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1O. I1. KoBTyH, 5. A. IIpocToTa

YCOBEPIIEHCTBOBAHHBIN CITOCOB NOJTYYEHMS
3-APIJI(CTHPW)MMUJIA3O [1,5-a]TMPUINTHOB

IpennoxeH HOBBI ymOOHBIA croco® monydeHus 3-apui(cTupmim)umuznasofl,5-al-
MUPHUINHOB, 3aKJIFOYAIOIINIICS B IMKIOKOHACHCAUH 2-(allMIaMHUHOOCH3MII)TUPUIMHOB B
YKCYCHOM aHTHJPHE ¢ N00aBKOIl #-TOIYONCYIb(QOKUCIOTEL.

KaroueBble cioBa: 2-(almiIaMHHOOEH3WI)IMPUANHBL, WMUAA30[1,5-a]nupuaunsl,
LHUKIOKOH/ICHCALUSL.

Wmmnazo[1,5-a|nupunuHel  UCHOJB3YIOTCS B KadecTBE  (PU3MOIOTHYECKH
aKTUBHBIX BellecTB (aHTUBUpYCHbIE [1] 1 kKapauoToHuueckue [2] mpemapaTsl), Kak
HHTHOUTOPBI HEKOTOPBIX epMeHTOB [3] 1 (hiryopodopst [4, 5].

HaubGonee ymnoOHBIM MeTOAOM CcHHTE3a UMHIA30[1,5-a|MUpUINHOB SBISETCS
UKJIOKOHAEH AU 2-(alMIaMUHOOCH3WI)IUPHINHOB B KHILIIIEM YKCYCHOM
aHruzapuse [6], oMHAKO TaKOW METOJ MPUMEHHM TOJIBKO B CIydae auu(aTHUecKuX
3amecTuTenel. st momydeHus ke 3-aprii3aMelleHHbIX POU3BOIHBIX IIUKITH3aIUs
HCXOJHBIX aMUJOB MPOBOIUTCS MOA JeiicTBueM okcuxiopunaa ¢ochopa [7—9],
TpexxmopucToro dochopa [10] umu monmudochopHoit kucioTsl [11]. IIpuBeacHHbIC
METO/IbI UMEIOT CYIIECTBEHHBIC HEJOCTATKH: TPYIOEMKHE MPOIECCHl BBIICICHUS U
OYUCTKY MPOTYKTOB PEAKIINU, HU3KHE BBIXOJbI, HEAOCTYITHOCTh UyBCTBUTEIBHBIX K
JIEHCTBUIO CHIIbHBIX KUCJIOT IPOU3BOIHBIX.

ACZO
——
= |
“~ —]
N (IEH—Ph
NHCOR
la—i Ac,O/HOTs
L

1, 3aR= 4-02NC6H4, bR = 4-02NC6H4CH:CH, cR= 2-(1)ypI/IJI,
dR= 4-CH3OC6H4, eR= 4-C1C6H4, fR= 3-02NC6H4,
g R = 4-FC¢H,, h R = 4-(t-C,Hy)CgHa, i R = 4-CIC{H,CH=CH

Mpbl u3ydnsii BO3MOXKHOCTH MOJYyYEHHS! COCAUHEHUU 3 MyTeM IUKIOKOH-
IEHCAlMH WCXONHBIX 2-(alIaMHHOOCH3WI)IHPpUINHOB 1 ¢ apomaTtuyec-
KM NIn CTUPHUIIBHBIMU 3aMECTUTCIIAMU npu )Z[eﬁCTBI/IH YKCYCHOTO
aaruapuga. Ha mnpumepe amunma la HaiigeHO, 4YTO peaknusi MTPOXOAHUT
HEU30UpaTeNbHO, a LEJNEeBOE BEIIECTBO BBIACICHO C HE3HAYUTEIbHBIM BBIXOIIOM.
[IpeumymiecTBeHHO ke  OOpasyeTcs  aleTWIMPOBaHHOE  MPOU3BOJHOE 2,
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momydyaemMoe B BHAe Tuapobpomuma. Okasanoch, uTO Jo00aBlieHHE 7ni-
TOJIYOJICYIbHOKUCIOTE  mpensiTcTByeT  C-alleTHIMPOBAaHUIO,  OJHOBPEMEHHO
obneryast nuknu3anuio. VIMEHHO TakuM 00pa3oM OBUIM CHHTE3MPOBAHBI HOBBIE
Mpou3BOAHbIE 3a—i.

XapaKTepuCTUKH CUHTE3HPOBAHHBIX COCIMHEHMIT

Coenu- Bpyrro- Haiinero, % T. ., °C

HEHHE Q)(I));}),;F/Iyna c BI’”HCHEIHO’ % N (pacTB. A7 KPUCT.) k;;‘ ’ Bblozou,

3a Ci9H13N30, 72.2 4.1 134 192195 345 80
72.4 4.1 13.4 (ykcycHast K-Ta)

3b C,1HisN30, 73.9 4.4 124 222225 396 91
73.9 4.4 12.3 (ykcycHast K-Ta)

3¢ Ci7H12N20, 78.2 5.0 10.6 127128 315 73
78.2 4.9 10.7 (9Tanon)

3d CyHsN2O 78.4 53 9.5 163—165 307 76
80.0 53 9.3 (9Tanon)

3e CioH3CIN, 74.6 4.2 9.2 149151 316 68
74.8 43 9.2 (9Tanomn)

3f C,1HisN30, 74.1 4.4 123 168—171 396 84
73.9 4.4 12.3 (ykcycHast K-Ta)

3g CioH5FN> 79.0 4.4 9.6 142144 318 67
79.2 4.5 9.7 (atanomn)

3h C3HN, 84.6 6.8 8.6 129131 311 89
84.7 6.7 8.6 (3tanomn)

3i C,1H5CIN, 76.3 4.6 8.4 105—-108 401 74
76.2 4.5 8.5 (atanomn)

2 C,1HsBrN;O4 54.5 39 9.1 227229 — 29
55.2 3.9 9.2 (atanomn)

IIpennmoxeHHBIt  crmoco®  MO3BOJSET  MONydYaTh  IMIMPOKUM  psiX
3-apui(cTUpIIT)3aMeIEHHBIX UMUAa30[ 1,5-a|mupuaAHOB ¢ BBHICOKMM BBIXOJIOM 32
KOPOTKUH MPOMEKYTOK BPEMEHH, YIPOIIAET MPOIECC UX BBIIEICHUS U OYUCTKH.
CrpykTypa coennHeHni 3 moATBepKAeHa JTaHHBIMH 3JEKTPOHHON CIEKTPOCKOINU
u crexrpockonuu IMP 'H, KOTopble KOPPENUpYIOT C TUTEPATyPHEIMH.

SKCIIEPUMEHTAJIBHAS YACTbD

Crexrper SIMP 'H sapeructpuposansl Ha npuGope Varian VXR-300 (IMCO-ds), BHyTpeHHmit
crangapr TMC, »5neKkTpoHHbIE CHEeKTpel — Ha crnekrpodoromerpe Shimadzu UV-3100 B
alEeTOHUTPUIIE TIPU KOHIEHTPAIUU BEIIECTB 20107 mons/n. Xog pPEaKuyu U YHCTOTY IMOyYEHHBIX
coenuHeHNH KoHTponpoBaan MetogoM TCX Ha minacturkax Silufol UV-254 B cucreme sTuinanerat—
neTposeiHblii a¢up, 3 : 1.

JlaHHBIC 3JIEKTPOHHBIX CIIEKTPOB M AJIEMEHTHOI'O aHajM3a IOJYYECHHBIX BEIECTB IPUBEICHBI B
Tabnure.

I'uapo6pomun 2-[1-ametni-1-(4-HurTpoden3onnaMmuHo)oeHswi|nupuauausa (2). Pacteop 3 r
(8 Mmmoi) ampma la B 15 M ykcycHoro aHruapuaa KumstaT 30 MUH, OXJIQXKIAOT M BBUIMBAIOT B
100 M1 10% BoaHoro amMmuaka. Macio SKCTParupyroT AUXJIOPMETAHOM, CYIIAT Cylb(paTroM HaTpHs,
ynapuBatoT. OCTaTOK pacTBOPAIOT B H3o0mponaHoie M ¢GuiabTpyioT. Beimensior 0.5 r tBepmoro
BEIECTBa, KOTOPOE MO pe3yibTaraM crekTpockonuu SIMP "H 1 sneMeHTHOrO aHammsa COOTBETCTBYET
coequuenno 3a. K o¢uisrpary noGasmsror 2 M 48% HBr. OO6pasoBaBmmiics 0cCamok
orusTpoBsIBatOT. Beixox 1.2 r. Criektp SIMP 'H: 3.07 (3H, ¢, CH3); 6.92 (1H, ¢, NH); 7.24 (2H, m-,
o-H Ph); 7.61 (3H, m, m- u p-H Ph); 7.94 (2H, n, J = 9 ', o-H nurpodennnsroro xonema); 8.06 (1H,
n, J =7Tu, 2-H Py); 8.26 (1H, m, 4-H Py); 8.43 (2H, n, J = 9 I'u, m-H HUTpOPEHUIBHOTO KOJIBIIA);
6.65 (1H, 1, J= 8 I'y, 3-H Py); 8.90 m. 1. (1H, 1, J= 6 I'y, 5-H Py).
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3-Apuna(crupmin)-1-¢pennanmvunaso[1,5-a|nupuannsr (3a—i). K 5 MMonbp cooTBeTcTBYy!OIIEro
amuga la—d B 10—15 M ykcycHOro anruapuaa A00aBISIOT 5 MMOJb /-TOJNYOJCYNb(OKHUCIOTH 1
kunaTat 30 muH. PactBop oxnaxkaarot u BeuBaooT B 100 Mt 10% ammuaka. OGpa3oBaBiiuniics: ocagok
OT(UIBTPOBBIBAIOT M KPUCTAJUIU3YIOT.

Cnextpst SIMP 'H: 3a — 6.92 (1H, n. 1, J= 7 ', 5-H); 7.08 (1H, T, J = 10 Ty, p-H Ph); 7.33 (1H,
n.n,J="17TIn, 6-H); 7.50 (2H, 1, J = 8 I'u, m-H Ph); 7.96 (2H, n, J= 8 T'u, o-H Ph); 8.06 (1H, x, J =
10 T'u, 7-H); 8.21 (2H, n, J = 9 I'u, o-H uurpodenunsHoro xonbua); 8.36 (2H, o, J = 9 I'u, m-H
HUTpO(eHMIBbHOTO KoJbLa); 8.68 M. 1. (1H, 1, J= 6 I', 4-H).

3b —7.36 (1H, n. n, J="7Tn, 5-H); 7.42 (1H, 1, J = 8 Ty, p-H Ph); 7.5—7.8 (7TH, m); 7.90 (2H,
1, J = 8 I'u, o-H aurpodenmnsroro konsua); 8.03 (1H, , J =9 I'u, 7-H); 8.40 (2H, n, J =8 I'u, m-H
HUTpOo(eHMIBbHOTO KosbLa); 8.56 M. 1 (1H, n, J = 6 'y, 6-H).

3¢ — 6.77 (1H, m, 4-H ¢ypun); 6.92 (1H, m, 3-H dbypun); 7.01 (1H, T, J = 8 I'u, p-H Ph); 7.14
(1H, M, 2-H ¢ypun); 7.32 (1H, n. n, J=7I'u, 6-H); 7.49 2H, 1, J = 8 I'n, m-H Ph); 7.9—8.1 (4H, m);
8.70 m. n. (1H, o, J= 7 ', 4-H).

3d — 3.85 (3H, ¢, OCH3); 6.74 (1H, 1, J =7 ', 5-H); 6.93 (1H, a. n, J = 10 ', 6-H); 7.13 (2H,
n,J=10Tn, o-H Ph); 7.28 (1H, T, J = 8 ', p-H Ph); 7.47 (2H, 1, J = 8 T'u, m-H Ph); 7.79 (2H, n,
J=9 I'y, m-H merokcudenmnproro kombua); 7.94 2H, n, J = 9 'y, o-H merokcudennnpHoro
konbia); 7.98 (1H, n, J=9 I'u, 7-H); 8.36 m. . (1H, x, J= 8 I'y, 4-H).

3e—6.79 (1H, 1, J=7I'u, 5-H); 6.98 (1H, 1. 1, J = 10 ', 6-H); 7.30 (1H, T, J = 10 ', p-H Ph);
747 (2H, T, J =8 I'm, m-H Ph); 7.62 (2H, 1, J =9 'y, 0o-H Ph); 7.9-8.0 (5H, m); 8.45 m. n. (1H, &,
J=17Tu, 4-H).

3f—6.87 (1H, T, J =7 I'y, 5-H); 6.99 (1H, 1. n, J =10 I'y, 6-H); 7.31 (1H, 1, J= 8 'y, p-H Ph);
748 2H, T, J = 8 I'u, m-H Ph); 7.6—7.7 (2H, m); 7.9—8.0 (4H, m); 8.07 (1H, x, J =9 T'u, 7-H); 8.17
(1H, n, J = 8 T'u, 4-H HurpodenunsHoro xonsua); 8.65 (1H, ¢, 2-H nurpodenmnpaoro komnpua); 8.86
M. 1. (1H, o, J =7 I'u, 4-H).

3g —6.76 (1H, T, J =7 I'u, 5-H); 6.95 (1H, a. n, J =10 'y, 6-H); 7.29 (1H, 1, J = 8 'y, p-H Ph);
7.37 (4H, m); 7.9 (5H, m); 8.38 m. 1. (4H, n, J =7 I'm).

3h — 1.42 (9H, ¢, CH3); 6.75 (1H, 1, J = 6 'y, 5-H); 6.95 (1H, n. 1, J =9 I'y, 6-H); 7.28 (1H, T,
J= 8 I'm, p-H Ph); 747 (2H, 1, J = 8 I'u, m-H Ph); 7.58 (2H, n, J = 10 I'u, m-H mpem-
oytundenmnsHoro koinsia); 7.80 (2H, n, J = 10 I'n, o-H mpem-6ytundenunsaoro xonbua); 7.9—8.0
(3H, m); 8.44 m. 1. (1H, n, J= "7 I'm, 4-H).

3i —6.68 (1H, 1, J = 6 ', 5-H); 6.97 (1H, a. n, J =8 I'y, 6-H); 7.31 (1H, 1, J = 8 'y, p-H Ph);
7.4—7.6 (5SH, m); 7.8—8.0 (6H, m); 8.81 m. a. (1H, n, J =7 I', 4-H).
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