PE3IOME

Peaxyicro nykneoinenozo @iHinbHO20 30MIMEHHS eMOKCUMERULIOENNOXIONUX YiaHoayemaniniois 3 o-
moriRapoanoiamioayemamioom v - npucymuocmi  ocHosgu  ompumani 1, 3-Oymadien-1-mionu, aki  npu
ANKIY6aHHT YUKAIZVIOMBCS ¥ HOXTOHT HIKOMUHAMIOY.

PE3IOME

Peaxyuet HYKAEOPUTLHO20 BUHUTTBHOZO 3aMeujeHus AMOKCUMEMUNUOEHNPOUZEOOHBLX
YUAHOGYEMAHUIUOOE C  O-MOTUIKAPOAMOWIMUOGYEMAMUOOM € HAPUCYINCINGUI OCHOGAHUA nonydervt 13-
Symaouen-1 -muonel, npu anKUWIUPOSaAHUM YUKIUIVIOUUECT 8 NPOUIBOOHbIE HUKOMUHAMUOA.

SUMMARY

1,3-Butadiene-1-thiolates, transformed in nicotineamide derivatives under alkylation were synthesized by
nucleophilic vinylic substitution reaction of cyanoacetanilides ethoxymethylidene derivatives with o-
toluenilcarbamoilthioacetamide in the presence of base.
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2-ALUNITNIHAAHAIOHW AK HAMIBNPOAOYKTU ANA CUHTE3Y HOBUX
cnonyk 3 NOTEHUWIMHOKO ®I1310/1I0MNYHOKO AKTUBHICTHO

AITUIEHI TOXiAHL 1HAamioHy (1) Ta MpoAYETH iX B3aeMoJii 3 aMiHOCHIOIYKAMH BIiJJOMI 8K PSUOBHHH 2
OHPOKHM CIIEKTpoM GiomoriyHoi akTueHoCTI [ 1-3]. SokpeMa, JedKki 3 HHX 3alaTCHTOBAHIL 9K MPOTHIYITHHHI [4],
CHOA3MOJITHYHI Ta mpoTH3anaabHi [5] mpemapati. Bucoka 1 pizHoGiuHa ¢i3ionoriyHa akKTHBHICTH PoOHTEH
BHBUCHHS IMOXIJTHHX 1HJAHIIOHY BOKIHBAM 1 akTYaIsHUM. BogHodac, JiTepaTypHi JaHl CTOCYIOTHCA NEPEBAIKHO
CHHTE3Y MOXiTHHX aneTwi- Ta Gemzoiminganmiony (1, R=CH, ta CsH;). Ha ix ocHOBI omepikaHo HH3KY IMiHIB Ta
anki- 1 apWITipa3oHiB;, JoBeJISHO IX OGlonoriuny akTuBHicTh [4,5]. IloxXigHi CEIaJHINMX alKaHOU- Ta
apolMHJAHIIOHIB NPAaKTHYHO HE BHBUSHI. TaKmK BLACYTHI JIaHI CTOCOBHO ANMILOBAHHX IHJAHJIOHIB, IO
MICTHIH O TETEpPOIHKIH B AIHILHOMY 3aMICHHKY.

Hamu ofiepskaHO HH3KY HOBHX IMiHIB, ajKifl-, apHil- Ta apoinrTipa3oHiB HA OCHOBI aITHIBHHUX TTOXITHHX
iHTAHTIOHY; BHBUSHO iX BIACTHBOCTI, 4 TAKOK CHHTE30BAHO TIEPINIOTO MPENCTABHHKA TETAPOIMiHAAHTIOHIB — 2-
(2-TieninkapSonin)-1,3-inganion (2).

Ammumugangiond (1) Oyiau ofepikaHl HAMH 33 BIIOMHM METOJOM, IO HOJSArae v KoHAeHcalii (pranaTis 2
BUIMOBLTHHMH METHIKSTOHAMHE ¥ PHCYTHOCTI AIKAHOJITIB JIVKHHX METAB K KaTamzatopie [1].

Hamu 3’sicoBaHo, M0 OMTHMATBHHM € 3aCTOCYBaHHS HATPIH METaHONATY, OJSP:KAHOTO KHIM ATIHHAM
JHCTIEPTOBAHOTO METATICBOTO HATPIIO y OCH3CHI 3 TIOCTYIMOBHM JOJABAHHAM MESTAHONY B Mipy TPOXOGKESHHS
peakmii 1 HACTYMHHM TIpPOBeMEHHSM KoHAeHcarii Kisgisenma OesmocepenHbo vy IbOMY 3K posunHi. Cnpobu
BHKOPHUCTAHHS MOMEPETHBO OJCPKAHOTO HATPIH METAHOMATY PH3BOMIIH /IO 3HHKEHHS BUXOY TIPOTYKTIB.

3a gamuMu cnekrpockomii SIMP 'H, vei anwiliHZaHmioHH, HE3AJICKHO Bifi CTPYKTYPH 3aMICHHKIB,
nepebypatoth v posunHax CHCI1; i JIMCO B enonbHi# dopmi (1a). Ilpo 1e cBITYHTH BiICYTHICTh CHTHATY
npotoHy mpH atomi C y TTONIOKEHH] 2 1HAaAHOBOTO THKITY.
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R=CH;; C.Hs; CH2CH(CH3)2; CeHs; p-C6H4CH3; p-C6H4OCH3
Bucoka momsapHicTs ¢HombHOTO 3B 53Ky O-H 3yMoBmOe JISTKY B3a€MOAII0 AlWIIHAAHIIOHIB 3 JIYTaMH 3
YTBOPSHHAM J00pE POIUHHHHX V BOJI COJICH — CHOJIATIB.

Amumugaggiond (1) Jerko B3acMOIIIOTh MPH HATPIBAHHI Y CIHPTOBOMY PO3YHHI 3 TUIpasHHAMH Ta
T1Ipa3HIaMH, YTBOPIOIOYH BIMOBITHO aJKisl-, APHII- UH aIHATiAPasoHH (2-9).
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BiaeMmopis 3 MEpBHHHUMH aMIHAMH BiIOYBAETLCS JICINO BMKYC 1| BHMATae 1HKOIH JCKUIBKOX TOJXHH
HATPIBAHHS, pe3yabTaToM peakmii € iMiau (10-13). Yci omepikaHi iMiHH i TiIPasoHH TaKokK TepeOyBaloOTh B
cHOIBHIA Qopmi (2a-13a); rimoTesi npo yrBopeHHs cHaMiHHOl cTpyKTypH (10b-13b) cynepeuntsh BiACYTHICTE ¥
crnektpax [IMP curnamy npotona rpyrm —NH-.
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Coij BII3HAYHTH, M0 Y BCIX HABSACHHX peakiigx Ocpe y4yacTh KapOOHUIBHA TPYIA JIMING AI[HIBHOTO
saMicHHKa; 1HAaHioHHl —C=0 — IpynH 3 aMiHaAMH Ta TIAPAa3HHAMH HE B3aeMO/IIOTh.

Konnencamiero  mietwndramaty 3 2-aneTHITIOPEHOM MH  OJEpKaIH  TEPIIHH  TMPEJCTaBHHK
reTapoimiHaan ionis -  2-(2-tieniikapGonin)-1.3-immasgion (14). Crnomyka 14 — kpHCTamiyHa peUOBHHA
JKOBTOIO KOAbOPY 3 TeMmmepatyporo mwiapicnus 149°C. Ii 6ynosa migrsepmkena panumu AMP-cIeKTpOCKOIi.
OTpHMaHHH 1HJaHAI0H BHSBHB HECIOIBAHO HH3bKY aKTHBHICTD ¥ PEAKINNX 3 aMiHaMH Ta Tifpa3sunamu. HaBith
0araToroJHHHG HATPIBAHHS HE MPH3BENC JO0 YTBOPCHHSA MOMITHOT KUIBKOCTI TIPOIYKTIB. MOMITHBHM
MOACHEHHSM I[HOTO SBHIIA MOXe OVTH TiMOTe3a TPO YTBOPEHHS V PO3UHHI TayTOMepHOI cTPpYKTYpH (14a), 110

CTAOUMI3YEThCS 32 PAaxXYHOK CHOPSSKCHHS SHOMBHOTO TOABIHHOTO 3B'S3KY 3 T-€TICKTPOHHOK CHCTEMOIO
TioheHOBOTO THKITY.
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Tadaunga 1

XapaKTepﬂCTﬂKﬂ CHHTE30BAHUX CIIOJIYK

3uati- | Obumc- .
Co- bpyo- Exe- JIEHO, JIEHO, Torm, BI;]XIH Jani cniextpis AMP 'H
TyKa dopmyma MEHT o o C %%
2 C17H;3N30, C 63.28 63.15 256 84 11.57 ¢ (1H, OH), 9.57 ¢ (1H, NH), 8.13 m
H 435 4.05 (2H, m-CgH,), 7.71 M (4H, 0-CgH,), 6.90 M
(2H, m-CgH,), 2.58 ¢ (3H, CHy),
3 C17H; N4 O C 55.09 5543 260 75 11.62 ¢ (1H, OH), 10.52 ¢ {1H, NH), 8.88 ¢
H 3.34 3.20 | b= (1H, CHy), 8.36 1 (1H, CeHy), 7.72 m (4H,
0-CgHy), 7.31 n (1H, CgHs), 2.99 ¢ (3H,
CHjs),
4 CigHi3N30,8 S 993 9.56 272 78 12.88 ¢ (1H, OH), 12.03 ¢ (1H, NH), 7.70 m
(posics) {1H, 0-CgHy Gemmiazomn), 7.61 M (4H, o-
CgHy 1mpanmion), 731 M (1H, o-CgHy
Gensriazonin), 7.17 wm  (1H, o0-CgHy
Gensriazonin), 7.09 wm  (1H, o0-CgHy
fenariazonin), 2.65 ¢ (3H, CH;),
5 CigH14N2 05 C 70.68 70.57 204 81 11.86 ¢ (1H, OH), 11.25 ¢ (1H, NH), 7.92 m
H 473 461 (2H, CgHs), 7.69 m (4H, 0-CsHy), 7.56 m
(3H, CsHs), 2.62 ¢ (3H, CHy);
6 CigHi3N30s5 C 61.71 61.53 230 67 11.84 ¢ (1H, OH), 8.38 1 (2H, n-CgHy), 8.21
H 3.64 3.73 | s 1 (2H, m1-CgHy), 7.71 M (4H, 0-CgHy), 2.63 ¢
(3H, CHJ);
7 Ci3Hi3N30,8 S 10.98 11.65 210 84 11.46 ¢ (1H, OH), 10.04 ¢ (1H, NH), 8.05 ¢
(poca) (2H, NH,), 7.69 M (4H, 0-CgHy), 2.94 k (2H,
CH,). 1.16 T (3H, CH,);
8 CioHysN30,8 S 8.77 918 239 65 12.91 ¢ (1H, OH), 12.13 ¢ (1H, NH), 7.73 m
{1H, 0-CgH4 Genzriazomn), 7.63 M (4H, o-
CgHy 1upanmion), 732 M (1H, o-CgHy
Gensriazonin), 7.12 wm  (1H, o0-CgH,
Gensriazonin), 7.10 wm  (1H, o0-CgHy
Genzriazonin), 3.16 k¥ (2H, CH;), 1.21 T
(3H, CHJ);
9 CyHyoN3Os5 C 64.17 64.11 200 72 12.07 ¢ (1H, OH), 8.38 a (1H, n-CglH,), 8.30
H 5.05 487 | o= o (1H, m-CgHy), 8.15 z (1H, m-CgHy), 8.07 1
{(1H, m-CsHy), 7.69 m (4H, 0-CgHy), 3.03 1
(2H, CHy), 2.05 M (1H, CH), 0.97 n (6H,
2CH);
10 C1H1 4N, O, C 73.19 73.36 165 77 10.93 ¢ (1H, OH), 8.64 M (1H, Py), 8.57 m
H 517 5.07 (1H, Py), 7.81 M (1H, Py), 7.64 M (4H,
CeHy), 7,57 M (1H, Py), 4.81 ¢ (2H, CHy),
2.65 ¢ (3H, CHs),
11 C17H;2N, 0, C 65.98 66.23 184 62 12.17 ¢ (1H, OH), 8.30 m (1H, m-CgH,),
H 411 392 8.20 M (1H, m-CgHy), 7.90 M (1H, m-CgH,),
7.90 m (1H, m-CsHy), 7.72 M (4H, 0-CsH,),
2.61 ¢ (3H, CHs),
12 CieH1 4N, O, C 67.33 67.07 183 67
H 4.46 438
13 CoyHigNy Oy C 7532 75.37 140 59
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H 4.85 4.74
14 C14H:O48 S 12.09 12.51 149 33 9.04 1 (1H, Tiemm), 8.24 x (1H, Tiemin),
7.84 m (4H, 0-CgHy), 7.40 M (1H, Tienun)

EKCHEPHMEHTMBH& JacTHHA

Crnextpu IIMP zamucani Ha npumami Varian VXR-300 (300 MI'n) v posumai IMCO-D;. Jlani ciekTpin
I[IMP Ta eeMeHTHOTO aHA3Y CHHTE30BAHHUX CITOTYK HaBeAeH1 ¥ Tabmumi 1.

linpazonn 2-9. Po3sudHSTH TpH HarpiBaHHI B eTaHom okpemo mo (.05 Momh anMmiHIAHTIOHY i
BIJIMOBIJTHOTO TiAPa3HHY YH TiMPAsHIY; Tapsdi PO3YHHH 3MIMTYBATH 1 HATPIBAH JI0 KHIIHHA. Y BHIAJIKY
MATOPO3UHHHOTO TiIPA3HHY YH TiPAsHAY PEaKIiio MPOBOTHIH B 1300yTHIOBOMY cmupTi. 1licas oxomomxeHHs
CYMINN TPOAYKT BipIIBTPOBYBAH 1 TpH MOTPedi OUHMIATH TEPEKPHCTATIZAIIEK 3 130MPOTIIOBOTO YH
1300y THIIOBOTO CITHPTY.

Iminn 10-13. Posuwn 0.05 moms ammmiugasmiony i 0.05 mons aminy B 30 MIT eTaHOTY KHI ATHIH
npotsiroM 3-5 roauH. Ocaj, 0 BHMAJAAR MICTA OXONOKCHHS, BIAGIIBTPOBYBANH, NMPOMHBATH €TAHOIOM 1
KPHCTAMI3YBAJH 3 2-TIPOTAHOITY.

2-(2-Tieninkap6onin)-1,3-inpanmion (14). Jlo 0.1 Moms MeTaneBoro HaTpifo, JHCTEPTOBAHOTO ¥V 5 M
Tonmyeny, noxaamu 40 M cyxoro 6enzeny i 0.12 Moms MeTaHOTY. CYMITII KHTT ATHITH TIPOTATOM 5 TOM. 0 TIOBHOTO
MEPETBOPEHHST HATpifo v MeTaHomaT. llicms oxomomkewns gomamu mo 0.1 moms mieTwndramaty i 2-
aneTHATIOPEHY 1 PeakmidHy CYMIM 3amunmad Ha qo0y. llicnd mporo po3YHHHHK BHIAPYBATH, A0 3aTHIIKY
JIOTMHITH 250 MIT BOJTH 1 IEPEMITIYBATH TPOTATOM TOMHHH. [[ichd BiACTOIORBAHHSA CYMINIH TPO3OPHHE POITHH 3ITHITH
3uag omiictoro samwmky 1 migkacemwid HC1 go cnabkokmenoi peakmii. Ilpogykr, mio BHmaB vy ocaf,
BUIQUIBTPYBATH 1 OUHINUIH TIEPSKPHCTAMIZAIIEI0 3 130mponiyioBoro coupry. OTpuMani 8.5 T CBITIO-KOBTOI
KPHCTAIIYHOI PSUOBHHH.

PE3IOME

JAIHCHeHO CUHMEe3 HOGUX QUUIbHUX ROXIOHUX 1,3-THOGHOIONY 3 GpOMOMUYHUMIY MG 2eMepoyuKaiuHIMU
samicruxamu. OOepicano HUKY a30MenmuHie ma 2iopasoMie Ha OCHO8I HOSUX md éxce eldomux 2-
QYUITHOGHOIONIE, QOCTIONCEHO X CIpPYRMYPY ma (isuuni enacmueocmi. CUHMEZ08AHO Nepuiulli NpeocmasHUK
cemapolninoanoionie - 2-(2-mieninkapbonin)-1,3-inoanoion.

PE3IOME

Ocywjecmsnen  CUHME? HOBBIX QUUWIBHLIX RPOUEOOHBIX I, 3-uHOGHOUWOHG ¢ OpOMOMIUHECKUMU U
2eMePOYUKTUYECKUMY saMecrimenamu. [lonyuen pao asoMemiuHoe u 2UOpasoHO8 Ha OCHOGE HOBLIX U Yoice
UZEECHIHBLY  2-AYUIUHOGHOUOHOE, UCCAEO06AN UX CMPYKMYpa u Qusuieckue ceolicmea. . CUHMEIsUposaH
nepebiil npedcmaeument 2emapoUUHOGHOUGHOE - 2-(2-mueHUARGpOOHUT)- 1, 3-UHOAHOWOH.

SUMMARY
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The synthesis of the new 1,3-indanedione acylic derivatives with aromatic and heterocyclic substituents
have been made. The series of azomethynes and hydrazones are obtained on the base of new and already
known Z-acyl indanediones, their structure and physical properties are investigated. The first specimen of
hetaroylindanediones — 2-(2-thienyicarbonyi)-1,3-indanedione — have been synthesised.
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