTaHU3MOB, PACTCHUHN M KIUBOTHBIX.

3KCHepI/IMeHTaHbHaﬂ HacTb

UK cnexTpsr 3ammcanbl Ha cnekTpodoromerpe Bruker
Alpha (HITBO, ZnSe). Cnextpsi IMP 'H u “C (400 u
101 MI'T COOTBETCTBEHHO), a TaK)Xe ABYMEPHBIC CIIEKTPHI
'H-"*C HMBC u 'H-"C HSQC (coeauuennii 5d u 7x) u
NOESY (coennnenus 7k) 3aperHCTpHpPOBAHBI Ha CIIEKTPO-
metpe Bruker Avance II 8 IMCO-dg (CDCl; mist coenu-
HeHHs 7g), BHyTpenHuit craHmapt TMC. Macc-crekTpbl
3apETUCTPUPOBAHEI Ha TAa30BOM XPOMAaTO-MacC-CIIEKTPO-
merpe GCMS QP-2010 Plus (mommsamus DY, 70 3B).
OneMeHTHBIN aHanm3 BbimonHeH Ha CHNS-anammsatope
PE 2400 Series II. TemmepaTypsl IUIaBICHAS OTPENEICHBI
Ha npubope Stuart SMP3. KoHTponb 3a X0moM peakuuii u
YHCTOTOW IONyYeHHBIX COCOUHCHUI IPOBEICH METOIOM
TCX na miacrunax Silufol UV-254, smoent EtOAc—
rekcad, 1:2 (mposisneHue B YO cBere).

Coenunenuss 3, 4 a—e @ONY4YEHBl IO METOJIUKAM,
ONUCAHHBIM HAMH paHee.”

onyuenue 4-aneroxkcu-2,6-auapuia-2H-[1,2,3]tpu-
a3oJ10[1,5-a|mupuaun-8-uii-3-onaros Sa—d (oOmas meTo-
mka). B 20 mi cyxoro CH,Cl, pactBopsitor 1 MMoIb
4-runpokcu-2,6-guapun-2H-1,2,3-tpuazonol 1,5-anupuaun-
8-uii-3-omata 4a—d, mobasmstor 0.17 mur (1.2 mmois) Et;N
u 0.085 M (1.2 MMomp) ameTmimxiopuaa. PeaknuoHHYIO
CMECh BBIICPKUBAIOT IIPH KOMHATHOM TeMmmepaTrype B
TeueHne 24 4. PacTBopuTens ymansrOT MPU MOHIKCHHOM
JaBieHud. TBepIblid OcTaTOK pacTuparoT ¢ 15 M guctui-
JUPOBAHHOW BOJBI, OT()MIETPOBEIBAIOT, IIPOMEIBAIOT BOJIOH
U KpucTau3ytoT u3 EtOH.

4-Anerokcu-2,6-nudenna-2H-[1,2,3]rpuaszono[1,5-a]-
nupuauH-8-uii-3-oaar (5a). Bexon 0.294 1 (85%), xenro-
3eJIeHble UrosibyaThle KpucTajuibl, T. mia. 180-182 °C.
UK crektp, v, cM 't 1779, 1652, 1485, 1308, 1173, 1133,
882, 757. Cnextp SIMP 'H, &, m. 1. (J, T'm): 2.39 (3H, c,
COCH;); 7.22 (1H, ¢, 5-CH Py); 7.54 (1H, n. o, J = 7.2,
H Ph); 7.56-7.60 (5H, m, H Ph); 7.85 2H, n, J = 6.9,
H Ph); 8.08 (2H, 1, J = 7.9, H Ph); 8.92 (1H, ¢, 3-CH Py).
Crextp SIMP “C, 3, m. 1.: 20.3 (CH;CO); 110.8 (5-CH Py);
114.7 (C Ar); 118.8 (3-CH Py); 120.6 (CH Ar); 127.2 (CH Ar);
127.5 (CH Ar); 129.2 (CH Ar); 129.3 (CH Ar); 129.5 (CH Av);
134.3 (C Ar); 135.6 (C Ar); 135.7 (C Ar); 145.3 (C Ar);
150.1 (C Ar); 168.1 (C=0). Macc-cuektp, m/z Iy, %0):
346 [M+H]" (6), 345 [M]" (23), 304 (18), 303 (84), 269
(7), 199 (14), 198 (100), 171 (7), 170 (55), 142 (20), 141
(6), 140 (11), 116 (12), 115 (56), 114 (8), 105 (9), 77 (61),
51 (12), 43 (20). Haiineno, %: C 69.42; H 4.41; N 12.23.
C,0H5sN3Os. Beraucaeno, %: C 69.56; H 4.38; N 12.17.

4-Auerokcu-2-penuna-6-(4-xnopdennn)-2H-[1,2,3]tpu-
a30.10[1,5-a]lnupuaun-8-uii-3-oaar (5b). Beixon 0.338 r
(89%), xenro-3eneHple KpucTayuibl, T. wi. 198-200 °C.
UK crektp, v, cM 't 1778, 1648, 1480, 1311, 1177, 1138,
1074, 885, 833, 748. Cnextp SIMP 'H, 8, m. 1. (J, T'm): 2.39
(3H, ¢, COCHy); 7.20 (1H, ¢, 5-CH Py); 7.41 (1H, n. n, J=17.3,
J=17.3,H Ar); 7.54-7.58 (4H, m, H Ar); 7.86 2H, n, J = 8.1,
H Ar); 8.06 2H, o, J=7.9, H Ar); 8.91 (1H, c, 3-CH Py).
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Crextp SIMP °C, &, m. 1.: 20.2 (CH;CO); 110.6 (5-CH Py);
114.8 (C Ar); 118.9 (3-CH Py); 120.5 (CH Ar); 127.5
(CH Ar); 128.9 (CH Ar); 129.1 (CH Ar); 129.2 (CH Ar);
133.1 (C Ar); 134.3 (C Ar); 134.4 (C Ar); 135.7 (C Ar);
145.3 (C Ar); 150.1 (C Ar); 168.1 (C=0). Macc-cniektp, m/z
(Ioms %): 381 [MC'CI)+H]" (7), 380 [M(’CI)+H]" (5), 379
[M]™ (19), 340 (5), 339 (25), 338 (16), 337 (73), 234 (34),
233 (14), 232 (100), 206 (13), 205 (6), 204 (41), 176 (11),
151 (9), 150 (5), 149 (26), 141 (11), 140 (28), 115 (9), 114
(5), 113 (5), 105 (16), 78 (6), 77 (81), 51 (14), 43 (26).
Haiineno, %: C 63.28; H 3.91; N 10.89. C,yH;4CIN;O;.
Brruucaeno, %: C 63.25; H 3.72; N 11.06.

4-Aueroxcu-6-(n-rosmin)-2-pennn-2H-[1,2,3|tpuasono-
[1,5-a]mapuann-8-nii-3-oxat (5¢). Beixox 0.250 r (70%),
opamxeBble kpuctaiel, T. 1. 183-185 °C. UK cnexTp,
v, eM 't 1772, 1657, 1550, 1486, 1365, 1313, 1182, 1121,
884, 758, 687. Cniektp AMP 'H, §, m. x. (J, I'm): 2.35 (3H,
¢, CH3); 2.39 (3H, ¢, CH3); 7.18 (1H, ¢, 5-CH Py); 7.32
(2H, n, J=17.7, H Ar); 741 (1H, a. n, J =74, J = 74,
H Ar); 7.56 2H, n. n, J=8.1,J=17.4, H Ar); 7.72 (2H, g,
J=17.7, H Ar); 8.07 (2H, n, J = 8.1, H Ar); 8.84 (1H, c,
3-CH Py). Crextp SIMP C, 8, m. a.: 20.2 (CHs); 20.7
(CHj3); 110.7 (5-CH Py); 114.6 (C Ar); 118.2 (3-CH Py);
120.5 (CH Ar); 126.9 (CH Ar); 127.4 (CH Ar); 129.2 (CH Ar);
129.7 (CH Ar); 131.3 (C Ar); 135.5 (C Ar); 135.7 (C Ar);
139.2 (C Ar); 145.2 (C Ar); 150.1 (C Ar); 168.1 (C=0).
Macc-cniektp, m/z (Iym, %): 360 [M+H]" (6), 359 [M]
(22), 318 (17), 317 (76), 213 (15), 212 (100), 185 (6), 184
(45), 156 (18), 130 (9), 129 (41), 128 (11), 127 (6), 115 (8),
105 (7), 77 (50), 51 (9), 43 (14). Haiineno, %: C 69.95;
H 467, N 11.54. C21H17N303. BI)I‘II/ICJ'ICHO, %: C 7018,
H4.77; N 11.69.

4-Auerokcu-6-(4-meroxcudenmn)-2-pennn-2H-[1,2,3]-
Tpuazono[1,5-almupuaun-8-uii-3-oaar (5d). Beixox 0.290 r
(77%), »xentbie kpuctayuibl, T. Wi 147-148 °C. UK cnextp,
v, eM 1 3077, 3018, 2960, 2920, 1775 (C=0), 1659, 1550,
1522, 1492, 1316, 1185, 1136, 1076, 799, 764, 689.
Crextp SIMP 'H, 8, m. x. (J, T'm): 2.38 (3H, ¢, COCHj3);
3.80 (3H, ¢, OCH3); 7.05 (2H, n, J = 8.5, m'-H Ar); 7.16
(1H, ¢, 5-CH Py); 7.39 (1H, n. n, J=17.3, J= 7.3, p-H Ar);
7.55 H, n. n, J=7.6,J="1.8, m-H Ar); 7.77 2H, n, J = 8.5,
0'-H Ar); 8.06 2H, 1, J=7.9, o-H Ar); 8.80 (1H, c, 3-CH Py).
Crextp SIMP °C, 8, m. 1.1 20.2 (CH;CO); 55.3 (CH;0);
110.6 (5-CH Py); 114.4 (6a-C Ar); 114.6 (m'-CH Ar);
117.6 (3-CH Py); 120.4 (0-CH Ar); 126.3 (i'-C Ar); 127.3
(p-CH Ar); 1284 (0o-CH Ar); 129.2 (m-CH Ar); 135.2
(C-4 Ar); 135.8 (i-C Ar); 145.2 (C-6 Ar); 150.1 (C-7 Ar);
160.4 (p'-C Ar); 168.1 (C=0). Macc-cuiextp, m/z (1o, %):
375 [M]" (4), 359 (12), 333 (10), 318 (10), 317 (48), 228
(24), 213 (14), 212 (100), 200 (11), 185 (9), 184 (45), 156
(19), 145 (7), 140 (11), 130 (11), 129 (52), 128 (17), 127
(10), 115 (13), 105 (10), 91 (6), 77 (99), 51 (23), 43 (45).
HaﬁlleHO, %: C 6736, H 482, N 11.07. C21H]7N304.
Brruucneno, %: C 67.19; H4.56; N 11.19.

oayuyenue 4-amuno-2,6-1mapui-2H-[1,2,3Jrpua3zoJio-
[1,5-a]lnupunun-8-uii-3-ojgaToB 7a—0 (00I1Ias METOAMKA).
K pactBopy 1 mmonp 4-amerwin-3-(2-okco-2-apuisTi)-
1,2,3-tpuazon-3-uit-5-onara 3a—e B 15 man MeOH no6as-
nstor 1.5 Mmons ammHa 6a—d. PeaknmoHHy0O cMech
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KHITATAT B TeueHHe 2—8 4, MpH STOM HAOJIOJACTCs BhIMA-
JeHHe ocajka. PeakIMOHHYI0 CMeCh OXJIaXKAA0T 0 KOM-
HATHOH TeMIepaTyphl, 0CAIOK OT()UIETPOBBIBAIOT, TIPOMBI-
BaroT BoJoH U cymart. IlepexpucramiusossiBaroT u3 EtOH.
4-Ben3naaMuHo-2,6-qudenun-2H-[1,2,3]rpuasoo-
[1,5-a]lnupunun-8-uii-3-oaat (7a). Beixog 0.262 1 (67%),
SIPKO-XKENThle KpHCTawibpl, T. 1. 167-168 °C. UK cnektp,
v, oM : 3373, 3124, 3076, 3053, 3031, 2862, 1649, 1559,
1488, 1380, 1369, 1337, 1272, 1170, 710, 665. Cnextp
SAMP 'H, §, m. 1. (J, T'm): 4.63 (2H, 1, J = 6.0, CH,); 6.21
(1H, ¢, 5-CH Py); 7.24 (1H, 1, J = 6.0, NH); 7.28 (1H, 1. n,
J=173,J="172,H Ar); 7.35-7.51 (8H, M, H Ar); 7.57 (2H,
n.n,J=281,J=178,H Ar); 7.68 2H, n, J = 6.8, H Ar);
8.11 (2H, n, J=17.8, H Ar); 8.14 (1H, c, 3-CH Py). Cnekrp
AMP C, 8, M. 1.: 46.0 (CH,); 95.0; 109.0; 111.4; 120.4;
127.4; 127.5; 127.6; 127.7; 129.0; 129.4; 129.5; 129.7;
136.6; 136.9; 138.1; 139.1; 144.2; 153.1. Macc-cekTp, m/z
ors %): 393 [M+H]" (15), 392 [M]" (51), 287 (100), 259
(17), 258 (12), 257 (17), 209 (5), 154 (9), 143 (6), 127 (8),
115 (5), 91 (33), 77 (51), 65 (10), 51 (15). Haiineno, %:
C 76.32; H 5.22; N 14.24. C,sHy)N4O. Brruucneno, %:
C76.51; H5.14; N 14.28.
4-Ben3uiamuno-2-¢penn-6-(4-xaoppennn)-2H-[1,2,3]-
Tpuazoio[1,5-almupuaun-8-uii-3-oaar (7b). Beixox 0.324 ¢
(76%), spko-xkenTele KpucTtauibl, T. i 168-170 °C.
UK crektp, v, cM ': 3345, 3096, 3059, 2963, 2868, 1657,
1589, 1487, 1455, 1361, 1257, 1192, 1090, 751, 686.
Cnextp SIMP 'H, §, m. n. (J, Tu): 4.62 (2H, 1, J = 5.9,
CH,); 6.21 (1H, c, 5-CH Py); 7.23 (1H, 1, J = 5.9, NH);
728 (1H, 0. o, J=17.2,J =72, H Ar); 7.35-7.44 (5H, m,
H Ar); 7.52-7.58 (4H, m, H Ar); 7.72 2H, n, J = 8.4, H Ar);
8.09 2H, n, J= 8.0, H Ar); 8.17 (1H, ¢, 3-CH Py). Cnextp
SMP C, §, M. 1.: 46.0 (CH,); 94.6; 109.2; 111.4; 120.4;
127.4; 127.6; 127.7; 129.0; 129.3; 129.4; 129.7; 134.2;
135.7; 136.5; 136.8; 139.1; 144.3; 153.1. Macc-cuektp, m/z
(Lo, %): 428 [MC'CD+H]" (14), 427 [MCCH)+H]™ (12),
426 [M]" (38), 324 (7), 323 (30), 322 (21), 321 (100), 295
(5), 294 (6), 293 (20), 292 (11), 291 (17), 257 (9), 243 (8),
188 (7), 143 (7), 140 (6), 91 (62), 78 (9), 77 (97), 65 (19),
51 (29). Haitneno, %: C 70.28; H 4.54; N 12.98. CysH;9CIN,O.
Brruucaeno, %: C 70.34; H4.49; N 13.12.
4-Ben3unamMuno-6-(n-rosmnn)-2-penun-2H-[1,2,3]tpu-
a30.10[1,5-a]lnupuaun-8-uii-3-oaar (7c¢). Beixoxg 0.263 r
(65%), spko-xkenTele KpucTauibl, T. i 149-151 °C.
UK crektp, v, cM ': 3369, 3057, 3024, 2908, 2854, 1651,
1567, 1518, 1356, 1313, 1119, 1067, 1053, 752, 689.
Crextp SIMP 'H, §, m. a. (J, T'm): 2.40 (3H, ¢, CHs); 4.60
(2H, 0, J = 5.7, CH,); 6.04 (1H, c, 5-CH Py); 7.20-7.28
(4H, m, H Ar, NH); 7.30-7.37 3H, m, H Ar); 7.44 (4H, n. 1,
J=838,J=82,H Ar); 7.50 2H, x. n, J=8.1,J=7.8, H Ar);
7.84 (1H, c, 3-CH Py); 8.13 (1H, x, J= 7.7, H Ar). Cnextp
SIMP °C, 8, m. 1.: 20.7 (CHs); 45.6 (CH,); 94.42 (CH Ar);
108.2 (CH Ar); 110.8 (C Ar); 119.9 (CH Ar); 126.7 (CH Ar);
126.8 (CH Ar); 127.1 (CH Ar); 127.2 (CH Ar); 128.5 (CH Ar);
129.2 (CH Ar); 129.5 (CH Ar); 133.4 (C Ar); 136.1 (C Ar);
137.5 (C Ar); 138.5 (C Ar); 138.6 (C Ar); 143.6 (C Ar);
152.6 (C Ar). Macc-criextp, m/z (Iom, %): 407 [M+H]"
(13), 406 [M]" (43), 301 (100), 273 (18), 272 (9), 271 (15),
168 (6), 143 (5), 115 (7), 91 (29), 77 (27), 65 (8), 51 (6).
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Haiineno, %: C 76.78; H 5.64; N 14.01. C,sHx»N,O.
Brruucaeno, %: C 76.83; H 5.46; N 13.78.

4-BeH3naaMuHo0-6-(4-MeTokcupenni)-2-penna-2H-
[1,2,3]Tpuaso.io[1,5-a]lnupuaun-8-uii-3-oaar (7d). Beixog
0.278 1 (66%), sipKo-xKenThle KpucTawbl, T. 1. 163-165 °C.
UK cnextp, v, em s 3357, 1642, 1567, 1490, 1359, 1252,
1163, 1115, 1049, 785, 749, 689. Crextp SIMP 'H, 5, m. 1.
(/, T'm): 3.82 (3H, ¢, OCH;); 4.60 (2H, n, J = 5.9, CH,);
6.08 (1H, c, 5-CH Py); 6.98 (2H, 1, J = 8.7, H Ar); 7.19
(IH, T, J=59,NH); 7.26 (1H, n. n, J=7.3,J=7.2, H Ar);
7.34-7.38 (3H, M, H Ar); 7.42 2H, 1, J= 7.4, H Ar); 7.49—
7.55 (4H, M, H Ar); 7.90 (1H, ¢, 3-CH Py); 8.11 (2H, 1, J="7.9,
H Ar). Cnektp SIMP C, &, m. n.: 45.5 (CH,); 55.2
(OCHj;); 94.3 (CH Ar); 107.8 (CH Ar); 110.7 (C Ar); 114.4
(CH Ar); 119.8 (CH Ar); 126.8 (CH Ar); 127.1 (CH Ar);
127.2 (CH Ar); 128.2 (CH Ar); 128.4 (C Ar); 128.5 (CH Ar);
129.2 (CH Ar); 136.1 (C Ar); 137.2 (C Ar); 138.6 (C Ar);
143.5 (C Ar); 152.6 (C Ar); 159.9 (C Ar). Macc-cnextp, m/z
srn, %): 423 [M+H]" (16), 422 [M]" (53), 318 (23), 317
(100), 289 (10), 287 (6), 274 (9), 246 (15), 245 (7), 91 (18),
77 (18), 65 (4), 51 (3). Haitneno, %: C 74.07; H 5.38; N 13.12.
C26H22N402. BI)I'-II/ICJ'IeHO, %: C 7392, H 525, N 13.26.

4-(ITponan-2-wiamMuno)-2,6-nupennia-2H-[1,2,3|rpu-
azouo[1,5-alnupuaun-8-uii-3-oaar (7e). Brixog 0.250 r
(73%), xentble kpuctamwisl, T. 1. 88-90 °C. UK cnektp,
v, eM 1 3351, 3064, 3029, 2961, 1655, 1563, 1491, 1459,
1418, 1360, 1192, 1191, 1064, 918, 796, 749, 685. Cnextp
SAMP 'H, 8, m. 1. (J, T): 1.32 (6H, 1, J = 6.3, 2CH;); 3.82—
3.93 (1H, m, CH); 6.10 (1H, c, 5-CH Py); 6.48 (1H, 1, J = 8.0,
NH); 7.32 (1H, n. o, J= 7.4, J= 7.4, H Ar); 7.40-7.51 (5H,
M, H Ar); 7.66 (2H, 1, J= 7.2, H Ar); 7.89 (1H, ¢, 3-CH Py);
8.08 (2H, 1, J=7.9, H Ar). Criextp IMP °C, §, m. 11.: 22.6
(2CHj;); 43.4 (CH); 94.6; 108.6; 111.2; 120.4; 127.4; 127.7,
129.3; 129.4; 129.7; 136.5; 137.0; 138.5; 143.6; 153.1.
Macc-criektp, m/z (Iym, %): 345 [M+H]" (15), 344 [M]"
(60), 295 (9), 240 (18), 239 (100), 222 (14), 221 (78), 211
(12), 169 (7), 168 (6), 154 (6), 142 (5), 141 (5), 140 (6),
128 (7), 127 (10), 115 (23), 77 (43), 51 (12). Haiineno, %:
C 73.38; H 6.07; N 16.01. C,;H,(N4O. Brpruucaeuno, %:
C 73.23; H5.85; N 16.27.

4-(ITponaH-2-unamMuHo)-2-peHna-6-(4-xyopdennn)-
2H-[1,2,3]rpua3ouno|1,5-alnupuaun-8-uii-3-onar (7f). Bexon
0.211 r (56%), xentsle KpucTamisl, T. mi. 173-175 °C.
UK cnektp, v, cM ': 3360, 3108, 3060, 3019, 1644, 1566,
1485, 1359, 1311, 1166, 1122, 1011, 836, 795, 752, 728,
687, 545. Crextp IMP 'H, &, m. a. (J, T'm): 1.36 (6H, 1,
J=6.3, 2CH;); 3.84-3.92 (1H, m, CH); 6.05 (1H, ¢, 5-CH Py);
6.54 (1H, n, J=79,NH); 732 (I1H, n. 1, J=7.5,J=17.3,
H Ar); 7.36-7.52 (4H, m, H Ar); 7.68 (2H, n, J = 8.5,
H Ar); 7.87 (1H, ¢, 3-CH Py); 8.11 (2H, 1, J = 8.7, H Ar).
Criextp SIMP °C, 8, m. 1.: 22.6 (2CH3); 43.5 (CH); 94.2;
108.7; 111.2; 120.3; 127.4; 129.3; 129.4; 129.7; 134.2;
135.8; 136.5; 137.2; 143.6; 153.1. Macc-cniektp, m/z (Iyy, %):
380 [MC'C)+H]" (19), 379 [MC CH)+H]" (14), 378 [M]"
(53), 275 (36), 274 (19), 273 (100), 257 (29), 256 (16), 255
(86), 245 (11), 229 (7), 168 (7), 167 (8), 149 (9), 140 (13),
114 (5), 77 (53), 51 (14), 43 (11), 42 (7), 41 (13). Haiineno, %o:
C 66.31; H 5.12; N 14.93. C,;H,¢CIN4O. Brruucieno, %:
C 66.58; H 5.06; N 14.79.
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4-(IIponan-2-ni1aMuHo)-6-(n-Tommn)-2-pennin-2H-[1,2,3]-
Tpuazoio[1,5-almupuaun-8-uii-3-oaar (7g). Beixon 0.236 ¢
(66%), xenteie kpucTamiel, T. wi. 89-91 °C. UK cmektp,
v, oM 1 3341, 2960, 2916, 2864, 1655, 1563, 1487, 1361,
1194, 1065, 1017, 919, 826, 780, 752, 687, 512. Cnektp
SAMP 'H, 8, m. 1. (J, Tn): 1.36 (6H, 1, J = 6.4, 2CH3); 2.45
(3H, ¢, CH3); 3.74-3.85 (1H, m, CH); 6.00 (1H, c, 5-CH Py);
6.61 (1H, n, J="7.7, NH); 7.29 (2H, 1, J= 8.0, H Ar); 7.35
(1H, n. n, J=17.4,J="1.4, H Ar); 7.49-7.53 (4H, m, H Ar);
7.65 (1H, ¢, 3-CH Py); 8.17 2H, n, J= 7.7, H Ar). Cnektp
AMP °C, 8, m. 1. 21.2 (CHs); 22.4 (2CH3); 43.8 (CH);
944 (CH Ar); 107.7 (CH Ar); 111.8 (C Ar); 1204
(CH Ar); 126.9 (CH Ar); 127.0 (CH Ar); 129.1 (CH Ar);
129.7 (CH Ar); 134.8 (C Ar); 136.5 (C Ar); 138.8 (C Ar);
138.9 (C Ar); 143.6 (C Ar); 153.5 (C Ar). Macc-criektp, m/z
oms %): 359 [M+H]" (16), 358 [M]" (63), 254 (19), 253
(100), 236 (12), 235 (67), 225 (12), 209 (7), 168 (6), 129
(9), 128 (7), 115 (8), 77 (30), 51 (8), 41 (6). Haiineno, %:
C 73.49; H 6.33; N 15.70. C»,H»nN4O. Brruaucneno, %:
C73.72; H6.19; N 15.63.

6-(4-Metoxcudennn)-4-(mponan-2-wiaMuHo)-2-peHui-
2H-[1,2,3|Tpuazono[1,5-alnupuaun-8-uii-3-oaar  (7h).
Bexon 0.220 r (59%), sxenThle kpucTauisl, T. wi. 169—170 °C.
UK cnektp, v, cM 1 3350, 3060, 2977, 2956, 2866, 2833,
1649, 1562, 1514, 1490, 1459, 1412, 1358, 1311, 1255,
1190, 1114, 1048, 1030, 788, 753, 685. Cnextp SIMP 'H,
S, M. a. (J, T'm): 1.32 (6H, n, J = 6.3, 2CHs); 3.85 (3H, c,
OCH,); 3.87-3.97 (1H, m, CH); 6.14 (1H, ¢, 5-CH Py);
6.45 (1H, n, J= 8.1, NH); 7.03 (2H, 1o, /= 8.7, H Ar); 7.35
(IH, n. o, J=74,J=74,H Ar); 7.53 2H, n. n, J = 8.1,
J=178,H Ar); 7.67 2H, n, J = 8.7, H Ar); 7.95 (1H, c,
3-CH Py); 8.09 (2H, 1, J = 7.8, H Ar). Cniextp SIMP "°C,
8, M. 11.: 22.2 (2CH3;); 42.9 (CH); 55.3 (OCHs); 93.9 (CH Ar);
107.4 (CH Ar); 1104 (C Ar); 114.3 (CH Ar); 119.8 (CH Ar);
126.8 (CH Ar); 128.4 (CH Ar); 128.6 (C Ar); 129.2 (CH Ar);
136.1 (C Ar); 137.6 (C Ar); 142.9 (C Ar); 152.6 (C Ar);
159.9 (C Ar). Macc-cniextp, m/z (Iom, %): 375 [M+H]"
(18), 374 [M]" (70), 268 (100), 252 (10), 251 (53), 241 (6),
226 (6), 198 (8), 77 (23), 51 (5). Haitneno, %: C 70.39;
H 585, N 15.14. C22H22N402. BLI‘II/ICHeHO, %: C 7057,
H 5.92; N 14.96.

4-(ITuppoauaun-1-ui)-2,6-mupenna-2H-[1,2,3] rpuaszono-
[1,5-a]lnupuaun-8-uii-3-oaat (7i). Beixog 0.225 r (63%),
JKeNThle Kpuctaiwipl, T. 1. 196-198 °C. UK cnektp, v, em b
3107, 3059, 2964, 2911, 2865, 1658, 1591, 1538, 1537,
1488, 1429, 1348, 1314, 1289, 1170, 766, 690. Cnextp
AMP 'H, §, m. 1. (J, T): 1.96-2.08 (4H, m, CH,); 3.67—
3.77 (4H, m, NCH,); 6.12 (1H, c, 5-CH Py); 7.34 (1H, n. n,
J=173,J="173,H Ar); 7.42-7.53 (5H, m, H Ar); 7.71 (2H, g,
J=17.2,H Ar); 8,04 (1H, c, 3-CH Py); 8.11 2H, n, J=17.9,
H Ar). Cuextp SIMP C, 5, m. 1.: 24.9 (CH,); 51.1 (NCH,);
98.3 (CH Ar); 109.7 (CH Ar); 112.5 (C Ar); 120.6 (CH Ar);
126.8 (CH Ar); 127.0 (CH Ar); 128.8 (CH Ar); 128.9 (CH Ar);
129.0 (CH Ar); 136.0 (C Ar); 136.2 (C Ar); 136.3 (C Ar);
144.1 (C Ar); 151.3 (C Ar). Macc-cniektp, m/z Iy, %): 357
[M+H]" (15), 356 [M]" (50), 252 (20), 251 (100), 234 (6), 233
(35), 232 (6), 223 (23), 221 (5), 155 (5), 154 (22), 128 (6), 127
(18), 77 (21), 51 (6). Haiineno, %: C 73.98; H 5.73; N 15.70.
Cy,HoN4O. Beruncneno, %: C 74.14; H 5.66; N 15.72.
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4-(ITmppoauaun-1-m1)-2-pennn-6-(4-xnoppennn)-2H-
[1,2,3]Tpuaso.io[1,5-a]lnupuaun-8-uii-3-oaar (7j). Beixog
0.219 r (56%), xentble KpucTamibel, T. Wi 197-198 °C.
UK criektp, v, cM ': 2958, 2908, 2865, 2834, 1651, 1590, 1536,
1490, 1455, 1322, 1292, 1088, 871, 748. Crekrp SIMP 'H,
S, M. 1. (J, T'm): 2.00-2.04 (4H, m, CH,); 3.70-3.74 (4H, m,
NCHy,); 6.10 (1H, ¢, 5-CH Py); 7.34 (1H, n. n, J=74,J =174,
H Ar); 7.48-7.53 (4H, m, H Ar); 7.75 2H, n, J = 7.8, H Ar).
8.09-8.11 (3H, m, H Ar, 3-CH Py). Criektp SIMP “C, 8, m. 1.:
25.0 (CH,); 51.2 (NCH,); 97.8; 109.8; 112.4; 120.5; 126.8;
128.8; 128.9; 129.1; 133.6; 134.6; 135.0; 136.2; 144.0; 151.2.
Macc-criektp, m/z (Iom %): 393 [MH3]" (6), 392 [MC'Cly+H]"
(18), 391 [M(’C)+H]" (15), 390 [M]" (45), 287 (33), 286
(20), 285 (100), 269 (11), 268 (8), 267 (33), 257 (22), 234
(8), 188 (20), 153 (12), 141 (8), 139 (24), 126 (8), 111 (14),
98 (13), 77 (35), 70 (17), 51 (12), 43 (12), 41 (13).
Haiineno, %: C 67.56; H 5.07; N 14.28. C,,H;9CIN4O.
Brruucaeno, %: C 67.60; H 4.90; N 14.33.

4-(IMuppoauaun-1-wn)-6-(n-rommn)-2-pennn-2H-[1,2,3]-
Tpuazono[1,5-almupuaun-8-uii-3-oaar (7k). Bexon 0.282 r
(76%), »xentoie kpuctamisl, T. 1. 199-201 °C. UK cnektp,
v, cM 1 2957, 2864, 2830, 1653, 1590, 1538, 1490, 1456,
1352, 1322, 1292, 1180, 1060, 944, 825, 748, 689, 511.
Cnektp AIMP 'H, , m. x1. (J, T'm): 1.93-1.96 (4H, M, 2CH,);
2.37 (3H, ¢, CHy); 3.67-3.70 (4H, m, NCH,); 6.17 (1H, c,
5-CH Py); 7.30 2H, n, J = 7.9, m'-H Ar); 7.37 (1H, n. n,
J=174,J=174, p-H Ar); 7.53 2H, n. n, J=8.0, J =74,
m-H Ar); 7.66 (2H, n, J = 8.0, o-H Ar); 8.09 2H, n, /=179,
o-H Ar); 8.14 (1H, ¢, 3-CH Py). Cuextp SIMP “C, §, m. 1.:
20.6 (CH;); 24.8 (2CH,); 51.0 (2NCH,); 98.1 (5-CH Py);
109.3 (3-CH Py); 112.3 (C-6a); 120.4 (0-CH Ar); 126.6
(0'-CH Ar, p-CH Ar); 128.9 (m-CH Ar); 129.4 (m'-CH Ar);
133.2 (i-C Ar); 135.8 (C-4 Py); 136.1 (i-C Ar); 138.3
(p'-C Ar); 143.9 (C-6 Py); 151.2 (7-C). Macc-cnektp, m/z
(Iors %): 371 [M+H]™ (17), 370 [M]" (49), 266 (20), 265
(100), 257 (29), 248 (7), 247 (33), 238 (5), 237 (25), 168
(16), 167 (11), 115 (8), 77 (14), 51 (4). Haiineno, %:
C 74.35; H 6.02; N 14.98. C,3H,,N4O. Brruucaeno, %:
C74.57,H5.99; N 15.12.

6-(4-MeTtokcudenni)-4-(nuppoauanH-1-umn)-2-genn-
2H-[1,2,3]Tpuazouio|1,5-alnupunun-8-uii-3-oaar (71). Bexos
0.228 1 (59%), xenthle KpHCTAMIBL, T. miI. 195-195 °C.
UK cnektp, v, cM ': 2951, 2867, 2838, 1659, 1608, 1545,
1513, 1254, 1181, 1008, 945, 831, 775, 753. Cnexrp SIMP 'H,
S, M. 1. (J, T'n): 2.01-2.04 (4H, M, CH,); 3.69-3.73 (4H, m,
NCH,); 3.85 (3H, ¢, OCHj3;); 6.09 (1H, ¢, 5-CH Py); 7.00
(2H, n, J=8.6, H Ar); 733 (1H, x. n, J =73, J = 7.3,
H Ar); 7.50 @H, 1. n, J =79, J="7.3, H Ar); 7.63 (2H, n,
J=8.6,H Ar); 7.97 (1H, ¢, 3-CH Py); 8.12 2H, n, /= 7.9,
H Ar). Cnektp SIMP “C, §, m. x.: 25.4 (CH,); 51.6
(NCH,); 55.8 (OCH3); 98.6 (CH Ar); 109.6 (CH Ar); 112.8
(C Ar); 114.9 (CH Ar); 121.0 (CH Ar); 127.2 (CH Ar);
128.7 (CH Ar); 128.8 (C Ar); 129.6 (CH Ar); 136.1 (C Ar);
136.7 (C Ar); 144.5 (C Ar); 151.8 (C Ar); 160.4 (C Ar).
Macc-criektp, m/z (Iym, %): 387 [M+H]" (14), 386 [M]"
(47), 282 (21), 281 (100), 263 (18), 253 (19), 248 (8), 238
(11), 210 (13), 184 (6), 169 (5), 77 (15), 51 (4). Haiineno, %:
C 7]24, H 580, N 14.66. C23H22N402. BBI‘H/ICJ'IGHO, %:
C 71.48; H 5.74; N 14.50.
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4-(IInppoaunann-1-mi1)-2-pennn-6-(4-sroxcudennn)-
2H-[1,2,3]Tpuasono[1,5-alnupuaun-8-uii-3-oaar (7m).
Beixoz 0.312 r (78%), sxenrbie KpucTaiwisl, T. . 158—160 °C.
UK cnexrp, v, em : 3112, 2971, 2931, 2867, 1660, 1606,
1512, 1352, 1229, 1177, 1116, 1047, 842, 750, 687.
Conektp SIMP 'H, §, M. & (/, Tm): 1.42 3H, 1, J = 6.9,
CH3); 1.96-2.06 (4H, m, CH,); 3.65-3.83 (4H, M, NCH,);
4.10 (2H, k, J = 6.9, OCH,); 6.10 (1H, ¢, 5-CH Py); 6.99
(2H, n, J = 8.6, H Ar); 733 (I1H, n. n, J = 7.3, J = 7.3,
H Ar); 751 QH, n. n, J=17.9, J= 7.3, H Ar); 7.63 (2H, &,
J=28.6,H Ar); 7.99 (1H, ¢, 3-CH Py); 8.11 2H, 1, J=17.9,
H Ar). Cexrp SIMP “C, §, m. 1.: 14.58 (CH;); 24.9 (CH,);
51.1 (NCH,); 63.2 (OCHy); 98.1 (CH Ar); 109.1 (CH Ar);
112.2 (C Ar); 114.8 (CH Ar); 120.5 (CH Ar); 126.7 (CH Ar);
128.1 (C Ar); 128.2 (CH Ar); 129.0 (CH Ar); 135.6 (C Ar);
136.2 (C Ar); 143.9 (C Ar); 151.2 (C Ar); 159.2 (C Ar).
Macc-cniextp, m/z (Lo, %): 401 [M+H]" (15), 400 [M]"
(44), 296 (23), 295 (100), 277 (13), 267 (16), 249 (8), 248
(7), 239 (7), 238 (10), 210 (13), 170 (5), 139 (24), 115 (5),
77 (15). Haiigeno, %: C 72.07; H 6.20; N 14.11.
C24H24N402. BI)I‘II/ICJ'ICHO, %: C 7198, H 604, N 13.99.
4-(MetwiamuHo)-2,6-qudpenunn-2H-[1,2,3]Tpuasosno-
[1,5-a]lnupunun-8-uii-3-oaat (7n). Beixox 0.205 r (65%),
CBETJIO-KeNThle KpucTawiel, T. 1. 181-183 °C. UK cmektp,
v, cM : 3365 (NH), 3058, 2935, 2867, 1653, 1577, 1490,
1366, 1297, 920, 757, 734, 690. Cuextp SIMP 'H, §, m. 1.
(/, Tm): 3.01 3H, r, J = 5.0, CH;); 6.07 (1H, c, 5-CH Py);
6.73 (1H, x, J=5.0,NH); 734 (1H, n. n, J=7.4, J =74,
H Ar); 7.42-7.54 (5H, m, H Ar); 7.70 2H, n, J = 8.4,
H Ar); 7.92 (1H, ¢, 3-CH Py); 8.12 (2H, n, J = 7.6, H Ar).
Cnextp IMP C, §, m. 1.: 29.1 (CHs); 93.6; 99.5; 108.1;
110.8; 119.8; 126.8; 127.1; 128.9; 129.2; 136.1; 136.6;
137.8; 144.7; 152.5. Macc-cuiektp, m/z Iy, %): 317
[M+H]" (11), 316 [M]" (50), 212 (12), 211 (83), 184 (14),
183 (100), 168 (8), 154 (24), 128 (11), 127 (34), 115 (19),
114 (5), 77 (60), 51 (23). Haiineno, %: C 72.20; H 5.02;
N 17.47. CoH¢N4O. Borumncneno, %: C 72.13; H 5.10;
N 17.71.
4-(MeTnnaMuHo)-2-pennn-6-(4-xaopdennn)-2H-[1,2,3]-
Tpua3oio[1,5-almupuaun-8-uii-3-oaar (70). Beixon 0.210 ¢
(60%), cBeTio-xenThie KpucTambl, T. 1. 176 °C. UK cnekTp,
v, cM : 3360 (NH), 3053, 2864, 1657, 1583, 1571, 1394,
1316, 1186, 1090, 793, 758, 694. Cuektp SIMP 'H, &, m. 1.
(/, T'm): 2.95 (3H, n, J = 4.9, CH;); 6.12 (1H, ¢, 5-CH Py);
6.73 (1H, x, J=49,NH); 737 (1H, n. o, J=7.3,J=17.3,
H Ar); 7.53-7.56 (4H, m, H Ar); 7.81 2H, n, J = 8.4,
H Ar); 8.08 2H, n, J=17.9, H Ar), 8.12 (1H, c, 3-CH Py).
Cnextp IMP C, §, m. a.: 29.1 (CHs); 93.1; 99.5; 108.2;
110.8; 119.8; 126.8; 128.8; 129.2; 133.6; 135.3; 136.1;
136.5; 144.8; 152.5. Macc-cuektp, m/z (o, %): 352
[IMC'CI)+H]" (15), 351 [M(PCI)+H]" (10), 350 [M]" (45),
247 (29), 246 (14), 245 (88), 219 (34), 218 (15), 217 (100),
202 (6), 190 (6), 188 (16), 161 (6), 153 (17), 140 (12), 126
(13), 77 (78), 51 (29). Haiineno, %: C 64.89; H 4.40; N 16.11.
C9H5CIN4O. Brruucineno, %: C 65.05; H4.31; N 15.97.
HccaenoBanue ouoornyeckoii akruBHocTH. DyHTH-
[UIHAS AKTHBHOCTH BCEX COCOUHEHUIH TECTHPOBAIach
in Vitro ¢ MCHONb30BAHMEM TEXHHKH arapoBbIX OJIOUKOB™
Ha mTaMMmax TpuboB A. solani, P. infestans, R. cerealis,
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C. arachidicola, T. cucumeris, G. zeae, S. sclerotiorum,
M. kuwatsukai, B. cinerea w3 xomnekiuu Hankaiickoro
yauBepcurerta (r. Tsaap3unb, Kuraii).

PactBopsl coenuueHnii B KoHueHTparuu 0.5 wmr/mia
TOTOBAT ITyTeM pacTBopeHus 5.0 Mr BemecTBa B 1 M
JAMCO c nocnenyroomuM 100aBieHHeM 9 MJ CTEpUILHON
BoIbl. Bce paboThl mpoBomsAT B JlamMMHapHOM Ookce. B
qamke IleTpu roMoreHHO cMemMBarOT 1 MII HCCIEayeMOoro
pactBopa ¢ 9 mia Harperoil (60 °C) nurtaTenbHON cpeabl
(xapTodenbHO-TTI0K03HbIH arap™’). I OTPUIATENHHOTO
KOHTPOJISL B KyJbTYpaJlbHYIO cpeay nodasisitor 1 mi 10%
BoxHoro pacrBopa JIMCO. ArapoBble OJIOYKH (Iuamerp
4 MM) acemTHYeCKH BBIPE3alOT U3 7-IHEBHON KYJIbTYpPbI
TECTOBOr0 Ipuba U pa3MelaroT B LEeHTps! yamek Iletpu ¢
3aCTBIBIIEH KyJIbTypaJlbHONH Cpemoil MHIENIMeM BHH3.
Kaxnplif ’KCHEpHUMEHT NPOBOAAT B TPEX IOBTOPEHHUSX.
I"'pu6sI BEIpanMBaroT B TepMocTate B TeueHue 72 4 npu 25 °C.
IMocne wuHKyOauMu M3MEPSIOT JAUWAMETP TPHOKOBBIX
kosonuid. CTeneHb WHIMOMPOBAHMS PA3BUTHUS IaTOreHa
OTpeeNsoT mo popmyie:’!

1=[(C— T)(C - 4)]-100,

rne / — CTEneHb WHTHOMPOBAHMS PaJUAIBLHOTO POCTA
rpuba, %; T — cpenHee 3HaUYeHHE AMAMETpPa KOJOHMUIA,
BBIPAILIEHHBIX Ha Cpele ¢ H3ydaeMOoW KOHIEHTpaluen
coenuHeHus, MM; C — CpeTHUI TuaMeTp KOJOHUIM B KOHT-
POJILHOM 3KcriepuMeHTe (6e3 100aBlIeHNs BEIIECTB), MM.

Jns onpenenenust cpenHed 3¢dexkTHBHONW KOHIECH-
tparuu (ECsp) MpOBOAST aHAJIOTMYHBIEC OIBITHI, BAPhUPYS
KOHIIEHTpallMu BemecTB B pany 50, 25, 12.5, 6.25 u
3.125 wmkr/mn B nwuratenpHOU cpene. 3Hauenus ECs
pPacCUMTBHIBAIOT W3 JIMHEHHOW pErpeccuu COOTBETCTBYIO-
e CTerneHW HWHrHOMPOBaHUS pocTa OT Jorapudma
KOHIIEHTpAIINH.

@aisl CONPOBOAUTENBHBIX MAaTEPUAIOB, COIEPKALIUI
crekTpsl SIMP '"H u C Beex CUHTE3UPOBAHHBIX COEIU-
HeHwmii, a Taxke cnektpsl 'H-""C HMBC u 'H-""C HSQC
coequnaenuit 5d u 7k u NOESY coenunenus 7Kk, noctynen
Ha caiiTe xypHaia http://hgs.osi.lv

Paboma evinonnena npu noodepacke Poccutickoeo
HayuHo2o ¢onoa (epawm Ne 16-16-04022).

Cnexmpor AMP 'H u C sanucanwi 6 nabopamopuu
KOMAAEKCHbIX UCCTIe008aHULL U IKCHEPMHOL OYeHKU opaa-
Huyeckux mamepuanog LIKII Yp®DY.

Cnucok auTeparypsl
Deacon, J. W. Fungal Biology; Blackwell Publishing Ltd., 2005.

2. Fisher, M. C.; Henk, D. A.; Briggs, C. J.; Brownstein, J. S.;
Madoff, L. C.; McCraw, S. L.; Gurr, S. J. Nature 2012, 484, 186.

3. Fungicides; Carisse, O., Ed.; InTech: Rijeka, 2010.

4. Wang, X.; Dai, Z.-C.; Chen, Y.-F.; Cao, L.-L.; Yan, W.;
Li, Sh.-K.; Wang, J.-X.; Zhang, Zh.-G.; Ye, Y.-H. Eur. J.
Med. Chem. 2017, 126, 171.

5. Sindhu, J.; Singh, H.; Khurana, J. M.; Sharma, C.; Aneja, K. R.
Chin. Chem. Lett. 2015, 26, 50.

6. Dai, Z.-C.; Chen, Y.-F.; Zhang, M.; Li, S.-K.; Yang, T.-T.;

Shen, L.; Wang, J.-X.;. Qian, S.-S.; Zhu, H.-L.; Ye, Y.-H.
Org. Biomol. Chem. 2015, 13, 477.



10.

11.

12.

13.

14.

15.

16.
17.
18.

Chem. Heterocycl. Compd. 2018, 54(10), 956-963 [Xumus cemepoyurn. coeounenuii 2018, 54(10), 956-963]

Kumar, B. S.; Veena, B. S.; Anantha Lakshmi, P. V.; Kamala, L.;
Sujatha, E. Russ. J. Bioorg. Chem. 2017, 43, 589. [buoopean.
xumusn 2017, 43, 562.]

Shaikh, M. H.; Subhedar, D. D.; Kalam Khan, F. A;
Sangshetti, J. N.; Nawale, L.; Arkile, M.; Sarkar, D.;
Shingate, B. B. J. Heterocycl. Chem. 2017, 54,413.

Zhao, S.; Yu, R.; Chen, W.; Liu, M.; Wu, H. Org. Lett. 2015,
17,2828.

Nein, Yu. I.; Morzherin, Yu. Yu. Chem. Heterocycl. Compd.
2014, 50, 1021. [Xumus eemepoyukn. coedunenuu 2014,
1107.]

Nein, Yu. I.; Glukhareva, T. V.; Sadovskova, K. A,
Morzherin, Yu. Yu. Chem. Heterocycl. Compd. 2016, 52, 716.
[Xumus eemepoyurn. coeounenuii 2016, 52, 716.]

Nein, Yu. [; Gladkova, S. V.; Pospelova, T. A
Morzherin, Yu. Yu. Chem. Heterocycl. Compd. 2006, 42,
1472. [ Xumus eemepoyuxn. coeounenuti 2006, 1714.]

Nein, Yu. L; Pospelova, T. A.; Bakulev, V. A.; Morzherin, Yu.
Yu. Chem. Heterocycl. Compd. 2005, 41, 940. [Xumus
cemepoyuxi. coedunenuii 2005, 1107.]

Nein, Yu. L; Polyakova, A. Yu.; Morzherin, Yu. Yu,;
Savel'eva, E. A.; Rozin, Yu. A.; Bakulev, V. A. Russ. J. Org.
Chem. 2004, 40, 879. [’KypHh. opean. xumuu 2004, 917.]

Nein, Yu. I.; Morzherin, Yu. Yu.; Rozin, Yu. A.; Bakulev, V. A.
Chem. Heterocycl. Compd. 2002, 38, 1144. [ Xumus eemepoyurc.
coedunenuii 2002, 1302.]

Potts, K. T.; Husain, S. J. Org. Chem. 1970, 35, 3451.
Begtrup, M.; Pedersen, C. Acta Chem. Scand. 1969, 23, 1091.
Abbott, P. A.; Bonnert, R. V.; Caffrey, M. V.; Cage, P. A;
Cooke, A. J.; Donald, D. K.; Furber, M.; Hill, S.; Withnall, J.
Tetrahedron 2002, 58, 3185.

963

19.

20.

21.

22.

23.

24.

25.
26.

27.

28.

29.

30.

31.

Nein, Yu. I.; Savel'eva, E. A.; Rozin, Yu. A.; Bakulev, V. A_;
Morzherin, Yu. Yu. Chem. Heterocycl. Compd. 2006, 42, 412.
[Xumus cemepoyurn. coeounenuii 2006, 462.]

Pankajakshan, S.; Chng, Z. G.; Ganguly, R.; Loh, T. P. Chem.
Commun. 2015, 51, 5929.

Abu-el-Haj, M. J.; McFarland, J. W. US Patent 3933843,
1976.

Wall, R. J.; Bell, D. R.; Bazzi, R.; Fernandes, A.; Rose, M.;
Rowlands, J. C.; Mellor, L. R. Toxicology 2012, 302, 140.
Khazhieva, 1. S.; Demkin, P. M.; Nein, J. I.; Glukhareva, T. V.;
Morzherin, Yu. Yu. Chem. Heterocycl. Compd. 2015, 51, 199.
[Xumus cemepoyurn. coeounenuii 2015, 199.]

Khazhieva, 1. S.; Glukhareva, T. V.; El'tsov, O. S
Morzherin, Yu. Yu.; Minin, A. A.; Pozdina, V. A.; Ulitko, M. V.
Pharm. Chem. J. 2015, 49, 296. [Xum.-papm. arcypnu. 2015,
49(5), 12.]

Guo, B.; Hua, R. Tetrahedron 2016, 72, 4608.

Tatton, M. R.; Simpson, I.; Donohoe, T. J. Chem. Commun.
2014, 50, 11314.

Tatton, M. R.; Simpson, I.; Donohoe, T. J. Org. Lett. 2014,
16, 1920.

Chen, L.; Guo, X.-F.; Fan, Z.-J.; Zhang, N.-L.; Zhu, Y.-J.;
Zhang, Z.-M.; Khazhieva, I.; Morzherin, Yu. Yu,;
Belskaya, N. P.; Bakulev, V. A. RSC Adv. 2017, 7, 3145.
Sinclair, J. B.; Dhingra, O. D. Basic Plant Pathology
Methods; CRC Press, 1995.

Obydennov, K. L.; Khamidullina, L. A.; Galushchinskiy, A. N.;
Shatunova, S. A.; Kosterina, M. F.; Kalinina, T. A.; Fan, Zh.;
Glukhareva, T. V.; Morzherin, Yu. Yu. J. Agric. Food Chem.
2018, 66, 6239.

Royse, D. J.; Ries, S. M. Phytopathology 1978, 68, 603.



