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CHUHTE3 NIPOU3BOJHBIX 1,3,4-OKCA/IMA30JIA
HA OCHOBE MOHOTI'HJPA3HUIOB
2-APNJI-4-METNJI-4-IUKJIOTEKCEH-1,1- TMKAPBOHOBBIX KHUCJIOT

[Tpn B3anMoneHcTBIY MOHOTHAPA3HUAOB 2-apHil-4-MeTHII-4-IIMKIoreKceH- 1, 1- mKkapOoHOBBIX
KHCJIOT C TPUSTHIOBBIMU 3(QHpaMH OPTOMYpPaBEUHOW M OPTOYKCYCHOH KHCIIOT CHHTE3HMPOBAHEI
COOTBETCTBYIOIIHE MPOou3BoAHbIE 1,3,4-0Kcannazona.

KaroueBbie cioBa:  2-(2-apuin-4-merwinukiorekcen-4-mn)-[ 1,3,4]okcaguazonsr,  1,3,4-
OKCaJMa30Jibl, MOHOTHIPA3UIbl 2-apuii-4-MeTHI-4-IUKIOTeKCeH-1,1-TuKapOOHOBBIX ~ KHCIIOT,
TPHUATHIOBBIN 3QUP OPTOMYPABEUHOI KHUCIIOTHI, TPUITUIIOBBIH 3QHP OPTOYKCYCHOU KUCIOTHI.

Hexoropeie 3 npousBoanbix 1,3,4-0kcaana3onoB o0JanaloT MPOTHBOBOC-
MAINTENFHON, aHAJIbT€THUECKON, aHTUBUPYCHON W aHTHOAKTEpHUAIbHOW aKTHB-
HOCThIO [1-3]. DTH coeaWHEHHUS TaKXKe HCIOIB3YIOT B IMPOU3BOACTBE Kpa-
cuteneit [4], TEpMOCTONKUX MOJMMEPHBIX MAaTepUajoB [5] U CHUHTUIUIALIMOH-
HOU TEeXHHUKe [6].

CBeieHHsI 0 METOJAaX CHUHTE3a COCIUHEHHUHU, coaepiKamux Iukn 1,3,4-ok-
caJua3oyia, ¥ HMCXOJHBIX BEIIECTB /I MX MOJyYEHHUS B JUTEpAType BechbMa
OrpaHUYCHBI [7], TO3TOMY B JaHHOH paboTe MBI O0Jiee MOAPOOHO U3YUHIH BO3-
MOHOCTh CHHTE3a MPOU3BOIHBIX 1,3,4-0Kcaaua3ona U3 CHHTE3UPOBAHHBIX Ha-
MU paHee [8] MoHoruapasumoB 2-apui-4-metui-4-mukinorekces-1,1-nukap6o-
HOBBIX KHCJIOT la—e.

Omaum u3 MeTonoB TomydeHus 1,3,4-0kcanna3oioB SBISIETCS B3aUMOJICH-
CTBHE THJPA3UI0B KapOOHOBBIX KHCIOT C H30BITKOM TPHUITHUIOBOTO 3(upa
opToMypaBbuHO# kucaoThl (2) [9, 10]. B pabote [11] omucaHo mosiy4eHue
2-apui3aMenieHHbIX 1,3,4-0kcaqua3oiioB KulsiueHneM B Teuenue 15-20 u coor-
BETCTBYIOIIUX THAPA3UIIOB C SPUPOM 2.
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1065



XapakTepuCcTHKH coeHeHui 4a—e U Sa—e

Tadonuma 1

Haiineno, %
Coenu- Bpyrro- BoraucicHo. % T. ., Brixon,
HeHHe dopmyna - °C %
C H N Hal
4a C15H16N20 75.04 6.90 11.73 93-95 66
74.97 6.71 11.66
4b C15H15FN2O 69.61 5.93 10.72 95-97 73
69.75 5.85 10.85
4c C15H15CIN2O 65.69 5.61 10.31 13.01 92-94 74
65.57 5.50 10.20 12.90
4d C15H15BrN2O 56.62 4.61 8.65 25.16 69-72 67
56.44 4.74 8.78 25.03
4e C15H15N303 63.38 4.27 14.68 97-99 64
63.15 5.30 14.73
5a C16H18N20 75.48 7.20 10.97 61-62 70
75.56 7.13 11.01
5b C16H17FN20O 70.42 6.38 10.34 44-46 53
70.57 6.29 10.29
5¢c C16H17CIN2O 66.69 6.01 9.80 12.36 94-95 60
66.55 5.93 9.70 12.28
5d C16H17BrN2O 57.58 5.06 8.48 24.02 71-73 56
57.67 5.14 8.41 23.98
5e C16H17N303 64.31 5.81 9.28 107-109 52
64.20 5.72 9.36

MBI mokazanu, YTO MOHOTHAPA3UIbl apUII3aMEIIEHHBIX LIUKJIOTCKCCHIUKap-
OOHOBBIX KHCIOT la—e ¢ OpTOMYpaBBHHBIM 3(HpOM 2 pearupyrT ropaszio
osictpee. CootBerctByromme 1,3,4-okcanma3onsl 4a—e ObBUIM BBIACICHBI U3
PEaKIMOHHOTO PacTBOpa Mocje 3 4 KUITYCHUS PearupyroinuX KOMIIOHEHTOB.

Cnextpsl SIMP 'H coexnnennii 4a—e u Sa—e

Tabnuma 2

?{ZZISZ- Xumuyeckue caBuru, o, M. 1. (J, I'y)

4a 1.73 (3H, ¢, CHa); 2.45 (4H, m, 2CH)); 3.51 (2H, M, 2CH); 5.48 (1H, M, =CH); 6.78-7.24
(5H, M, CgHs); 8.18 (1H, ¢, N=CH)

4b 1.74 (3H, ¢, CHa); 2.42 (4H, m, 2CHy); 3.45 (2H, M, 2CH); 5.43 (1H, m, =CH); 6.73 (4H, M,
CsHy); 8.05 (1H, ¢, N=CH)

4c 1.75 (3H, ¢, CHa); 2.42 (4H, m, 2CHy); 3.53 (2H, M, 2CH); 5.55 (1H, M, =CH); 6.93 (2H, m,
3] =8, CgHy); 7.22 (2H, M, %) =8, CsHa); 8.26 (1H, ¢, N=CH)

4d 1.74 (3H, ¢, CHa); 2.42 (4H, M, 2CHy); 3.43 (2H, M, 2CH); 5.37 (1H, M, =CH); 6.67 (2H, M,
3] =8, CgHy); 7.26 (2H, M, %) =8, CsHa); 8.05 (1H, ¢, N=CH)

4e 1.77 (3H, ¢, CHa); 2.48 (4H, M, 2CH)); 3.57 (2H, M, 2CH); 5.61 (1H, M, =CH); 7.22 (2H, m,
3J=9, C¢Hy); 8.01 (2H, M, ) =9, CsHa); 8.26 (1H, ¢, N=CH)

5a 1.71 (3H, ¢, CHz); 2.29 (3H, ¢, CHg); 2.44 (4H, m, 2CHy); 3.42 (2H, M, 2CH); 5.48 (1H, m,
=CH); 6.89-7.29 (5H, M, CsHs)

5b 1.68 (3H, ¢, CH3); 2.33 (3H, ¢, CH); 2.38 (4H, m, 2CHy); 3.42 (2H, M, 2CH); 5.49 (1H, m,
=CH); 6.91 (4H, M, CsHa)

5¢ 1.71 (3H, ¢, CHa); 2.32 (4H, m, 2CH>); 2.36 (3H, ¢, CHa); 3.44 (2H, m, 2CH); 5.48 (1H, m,
=CH); 6.91 (2H, m, 3J =8, CgHa); 7.11 (2H, M, 3J = 8, CeHa)

5d 1.73 (3H, ¢, CH3); 2.33 (3H, ¢, CH3); 2.38 (4H, m, 2CHy); 3.42 (2H, M, 2CH); 5.49 (1H, M,
=CH); 6.84 (2H, m, 3J = 8, CgHa); 7.29 (2H, M, 3J = 8, CeHa)

5e 1.75 (3H, ¢, CH3); 2.31 (3H, ¢, CH3); 2.48 (4H, m, 2CHy); 3.31 (2H, M, 2CH); 5.55 (1H, m,
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=CH); 7.20 (2H, M, 3J = 9, CgHa); 8.10 (2H, M, 3 = 9, CeHa)



B aHaJOrMYHBIX YCIOBHAX pEaKIWHA MBI IMOJYYWIH TaKKe MPOM3BOJIHBIC
5-metnm3amemnennoro 1,3,4-okcamnazona Sa—e, oOpa3oBaHHE KOTOPBIX ITPOTE-
KaeT emie ObIcTpee mocie | 9 KUMSYeHUs UCXOMHBIX THApa3uaoB la—e u Tpu-
3TUIIOBOTO 3(Hpa OPTOYKCYCHOU KHCIOTHI (3).

CuHTE3UpOBaHHBIE 2-T€KCEHIIIPOU3BOAHbBIE 1,3,4-0Kcamnraszofa IpencTaB-
TSI0T c000# OecrBeTHBIE, KPUCTAILTMYECKHE BEIIeCTBA CO CPABHHUTENHHO HU3-
KHMH TEMIepaTypamMu TUTaBICHUS.

CrpoeHne W COCTaB TONYYECHHBIX COSAMHEHUN MOITBEPKACHBI NaHHBIMU
crrextpoB SIMP 'H u 51eMeHTHBIM aHATH30M.

SKCHEPUMEHTAJIBHASL YACTb

Crnexrpst SIMP 'H momyuamn ma crexrpomerpe Bruker WH 90/Ds (90 MI'm) B CDCl,,
BHyTpenuuii cranmapt IMJIC (6 0.055). MHauBUIyanbHOCTh MONYYEHHBIX COCIHHEHUIT
nposepsiiin Merogom TCX Ha ractunkax Silufol B cucteme pactBopuTeneii stuianerar—6eH30
(1 :2) nns 4a,e u 5a, xaopopopm—meranon (9 : 1) nus 4¢,d u 5d,e u xopophopM—meTaHOI—
nezsHas ykcycHas kuciora (95 : 5 : 3) nus 4b u 5b,c.

XapaKkTepUCTUKU CUHTE3UPOBAHHBIX COCIMHEHHN MPeICTaBIeHbI B Tabm. 1 u 2.

2-[2-(4-R-®ennn)-4-merni-4-uukiorexcenwi-1]-[1,3,4]okcamnazonnt  4a—e. Kursosir 1 Mvons
ruapa3unaoB 1la—e ¢ 2 MiI TPUITHIOBOrO 3¢upa OPTOMYPaBBHHON KHCIOTHI 2 B TE€YeHHE 3 4.
W36BITOK 3¢upa 2 OTrOHAKOT, OCTATOK OXJIAKAAIOT M PAacTHpalT ¢ rekcanoM (4a—d) wim
MeTaHoJIoM (4e€). DUIBTPYIOT U TIEPEKPUCTAIUTM30BBIBAIOT U3 CMECH METaHONI-Boa, 1 : 1 (4a,¢.e),
WM 3TaHoJ— Boza, | : 1 (4b,d).

2-[2-(4-R-®ennn)-4-merni-4-uukiaorexcenmi-1]-5-mernia[1,3,4]okcaguazoanst  (5a—€).
Kunstsar 1 mmons rugpasunoB la—e ¢ 2 Mt TpUITHIOBOTO 3(dUpa OPTOYKCYCHON KHCIOTHI 3 B
teuenune | 4. I30bITOK 3dupa 3 OTTOHSIOT, OCTATOK PACTHUPAIOT C TeKCaHOM (5a,c), meTposeitHbIM
s¢upom (5d) win meranosoM (5¢). PUIBTPYIOT U MEPEKPUCTAIIU3OBBIBAIOT M3 CMECH METAHOI—
Boxa, 1 : 1. Jlns BeimeneHust coenuuenus 5b k ocratky mocne oTroHkd 3¢upa 3 mpubaBisAOT
BOJY M DKCTPAarupyroT 3THJIALETATOM, CYLIAaT HaJ OE3BOMHBIM CYyNb()ATOM MarHusi, OTTOHSIOT
PacTBOPHUTEIIb.

Asmopuvl 6nazodapam ¢upmy "BAIIEKC" 3a npedocmasnenue mpusmuio-
6020 3puUpa opmoyKCyCHOU KUCIOMbI.
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