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KoHgeHcaumnen puruppoTtuasono[3,2-almmpummamt-3-oHoB ¢ consimu 2-metuntuo-1,3-gutmnonus
nonyuenbl  2-(1,3-gutnon-2-unugen)-5,7-guapun-2,3-gurngpo-5H-[ 1, 3] tmazono-[3,2-a] nupumugm-
3-oHbl. PaccmaTtpuBaeTcs CMHTE3 HACbILWLEHHbIX aHanoros u  BuHunoros. O6cy»patoTcs CBOMCTBA
NOMyY€EHHbIX COEAMHEHMNM.

CoenuHeHus, cojepxkalliie JATHOMETHJIEHOBBIM (hparMeHT, Takue Kak 2-(1,3-mutuosaH-2-
ununeH)-2-(N-3amemiennee)-kap6amonnaneratsl [1] u  2-(1,3-nuTHON-2-WaKaeH)-1,3-TUKETOHBI
[2] HeomHOKpaTHO H3ydasuChb KaK TMOTEeHUHAJbHBIE JEKAPCTBEHHbIE MpernapaTbl C BBICOKHUM
YPOBHEM TeMaTONPOTEKTOPHOH aKTHUBHOCTH. C Ipyrod CTOPOHBI, MPOW3BOAHBIE 1,3-nHMTHETaH-2-
KapOOHOBOU KHCJOThHl MCIOJMb30BANUCh AJsI MOAM(HKALUUU Le(asoCOPUHOB U MEeHHULUJIUHOB
[3], omvH U3 MOMyUyeHHBIX MPOAYKTOB — aHTHOWOTHK IeOTeTaH Halles] MeIHIMHCKOe MpHUMeHe-
Hue. [lomydeHre coemuHeHNH, COUETAIONINX TUTHOMETHJIEHOBBIH M THa30J0[3,2-a]mupuMUIHH-3-
OHOBBIH (pparMeHTHl B OJHOW MOJeKyJe, OTKPhIBAeT HOBYIO TPYMMY COeIWHEHWH C TOTeHLHAJ/b-
HOW OMOJIOTMYECKOH aKTUBHOCTBIO.

M3BecTHO, 4TO comn 2-MeTUNTHO-1,3-TUTHOMUS B TPUCYTCTBUU OCHOBAHHS PEarupyroT ¢ ak-
TUBUPOBAaHHBIMM MeTHJIEHOBBIMM COEIMHEHHUSIMH, TakMMH Kak 1,3-mukeToHbl [2], kucaoTa
Menbnpyma [5] wnu umkandeckue amunbl [4] ¢ o6pasoBanueM 1,3-MUTHON-2-MIHAEHOBHIX TPO-
M3BOAHBIX. MccienoBaHHble HaMu THasono[3,2-a|nupuMuanHoHbl (1) TakxKe T/1agKo KOHIEHCH-
pytorcs ¢ coasmu 1,3-mutnonus (2a,b) ¢ o6pazoBanuem 2-(1,3-mUTHON-2-UNUAEH)-5,7-1HapHI-
2,3-nurunpo-5H-1,3]tuazomno[3,2-a]lnupumunni-3-onos  (3a-0). [lpuuem Jydiive pe3ynbTaThl
OblIM MOJy4YeHbl B cucTeMe aueTOHUTpUa/ N-MeTHIMOP(OJIHUH, UeM B KJIaCCHYeCKOH cHCTeMe
AcOH/ NaOAc.

2-(buc-meTnnTHO)METHIEHOBBIE MPOU3BOJAHbIE, A TaKXKe LMKJIHUeCKHe AWTHOJaHOBBIE aHAJO-
Td T0JydaloT MyTeM KOHIeHCalUWH aueTOo(PeHOHOB M LMKJI0AJKAHOHOB C CEpOYIJepoaOM H Io-
clenyoUMM ankuaupoBanreM. CHHTe3 MPOBOAST B 6G€3BOMHBIX YCJOBHSIX B MPUCYTCTBHH CHJIb-
HbIX OCHOBaHWH, Hampumep, t-amuaar Hatpus/ 6eHson [6] nian 2,6-1u-t-6yTH1-4-MeTHI(HEHOAT
autusi/ aup [7]. B Toxke Bpemsi onucaHo MosydeHHe LUKJONEHTAHOH-2-TUTHOKapOOHOBOH KH-
CJIOTHI TIPUCOETMHEHHEM CepPOYT/Iepoaa K IMKJIOTEHTAHOHY B BOJAHOM pacTBOpe eIKoro KaJu [8].
[lyTem mpucoenvHEHHS CepOyrjepola B aHAJOTHYHBIX YCJIOBUSX C MOCJAEAYIOLIMM aJKUIHPOBa-
HHEeM COOTBETCTBYIOIIMX NHAHWOHOB NUTHOKApPOOHOBHIX KHCJOT (4a@-N) HaM yAaJoCh MOJYYHUTb
IMTHOMETHIEHOBbIE MPOW3BOMHBIE AUTHAPOTHA30J0[3,2-a]nupuMuanH-3-oHoB (5a-n) ¢ mocraTou-
HO XOPOIIWMH BBIXOJAMH.

JIUTHOMETH/IEHOBBIH ()parMeHT TMOJyUeHHbIX coeinHeHMH 3a-0 u 5a-n (Tab.a.1l) okasbiBaeT
CH/IbHOE BJMSHHE Ha COCEJHIO aMUIHYI rpymmy. KsBecTHO, 4TO MOHHXKEHHE V_g ¥

o, B -Henpene/bHbIX KapOOHUJ/bHBIX COeIMHEHHUH OO0YCJOBJEHO CONPSIKEHHOH CHCTeMOH ABOU-
HbIX cBsded. B cayuae 1,3-mutnonaH-2-ununeHanetodpeHoHoB [9] "acToTa BaJeHTHHIX KoJjeba-
nuii C=0 rpynnel coctaBasier okoso 1640 cv™1, uto na 20-30 cm™! mMeHbIe ueM y cooTBeTCT-
BYIOIIMX XaJKOHOB, a y 1,3-mutnon-2-ununeHanetodperonoB [10] yacTora moHMKaeTcs ellle Ha
~20 cm™! u craHoBMTCA 6/M3KOH MO BeJqMUMHE K Ve=p A eHaMHHOKeTOHOB. CTOJb CHIIbHOE

TIOHMKEHHEe YacTOThl OOYCJIOBJIEHO 3/eKTPOHO-IOHOPHOH MPHUPOAOH AUTHOJNUJIWAEHOBOro (hpar-
MeHTa. ABJAsASCh CeMHU3/JIEKTPOHHOM CHCTEMOH, OH CTPEMHUTCS 00pa3oBaTbh apOMaTHUYECKHUH CeK-
CTeT, M3-3a 3TOT0 MPOMCXOAMUT MOHHMXKEHHe NBOECBSI3HOCTH, a CJ/eJ0BaTeJbHO M YacTOTHl Ba-
JeHTHBIX Kose6annii C=O rpynmnsl.

Y 2-apuuieHTHA30/10HOB \)~_ HaxomuTcs B MHTepBasie 1700-1720 em™1 [11]. B cayuae

coenHeHn# 3a-0 W 5a-n yacrtora BaseHTHBIX Kosebanuii C=O rpymnmel cocraBiser 1665-
1695 cm™1. Manoe pasnuume B uacTOoTax KoJeGaHMH HackllleHHbX (5@-N) M HeHaCHILIEHHBIX
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[utuomMeTneHMpoBaHue 3aMeLLeHHbIX JUrMApPOoTHa3onol3,2-a]lnMpuMuanH-3-oHoB

(3a-0) mMpoM3BOAHBIX B HalleM CJjyuyae, MO-BUAMMOMY, O0OYCJOBJIEHO HHUBEJUPYIOUIMM BJIUSHUEM
3aMelleHHOW aMUAHOH I'PYMMNbl, BXOASIEH B reTePOLUKIUUECKYI0 CUCTEMY.

R
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A I?,T *™  2p R,=Ph
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Taburna 1. Januble 1Mo BHIXO#AM /151 cCOeIHHeHUH 3a-o0, 5a-n

Coene- R R R Eobl_ @ M
emie 1 > 3 %n. opmyna (My)
3a H H CHs 35 Cp3H1gN,0S3 (434.6)
3b Br H CHs 45 Cp3H17BrN,0S;3 (513.5)
3c CHs H CHs 40 Cy4H2oN,0S3 (448.6)
3d OC,Hs H CHs 30 CosHoN,0,S5 (478.7)
3e OCHF, H CHs 50 CpqH1F2N,20,S3 (500.6)
3f OCHs H CHs 50 CpqH20N,0,S; (464.6)
3g H OCH, CHs 40 CosH2oN20,S3 (464.6)
3h CHs cl CHs 50 Cp4H19CIN,0S5 (483.1)
3i CHs Br CHs 65 CpqH19BIN,OS;3 (527.5)
3] OCHs Br CHs 65 CpqH19BIN,0,S3 (543.5)
3k H H Ph 35 Ca3H2N,0S5 (558.7)
3l CHs H Ph 55 Ca4H24N,0,S; (588.8)
3m Br H Ph 60 CasH,1BrN,0OS; (637.6)
3n H OCHs Ph 45 Ca4H24N,0,S; (588.8)
30 CHs cl Ph 45 Cs4H23CIN,0S;3 (607.2)
5a H H CHs 60 CyH1gN,0S5 (410.6)
5b H OCH, CHs 60 CaoHoN,0,S; (440.6)
5¢ cl H CHs 70 Cp1H17CIN,0S3 (445.0)
5d cl OCH, CHs 73 CyoH19CIN,O,S3 (475.1)
5e H H —(CHy)s— | 60 Cp,H1gN,0S5 (422.6)
5f H OCHz | —=(CHp)s— | 65 CasH20N,0,S; (452.6)
5¢ cl OCHs | —(CHp)s— | 70 Cp3H19CIN,0,S; (487.1)
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Tabauna 1. TlpononxeHue

5h H H ~(CHp),— | 65 Cp1H16N,0S3 (408.6)
5i H OCHsz | —(CHp,— | 70 CpoH1gN 0,53 (438.6)
5j cl H —(CHy)o— | 92 CyH15CIN,0S3 (443.0)
5k cl OCHs | —=(CHp),— | 85 Cp,H17CIN,0,S3 (473.0)
51 Br H ~(CHp),— | 60 Cp1H15BrN,0S; (487.5)
5m H H ~CH,— 45 CpoH14N,0S3 (394.5)
5n H OCHs —CHo— 40 CoH16N 20585 (424.6)

[TpoBenenHasi ONTHMH3AIMS TEOMETPUH HEKOTOPHIX cOoelAWHeHWH (Ta6./.2) mosysIMIupHde-
ckuM MetonoM AMI1 mokasana, uto MoJjekyqab 2-(1,3-nuTHoN-2-ununeH)-5,7-nuapun-2,3-
nurunpo-5H-1,3]tnazono[3,2-alnupuMuanH-3-0HOB MpPaKTHUECKHU TIJOCKHEe, BHE TJIOCKOCTH Jie-
JKUT JIMIIb apUIbHbIH 3aMecTuTenb Y Cs. JlaHHBIE pacyeTOB TMO3BOJMIN OOHAPYKUTb CUMOATHOE
MU3MeHeHHe CIIeKTPaJbHbIX XapaKTePUCTHK COeIMHEHUH 5 0T yrJsa, o6Opa3yeMoro AByMsi aToMaMu
cepbl B TUTHOMETHJeHOBOH rpymnme. Tak, ymeHblieHde yraa SCS ot 129.3° B guTnaHoBOM
npou3BofiHOM 5e mo 97.3° B ITUTHETAaHOBOM 5M MPHUBOAWT K yMeHbLIEHHIO PA3HOCTH BEJUYMH
XUMHUECKUX cIBUTOB MPoToHOB Hes-Heg ot 0.16 mo 0.12 wm.g. (tab6a.2), a, ciemoBaTesbHO, K
TOHMKEHHI0 UX HeSKBHBAJEHTHOCTH.

Tabruna 2. ®U3NKO-XUMHUUECKHE XapaKTEPUCTUKH HEKOTOPX MOJYYEHHbBIX COeIMHEeHUH

Coenu- Yo I/IK’_I AdHc -Heg o | Yron SCS, Semep .
Henwe | A, pm(e -10%) V(vcczl‘é) ’ VLI rpan. (AM1) KKaZIA'\Ih/I;)SIb :

3a 1%3’.3((?5_%3){ 1665 0.07 115.6 30.7

3k 1%2‘%%255’)); 1673 0.09 115.9 35.4

5a 400.6(1.78) 1698 0.16 130.6 51.5

5e 398.1(2.31) 1678 0.16 129.3 44.7

5h 390.3(2.34) 1685 0.13 117.4 32.8

5m 376.2(2.37) 1676 0.12 97.3 48.4

7a 420.5(3.35) 1671 - 115.6 35.9

7d 421.2(3.90) 1671 - 115.9 421

* 1 kkan=4.184 kJIIxx

C npyroél CTOpOHBI, pasHHMLA B XUMHUeCKHUX caBurax nportoHoB Hcs-Hce Koppenupyer c
3JIeKTPOHO-IOHOPHOHM CIOCOOHOCTBIO 3aMecTHTes el B TojoxeHun Cy7 HCCleoyeMblX COeIuHe-
HUH, Tak 3aBHCHMOCTb ASHC5—HC6 OT Gpaps KOHCTAHT ['aMmeTra 3amecTHTesed apHUJIBLHOTO

kosbla y Cy7 mpencraBiasier co6oi mpsmyto. [lanbHellllee yBeJHueHHe NOHOPHBIX XapaKTepH-
CTHMK NpH nepexone K 1,3-TUTHOM-2-UNHAEHOBBIM MPOU3BOAHBIM 3a-0 MPUBOJAUT K CYLIECTBEHHO-
My cOJIMKeHHI0 curHanoB npoToHoB Hcs-Hcee, @ TMpU HaqWMuuMM JOHOPHBIX 3aMecTUTesNed B
apunbHOM Kogiblle y C7 — K ux causHuio (ta6a.4, coex. 3d, 3f). B cayuyae HacbllleHHBIX
1,3-1MTHOMETUIEHOBBIX TPOU3BOAHBIX 5a-N (Ta6.4) 3JeKTPOHO-IOHOPHBIE CBOWCTBA YCHJIMBA-
10TCsl ¢ yMeHbleHneM yraa SCS (ta6ua.2, coen. 5a, 5h, 5m).

ITUM Ke MOXKHO OO0BSCHUTb Hab/JI0gaeMoe THIICOXPOMHOe CMelleHHe IJIHHHOBOJHOBOH I0-
JIOCBI TIOTJIOIIeHHSI B Y P creKkTpax W MOHMXKeHHe YacTOThl BajeHTHBIX Kojebanui C=O rpymmsl
B 3aBHCHMOCTH OT yMeHblIeHUs yraa SCS coemunenndd 5a-m (puc.l, ta6.1.2).

3aBHCUMOCTb HapyIlaeTcs y TUTHAHOBBIX MPOU3BOAHBIX 5€-g, y KOTOPBIX YacTOTa BaJ€HTHBIX
kosie6anui C=O Tpynnbl MeHblIe, UeM Y IUTHOJNAHOBHIX TMPOU3BOAHBIX S5h-l. 9To MOoXKHO 00BsiC-
HUTb TE€M, UTO CTepHYyecKoe HamNpsKeHHe B MATHYIEeHHOM 1,3-IMTHOJAHOBOM IHKJEe MEHbIIe,
YeM B IIeCTHUJIeHHOM 1,3-TUTHAaHOBOM, B OT/JIMYHE OT COOTBETCTBYIOIIMX IMKJOTEHTAaHA U LHK-
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JIoTeKcaHa. DTO MOATBEPXKIAETCS U BeJHUHHAMH CTEPUUECKOW SHEPTHU JJIsi COOTBETCTBYIOIIMX
coenvHeHu# (Ta6s.2), pacyeT KOTOPLIX OCYllecTBIeH MeToqoM MM+.
Beiin TakxXke cuHHTe-

3upoBaHHl 1,3-1UTHOJ-2- A
poBa ,3-IUTHOJ 10 5o "
UIWIEHOBbIe TIpOW3BOA- 4 |€
Hble BWHHJIOIOB THA30-
5h
J710[3,2-a]nupuMuInH-3-
OHOB. B aHaJOrHYHBIX 5m
YCJIOBUSIX TPUCOeINHE-
HUe coJiet 1,3- 5a

mutHoaus (2a-b) kK THa-
30410[2,3-b]xnHazonun-
3-onaMm (6) MPUBOIMUT K 2
COOTBETCTBYIOLIMM  2-
(1,3-1uTHOI-2-HINJEH) -
5-apun-8-apunvaeH-
2,3,6,7,8,9-rexcaruapo-
5H-tuaszon0[2,3-b]-
XWHa30/MH-3-0HaMm  (7a-
h, Ta6.1.3).

Onnako nonyuenne  © 350 375 400 425 o
BUHM/IOTOB HE MPUBOIHMT  pyc 1 yo-crekrps coenumennii 3a, 3K, 5a, 5e, 5h, 5m, 7a, 7d,
K CYILIeCTBEHHBIM H3Me- (pactB. CCly)
HEHHSIM B  CIEKTpax.
DTo MOXKHO OOBSICHHUTH
MaJiOH B3aUMO3aBHCHMOCTBIO IBYX XPOMO(OPHBIX CHCTEM: CTHPOJBHOU (WM (peHUIOYTagueHo-
BoW B cayuae 7a-h) u 2-(1,3-1MTHOI-2-U/IHIEH)-THA30J0HOBOH.

2a-b

Y

CH,CN/N-Me Morpholin

Taburna 3. Januble 10 BEIXOHAM I/ COeIHHEHHMH 7a-h

COZIIL/II/;He- R1 Ry Brixon, % dopmyaa (My)
7a H CHsj 40 CogH24N20S3 (500,7)
7b F CHs; 45 CogH22F2N20S3 (536,7)
7c OCHF, CHs3 60 C3gH24F4N203S3 (632,7)
7d H Ph 35 C3gH2gN»0S3 (624,9)
Te F Ph 50 CagH26F2N20S3 (660,8)
7f Br Ph 40 C3gHogBroN,0S3 (782,6)
79 OCH3 Ph 33 C4oH32N203S3 (684,9)
7h OCHF», Ph 40 CyoH2gF4N203S3 (756,9)
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W3 ananusa macc-crekTpoB cjefyeT, YTO MOA AEHUCTBHEM 3/€KTPOHHOrO yJaapa MepBHUYHBIM
aKTOM (pparMeHTaLUH MOJIeKy/l 3a-0 §IBJIsSeTCS OTPbIB aPU/IBHOTO KOJIbLIA B IOJIOKEHHU 5, a
3aTeM pacnaf Ha 1-hopMHINUPUMUAMHOBLIA U 1,3-IUTHOM-2-THOKETEHOBLIA (hparMeHTHL.

CoenvHenus 5a-n u 7a-h pacnagatotcss aHaJOrHYHO.
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Tabsauna 4. CiekTpasibHble XapaKTePUCTHKH TMOJNyUeHHBIX coefinHeHnH 3a-0, 5a-n, 7a-h.

Co- T UK, v,
equ- ni el Macc-cnexktp, m/ z IH AMP (6, m.1.., B IMCO-dg)
HeHHe °c (C=0)
3a | 245246 | 1665 | 434(23.5), 357(49.7), 174(100) ;Eg';72'?007(éré'33;)5'98? 5.90 (Hes-Hee);
3b | 250251 | 1666 | 512(5.7), 437(12.7), 174(100) ;:ig';72'_7058(ér('5'4);)6'04; 5.90 (Hes-Hee);
3c | 252-253 | 1665 | 448(24.8), 371(60.2), 174(100) ;ég'zggggg‘_'& ‘2‘%17; (Z'gﬁs*%"*%);
3d | 247-248 1667 | 478(22.1), 401(85.9), 174(100) 2'.g(i;?i?s?l(ég'gfjlzf’c'ﬁz)fg_cfz'jg%g (2CHy)
3e | 231232 | 1667 | 500(15.5), 423(29.5), 174(100) ;'.12-;72'?057(2%?4);)5'97; 5.90 (Hes-Hee):
3f | 249250 | 1665 | 464(22.8), 387(62.8), 174(100) gg%zggésrg)lfgiﬁ%ﬂgf)
3g | 205206 | 1665 | 464(12.2), 357(17.4), 174(100) g:gg'zggégg'g)l;g3_7695'(32%35'HCS);
3h | 232233 | 1664 | 482(6.4), 371(22.3), 174(100) Zég_Zc':7|33§';A£-.T%;; 52'%3 %;'ga:;%);
3i | 243244 | 1670 | 526(7.2), 371(30.8), 174(100) Z'.%%’?&:Gﬁgg\é‘.'ﬁﬂ >8s Eg’ga:;%);
3j | 232233 | 1661 | 542(4.6), 387(38.7), 174(100) gggzgg@rg)lf%%%ﬂg)e)
3k | 243244 | 1673 | 558(14.6), 481(21.4), 298(100) | 7.20-7.80 (Ar-H); 6.03; 5.94 (Hcs.Hcs)
31 | 227-228 | 1665 | 588(9.9), 511(27.6), 298(100) | 6.85-7.75 (Ar-H); 5.90 (Hcs.Hcs); 3.75 (CHa)
3m | 225226 | 1671 | 636(2.7), 559(4.1), 298(100) | 7.15-7.75 (Ar-H); 6.10; 5.94 (Hcs.Heg)
an | 226227 | 1672 | 588(8.9), 481(6.2), 298(100) gi?%'?&fgéf{“); 5.99;5.89 (Hcs-Hee);
30 | 216217 | 1672 | 606(6.7), 495(13.8), 298(100) ;ég'zgﬁgg'“r'“); 5.94 (Hes-Hee):
5a | 161-162 | 1698 | 410(29.4), 333(100) ;:gi?z'iog(éréHc)ﬁS'oz; 5.86 (Hes-Hee);
5b | 141142 | 1694 | 440(46.5), 333(100) gggzggéggggé@cﬁ} (Hes-Heg):
5c | 160-161 | 1693 | 444(25.5), 367(100) ;'.ég-zégoc(rﬁr)ﬂ); 6.07;5.86 (Hcs-Hee):
5d | 168-169 1693 | 474(17.5), 367(53.2), 150(100) g:gg'z(fgégf‘gg&gg&i)l (Hes-Hog):
5e | 208209 | 1678 | 422(27.9), 345(100) ;ég_;?é?ooz;(gr._le);(s?c':olfz;)sm (Hes-Heg):
5f | 217218 | 1681 | 452(29.4), 345(98.7) gggzggégrg)lgs290255231%'*(%%?@;5)
5g | 190191 | 1679 | 486(8.4), 379(29.3), 162(100) gggzggégrg)lf20015;%51”@%';33)
5h | 183-184 | 1685 | 408(24.5), 331(100) 7.257.80 (Ar-H); 6.04; 5.90 (Hes-Hee):

3.63 (2CH,)
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Tabunna 4. TlpononKeHue

6.90-7.80 (Ar-H); 6.00; 5.84 (Hcs.Heg);

5i | 212-213 | 1683 | 438(32.2), 331(100) 372 (OCHy): 3.63 (2CHy)
. 3); O- 2

7.20-7.80 (Ar-H); 6.05; 5.89 (Hcs.-He):

5i | 234235 | 1682 | 442(20.6), 365(100) 361 (2CHy)

Sk | 239240 | 1683 | 472(17.7), 365(54.9), 148(100) | 371" (OCh.): 3,61 (2CHY)

51 | 243244 | 1678 | 487(19.3), 410(100) 7:257.75 (Ar-H); 6.06; 5.88 (Hcs.Hee):

3.62 (2CH,)
>200 7.25-7.80 (Ar-H); 5.97; 5.85 (Hcs.Hee);
5M | (an) 1676 | 394(26.3), 317(100) 443 (CHy)
>200 6.85-7.75 (Ar-H); 5.93; 5.79 (Hcs.Hee);
50| (haaa) 1676 | 424(43.3), 317(99.5) 448 (CHy): 3.72 (OCHay

7.30-7.35 (Ar-H); 5.62 (CH);
7a | 261-262 | 1671 | 500(25.2), 423(80.4), 174(100) | 2.61; 2.10; 1.87; 1.55 (3CH.);
2.13; 2.10 (2CH5)

7.05-7.40 (Ar-H): 5.64 (CH);
7b | 254-255 | 1670 | 536(23.3), 441(62.9), 174(100) | 2.60; 2.11; 1.85; 1.55 (3CHy);
2.11; 2.09 (2CHy)

7.10-7.45 (Ar-H); 5.66 (CH);
7c | 240241 | 1666 | 632(9.5), 489(52.7), 174(100) | 2.08; 2.10 (2CH3);
1.54; 1.84; 2.11; 2.61 (3CH,)

7.20-7.50 (Ar-H); 5.63 (CH);

7d | 237238 | 1671 | 624(21.4), 547(735), 298(100) | 5655151 87" 154 (3CH.)
. , L. , L. , L. 2

7.10-7.45 (Ar-H); 5.68 (CH);

7e | 229230 | 1668 | 660(23.9), 565(63.4), 298(100) | 550511, 1 84: 1,55 (30H)

7.20-7.65 (Ar-H); 5.68 (CH);

70| 238239 | 1668 | 782(4.5), 625(10.6), 298(100) | 5515 141 83 166 (3CH)

6.85-7.40 (Ar-H); 5.56 (CH);
79 | 235-236 | 1673 | 684(8.5), 577(29.4), 298(100) | 3.76; 3.74 (20CHy);
2.60; 2.09; 1.86; 1.55 (3CH,)

7.10-7.45 (Ar-H); 5.69 (CH);

7h | 245246 | 1663 | 756(9.2), 613(30.9), 298(100) | 5555 1211 g5, 155 (3CH,)

JKcnepuMeHTasibHas 4YacTb

HK-cnektper usmepennl Ha mnpubope Specord IR-75 B TabsieTkax Opomupa Kaaus; Y P-
cnekTpsl — Ha npubdope HITACHI U-3210; IIMP-cnektpsl — Ha npu6ope VXR-300 ‘VARIAN’ B
JIMCO, Buytpennu#i craugaptr — TMC; macc-cektpsl — Ha npubope Varian Mat-311A, 70 3B.
TCX npoBenena Ha miactuHax Silufol UV-254, saroent — Toqayoa/ stanosa (9:1).

Hcxomubie  2,3-murunpo-5H-[1,3]tnazono[3,2-alnupumuaun-3-ousl (1) wu  2,3,6,7,8,9-
rekcarunpo-5H-tuasono[2,3-b]-xunazonmmu-3-oubl  (7) mosyueHsl 1o Metomuke [11]. Cosun
2-MeTuaTHO-1,3-muTHONMHUS (4) TmosydeHBl Mo MeTonuKe [12].

2-(4,5-{umerusr{1,3)-gurHosr-2-nirger)-5,7-aagernr-5 H-rrnasono 3,2-al - mapumugis-3-oH
(3a).

K pactBopy 0.6 r (2 mmosb) Ttuazono[3,2-alnuprumuani-3-ona (1) B 40 ma cmecn N-
MeTuaAMopdoarHa u cyxoro auetoHutpuaa (1:10) nobasasior 0.9 r (3 mmoab) Homupma 4,5-
IUMeTUN-2-MeTHATHO-1,3-mutnonns (2a). Cmech kunatat 5-10 MUHYT, TOC/e Uero ee OCTaBJS-
1oT Ha 10-12 uyacoB. Ocagok (UABTPYIOT, NMPOMBIBAIOT HEOOJBIIMM KOJHUECTBOM MeTaHOJa H
OYMILAIOT KOJIOHOUHOUW XpoMmMaTorpaduell Ha OKCHUOe aJIOMUHHS, 3J10eHT — OeH3oJ. PacTBopu-
TeJb OTTOHSIIOT, BELIECTBO KPUCTAMIU3YIOT U3 MeTaHosa. Beixox 0.3 1 (35%).

Coenunenusi 3b-0 mosydaoT aHaJIOTHUHO.

9-bewrsumnnen-2-(4,5-gumernsr{1,3)-aurmonr2-niner)-5-gernr6,7,8,9-rerparmgpo-5 H-
ruasouro|2,3-bl xurnasorra-3-om (7a).

B 50 msn cmecu N-metunmopdosvHa u cyxoro aunetonutpusna (1:10) mpu HarpeBaHWH pac-
tBopsitoT 0.75 r (2 mmoub) THazono[2,3-b]-xunazonun-3-ona (6), sarem pobamasior 1.2 r (4
MMOJIb) Homuaa 4,5-mumMeTu-2-MeTHATHO-1,3-muTHoMHs (2a). BhimeseHHe W OYUCTKA aHaJOTHY-
Hbl 3a. Boixog 0.4 r (40%).

Coenunenus: 7b-h mosygaroT aHaJo0rHUHO.

2-( brc-meruaTHOMETHIEH) -5, T-AHp e HHFS H-THAa30/10[ 3,2-8] mapumegra-3-oH (58).
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K 100 ms1 xopomwo nepeMemrbaeMoro 50% pacTBopa eIKoro Kaau B Bode npubasasor 1.1 r
(15 mmoasb) cepoyriepona u 3 r (10 mMMosb) coemuHeHHs 1, mpenBapuUTeNbHO PacTBOPEHHOTO
MpU HarpeBaHuu B MHUHHMasbHOM KosuuecTBe JMCO. Ilpy HeoOXOIUMOCTH peaKLMOHHYIO
cMech oxJgaxjawT. CMmech nepememuBaioT 1 yac, mocje 4yero MocTeneHHO NpubarasioT 4.3 T
(30 mMmoJsb) HomucTOoro MeTHaa (B Caydae UUKJIMUECKHX MPOU3BOAHBIX — 15 MMOJIb COOTBETCT-
ByOllero auranounnankana). Cmech mepememuBaioT eme 1.5 gaca. [IponykT, HepacTBOpHUMBIH B
BOJE, BBIMAZaeT B OCAfOK. Ero KpHUCTaMIU3YIOT W3 cMecH 3TaHoJd-Toayon 2:1, Beixom 2.5 1
(60%).

Coenunenus 5b-l mosmyyaroT aHaJOTHUHO.

2-[1,3]-Aurreran-2-unnges-5, 7-guge a5 H-tuazoro0] 3,2-a) muprmuaua-3-oq (5m).

B nByrop/sioll Kosn6e NMpH MOCTOSIHHOM TepeMellMBaHUM MeXaHHUeCKOH MellaJKoH CMelluBa-
ot 100 ma JIM®A, 3 r (10 mmosp) 1 u 1 t (13 mMMoJb) cepoyriepona. 3aTeM K CMeCH MpH-
6aBasior 2.8 T (50 MMOJIb) €IKOTO Kaji W BBIIEP>KHMBAKOT NMpH MepeMmelrdBanuu 1 uyac. [Tocue
3TOr0 MeleHHo npubaBasioT 2.3 r (13 mMMosb) 1,2-nubpoMMeTaHa W MepeMellvBaHWe MPOAOJ-
XKaloT emle 3 yaca. 3ateM cMech BbLIMBalOT B 400 MJs1 XOJIOZHOH BOMIbI, OCamOK OTAENSIOT U
OUHINAIOT KUIIsTueHHeM B 3TaHoJsie. Brixom 1.8 1 (45 %).

CoenvHeHMe 5N mosyyaroT aHaJOTHYHO.
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[loctynnia B pegaxpuio 29 mapra 2002 r.

Kharkov University Bulletin. 2002. Ne549. Chemical Series. Issue 8(31). A.V.Mirniy,
I.M.Gella, V.D.Orlov. Dithiomethylenation of substituted dihydrothiazolo[3,2-a]pyrimidin-3-
ones.

2-(1,3-dithiol-2-ylidene)-5,7-diaryl-2,3-dihydro-5H-thiazolo[3,2-a]pyrimidin-3-ones are obtained by
condensation of dihydrothiazolo[3,2-a]pyrimidin-3-ones with 2-methylthio-1,3-dithiolium salts. The syn-
thesis of saturated analogs and vinilogs is considered. The properties of the obtained compounds are
discussed.
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