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Karouosi crosa: 6-eanoeenomemun-3,4-oueioponipumioun-2(1H)-onu; podanio kaniro;
6-mio-uianamomemun-3,4-oueioponipumioun-2(1H)-onu; [1,3]miazonol3,4-c[nipumiounu;

uukaokonoencayis; 1,3-npomomponue 3miujeHHs

Po3po6sieHo meToa cuUHTe3y HOBUX nonipyHkuUioHanbHux 5,6,7,8-tetparigpo-[1,3]riazono[3,4-c]
nipuMignHIiB, IKN rPYHTYETbCA Ha BHYTPILUHbOMOJIEKYJIIPHIA KaTaniTUu4yHii LUKJIOKOHg4eHcauil
6-tioyianatomeTun-3,4-gurigponipnmignH-2(1H)-oHiB.

THE CONDENSED PYRIMIDINE SYSTEMS. 11. SYNTHESIS OF POLYFUNCTIONAL PARTIALLY HYDRO-
GENATED [1,3]THIAZOLO[3,4-c]PYRIMIDINES DERIVATIVES

P.S.Lebid, P.O.Kos, M.V.Vovk

The method of synthesis for new polyfunctional 5,6,7,8-tetrahydro[1,2]thiazolo[3,4-c]pyrimidi-
nes based on the intramolecular catalytic cyclocondensation of 6-thiocyanatomethyl-3,4-dihyd-

ropyrimidine-2(1H)-ones has been developed.

KOHOAEHCUPOBAHHBIE NMUPUMUONHOBBIE CUCTEMBbI. 11. CUHTE3 MOJIN®YHKLUNOHAJIbHbIX
nMPOUN3BOAHbIX HACTUYHO rMAPUPOBAHHbIX [1,3]TUA30J10[3,4-c]MTUPUMULNHOB

Mn.c.Jlebeas, I1.0.Koc, M.B.BoBk

Pa3pa6oTtaH mMeTo4 CUHTe3a HOBbIX NMOAUPYHKUNOHaNbHbLIX 5,6,7,8-TeTparngpo[1,3]-Tnasono
[3,4-c]nupnmugmnHoOB, OCHOBaHHbIA Ha BHYTPUMOJIEKYJISSPHOW KaTaJInTU4eCKOM LNKJIOKOHAEeHCca-
uun 6-tnoymnaHatomeTn-3,4-gurnapo-nupumuanH-2(1H)-oHoB.

KoHaeHcoBaHi OILIMKITIYHI CHIOIYKH, B SIKMX Tia30J1b-
He S7IpOo aHeJbOBaHe /10 MipUMiAMHOBOTO, € CUCTEMA-
MU 3 BUPAXEHUMM OiOJJOTIYHUMU BJIACTUBOCTSIMU.
3okpema, B psay Tiazojo[4,5-d]mipuMiguHIB BUSIB-
JIEHI ITOTeHLIilHI iMB’HOTepaHCBTI/I‘{Hi areHTu [2] Ta
anTaronictu CXCR“ xemokina3 [3], 1o crTajo Imim-
TPYHTSIM TSI PO3POOKM HOBOI CTpaTerii TepaneBTUY -
HOI0O BTPY4YaHHS B 3anajibHi 3aXBoproBaHHS. Bumnpo-
OyBaHHS MOXigTHUX Tiazoso[3,2-a|mipuMinuHy B poui
IHTIOiTOPIB ameHO3MH-LUKIIIYHOI 3’5’ -MoHOdochaTa-
3u (poconiecrepasu [4] 3acBigunIO iX BUCOKY TiMo-
TeH3uBHy nito. TiazomiHo[3,2-c]mipuMinuH-5,7-1i0oH1
[5] BusIBUIMCH aKTUBHUMU CyOCTpaTaMu IJjisl iHTiOy-
BaHHS TOHATPOMNIHOBMX TOPMOHIB 3 TillOTajdamycy,
1110, B CBOIO Yepry, MPUBOAUTD A0 3HUXKEHHST 0OJIbO-
BUX BiJUYTTiB MPU IEIKUX BUIAX 3aXBOPIOBaHb.

ITopiBHSIHO 3 PO3MJITHYTMMM BUIIE TUIIAMM KOH-
JIEHCOBaHMX croiyk mpeacraBHuku 3H-Ttiazono|3,4-c|
MipUMIAMHY 3aJIMIIAI0TLCA MPAKTUYHO HEAOCIiaxKe-
HHUMMU K Y CMUHTEeTUYHOMY, TakK i ¢papMaKoJOTiYHOMY
acnekTax. Cepel HUX oMcaHi TiIbKU 6-apui-1,3,6,8-
TeTparinpoTia3oio| 3,4-c|mipuMinuH-5,7-mionu [6], oTpr-
MaHI BHYTPILITHbOMOJIEKYJISIPHOIO [IMKJIOKOHIEHCA -
1i€I0 METUJIOBUX €CTEPIB BIAMOBIIHUX 2-3aMilllEeHUX
(5,5-mmMeTri-3-apunkapoaMoinrTiazoninuH-4-i1)om-

* MosigomneHHs 10 ams. [1].
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TOBUX KMCIOT. OfHAaK BHACHiIIOK BiIHOCHO BaXKKoOl
MIOCTYITHOCTI OCTaHHIX [7] MeTon He HaOyB IMPOKOTO
CUHTETUYHOTO PO3BUTKY.

Mu po3pobui HOBUI MiAXiA 10 CUHTE3y YaCcTKO-
BO TimpoBaHUX TIoaipyHKIioHanmbHUX [1,3]Tiazomo
[3,4-c|mipuMinuHiB 3 eTOKCUKapOOHIILHOIO Ta iMiHO -
rpynaMyd B PI3HUX siIpaX KOHAEHCOBAHOI CHUCTEMH,
SIKMIA TPYHTYETHCS HA Tia30JI0aHEIIOBAaHHI MipUMIiIN -
HOBOTO LIMKJY. 3 lIi€l0 MeTol Oyjna JeTaibHO J0-
CJIiIpKeHa B3a€EMOJisl JOCTyImHUX [8, 9] 5-eTokcukap-
OoHiI-6-rajioreHoMeTI1-3,4-nurinponipumMinuH-2(1H)-
OHiB la-€ 3 pogaHigoM Kaiilo. BapTo 3a3HauunTH, 110
paHille ajKiJIyrodi BJIaCTUBOCTI raJJOréHOMETUJIBbHOI
rpynu croJjiyk tuiy 1 6ynu eeKTUBHO BUKOPUCTaHi
B cHMHTe3i moximHux 6-(1,2,3-Tpra3oiia)MeTuIImipu-
mimuny [10], a Ttakox ¢ypo(miposo)|3,4-d|moipumi-
IVHY Ta mipuMino[4,5-c|oipumasuny [11]. Pazom 3
TUM Y JliTepaTypi BiCYTHi cripoOu (hopMyBaHHS A0-
JIaTKOBOI TeTePOLIMKIIIYHOI CUCTEMHU 3a PaXyHOK B3a€ -
MoJii eJeKTpo(iIbHUX 3aMiCHUKIB y ITOJIOXEHHi 6 3
aTOMOM a30TYy B NOJIOKeHHi 1 3,4-nurigponipumMinuH-
2(1H)-oHoBOrO LUKITY.

BcraHoBieHO, 110 IPU B3aEMOZIl 6-rajoreHome-
tunipuminuH-2(1H)-oHiB 1a-€ 3 Hamumkom KSCN
B po3unHi IM®PA mnipu KiMHaTHi#1 TemIiepaTypi abo B
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Tabnuus 1
XapakTepuctvku cnonyk 2a-€, 36,8,4; 4a-€
Cnonyka | BpyTTo-chopmyna B/paxyBato. 3 T.nn., °C | Bwixi, % Snanero, %
C H N C H N
2a CioH13N303S 47.05 5.13 16.46 145-146 88 47.01 5.33 16.34
26 Ci5sH15N303S 56.77 4.76 13.24 136-137 95 57.01 4.85 13.32
28 C15H14CIN3O3S 51.01 4.01 11.94 124-125 93 51.03 4.00 12.00
2r CisH15N304S 54.04 4.54 12.60 160-161 95 54.1 4.56 12.65
24 Ci6H17N304S 55.32 4.93 12.10 123-124 91 55.62 5.04 12.07
2e Ci6H15F2N304S 50.13 3.94 10.96 109-110 89 50.10 3.99 10.92
2€ Ci7H19N305S 54.10 5.07 1113 13-115 76 54.26 5.12 11.15
36 C1sH15N303S 56.77 476 13.24 165-166 69 56.68 4.79 13.20
3B C15H14CIN303S 51.01 4.01 11.94 197-199 76 50.95 4.00 11.99
34 Ci6H17N304S 55.32 4.93 12.10 173-174 76 55.02 5.03 11.89
4a CioH13N303S 47.05 5.13 16.46 203-209 21 47.03 5.00 16.22
46 CisHisN303S 56.77 4.76 13.24 213-219 55 57.04 4.85 13.10
4B Ci5H14CIN3O3S 51.01 4.01 11.94 234-241 47 51.20 411 12.07
4r CisH1sN304S 54.04 4.54 12.60 240-241 32 54.00 4.51 12.58
4n CieH17N304S 55.32 4.93 12.10 232-239 53 55.10 5.02 12.00
de Ci6H15F2N304S 50.13 3.94 10.96 227-228 31 50.04 4.03 10.84
4e C17H19N305S 54.10 5.07 11.13 214-222 44 54.05 5.12 10.99

KUTUISTYOMY TeTpariapodypaHi 3 BACOKMMU BUXOAaMU
YTBOPIOIOThCS 6-TiolliaHATOMETWI-3,4- TUTiIpOITipy -
MiguH-2(1H)-oHu 2a-€ (Tabm. 1). Ix I4Y-criexTpu xa-
PaKTEepU3YIOTbCSl CMyraMu TMOriMHaHHs rpynu S-C=N
B miamasoni 2160-2170 cm™. ¥V criektpax IMP "H
MOKa30BUMM € cuHriaeT rpynu NH B mosoxeHHi 3
rerepouukiy npu 7.30-7.90 m.4. Ta aABa Qy0aETU IPY-
mu CH2SCN 3 KCCB J = 13 I'; ipm 4.10-4.14 M.4.
i 4.39-4.51 m.u. BignmoBinHo (Tabiu. 2). IIpoBeaeHHs
peakiii B 6i1b11 XXopcTKux ymoBax (JIM®DA, 80-85°C,
5-6 Tom) TaKOX TIPUBOIWIIO IO CITOJIYKHU 2a, HATO-
MICTb 3aMiCTb CIIOJIyK 20-€ Oyiau BUAUIEHI MHOXigHi
1,5,6,7-terparinpo] 1,3]tiazono| 3,4-c|mipuMinuay 30,8,1
(Tabu. 1), a TakoX cyMillli crioiyk 2r,e,e ta 3r,e,e. B

IY-cnekrpax cnonyk 30,B,4 BiICYTHi TUIIOBi CMyTru
nornmuHaHHg Tpynu S-C=N, a B cnekrpax AMP H
METUJIEHOBA TpyIla Tia30JIiHOBOTO KiJbLSI ITPOIMCY-
€TbCSl Y BUIJISAMI ABOX ny0seTiB mpu 4.35-4.37 M.u. i
4.50-4.51 m.u. BinnoBigHo 3 KCCB J = 18 I'tr (TabJ1. 2).
IIpu TepMiuHiii BHYTPIIIHBOMOJICKYISIPHIM ILIMKIIO-
KOHIIgHCAIlil 6-TioIliaHaTOMETVITIOXiTHMX 2a,r,e,€ (Ha-
rpiBaHHs B po3uuHi JIM®PA nipu TeMmnepaTypi BUllle
100°C) HeouiKyBaHO BUSIBUJIOCH, 1110 MOPYY i3 CIIOJY -
KaMu 3a,r,e,€e yTBOPIOIOTbCS i30MEPHI 0 HUX MOXiIHi
5,6,7,8-terparinpo|1,3]riazono|3,4-c|nipuminuny 4a,r,
e,€, 110 CIIOHYKAaJ0 HAaC BUBYUTU MOXJIMBICTH Ka-
TaJIITUYHOTO TIepeOdiry Mpoleccy aHe IOBaHHS Tia30/Ib-
Horo umkiy. JIilicHO, Ipy JomgaBaHHI A0 CIIOJIYK 2a-€
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1-4, Hlg=Br, R=Me (a); Hlg=Cl, R=Ph (6), 4-CIC¢H4 (8), 4-HOCsH4 (r),
4-MeOCgH4 (1), 2-F2CHOCgH4 (e), 3,4-(MeO)2CeH3 (€)

Cxema
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Tabnuuga 2
1Y 1a AMP H CnekTpw cnonyk 2a-€, 30,8,4; 4a-€
Cno- |14-cnextp, KBr, v, cm a 1
Cnektp AMP 'H, AMCO-ds - CCla, 2:1, 8, m.4., J (TL)
nyka C=0 S-C=N
’a 1650 / 2165 118 o (3H, CH3, J = 6.5 Tw), 1.25 T (3H, COOCH,CH3, J = 6.8 L),
1730 4.05-4.32 m (5H, COOCH,CH3+CH2+CH), 7.30 ¢ (1H, NH), 9.24 ¢ (1H, NH)
1650 / 1.13 7 (3H, COOCHCH3, J = 7.1Tu), 4.02 kB (2H, COOCH,CH3, J = 7.2 Ty),
26 1710 2170 414 g (H, CHa, J =13.1Tu), 4.42 g (1H, CHy, J = 13.1Tw), 5.22 o (1H, CH, J = 3.3 I'y),
7.29 m (5H, Ph), 7.84 c (1H, NH), 9.45 c (1H, NH)
1690 / 1.12 T (3H, COOCH,CHs, J = 7.0 Tu), 4.02 k8 (2H, COOCH2CH3, J = 7.0 Tu),
2B 1730 2160 413 0 (MH, CHz, J =13.0 Ty), 4.39 o (1H, CHz, J =13.0 Ty), 5.20 g (1H, CH, J = 3.0 'y),
7.34 M (4H, Hapom), 7.90 c (1H, NH), 9.52 c (1H, NH)
1670 / 117 7 (3H, COOCHCHs, J = 7.0 Tu), 4.04 k8 (2H, COOCH,CH3, J = 7.0 Tu), 4.13 A (1H, CHy, J = 13.0 Tw),
2r 1710 2165 4.41 0 (MH, CHz, J =13.0 Tw), 5.11 ¢ (1H, CH), 6.68 A (2H, Hapom, } = 6.5 '),
7.07 A (2H, Hapow, J = 6.5 TW), 7.73 ¢ (1H, NH), 9.25 c (1H, OH), 9.39 ¢ (1H, NH)
1.14 T (3H, COOCH2CHs, J = 7.0 Ty), 3.73 ¢ (3H, OCH3), 4.02 kB (2H, COOCH2CH3, J = 7.0 Tu),
5 1695 / 2160 413 g (1H, CHa, J =13.0 Tu), 4.40 o (1H, CHy, J = 13.0 Tw), 5.14 g (1H, CH, J = 3.0 Tw),
A 1730 6.84 1 (2H, Hapow, J = 8.2 Tu), 7.18 o (2H, Hapom, J = 8.2 Tw), 7.79 ¢ (1H, NH), 9.25 ¢ (1H, OH),
9.43 c (1H, NH)
1690 / 1.06 T (3H, COOCH2CH3, J = 7.0 'y), 3.95 k8 (2H, COOCH>CH3, J = 7.0 Tu),
2e 710 2160 4.19 g (1H, CHz, J =13.0 Ty), 4.38 o (1H, CHy, J = 13.0 Tw), 5.60 ¢ (1H, CH),
7.02-7.50 M (5H, Hapom + OCHF2), 7.62 ¢ (1H, NH), 9.50 ¢ (1H, NH)
2% 1700 / 2160 116 T (3H, COOCH2CHS3, J = 7.0 ), 3.76 ¢ (3H, OCH3), 3.77 ¢ (3H, OCH3), 4.05 M (2H, COOCH,CH3),
1730 4.28 m (2H, CHy), 5.17 c (TH, CH), 6.78-6.87 M (3H, Hapom), 7.80 ¢ (1H, NH), 9.44 c (1H, NH)
36 1695 / B 1111 (3H, COOCH2CH3, J = 7.1Tw), 4.03 k8 (2H, COOCH2CH3, J = 7.1Tw), 4.37 o (1H, CHy, J = 18.0 Tu),
1720 4.51 1 (1H, CHy, J =18.0 Tw), 5.22 ¢ (1H, CH), 7.29 M (5H, Hapow), 8,66 ¢ (1H, NH), 9.55 ¢ (1H, NH)
38 1705 / B 112 1 (3H, COOCH,CH3, J = 7.0 Tw), 4.02 k8 (2H, COOCHCH3, J = 7.0 Tu), 4.37 A (H, CHz, J =18.0 Tw),
1735 4510 (1H, CHp, J =18.0 Tw), 5.22 ¢ (1H, CH), 7.33 M (5H, Hapow), 8,69 c (1H, NH), 9.54 c (1H, NH)
705 1.13 7 (3H, COOCHCH3, J = 7.1Tu), 4.75 c (3H, OCH3), 4.04 k8 (2H, COOCH»CH3, J = 7.1 Tw),
34 720 - 435 1 (1H, CHa, J =18.0 Ty), 4.50 g (1H, CHy, J = 18.0 Tu), 5.17 ¢ (1H, CH),
6.86 1 (2H, Hapom, J = 8.5 1), 7.20 A (2H, Hapowm, J = 9 Tu), 8.60 ¢ (1H, NH), 9.55 c (1H, NH)
45 1700 / B 1.07 m (3H, COOCHCH3), 1.18 M (3H, CH3) 3.84 m (1H, H-7), 4.01 m (2H, COOCH>CH3),
1715 4.39 M (1H, H-8), 6.42 ¢ (1H, H-1), 6.75 ¢ (1H, NH), 10.51 ¢ (1H, NH)
6 1680 / B 1.06 M (3H, COOCH,CH3), 4.01 M (2H, COOCH,CH3), 4.14 o (1H, H-8, J = 7.5 T'w),
1720 5.45 m (1H, H-7), 6.59 c (1H, H-1), 7.23 M (6H, Hapom + NH), 10.65 c (1H, NH)
48 1700 / B 1.06 M (3H, COOCH2CH3), 4.03 m (2H, COOCH>CH3), 4.19 M (1H, H-8), 5.43 m (1H, H-7),
1715 6.59 M (1H, H-1), 7.25 M (5H, HapoutNH), 10.68 c (1H, NH)
ar 1685 / B 1.06 M (3H, COOCHCH3), 4.02 M (2H, COOCH2CH3), 4.15 g (1H, H-8, J = 8.1 Tu), 5.37 m (1H, H-7),
1715 6.65 M (3H, Hapom + H-1), 7.03 M (3H, Hapow + NH), 9.30 ¢ (1H, OH) 10.63 ¢ (1H, NH)
4 1695 / B 1.09 M (3H, COOCH,CHs3), 3.67 M (3H, OCH3), 4.02 m (2H, COOCH,CH3), 4.11 o (1H, H-8, J = 7.8 Tw),
A 1715 5.39 M (1H, H-7), 6.59 M (3H, Hapom + H-1), 7.12 M (3H, Hapom + NH), 10.61 ¢ (1H, NH)
e 1700 / B 1.06 M (3H, COOCH,CH3), 4.02 m (2H, COOCH>CH3), 4.23 n (1H, H-8, J = 7.8 Tu), 5.63 m (1H, H-7),
1720 6.61 ¢ (1H, H-1), 6.86-7.52 M (5H, Hapow + CHF2), 10.61 ¢ (1H, NH)
4c 1695 / B 1.06 M (3H, COOCH,CH3), 3.66 M (6H, OCH3), 4.01 M (2H, COOCH,CH3), 4.19 o (H, H-8, J = 7.6 Tw),
1715 5.41 M (1H, H-7), 6.68-6.98 M (4H, Hapom + H-1), 7.26 m (1H, NH), 10.73 ¢ (1H, NH)

B po3unHi JIM®PA nipu KiMHaTHii1 TeMrepaTypi OCHOB-
HUX KaTajizaTopiB (TpueTWIaMiH, 1ia300ilIMKJIOOKTaH,
KapOoOHAT KaJlilo) CIIOCTePiraeThbCs Jerka UMKJIi3alis,
sIKa He 3YMUHSIETLCS Ha CTajii CroyiyK 3a-€, a CylpoBO-
JUKYETBCST 1X MOJAJIBIIOK i30MEPU3ALIiEI0 B CIIONYKHU
4a-€ (tabn. 1). PaxkT nepediry mpolecy 3a CXeMOIo
2 - 3 54 minTBepIKYETHCS MIEPETBOPEHHSIM B aHAJIOTIY -
HUX YMOBaX $IK CITOJIyK 30,B,4, TaK i cymilei 2r,e,e Ta
3r,e,e. BugineHHs cnojyk Tuny 4 K €ETMHUX MPOIYK-
TiB peaxilii 3aCBiT4y€e BaroMy poJjib KaTajizaTopa siK y
Mpolleci reHepyBaHHS aHioHa Ha aToMi N1 mipuMinm-
HOBOTO LMKy, TaK i 1,3-TIpOTOTPONHOTrO 3MillleHHS
B aJIIbHOMY (bparMeHTi Tia30JI0MipUMiIMHOBOI CUC-
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temu. OTpUMaHUii pe3yjbTaT € 1iKaBUMM i paHille
HEBIIOMUM MPUKJIAIOM TiApYBaHHS MipUMiAAHOBOTO
LIKIJTY, MOXJIMBO, 32 PaxXyHOK BMTpallly eHepril mpu
YTBOPEHHI CHCTEMU CYIIPSDKEHHS Tia30J1iIeHOBOTO TUILY.

CrpyKTypa crnojiyk 4a-€ (Ta0i. 2) y3romaKy€eThCs 3
JanuMu BuMipiB 1Y ta SIMP-cnexrpiB. 3rimHo 3i
cnektpamu SIMP "H ananitmuno wucri 3pa3Ku €
cyMilllaM¥ ABOX JiacTepeOMepiB y CITiBBiIHOILIEHHSIX
Big 4:1 1o 6:1 i XapaKTepU3yIOTLCS AYOJIETOM IIPOTOHY
H-8 (J =7.5-8.1 ') mpu 3.90-4.14 m.4., MyJIbTHUILIC -
ToM nipotoHy H-7 nipu 4.4 m.4. (s 4a), 5.39-5.45 m.u.
(151 40-€), cunreToM nporony H-1 nipu 6.42-6.65 M.u.
Ta MOJABOEHHSIM MYJIbTUIUIETHUX CUTHAJIIB €TUJIBHOTO
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Tabnuug 3
AMP 13C cnekTpu cnonyk 2-46,8,4
Cno- 13
fyKa Cnektp AMP ~°C, AMCO-ds, 8, m.4., J (Tu)
2% 13.78 (COOCH2CH3), 31.50 (CH3), 53.97 (C-4), 59.99 (COOCH>CH3), 101.64 (C-5), 112.07 (SCN), 126.32 (CHapom),
127.55 (CHapom.), 128.45 (CHapom.), 143.86 (Capom), 145.77 (C-6), 151.69 (C-2), 165.50 (COOCH,CH3)
78 13.77 (COOCH,CH3), 31.42 (CH2), 53.41 (C-4), 60.05 (COOCH>CH3), 101.26 (C-5), 111.99 (SCN), 128.24 (CHapom),
128.43 (CHapowm.), 132.12 (Capom), 142.81 (Capom), 146.03 (C-6), 151.51 (C-2), 164.35 (COOCH,CH3)
2 13.80 (COOCH2CH3), 31.53 (CH2), 53.37 (C-4), 55.03 (OCH3), 59.96 (COOCH>CH3), 101.97 (C-5), 112.09 (SCN),
A 113.92 (CHapowm), 127.51 (CHapom), 136.05 (Capom), 145.41 (C-6), 151.72 (C-2), 158.86 (Capom), 164.55 (COOCH,CH3)
36 13.72 (COOCH2CH3), 28.48 (C-1), 54.11 (C-7), 60.09 (COOCH>CH3), 102.88 (C-8), 126.56 (CHapom), 127.69 (Capom),
128.35 (Capom), 142.57 (Capom), 146.12 (C-3), 150.40 (C-5), 158.73 (C-8a), 163.60 (COOCH,CH3)
3 13.74 (COOCH2CH3), 28.57 (C-1), 53.55 (C-7), 60.18 (COOCH>CH3), 102.35 (C-8), 128.37 (CHapom), 128.54 (CHapom),
132.61 (Capom), 141.43 (Capom), 146.54 (C-3), 150.23 (C-5), 158.84 (C-8a), 163.53 (COOCH,CH3)
3 13.77 (COOCH,CH3), 28.46 (C-1), 53.48 (C-7), 54.91 (OCH3), 60.09 (COOCH,CH3), 103.23 (C-8), 113.80 (CHapowm),
A 127.74 (CHapom), 134.68 (Capom), 145.77 (C-3), 150.42 (C-5), 158.84 (C-8a), 158.87 (Capom), 163.71 (COOCH,CH3)
46 13.77 (COOCH,CH3), 53.06 (C-8), 54.15 (C-7), 60.46 (COOCH>CH3), 109.21 (C-1), 126.66 (CHapom), 128.05 (CHapom),
128.34 (CHapom), 140.58 (Capom), 144.39 (C-8a), 152.86 (C-3), 159.25 (C-5), 170.17 (COOCH>CH3)
a8 13.77 (COOCH,CH3), 52.69 (C-8), 53.73 (C-7), 60.54 (COOCH>CH3), 109.55 (C-1), 127.97 (CHapom), 128.67 (CHapom),
131.66 (Capom), 139.60 (Capom), 144.16 (C-8a), 152.84 (C-3), 159.32 (C-5), 169.99 (COOCH2CH3)
4 13.79 (COOCH,CH3), 53.19 (C-8), 53.62 (C-7), 54.89 (OCH3), 60.41 (COOCH>CH3), 109.21 (C-1), 113.43 (CHapowm),
A 127.83 (CHapowm), 132.59 (Capom), 144.48 (C-8a), 152.77 (C-3), 158.16 (C-5), 159.20 (Capom), 170.23 (COOCH2CH3)

Ta apWIbLHOTO 3aMiCHMKIB. ITopiBHSIHO 3i cmoykamMu
tuny 3 curHan NH mnpoToHy 3cyBaeTbcsl B ciadiiie
nosje i gbchyeTbCS{ npu 10.51-10.73 m.4u. ¥ criekrpax
AMP “°C (tabn. 3) crioayk 40,B,4 TPUCYTHI CUTHAIA
aToMiB KapOoHy 5,6,7,8-tetparinpo|1,3]riazono|3,4-c|
mipuMiguHoBoi cucremu: C-8 (5.69-53.19 m.u.), C-7
(53.62-54.15 m.u.), C-8a (144.16-144.48 m.4.), C-1
(109.21-109.55 m.4.), C-3 (152.77-152.86 m.4.).

EKcnepmmeHTaana YacCTUHa

IY-cnexkTpyu CUHTE30BaHUX CIIOJNYK 3alucaHi Ha
CHCKTpO(%)OTOMeTpl UR-20 B Tabnerkax KBr. Criekr-
pu AMP "H Ta 3C oTpuMaHi B pozunHax JIMCO-dg Ha
npunaai Bruker Avance DRX-500 (500.13, 125.75 MTI'u
BiIMmoBigHO), BHYTpilHI crangaptu — TMC. Xpoma-
TOMAac-CHeKTpU moMipsHi Ha mpwiami Aligent 1100\
DAD\MSD\VLG 119562.

4-R-6-TiomiaHaATOMETHII-5-eTOKCHKApOOHiI-3,4- 11~
riaponipuminun-2(1H)-onu (2a-€)

Metox A. Cymim 0,003 Monb 6-rajoreHOMeTHII -
nipumiguny la-€ ta 0,87 r (0,009 Moap) KSCN ne-
pemimnyBaau B 5 mu JIM®A 1ipu KiMHaTHiil TeMmIie-
parypi BrpomoBxX 8 rox, BuimBaiu B 50 M Bomu,
TBepAWil ocaj BindiabTpoBYBaJIM, MTPOMUBAIU BOIOIO
i BUCYIIIYBaJIM Ha TOBITpi.

Meroa B. Cymiur 0,003 Mob 6-raloreHOMETHII-
nipuMmiguny la-e ta 0,87 r (0,009 Moab) KSCN Ha-
rpiBamu B 10 MJI KUIIJISTIOro TeTpariapodypaHy BIpo-
JIOBX 3 rox, BlimBaaud B 60 M BoAu, TBEPAUI oca

JlitepaTtypa

Bin(inbTpOBYBaId, IPOMMUBAIM BOAOIO i IIEpEKpPUC-
TaJli30BYBAJIM 3 €TAHOJY.

ErnnoBi ecrepu 3-imino-7-R-5-okco-1,5,6,7-TeT-
parinpo[1,3]riazomn0|3,4-c]mipumimum-8-kapooHoBoi Kuc -
aora (30,8,4). Cymimr 0,003 Moxb 6-XJTOpOMETHII-
nipumiguny 16,B,r ta 0,87 r (0.009 Monb) KSCN B
6 M1 IM®A nepeminryBaau npu Temmeparypi 80-
85°C BIpomoBX 6 roj, OXOJOMKYBaIW, BUJIMBAIN B
60 M1 BomM, TBEpAUil ocai BindiTbTpOBYBallU, MPO-
MUWBAJIY BOJOIO i BUCYILIYBAJIM HA MOBITPI.

ErunoBi ecrepu 3-imino-7-R-5-0kco-5,6,7,8-TeT-
pariapo[ 1,3]riazo0[3,4-c]nipuvinuH-8-KapooHOBOi Kuc-
gotu (4a-€). 0,002 Moab 6-TioliaHATOMETVUIIITIPH -
MmiguHy 2a-€ [1,3]riazono[3,4-c|mipuminuny 30,B,1
po3unHsuin y 4 M IM®PA, nomaBanu 2-3 Kparii
TpUETWJIaMiHY Ta 3ajuiuand Ha 24 ron. Peakuiiiny
CyMill BUMBaad B 60 MJ BOmM, TBepOWiA ocam Bim-
(inbTpOBYBaM, MPOMUBAIM BOJOIO i MEpPEeKpUCTa-
JII30BYBaJIM 3 €TAHOJY.
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