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IIMCBMA B PEJAKIIUIO

CHUHTE3 JUDTHI-1-(1H-TEPUMUIAH-6(7)-WT)-
TUJPA3UH-1,2-THKAPBOKCUJIATOB

KunroueBsble cjioBa: nepuMuaut, nonudochopHas KUCIOTa, AU3THIA30IUKapOOKCHIAT,
maTHA- 1 -(1 H-tepumuus-6(7)-mn)ruapasus- 1,2- mukapOoKcHiIaThl, aMHHUPOBAHUE.

Apuiruzipasussl SIBISIOTCA IIHPOKO HCIIOJIB3YEeMBIMH HHTEpMEIUaTaMu B
CHHTE3€ Pa3NUYHBIX BEUICCTB, O0NAJarolINX IOJIE3HBIMH CBOWCTBAMMU: HHIOJEI,
nupasoibl U MHorue napyrue. Jlo Havanma Hammx padoT THAPa3WHBI MEPUMHIIU-
HOBOTO pfAJa HU3BECTHBI He OBLIM, XOTs pa3padoTKa METOoJa CHHTE3a TaKuX
COEIMHEHNH MO3BOJIMIIA OBl MOTYYUTh NEPUMUINHBI C TeTAPIIBHBIM 3aMECTUTENEM
B TMosiokeHuH 6(7) U co3maThb  HOBble METOABl  Hepu-aHHEeTUpPOBAaHUS
a30TCOAEpIKAIINX T'eTEePOIUKIOB.

XopoIIo M3BECTHO, YTO CTAHJAPTHBIM METOJOM IOJIyHYEHUS apUITHApPa3HHOB
ABIIIETCSL CIIEAYIOLas CHUHTETHYEcKass II0CIe0BAaTEIbHOCTh: HHUTPOBAHHE —
BOCCTaHOBJIEHHE — AMa30THPOBAaHHE — BOCCTaHOBIIEHHE. B mocnenHee Bpemst ObLIH
pa3paboTaHbl OTHOCTaJUIHBIE METOJIBI CHHTE3a apHJITHAPa3HHOB, OCHOBaHHBIE HA
UCTOJb30BAHUM JUATHIA30AUKapOokcminara (2). B kauecTBe KaTaiu3atopoB
UCIOJIb30BaNKCh KucnoThl JIptouca [1-4] unu bpencrena [4, 5].

B Hacrosmell pabGoTe MBI OCYLIECTBUIM pEaKIHMI0O MEePUMUIUMHOB la—¢ C
JMITHIIA30IUKApOOKCHIIATOM (2) B MOJIBHOM cOoTHomeHuH 1:1.15 B mpucyTcTBUM
nomudocdoproit  kucnorel (IIOK, PPA) mpu 65-70 °C. B stom ciyuae c
BbIXOJIaMH 36—43% ObLM MOJTyYeHbl HEM3BECTHBIE paHee AUATHI- | -(1 H-epuMuInH-
6(7)-un)runpasus-1,2-nukapookcunarel 3a—c.
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YMepeHHLIﬁ BBIXOM, BepOSITHO, CBsA3aH B HepBYIO oqepe;u) C YaCTUYHBIM
OCMOJICHHEM PEaKIMOHHON CMeCH, a TakXe C OYCHb XOPOIIeH PacTBOPHUMOCTHIO
coeMHEHNIT 3a—¢ B BOJE.

Cnextpsl SIMP 'H 3apeructpupoBansl Ha npu6ope Bruker DRX-500 (500 MI'm) B
IMCO-dq, BuyTpennuii cranmapt TMC. Onementseii anamn3 mposenén Ha C,H,N-

anamuzarope CHN-1. Temneparyps! miiasienust onpezaesiens Ha npudope [TTII-M ¢upmsr
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Xummaboprpudop. KoHTponp 3a mpoTekaHWeM peaknuii W YUCTOTOW CHHTE3UPOBAHHBIX
coennHeHui ocymectBiéH Ha miactuHax Silufol UV-254, smoent EtOAc, nposiBienue B
napax uona. Mcnomns3oBanace kommepuecku noctymnnas [IOK ¢ 80% conepxkanuem P,Os.

Juytun-1-(1H-nepumuann-6(7)-na)ruapasu-1,2-1ukapookcuiaarsel 3a—c (oOmas
Metoauka). PactBopsitor 1.00 Mmonb cooTBeTcTBYIOIIErO nepuMuanHa la—c B 2-3 r [1OK.
IMoanepxuBas Ttemmeparypy 65-70 °C, npu UHTEHCHUBHOM II€pEMELIMBAHUU K
peakoHHOM cMmecu nobaBmsatoT 0.2 T (1.15 Mmons) nuaTHnasogukapookcniara (2). [lepe-
MEIIMBaHUE MPU 3TOW TeMIeparype MPOAODKAIOT B TeueHHe 3 4. 3aTeM peaKkIMOHHYIO
cMech BbUIMBAIOT B 30 MJI BOJIbI, HEUTPAIM3YIOT pACTBOPOM aMMHAaKa, SKCTparupyrot 3x50
M1 OyTaHoa. ByTaHoJ ynapuBaioT, OCTaTOK Pa3JesisitoT TOHKOCIOHHOW XpoMarorpadueii.

Juwytun-1-(1 H-nepumuaun-6(7)-uwin)ruapazus-1,2-nukapooxcunar (3a). Bexon 0.14 ¢
(41%). Kopmunessie kpuctaiumel. T. mr. 231-233 °C (c pasn., EtOAc). Ry 0.42 (EtOAc—
EtOH, 3:1). Crexrp SIMP 'H, 8, m. 1. (J, Tw): 1.19 (6H, T, J= 6.7, 2CH;CH,); 4.09 (4H, «,
J=16.7, 2CH;CH,); 6.43 (1H, n, J= 7.3, H-9(4)); 6.52 (1H, n, J= 8.1, H-4(9)); 7.02 (1H, &,
J=28.5,H-7(6)); 7.12 (1H, n. n, J= 8.5, J= 7.3, H-8(5)); 7.33 (1H, m, J= 8.1, H-5(8)); 7.41
(1H, ¢, H-2); 9.61 (1H, ym. ¢, NHCO); 10.04 (1H, ym. c, NH). Haiineno, %: C 59.81;
H 5.22; N 16.34. C;H3sN4O4 Brruucaeno, %: C 59.64; H 5.30; N 16.37.

Juatnia-1-2-merna-1H-nepumuans-6(7)-nn)ruapasun-1,2-1uxkapooxkcuiar (3b).
Brexox 0.15 r (43%). KopruneBsie kpucramuiel. T. mi. 243-245 °C (c pasn., EtOAc).
R:0.42 (EtOAc-EtOH, 3:1). Cnekrp SIMP 'H, 8, M. & /, Tm): 1.19 (6H, 1, J = 6.7,
2CH;CHy); 2.05 (3H, c, 2-CHj); 4.08 (4H, x, J = 6.7, 2CH;CH,); 6.41 (1H, n, J= 7.3,
H-9(4)); 6.52 (1H, n, J= 8.1, H-4(9)); 6.98 (1H, 1, J= 8.5, H-7(6)); 7.10 (1H, 1. n, J= 8.5,
J=1.3, H-8(5)); 7.48 (1H, 1, J= 8.1, H-5(8)); 9.65 (1H, yu. ¢, NHCO); 10.03 (1H, ymu. c,
NH). Haiineno, %: C 60.74; H 5.62; N 15.66. CsH,(N4,O, Beruncieno, %: C 60.67; H 5.66;
N 15.72.

Jurtna-1-2-penna-1 H-nepumuann-6(7)-un)ruapasun-1,2-qgukapéokcunar  (3c).
Beixon 0.15 1 (36%). Kopuunebie kpuctamiel. T. mn. >300 °C (c pasn., EtOAc). Ry 0.47
(EtOAc). Cnextp SIMP 'H, 8, m. 1. (J, T'): 1.21 (6H, T, J= 6.7, 2CH;CH,); 4.11 (4H, k, J =
6.7, 2CH;CH,); 6.69 (1H, n, J= 7.3, H-9(4)); 6.79 (1H, n, J= 8.1, H-4(9)); 7.08 (1H, n,
J=8.5, H-7(6)); 7.16 (1H, n. n, J= 8.5, J= 7.3, H-8(5)); 7.41 (1H, n, J = 8.1, H-5(8));
7.55-7.59 (3H, m, H-3,4,5 Ph); 8.06 (2H, 1, J= 7.7, H-2,6 Ph); 9.65 (1H, ym. ¢, NHCO);
10.03 (1H, ym1. ¢, NH). Haiineno, %: C 60.14; H 5.26; N 13.28. C,3H,N4O, Brruncnero,
%: C 60.02; H 5.30; N 13.39.

Paboma evinonnena npu gunancosoii noooepoicke Poccuiickoeo ¢ponda pynoa-
MenmanvHuix uccareoosanuil (epanm 10-03-00193a).
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