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HNUKJIM3ALINU N-TTETAPUI-5-AMUHOIINPA30JIOB B PEAKIIUAX
A30COYETAHUA U ITUKTE-IIITEHT JIEPA

UccnedosaHbl yuknuzayuu N-eemapusn-5-aMuHonupasonios 8 ycrioeusix
peakuyuu asocodyemaHusi U mMoougbuyuposaHHou peakyuu [Mukme-LUneHanepa.
lMony4eHbl e2emapunsameweHHble nupasoso[3,4-CludoXUHOMUHbI U nupa3osno[3,4-
C]UUHHOMUHBI.

MponssoaHble M30XMHONMMHA U b-kapbonuHa Gonee cTtoneTus ocrtarTcA
nonynsipHbiMM OGBbEKTAMM UCCredoBaHMA ANS pasfu4YHbiX o6nacTed Xumuu u
MeauuuHbl. [MogaBnsiowee  GOMbLWMHCTBO  M3OXMHOMMHOB,  MHAoMo[2,3-c]-
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PA3AOEN 1 XUMUA

NMUPUONHOB U NOSIMKOHOEHCUPOBAHHbBIX rETEPOLMKIIOB Ha UX OCHOBE MOSTyYEHO B
pes3ynbTaTe UCMNOSMb30BaHUSA OABHO OTKPbITbIX U XOPOLIO WU3YYEHHHbIX peakuun -
MomepaHua-®Ppuya, Buwnepa-Hanunpansckoro, MukTe-lLUneHrnepa [1].
PaspaboTka HOBbIX NOAXOAOB K CUMHTE3Y reTepOUMKIIMYECKNX COeAUHEHU psaa
NM3OXMHOMNHA akTyanbHa He TOMbKO ANS pasBUTUS XUMUU FeTEPOLUKINYECKUX
COeVHEHUN, HO U MEOULMHCKOWN, KOMOUHATOPHON XUMUKU, XMMUM MaTepuanos U
Apyrnx obnacren npakTUYeCcKoro NPUMeEHeHUs.

B psage npegbiaywmx nybnukauun [2- 8] mbl coobwmnm o paspaboTaHHbIX
HOBbIX MeTodax CUHTe3a MOJSIMKOHAEHCUPOBAHHbIX FreTEpPOLUKIINYECKUX CUCTEM C
dparmMeHTamm N30XMHOJINHA, nHgonol[2,3-clnnpuguHa, UMHHOMNHA "
nHaono[2,3-cjnupasnHa  Ha OCHOBE KUCIIOTHO-KaTanmaupyembiX LUKIn3aunn
apun(retapun)3amMelleHHblx  asonoB. B Hactosiwen  paboTe  M3y4YeHbl
npespaweHna N-retapunsamMeLleHHbiX 5-aMMHONMPa3osfioB B YCNOBUSX peakunu
AVasoTMpoBaHuA, a Takke moguduumpoBaHHon peakuuun [lukTte-lLUneHrnepa, ¢
LUenbl pacwmpeHnsa BO3MOXHOCTEN pa3paboTaHHbIX HaMu paHee MeTodoB
Nony4YeHns KOHOEHCUPOBAHHbLIX a3oTCoAepXaljux reTepouuKrioB U BbISCHEHUS
BIINAHUS reTePOLUKINYECKOro 3aMeCcTUTENS B NOMOXEHUN 1 NMPa3ofibHOro Lukna
Ha X0 peakuuin U CTpoeHMe KOHEYHbIX MPOAYKTOB.

XoTa MeTog nonyvYeHus 5-ammHonuMpasonoB w3 b-keToHUTpunoB wn
rMapasvHoOB fABNSieTCA OOWMM M HEOOHOKPaATHO OMuCaH, YCNOBMS MNpoBeLEeHUSA
UMKNM3auMm  4acto  3aBUCAT OT  CBOWCTB  MNPUMEHAEMbIX  peareHToB.
eTapunsamelleHHble TrMAPa3svHbl OTNYAKTCHA MEHbLIENW, MO CPaBHEHUID C
eHunrnapasmHom, peakuyMOHHOM CNOCOBHOCTLIO, a Takxe Marnom
pacTBOPUMOCTbIO B BOMbLUMHCTBE OpPraHM4Yecknx pactsopurenen. [ina nonyvyeHuns
aMmunHonupasonoB (la-e) C yAOBNETBOPUTENbHbLIMW BbixogamMun noTpeboBanoch
ANUTenbHOE HarpeBaHue peareHToB B NIeAdHON YKCYCHOW KUCMOoTe, MOCKOSbKY Npu
npoBefeHUN peakumMn B TeveHue 1-2 4acoB BbIXOAbl MPOAYKTOB He MNpeBblatT
20- 30% (cm. Tabnuuy 1)

R @]
o N NHa AcoH/D
* HNo
Het
T
la-e
Ta6nuua 1. N-IeTapun-5-ammHonunpasonsl la-e
Ne R Het Bpewms, yac Bbixoa, %
1,25 24
la Me 3,5-Auxnopnupua-2-un 12 65
16 Ph 3,5-Onxnopnupua-2-un ! 23
' 13 65
1 24
1B 4-Cl-Ph 3,5-Anxnopnupna-2-un 14 69
1,5 29
ir Me beHsoTnason-2-un 12 70
2 22
in Ph beHsoTnason-2-un 13 67
le Me 4,6-AdnmeTtun-nupumnag-2-un 2 3l
’ puMna 12 60
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PA3AOEN 1 XUMUA

AHanUTUYeCcKne K crnekTparbHble XapakTepUCTMKM amMuHONupasonos la-e,
npuBefeHHble B 3KCMEPUMEHTanbHOM YacTu, COOTBETCTBYIOT MpPeasIoXEeHHbIM
CTpyKTypam. BBegeHve retapunbHOro 3amectutensd B Monekyny 5-ammHonupasorna
NnPUBOAUT K YBENUYEeHUI0 UuX TemnepaTtyp nMnasfeHus, Mno CpaBHEHUIO C
N-apunsameLleHHbIMu [2, 5].

Mpn B3anmMogencTesmMmM aMMHONUPAa30soB la-e C HATPUTOM HaTpUa B YKCYCHOW
Kncrnote o6pasyoTca MNPOAYKTbl peakunm HEWOHHOW MPUPOAbl: MPOMEXYTOYHO
obpasylolmecs conv OuasoHus BCTYMakwT B peakumio BHYTPUMONEKYMSIPHOro
asoco4eTaHud c obpasoBaHnem COOTBETCTBYHOLLNX 1-R:-3-R»-7,8-
AnmMeTokcunupasono[3,4-C]uMHHOMNHOB 2a-e.

R
R N
0,/ AcO | =N | /\N
NaN AcOH —
la-e 2 (6] =~ N~Het —_— © ~ Het
+ /N
N
o I (|) N
| N
— — 2a-e

A30n0[3,4-C]JUMHHONUHBLI 2a-e, UMEKT BbICOKME TemnepaTypbl MnaBrneHnus U
OTNNYaKTCA  ManouW  pacTBOPUMOCTbIO B OOMbLIMHCTBE  OpPraHU4ecKux
pacTBopuTeneit, YTo caenano HeBO3MOXHLIM 3anuck cnektpos AMP *3C (Tabn. 2).

Tabnuua 2. 1-R;-3-R,-7,8-umeTtokcnnmpasono[3,4-C]JuMHHONUHbI 2a-e

Ne R Het Tons °C Bbixon, %
2a Me 3,5-auxnopnupua-2-un 298- 300 85
26 Ph 3,5-guxnopnupua-2-un 219-220.5 41
2B 4-Cl-Ph 3,5-anxnopnnpua-2-un 245-247 31
2r Me 1,3-6eH3Tnaszon-2-un 203- 205 45
2n Ph 1,3-6eH3Tnaszon-2-un 215- 217 34
2e Me 4,6-auMeTunnupuMmua-2-un 240- 241 62

WccneposaHue B3anMogencTeus apunsamMmeLleHHbiX aMUHOreTepoLUUKIOB, B
TOM u4ucne 5-aMUHO-4-apunnupasonoB, C KapOOHUNbHbIMW COEANHEHUSMU B
ycnosuax moamduuupoBaHHon peakuuun [ukte-LUneHrnepa [9] OTKpbINO HOBbIN
nyTb CUHTE3a KOHAEHCUPOBAHHbIX MPOM3BOAHLIX M30XMHONMHA [2- 6]. B paboTtax
[5, 6] 6bINO NokasaHO, YTO HanpaBfieHNE peakunn M BO3MOXHOCTb LMKNM3auumm
onpeaenstoTcs Kak CTPOEHMeM KapOOHWUNBbHOro CoefuMHEHUs, Tak U NpPUpoAaon
retepounkna. NoaTomy HamMm NpeacTaBsaNOCh akTyanbHbIM U3YyYUTb peakumm N-
reTapun3amelleHHblX  aMUHOMMPA30fIoB  C  PasfUYHbIMM  KapOOHUIbHbLIMMK
coeauHeHuamun.  WM3BecTHO, 4YTO  ankaHanu, KeTOHbl  anndaTu4eckoro,
anUUUKIIMYECKOro N apoMaTUYecKoro psgoB He pearnpyroT ¢ aMMHonNMpasonamu
[5]. B HacTtoswen paboTe un3yyeHbl peakuMm amumHonupasonoB 1 C
4-xnopbeHsanbaerngom, popmanboerngom n n3aTuHoOM.

Bsaumogencteme amuHonupasonos la, r, e c 4-xnopbeH3anbaerngom
npoTtekaet Mo MNyTU OKUCIUTENbHOW Uuuknusaumm [4, 5], HO Hanuuue
reTepPoOUMKIINYECKOr0 3aMecTuTens B NonoxeHun 1 nNMpasonbHOro uukna
OKasblBaeT BMUSHME Ha NpoTekaHWe peakuuum U CTPoeHUEe KOHEYHbIX NPOOYKTOB.
O6pasoBaHne nupasono[3,4-clusoxmHonmHoB 3a, 6 13 amuHonupasonos 1r u le
npotekaet ¢ Bbixogamu 45 n 37% cooTBeTCTBEHHO. PeakuuoHHasi Macca
YaCTUYHO OCMOISEeTCs, YTO MOXeT ObiTb CBsi3aHO C B3auMOOENCTBUEM

OeH3anbgernga u amMmumHonupasolsia no Apyromy nyTtu. CTpoeHme NONyYeHHbIX 5-
]
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PA3AOEN 1 XUMUA

apunnupasono|[3,4-clusoxuHonmMHoB 3a, 6 noATBEPXAEHO aHanUTU4YeckKumMun wu
crnekTpanbHbIMWU MeToAaMU. VIX NPOTOHHbIE CMEKTPbl HAXOOATCA B COOTBETCTBUM C
npegnonaraemMon CTPyKTypomr U AaHHbIMU paboThbl [5].

Me
N CHO

0 N THet CF,CO,H

| cl
1n, e

3a,0 Cl

3a: Het = 6eH30Tnason-2-mn
36: Het = 4,6-aumeTnnnpumMma-2-mn

Tak, B AMP 'H cnekTpe coeauHeHus 3a, 3anucaHHOM B pacTBOpe
anmeTtuncynbdokcuga-ds, PErucTpupyroTCa CUrHanbl NPOTOHOB METUSbHOIO U
ABYX METOKCUJSIbHbIX 3amecTutenen npm 2,98, 3,80 1 4,11m.4. COOTBETCTBEHHO.
B cnabononbHOM 4YacTu cnektpa MPUCYTCTBYKOT CUHIAeTbl MNPOTOHOB B
nonoxeHmax 6 wn 9 npu 7,46 u 7,71m.4., ABYXNPOTOHHbIN AOybneTr 4-
xnopdgeHunsHoro 3amectutens (7,72m.4.), Aasa Ttpunneta(7,38 n 7,51m.4.) wn
aybnetr npotoHoB (8,08m.4.) 6GeH3onbHOro sgpa  GeH30TMA30MUMABHOIO
3aMecTUTena M MynbTUNMAET OCTalflbHbIX apoMaTU4YecKux MPOTOHOB B obnactm
7,88-7,96Mm.4. MPOTOHHbLIN CrMeKkTp 1-meTun-7,8-gumeTokcu-3-(4,6-
ANMETUNNUPUMUANH-2-1N)-5-(4-xnopdeHun)-nupasono[3,4-clusoxmHonuHa 36
COOEPXUT curHanel mMeTunbHowm (2,55; 2,85m.4.) un metokcurpynn (3,85; 4,12
M.4.), Aybnetbl 4-xnopdeHunbHoro 3amectutens (7,35...7,50 m.4.), CUHIMeETHI
NPOTOHOB B MOMOXeHusax 6 n 9 retepoapomartnyeckon cuctembl (7,30 m.4.), u
curHan npotoHa npu Cs nupuMmManMHoOBOro uukna (8,27 m.a.).

Mpu HarpeBaHun 5-amuHo-1-(3,5-guxnopnupug-2-un)-nupasona la un 4-
xnopbeHsanbaernga B TPUMPTOPYKCYCHOW UM MYpPaBbUHOW KUCINOTE B TeyeHue
10- 15 4yacoB M3 peakuMOHHOM Maccbl ObinNu BblgeNneHbl ABa NPOoAYyKTa peakuuu.
CnekTtpanbHble W  aHanUTU4YeCKUe  XapakKTepUCTUKM  OOHOro0 U3  HUX
COOTBETCTBYHOT oOXugaemomy 1l-metun-7,8-gumetokcu-3-(3,5-guxnopnmpug-2-
nn)-5-(4-xnopenunn)-nnpasono([3,4-cjuzoxmHonnndy (4). B npoTtoHHOM cnekTpe
BTOPOr0  COEAUHEHUSA  PErucTpupyroTca  CurHanbl MeTUNbHOM U OBYX
meTokcurpynn npu 2.8, 3.76 n 4.05m.4. cCOOTBETCTBEHHO. B cnabononbHom YyacTu
cnekTpa MNPUCYTCTBYKOT CUHINETbl MHTEHCuBHOCTLIO 1H npu 7.34 n 7.59 m.A.
COOTBETCTBEHHO, XapakTepHble ANs CUrHanosB NpoToHoB npu atomax C6 n C9
NMPasofion3oXnHONMHA, M [ABa [ABYXNPOTOHHbIX Aybneta ¢ KCCB J =8 Hz,
KOTOpble Mbl OTHecnn K 4-xnopdeHurnbHOMY 3amecTutento. B cnektpe Her
CUrHanoB NPOTOHOB AUXJIOPNUPUAUNBLHOIO 3aMeCTUTESNS, OAHAKO NMPUCYTCTBYeT
CUHINET C MHTeHCUBHOCTbO 1H npu 13.2m.4. 3TOT Habop CUrHanoB MOJSTHOCTbIO
cooTBeTCTBYyeT 1-meTun-7,8-aumMmeToKcn-5-(4-xnopdeHun)- nupasono-[3,4-cl-
n3oxmHonuHy (5), onucaHHomy B paboTtax [2, 5].

[aHHble MK-cnekTpockonuu W  3MEeMEeHTHOro  aHanu3a  Takxe
noaTBeEpPXAalT CTPYKTypy coeamHeHua (5), a ero cmew-npoba Cc 3aBegOMbIM
obpasuoM, NOMyYeHHbIM U3  5-aMUHO-3-meTun-4-(3,4-guMeToKcMdeHnn)-
nupasona [5], He gaeTt genpeccun TemnepaTypbl NNaBneHns.
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Me CHO
| T W—
0 <"\ )—a CF,CO,H
N
NH
2
0
| la cl
cl
. \_/—c

Cl 5

BeposiTHO, OTpbIB  AUXNOPNUPUAUIIBHOINO  3aMecTUTens  ABNAeTcs
cneacTBveM anbTepHaTMBHOW aTaku atoma yrrepoga C=N-cBsi3n azomeTuHa (6)
no aTtomMy asoTa MUMPUMAMHOBOrO UMKMa C obpasoBaHneM 3apsXKeHHOro
uHtepmeguata (7). HykneodwunbHaa ataka coeguHeHus (7) BOAOOM,
Bbloensawowencs B Xode peakuuu, npuBoAUT K nceBgoocHoBaHuwo (8), a
oTwenneHve 3,5-auxnopnupuaoHa-2 wu3 Hero reHepupyetT asomeTtuH (9),
KOTOPbIN LMKNN3yeTcs No 06bI4HON CXeMe:

Cl M Cl
Me N e _N
| - \N T | \N —
@] N
@] =~ \N Y Cl |§|+/ al H,O
N N\(
e} H
o w Ar
6

Ar | 7

Me Cl cl cl Me
P~ L Y
— ~
0 P, HO™ N O /"

N Nx
o) Hf( 0 W
| Ar | Ar

8 9

Linknusauumn ammHonunpasonos la v 1r ¢ napadopmanbgerngom nportekaroT
c obpasoBaHneM 5-He3amelleHHbIX nupasono[3,4-clusoxmHonuHos (10) u (11) ¢
HEBbLICOKMMU BbixogamMun ¥ okono 20%.

CtpoeHne nupasornonsoxmHonuHoB (10) n (11) gokasaHO criekTpanbHbIMU
meTogamu. B ux AMP 'H cnekTtpax curian npotoHa C(5)-H cunbHO cmelueH B
cnaboe none u HaxoauTcs B nHTepeane 9- 9,2 m.A4.
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Cl cl
N N
| N (CH,0) N/
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NH2 _N
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MpooykTbl B3auMogeuncTBust ammHonupasona (le) ¢ napadopmansgerngom
He BblgeneHbl. B peakunn ¢ n3atMHOM NPOAYKT LMKIM3auumn Gbin NonyyYeH TOMNbKO C
amuHonupasoriom (1r).

1r

12

B WK cnektpe 1-metun-3-(6eH3otnason-2-un)-7,8-aumetokcn-4,5-qurnapo-
nupa3orio[3,4-C|]-U30XUHOINH-5-cnnpo-3'-(2-okconHponuHa) (12) npucyTCTBYKOT MOSOCHI
nornowenunss N-H caaseit ammaHoro (3230 cm™) 1 ammrHoro (3350 cM™Y) dhparmeHToB
MOJSIeKyrbl. B MPOTOHHOM CrnekTpe perycTpupyroTcs cUrHasbl NPOTOHOB aMUHOMPYMMbl U
aMmmgHoro dparMeHtTa OKCOMHAOONMWHOBOrO uUukna npy  595m.4. wn  9.85m.4.
COOTBETCTBEHHO. MeTunbHas 1 aBe MeTOKCUrpynnbl NpeacTaBreHbl CUHIeTaMmm npu
2.48, 3.64 n 4.0m.0. CurHanam napa-npoToHOB OEH30MbHOro KombLa WU30XMHOSTMHOBOW
4YacTM MOJIEKYSbl COOTBETCTBYHOT CUHIMEeTbl npu 6.97 u 8.1m.4. MynbTunnetHas 4actb
creKkTpa Mo XxapakTepy paclienneHuss U WMHTEHCUBHOCTM COOTBETCTBYeT aAByM 1,2-
an3amMelleHHbiM - 6eH30MbHbIM ¢+ gapaM  GeH30TMa30MUIBHOIO  3aMecTuTens U
OKCOWHOOJSIMHOBOIO (pparmeHTa.

3Kcnepu MeHTaJibHaA 4acCTb

'H AMP cnekTpbl monyueHbl Ha cnektpometpe Varian GEMINY (200 MHz),
pacteoputernb %2 DMSO-ds, BHYTPEeHHWUI CTaHdapT ¥4 TeTpameTurncunaH. Temnepartypbl
nnaeneHus onpeaerneHsl B annaparte Boetius n He ucnpasneHbl. VK cnekTpbl 3anvcaHbl
Ha cnekTpodotomeTpe Perkin-Elmer 881 B Hynone. LiMaHOKETOHbI MOSlyYeHbl MO
OnucaHHbIM paHee meToaukam [3, 5].

3-MeTun-4-(3,4-gumeTokcucpeHunn)-1-(3,5-guxnopnupua-2-un)-5-ammHo-
nupa3son la

5,70 r (0,026 monb) 2-(3,4-anmeTokcudbeHnn)-3-okco-6yTaHHnTpuna, 4,45 r (0,025
Mosnb)  3,5-anxnopnupuann-2-rmgpasnHa u 100 mMn negsHoM  YKCYCHOW - KUCKTIOTh
HarpeBaroT C 00paTHbIM XONOAUNbHUKOM. PeakLMOHHY0 Maccy ynapuBaloT B BakyymMe
BOAOCTPYMHOrO Hacoca Ha POTOPHOM WUCrapuTene, OCTaToK pacTuparoT C BOOOW,
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GunbTpytoT M cywat. lMonyyaoT 6 r (65% OT TeopeTnyeckoro) npogykra € Ton =
121-123°C.

VK (KBr, n, cm™b): 3409, 3328, 1615, 1575, 1249, 1219.

AMP 'H (OMCO-dg, d, m.a., J, T'w): 2,20 (3H, s, CHs): 3,75 (3H, s, CH30); 3,80
(3H, s, CH30); 5,35 (2H, yw. s, NHy); 6,80...7,20 (3H, m, Hap); 8,50 (1H, s, Hyp); 8,65
(1H, s, Hap).

HanpeHo, %: C 53,90; H 4,31; N 14,70. C17H16CIoN4O». Bbiuncneno, %: C
53,84; H 4,25; N 14,77.

3-®PeHun-4-(3,4-pumeTokcucpernn)-1-(3,5-auxnopnupua-2-un)-5-ammHonupason 16

CuHTe3 nNpoBOAAT MO MEeTOAMKe, aHanorm4yHom And nofydeHus coefuHeHust
la, n3 7,31 r (0,026 monb) 2-(3,4-guMeToKCUdeHU)-3-0KCo-3-peHnNponaHHMTpuna,
4,45 r (0,025 monb) 3,5-guxnopnupuann-2-rmapasumHa n 120 mn negsaHon yKCycHom
kncnotbl. Beixog 65 % ot Teop. Ty = 132- 134°C.

VK (KBr, n, cm 1): 1520, 1550, 1610, 3325- 3290.

AMP *H (OMCO-ds, d, m.4., J, Tu): 3,32 (6H, ¢, 2 OMe), 6,48 (2H, w.c., NH.),
6,84- 6,92 (5H, m, Ph), 7,26 (2H, m, H apom.), 7,33 (1H, g.a., H apom.), 7,84 (1H, g,
4-H nupuanHa, Jis=2,6); 8,03 (1H, a, 6-H nupuanHa, Ji6=2,6).

HanpgeHo, %: C 60,08; H 3,88; N 12,54. Cx»H15CIoN4O,. BeiuncneHo, %: C
60,14; H 4,20; N 12,48.

3-(4-XnopdeHun)-4-(3,4-aumetokcndeHun)-1-(3,5-auxnopnupuna-2-un)-5-
amMuHonupason 1B

CuHTe3 npoBOoAAT MO MEeTOAMKe, aHanorm4yHom And nofyyYeHus coefuHeHust
la, u3 821r (0,026 monb) 3-(4-xnopdeHun)-2-(3,4-aMmeTokcndeHmnn)-3-oKco-
nponaHHuTtpuna, 4,45 r (0,025 monb) 3,5-guxnopnupuann-2-rmgpasuHa, 130 mn
negsiHoM ykcycHou kucnotbl. Cmecb KuMNATAT 12 4acoB M nocre BblgeneHus
npoayKTa peakuuu u nepekpuctannmusayum soixog 69% ot teop. Ty = 200,5- 201°C.

VK (KBr, n, cm™Y): 1612, 1460, 1555, 1650, 3330, 3305.

AMP 'H (OMCO-dg, d, m.4., J, w): 3,12 (3H, ¢, OMe), 3,20 (3H, ¢, OMe), 6,28
(2H, yw.c., NHp), 7,92 (1H, 4-H nupmnguHa, Js=2,2), 8,07 (1H, 6-H nupmnguHa,
J46:2,2).

HanpeHo, %: C 55,68; H 3,52; N 12,02. CxH;17CIsN4O,. Bbiuncneno, %: C
55,74; H 3,61; N 11,95.

3-Metun-4-(3,4-pumeTokcucpeHun)-1-(1,3-6eHstnason-2-un)-5-ammHonupason 1r

CuHTe3 npoBOAAT MO MeTOAMKe, aHanorm4yHou And nonyyYeHus coeguHeHust
la, n3 5,70 r (0,026 monb) 2-(3,4-gumeToKcndeHnn)-3-okco-6yTaHHHUTpUNa, 4,13 r
(0,025 monb) 1,3-6eH3Traszonun-2-rugpasvHa, 270 mn negsaHom YKCYCHOW KUCAOThI.
Cwmecb kmnataT 12 yacos. Beixog 70 % ot Teop. Ty = 168-170°C.

WK (KBr, n, cm™Y): 3438, 3336, 1622, 1606, 1576, 1243, 1217.

AMP 'H (OMCO-dg, d, m.a., J, T'u): 1,16 (3H, s, CHs): 3,76 (3H, s, CH30); 3,78
(3H, s, CH30); 6,81 (2H, yw. s, NHy); 6,88 (1H, d, J=2 T4, Hap); 6,92 (1H, s, Hap);
7,01 (1H, d, J=2 Tu, Hygp); 7,35 (1H, t, J=2 U, Hyp); 7,47 (1H, t, J=2 U, Hap); 7,86
(1H,d, J=2 'u, Hap); 8,01 (1H,d, J=2 'y, Hap).

HanpeHo, %: C 62,36; H 4,88; N 15,33. Ci9H18N4O,S. BbluucneHo, %: C
62,28; H 4,95; N 15,29.

3-®eHun-4-(3,4-gumeTokcudennn)-1-(1,3-6eHsTnazonun-2-un)-5-aMmmHo-
nupason 14

CuHTe3 npoBOoAAT MO MeTOAMKe, aHanorm4yHom And nofyvYeHus coefuHeHust
la, 3 7,31 r (0,026 monb) 2-(3,4-anmeTtokcneHns)-3-okco-3-peHunnnponaH-
HuTpuna, 4,13 r (0,025 monb) 1,3-6eH3Tnasonun-2-rmgpasuHa, 330 mn negsHon
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yKCyCHOM Kucnotbl. Cmecb kunatar 13 yacoB. Bbeixog 67 % ot Teop. Tpn =
224.5-225°C.

VK (KBr, n, cm™Y): 1450, 1545, 1615, 1645, 3320, 3350.

AMP 'H (OMCO-dg, d, m.4., J, w): 3,24 (3H, ¢, OMe), 3,33 (3H, ¢, OMe), 6,26
(2H, yw.c, NHy), 6,94 (5H, m, Ph), 7,18- 7,29 (7H, m, H apom.).

HanpgeHo, %: C 67,12; H 4,80; N 12,83. Cy4H2N4O,S. BbluucneHo, %: C
67,18; H4,74; N 12,71.

5(1H)-AMuHoO-4-(3,4-aumeToKkcnueHun)-1-(4,6-auMe TMNNUPUMUANH-2-UN)-
3-meTnnupason le

CuHTe3 npoBOAAT MO MeTOoAMKe, aHanorMyHom Ang  nonyyvyeHus
coeauHenusa la, mn3 5,70 r (0,026 monb) 2-(3,4-gumeTokcueHun)-3-okco-
OyTaHHHUTpUna, 3,45 r (0,025 monb) 4,6-AUMETUANNPUMUANHUN-2-TUAPa3NHA,
100 mn negsHoOM yKCYCHOW KucrnoTtbl. CMmecb knnaTtaTt 12 yacos. Beixog 60 % ot
Teop. Tpn = 175-177°C.

VK (KBr, n, cm™b): 3270, 1635, 1615, 1550, 1270.

AMP 'H (OMCO-dg, d, m.a., J, Tw): 2,05 (3H, s, CHs); 2,35 (6H, s, 2CHz); 3,70
(3H, s, CH30); 3,72 (3H, s, CH30); 6,60 (2H, yw. s, NHy); 6,77 (1H, d, J=4 U, Hyp);
6,85 (1H, s, Hap); 7,93 (1H, d, J=4 Tu, Hap).

HanpeHo, %: C 63,60; H 6,32; N 20,66. C18H>1Ns0,. Bbluncneno, %: C 63,70;
H 6,24; N 20,64.

3-(3,5-Auxnopnupua-2-un)-7,8-guMeToKcu-1-metTunnumpasono| 3,4-C|UMHHONMUH 2a
K pactBopy 1,90 r (0,005 monb) amuHonupasona la B 15-25 mn negsHoun
YKCYCHOW KACNOTbI NpU NepeMeLinBaHum Ha MarHUTHOM Mellanke 3a oAuH npuem
npubasnsat 0,52 r (0,0075 MOnb) BbICYLUEHHOr0O TOHKOPACTEPTOro HUTpUTa
HaTpus. PeakuyMOHHYKO Maccy nepemMellvMBaloT 40 Hadvana BblMageHua ocagka u
OCTaBNAT Ha HOo4Yb. 3aTtem K Macce npubaBnalwT BOAY, BbiNABLIWM OCALOK
OT(huNbTPOBbLIBAKOT, MNPOMbIBAOT BOAOW U NEpekpucTansiM3oBbiBalOT U3
AvokcaHa. MNMonyyatot 1,7 r (85% oT Teop.) npoaykta ¢ Thy = 297-300°C ¢ pasn.
VK (KBr, n, cmb): 1495, 1456, 1232, 1195.
AMP 'H (OMCO-dg, d, m.4., J, Tw): 2,95 (3H, s, CHs): 4,05 (3H, s, CH30); 4,15
(3H, s, CH30); 7,65 (1H, s, Hap); 8,05 (1H, s, Hap); 8,70 (1H, s, Hap); 8,85 (1H, s, Hap).
HanpeHo, %: C 52,38; H 3,31; N 17,94. C17H13CIoN50,. Bbiuncneno, %: C
52,32; H 3,36; N 17,95.

3-(3,5-Anxnopnupua-2-un)-7,8-aumeToKkcn-1-cheHnnnmupasono| 3,4-C|UMHHOMNMH 26

CuHTe3 npoBOAAT MO MEeTOoAMKe, aHanorMyHom Ang  nosyyvyeHus
coeguHeHus 2a, u3 2,21 r (0,005 monb) amuHonupasona 16 n 0,52 r (0,0075
Monb) HuTputa Hatpusa. [lonyyawtr 0,8 r (41% oT Teop.) nNpoAaykrta c
Ton = 219-220,5°C.

VK (KBr, n, cm b): 1605, 1590, 1535, 1470, 1435.

AMP 'H (OAMCO-dg, d, m.4., J, M): 3,16 (3H, c, OMe), 3,27 (3H, ¢, OMe), 6,96
(5H, m, Ph), 7,47 (1H, c, 4-H), 7,62 (1H, c, 7-H), 7,81 (1H, c, 4-H nupuanHa, Ji=2,6);
8,02 (1H, c, 6-H nupuanHa, Ji6=2,6).

HanpeHo, %: C 58,62; H 3,18; N 15,70. CxH;15CIoNs50,. Bbiuncneno, %: C
58,55; H 3,23; N 15,81.

3-(3,5-Anxnopnupua-2-un)-7,8-aumMmeToKcu-1-(4-xnopdeHun)-
nupasono|3,4-CJUuMHHONUH 2B

CuHTE3 NpoBOAAT NO METOAMKE, aHaNOrM4YHOW ONsi MOMyYeHUs CoeuHEeHUs
(2a), n3 2,38 r (0,005 mosnb) amuHonupasona 18 n 0,52 r (0,0075 mMonb) HUTpUTa
HaTpua. [na nonmHOro pacTtBopeHus amuHonupasona 1B nepen AobasBneHvem
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HUTPUTa HaTpPUs cMmecb nogorpeBaT Ao 60°C u oxnaxaawT go 10°C. MNonyvaroT
0,751 (31% ot Teop.) npoaykta ¢ Tny = 245-247°C.

AMP 'H (OMCO-ds, d, m.4., J, w): 3,90 (3H, ¢, OMe), 4,07 (3H, ¢, OMe), 7,52
(1H, ¢); 7,75 (2H, @, J=9,6); 8,03 (2H, g, J=9,6); 8,10 (1H, c); 8,75 (1H, g, J=2,8);
8,85 (1H, A, J=2,8).

HangeHo, %: C 54,36; H 2,95; N 14,33. CxH14CI3NsO,. BbluncneHo, %: C
54,29; H 2,90; N 14,39.

3-(1,3-beH3Tnason-2-un)-7,8-aumeToKkcu-1-metTunnmupasono|3,4-C|UNMHHONUH 2r

CuHTe3 NpoBOAAT NO METOAMKE, aHANOMM4YHON ANSA NONyYeHUs coeguHeHns
(2a), n3 1,83 r (0,005 monb) amuHonupasona 1r n 0,52 r (0,0075 monb) HUTpUTa
HaTpus. Monyyatot 0,85 r (45% ot Teop.) npoaykta ¢ Tny = 203- 205°C.

AMP *H (OMCO-de, d, m.a., J, T'u): 2,20 (3H, ¢, Me); 3,80 (3H, ¢, OMe); 3,85
(3H, c, OMe); 7,05 (1H, g, J = 8); 7,2 (1H, ¢, H apom.); 7,38 (1H, T, J = 8); 7,50 (1H,
T,J=28); 7,88 (1H, o, J=81Tu); 8,1 (1H, ¢, H apom.).

HanpgeHo, %: C 60,39; H 4,04; N 18,58. Ci9H15Ns02S. BbiuucneHo, %: C
60,46; H 4,01; N 18,56.

3-(1,3-beH3Tnason-2-un)-7,8-gumeToKkcu-1-cheHunnmupasono[3,4-C|JUMHHONUH 24
CuHTe3 nNpoBOAAT MO MEeTOAMKe, aHanorm4yHom And nofydeHus coefuHeHUst
2a, n3 2,14 r (0,005 monb) amuHonupasona 14 v 0,52 r (0,0075 monb) HUTpUTa
HaTpwus. MNonyyatoT 0,74 1 (34% oT Teop.) npoaykTa ¢ Tny = 215-217°C.
AMP H (AMCO-dg, d, m.g., J, 'u): 3,73 (3H, ¢, OMe); 3,90 (3H, c, OMe); 6,93
(1H, ¢); 7,61 (1H, ¢); 7,48 (2H, p); 7,32 (2H, 1); 7,22 (1H, T); 7,55...8,23 (4H, m).
HanpeHo, %: C 65,53; H 3,94; N 15,90. C,4sH17Ns50,S. BbluucneHo, %: C
65,59; H 3,90; N 15,94.

3-(4,6-AnmeTnnupumMmua-2-un)-7,8-aumeTokcu-1-metunnupasono|3,4-cj-
UMHHOSMNMH 2e

CuHTe3 nNpoBOAAT MO MEeTOAMKe, aHanorm4yHom And nofyyYeHus coefuHeHust
2a, u3 1,70 r (0,005 mmornb) amuHonupasona le n 0,52 r (0,0075 mMonb) HUTpUTa
HaTpus. Nony4vatoT 1 r (62% oT Teop.) npoaykTa ¢ Tny = 240- 241°C.

AMP 'H (OMCO-ds, d, m.4., J, Tw): 2,60 (6H, s, 2CHs); 3,00 (3H, s, CHs); 4,10
(3H, s, CH30); 4,20 (3H, s, CH30); 7,40 (1H, s, Hap); 7,52 (1H, s, Hap); 8,00 (1H, s,
Hap)-

HanpeHo, %: C 61,65; H 5,26; N 23,94. C13H14N4O5. Bbluncneno, %: C 61,70;
H 5,18; N 23,99.

5-(4-XnopdeHun)-3-(1,3-6eH3Tnason-2-un)-7,8-auMeToKkCcUu-1-meTnnN-
nupa3ono[3,4-C|U30XMHOMUH 3a

B kpyrnogoHHyio  ogHoropnyt  konby, CHabXxeHHyt0  obpaTHbIM
xonogunsHMKoM nomewiarot 50 mn TpudTopykcycHon kucnotbl, 1,83 r (0,005 mornb)
5-amuHonupasona 1r, npubasnsioT npu oxnaxgeHun 0,70 r (0,0051 monb)
4-xnopbeHsanbgernga n cMecb KUNATAT 5 yacoB. 3aTeM TPUPTOPYKCYCHYIO KUCHOTY
yrnapuvBsaloT B BakyymMe, OCTaToK pactupatroT ¢ 5%-HbIM BOAHBLIM pacTBOPOM aMMuaKa.
BoinaBwnn  ocagok  OT(PMNbTPOBLIBAKOT, MNPOMLIBAKOT  BOAOW, cywatr W
nepekpucTannua3osbiBaloT 13 ataHona. onyyatoT 0,85 r (35% OT Teop.) npoaykra C
Ton = 279-282°C (c pasn).

AMP *H (OMCO-dg, d, m.A., J, T'u): 2,98 (3H, s, CHs); 3,80 (3H, s, CH30); 4,11
(3H, s, CH30); 7,38 (1H, t, J=7, Hap); 7,45 (1H, s, Hap); 7,51 (1H, t, J=7, Hy,); 7,72
(2H, d, J=8, Hyp); 7,74 (1H, s, Hap); 7,88...7,96 (3H, m, Hap); 8,08 (1H, d, J=7, Hyp).

HanpgeHo, %: C 64,20; H 3,88; N 11,60. CysH19CIN4O,S. BbiuucneHno, %: C
64,13; H 3,93; N 11,51.

90



PA3AOEN 1 XUMUA

5-(4-Xnopdenun)-3-(4,6-aumeTunnupumma-2-un)-7,8-auMe ToKkcu-1-
MeTun-nupas3onol3,4-c]Ju3oxmHonuH 36

CuHTes npoBoasAT no MeToauKe, aHanorn4yHom NonyyYeHuto
nupasonomnsoxmHonuHa 3a, n3 1,62 r (0,005 monb) amuHonupasona le, 50 mn
TpudTOpyKCYCcHON knucnotel, 0,70 r (0,0051 monb) 4-xnopbeHsanbgernga. MNMonyyatot
0,7 r (30% ot Teop.) npoaykta ¢ Ty, = 285-288°C (c pasn).

AMP 'H (OMCO-ds, d, m.4., J, Tw): 2,55 (6H, s, 2CHs); 2,85 (3H, s, CHs); 3,85
(3H, s, CH30); 4,12 (3H, s, CH30); 7,30 (1H, s, Hap); 7,35...7,50 (5H, m, Hyp); 8,27
(1H, s, Hap).

HanpeHo, %: C 65,37; H 4,96; N 15,16. CysH2,CINsO,. Bbiuncneno, %: C
65,29; H 4,82; N 15,23.

5-(4-XnopdeHun)-3-(3,5-auxnopnupua-2-un)-7,8-auMeTokcu-1-meTnn-
nupa3ono|3,4-C|U3OXMHOMUH 4

CwuHTes npoBOAsAT no MeToauKe, aHanorn4yHom nosly4eHuto
nupasonomnsoxuHonuHa 3a, n3 1,82 r (0,005 monb) amuHonupasona 1, 50 mn
TpudTOpyKCYCHOM knucnothl, 0,70 r (0,0051 monb) 4-xnopbeHsanbgernga. MNMonyyvatot
0,55 r (22% ot Teop.) npogykta ¢ Ty, > 350°C (¢ paan).

WK (KBr, n, cm b): 1705, 1575, 1262, 1212.

AMP *H (OMCO-dg, d, m.A., J, T'u): 2,90 (3H, s, CHa); 3,80 (3H, s, CH30); 4,10
(3H, s, CH30); 7,40 (1H, s, Hap); 7,60 (2H, d, J=8, Hay); 7,71 (2H, d, J=8, Hyp); 7,75
(1H, s, Hap); 8,62 (1H, d, J=2, Hyp); 8,72 (1H, d, J=2, Hap).

HanpeHo, %: C 57,75; H 3,53; N 11,13. Cy4H17CIsN4O,. Bbiuncneno, %: C
57,68; H 3,43; N 11,21.

5-(4-XnopdeHun)-7,8-aumetokcucdeHun-1-metun-3H-nupasono|3,4-c]-
M3OXUHOIUH 5

[MpoaykT BblAeneH U3 punbTpaTa OT BblAeneHuss COeaUHEHNA 4 MHOTOKpaTHOW
KpucTtannusauuen ocrtaTtka m3 aueTtoHuTpuna. [llonyyatTt 0,35 r (20% ot Teop.)
npogykta ¢ Ty, = 299- 300°C.

AMP *H (OMCO-d, d, m.A4., J, T'u): 2,80 (3H, s, CHa); 3,76 (3H, s, CH30); 4,05
(3H, s, CH30); 5,59 (1H, s, Hap); 7,34 (1H, s, Hap); 7,57 (2H, d, J=8, Hap); 7,69 (2H, d,
J=8, Hap); 13,20 (2H, yw. s, NH). ).

HanpeHo, %: C 64,59; H 4,46; N 11,97. Cy9H15CIN3O,. Bbiuncneno, %: C
64,50; H 4,56; N 11,88.

3-(3,5-Anxnopnupuna-2-un)-7,8-aMMeToKCU-1-meTUN-nupasono| 3,4-cj-
M30XUHOMNUH 10

CuHTes npoBoasAT no MeToauKe, aHanorn4yHom nosly4eHuto
nupasonomnsoxmHonuHa 3a, n3 1,82 r (0,005 monb) amuHonupasona la, 20 mn
TpudTopykcycHon kucnotbl, 0,01 mMonb napadgopmansgernga. Cmecb kunatar 12
yacos. [MonyyatoT 0,4 r (20% oT Teop.) ¢ Ty = 265-267°C (c pasn).

AMP 'H (OMCO-dg, d, m.a., J, T'w): 2,95 (3H, s, CHs); 3,90 (3H, s, CH30); 4,12
(3H, s, CH30); 7,42 (1H, s, Hap); 7,75 (1H, s, Hap); 8,60 (1H, s, Hap); 8,75 (1H, s,
Hap); 9,15 (1H, s, Hap).

HanpeHo, %: C 55,61; H 3,72; N 14,29. C1gH14CIoN4O,. Bbiuncneno, %: C
55,54; H 3,63; N 14,39.

3-(1,3-beH3stnason-2-un)-7,8-guMeToKkcu-1-metun-nupasono|3,4-cj-
M3OXMHOMNUH 11

CuHTes npoBoasAT no MeToauKe, aHanorn4yHom nosly4eHuto
nupasonounsoxmHonuHa 3a, u3 1,83 r (0,005 monb) amunHonupasona 1r, 20 mn
TpudpTopyKkcycHom kucrnoTel, 0,0051 Monb napadopmaneaernga. Cmecb KMnatar 12
yacos. [MonyyatoT 0,43 r (23% oT Teop.) npoaykta ¢ Ty, = 209-210°C.
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VK (KBr, n, cmb): 1672, 1637, 1264, 1208.

AMP H (AMCO-dg, d, m.g., J, T'): 3,00 (3H, s, CH3); 3,80 (3H, s, CH30); 3,95
(3H, s, CH30); 7,40 (1H, d, J=8, Hap); 7,72 (1H, s, Hap); 7,81 (1H, s, Hap); 7,95 (1H,
d, J=8, Hap); 8,63...8,80 (2H,m, Hyp); 9,05 (1H, s, Hap).

HanpeHo, %: C 63,75; H 4,32; N 14,90. CyoH1N4O,S. BblunucneHo, %: C
63,81; H 4,28; N 14,88.

1-MeTun-3-(6eH3oTnason-2-un)-7,8-aumeTokcun-4,5-gurnaponmnpasono-
[3,4-C]-M30XUHONUH-5-cNUPO-3’-(2-OKCOUHAONMUH) 12

CuHTes npoBoasAT no MeToauKe, aHanorn4yHom nostly4eHuto
NMpasonon3oxmHonunHa 3a, ¢ ucnonb3osaHvem 1,62 r (0,005 monb) amnHonmnpasona
1r, 25 mn TpudTopykcycHon kucnotsbl, 0,75 r (0,0051 monb) nsatuHa. Kunatat 10
yacos. [NpoaykT nepekpuctannuMsoBbiBalOT U3 ataHona. onyyawT 1,2 1 (50% ot
Teop.). Thn = 193- 195°C.

VK (KBr, n, cm™Y): 3350, 3230, 1683, 1652, 1261, 1211.

AMP 'H (OMCO-dg, d, m.a., J, T'w): 2,48 (3H, s, CHs): 3,64 (3H, s, CH30); 4,00
(3H, s, CH30); 5,95 (1H, yw. s, NH); 6,97 (1H, s, Hy); 7,34...7,44 (4H, m, Hgp);
7,48...7,63 (2H, m, Hyp); 8,04 (1H, d, J=6, Hap); 8,10 (1H, s, Hap); 8,20 (1H, d, J=6,
Hap); 9,85 (1H, yw. s, NH).

HanpeHo, %: C 65,50; H 4,19; N 14,22. Cy;H»1N503S. BbluncneHo, %: C
65,44; H 4,27; N 14,13.
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