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9- Azarerapui-3-(isokcazosi-3-ii)nipano|2,3-f|xpomen-4,8-
10HUN

9-Asazemapua-3- (i3oxcazon-3-ia)nipano[2,3-f xpomen-4,8-dionu cunmeso8ano wasLom KoH-
dencayii Knesenazean T-zidpoxcu-3-(i3oxcazon-3-in)-8-popmiarpomonis 3 2-azazemapuiaue-
MOHIMPUAAMU 3 TLOOAALULON UUKAIBAUIEN T KUCAOMHUM 2i0PONIZOM.

Tereporukiiivni aHagoru NpUpoHUX (HIABOHOIIIB (KyMapHHIB ii 130hI1aBOHIB) MAOTh IMUPOKUii
criekTp Giosoriunoi akrupHocti [1, 2|. Tloennannst B ommiit mosiekysi dparmenTiB 3-rerapuii-
XPOMOHY 1 3-TeTapujaKyMapuHy MOXKEe MPUBECTH J0 MOSBU HOBUX IHHUX BiacTmBocTeil. Cucre-
Mma mipaHo|2,3-f|xpomen-4,8-1ioHy MICTUTH sIK KYMapHHOBY, TaK i XPOMOHOBY 4acTuiu. Bimomo,
1o 2-retapusisaMimeni mipano|2,3-f|xpomen-4,8-1i0H1 BUSABISAIOTH OaKTEPUIUIHY aKTUBHICTS [3].
Y 1bOMY TOBiIOMJIEHHI OITUCAHO CUHTE3 3,9-IMTeTapUIIOXiTHUX JIAHOT CUCTEMH Ha OCHOBI i30Kca-
30JIbHUX aHAJIOTIB 130(JIABOHIB, JJIsT IKUX ByKe 3HANIEHO aHabOJIYHY 1 IyKPO3HUKYBAJIbHY IO
[4, 5].

Ba Buxigmi croayku OyJ0 BHKOPHCTAHO 7-TiTpokcu-3-(i3okca3o-3-1i)-8-dopmisxpomonn 1
i 2, siki orpumyBasu 3 Bignosigaux ocuoB Mannixa 3, 4 [5] B ymoBax peakiiii Jadda [6]. Bygosa
dopminnoxingnux 1, 2 TATBEPIKYETHCI 3HUKHEHHAM y criekTpax AMP 'H nnx CITOJTYK, 3aICa~
uux B JIMCO-dg, cunrieris nporonis aumerniamino (2,45 m. 4.) i mermierosoi (4,06 M. 4.) rpyi,
xapakTepHux s ocuoB Mannixa 3, 4, nmogsoro mpu 10,5 M. 4. cunriery opMiIbHOTO IPOTOHA
Ta 3MimmeHHsM cuHIIeTy nporoHa OH-rpynu B cabke mose 10 12,8 M. 4. Yepe3 yTBOPEHHS 3B’s13-
Ky XejiaTHoro tuny. HagBHicTh XeslaTHOI CTPYKTYPHU TPOAYKTIB 1, 2 TaKOXK MiATBEPIKYETHCI 1X
YEePBOHO-KOPUYHEBUM 3a0apBJIEHHSM CIHUPTOBUM PO3dnHOM Xjopuiy 3asiza (IIT).

6a, 76, 7B 8a, 8r, 8x, 96, 98

1, 3, 6, 8 R=n-Pr, 2,4, 7, 9 R=Me
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[Tpu B3aemozii 6-nporisixpomony 1 3 5-denin-1,3,4-riagiazon-2-iianeronirpuiom (5a) B po-
[AHOJI-2 y HPUCYTHOCTI KATATITUIHOI KiIBKOCTI IIEPHIMHY YTBOPIOEThCs 3-(i30Kca30J1-3-1i1)-
8-imino-9-(5-denisn-1,3,4-riagiazon-2-in)-4H,8H-nipano|2,3-f|xpomen-4-on (6a). Ockinbku 6-me-
TUJIbHA TOXITHA 2 TPAKTUYIHO HEPO3UYMHHA, y CIUPTaX, 11 KOHJEHCAINIO 3 2-a30JILIalle TOHI TprIIa-
Mu 30, 3B IpOBOAUIN B IUMETUI(DOPMAMIII, TIPU MBOMY TAKOXK BHUJIIJISIOYN YUCTI iMiHOTIOXIHI
3 Tia3o/bHUM 1 OEH30Tia30IbHUM 3aMiCHUKaMu B 9-My mojioxkeHHI Mosekysnu 76, 7B. Ilpu ku-
'aTinal cosyk 6a, 76, 7B y cyMili OnToBOl Ta XJIOPOBOIHEBOI KHUCJIOT OTPUMAHO BiIITOBimMHI
a-tipono|2,3-f|xpomonu 8a, 96, 9B.

Ha BimMiny Bim a3opHUX HOXiTHUX MPOIYKTH KOHJEHCAIll XpoMOHY 1 3 OiIbIl aKTUBHUMUI
2-IlaHMEeTUJIbHUMU [IOXITHUME a3uHiB: mipuguny (5r) 1 4,6-numernanipuminuny (517), micru-
JIN JIesIKy 9acTKy MPOAYKTIB Tigposisy 8r, 8a. OcraroyHuil riaposis mux IpOIyKTiB B OITO-
Biif KucsioTi TpuBOAMB 10 XpoMmarorpadiuno unctux 9-azunin-3-(i30kcazosn-3-in)-4H,8H-mipa-
Ho|2,3-f|xpomen-4,8-1ionis 8r, 81,

[Tipano|2,3-f|xpomonn 6, 7 i 8, 9 € BUCOKOIIABKUME KPUCTAJIIHUME [IPOJLYKTAMHU, sIKi TIOTaHO
pO3UnHHI B OpraHidauxX po3dnHHuKax. HasgBHicTh iMiHOrpymm moxigamx 6, 7 IMMiATBepIKyEThC
eMyroio BasenTHiX Koimsanb N-H B o6macti 3290-3270 ecm ™! y TY-criekTpax Ta 0HOMPOTOHHIM
cunrmerom N-H nporona npu 9,30 ma. y AMP 'H crexrpi (y AMCO-dg) cnomyku 7B, 1o
3HUKAE TPHU JOJaBaHHiI 10 3paska DoO.

B IY-crekTpax mux CHoJiyK TaKoXK cHocTepiraetbesi cubHa cmyra C=0 XpoMOHOBOIO sifipa
npu 1650-1645 CM_l, a 'y crekTpax a-mipoHo|2,3-f|xpomonis 8, 9 1mopsiz 3 HEIO 3’SIBIISIETHCST CMyTa,
JIAKTOHHOTO KapboHiny B obmacti 1747-1722 em™ b

XapaxkTepuoro osznakoo crexrpis IMP 'H mipamo[2,3-f]xpomonis 6, 7 i 8, 9, samicanmx
y CF3CO9D, € nasiBHicTb HaiibIbII C1abomobHOrO cunraeTy nporona H-10. s iminonoximamx
6, 7 Biu criocTepiraeTbest B 0bacti 9,43-9,61 M.4., a y cuekTpax BiIITOBIIHUX (-I1iPOHOXPOMOHIB
8, 9 weii curnan 3mintyerbest npubausHo Ha 0,4 M.y ciaabke mose (9,86-9,92 m.4.) yepes BILIUB
OI7IBINT eJIeKTPOHEraTHBHOI KapOOHIIBHOI I'PYyIH.

TaxuMm IMHOM, MIJISIXOM aHETIOBAHHST a3areTapUJIBMiICHOTO (v-ITIPOHOBOTO KJIBIIS JI0 s/Ipa 3-Te-
TApPUIXPOMOHY 3a peakxiieio KHeBeHaresst 3 MOJAIBIIAM KHUCJIOTHUM TiIPOJIi30M BiIITOBiTHIX
imiHomOXiHUX Oysin orpuMani nipano|2,3-f|xpomen-4,8-1ioHu, Mo MICTATH a3areTepoIyKIiIHMiT
3aMiCHUK $IK B XPOMOHOBOMY, TaK i B (-TIIPOHOBOMY (DpArMEHTAX CHCTEMH.

EkcnepumMmenTanpHa 9acTuHa. KoHTpoJIb 3a 11epebiroM peakiiii Ta 9MCTOTOI0 OTPUMAaHUX
nponykris saificaiosasest meronom TIIX na mrariskax Silufol UV-254. Crexrpu SIMP 'H peec-
TpyBasu Ha crekrpomerpi Varian Mercury 400, crektpu Y — ma npunami Perkin Elmer BX
B KBr.

7-T'inpokcu-3-(izokcazon-3-in)-8-dopminxpomonu 1, 2. 2 Mwmoub BignosigHoro 7-rij-
POKCH-8-tMeTHIaMIHOMETHII-3- (130Kca30.1-3-11) xpomony 3, 4 [5] ta 3,5 MMOJIb reKcaMeTHIeHTe-
TpaMiHy KAIUSITHJIA 1 1o y 5 MJT OIITOBOI KMCJIOTH, BUJIUBAIA Ha cyminr jibony 3 4 mur HCI, oca,
[0 YTBOPUBCs, BiIIBTPOBYBAJIN, TIPOMUBAJIA BOJIOIO, TEPEKPUCTAJIIZ0BYBasn. KoHCTAHTH 1 BU-
xoau criosiyku 1 HaBeseHi B Tabu1. 1, CIeKTpaIbHi XapaKTePUCTUKU — B TabJI. 2, XapaKTePUCTHKHI
crioyku 2 — y pobori [6].

9- Azarerapuii-3-(i3okca3oii-3-ii)-8-imino-4H,8 H-nipano[2,3-f|xpomen-4-ouu  6a,
76, 7B. 1 MMosb 7-rimpokcu-8-opMiIXpoMoHy 2 posumHsIu Ipu HarpiBanai B 5 M JIM®A,
a xpomoHy 1 — y 20 MJI IponaHoJIy-2, JiofaBaan 1 MMOJIb BIIIIOBLIHOTO a3areTapuialeTOHITPUITY
i Tpu Kpami minepuauHy Ta 3ajgumaian Ha go0y. Ocaf, 10 yTBOPHUBCsS, BiadiIbTPOBYBAJIH,
[IPOMUBAJIM METAHOJIOM, €T€POM, IIpU HeOOXiTHOCTI mepekpucTasizoByBain. KoHcranTu i Buxomu
criosyK 6a, 76, 7B HaBesdeHi B Tabs1. 1, CleKTpasbHI XapaKTEPUCTUKH — B Ta0JI. 2.
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Tabruys 1. XapaxkTepucTuku croiyk 1, 6a, 76, 7B, 8a, 8r, 81, 90, 9B

c Bpyrro- Snaitneno, % N o0 Pozunnnuk %
ronyKa dbopmya Pospaxosano, % N T. o, JUISI TIEPEKPUCTAITIZAINT Burxiz, 7
4,81
1 C16H13NO5 4728 173 Iponanos-2 84
6a 026H18N404S % 232 Te came 71
11,61
9,38
76 CasHi15N304S 997 278 JIMODA 63
9,73
7B Co3H13N304S 9.83 > 300 Te came 57
8,80
8 Hi7N 5 2 292 ”
a C26H17N305S5 5.6 9 90
7,21
8r 023H16N205 700 214 ACOH 55
9,91
81 C24H19N305 9.79 215 Te came 54
90 025H14N205S 5799 > 300 ” 90
6,16
6,59
9 H12N205 ’ »
B C23H12N2055 654 > 300 89
Tabaruys 2. CuekTpasibHi XapaKTepuCcTuKu crotyk 1, 6a, 76, 7B, 8a, 8r, 8x, 96, 9B
Cnonyka vC=0, em* Ximiuni 3cysn, §, m.a. (KCCB, J, I'n)
1 2 3
1 1637 *0799 (3H7 T, J = 7727 C_H?,CHQCHQ)7 1,68 (2H7 K, J = 7727 CHSC_HQCHQ),

2,71 (2H, 1, J = 7,2, CH3CH2CH>), 7,07 (1H, x, J = 1,6, H-4"), 8,14 (1H, c,
H-5), 8,83 (1H, ¢, H-2), 8,89 (1H, x, J = 1,6, H-5"), 10,55 (1H, ¢, CHO-8),
12,83 (1H, ¢, OH-7)

6a 1646 1,19 (3H, 1, J = 7,2, CH;CH>CH>), 2,00 (2H, k, J = 7,2, CH;CH>CH,), 3,18
(2H, T, J = 7,2, CH3CH>CH>), 7,22 (1H, ¢, H-4"), 7,74 (2H, 7, J = 8,0, H-3",
H-5"), 7,84 (1H, T, J = 8,0, H-4"), 811 (2H, n, J = 8,0, H-2", H-6"), 8,77
(1H, ¢, H-5"), 8,86 (1H, ¢, H-5), 9,12 (1H, ¢, H-2), 9,61 (1H, ¢, H-10)

76 41645 2,81 (3H, ¢, CH3-6), 7,22 (1H, c, H-4"), 7,48-7,56 (3H, m, H-3"', H-4"", H-5""),
7,91 (2H, n, J = 7,6, H-2"", H-6"""), 7,98 (1H, ¢, H-5"), 8,73 (1H, ¢, H-5), 8,74
(1H, ¢, H-5), 9,07 (1H, ¢, H-2), 9,43 (1H, ¢, H-10)

B 41650 2,82 (3H, ¢, CHs-6), 7,23 (1H, c, H-4"), 7,69-7,77 (2H, M, H-5", H-6"), 8,11
(1H, a, J = 7,6, H-7"), 8,25 (1H, n, J = 7,6, H-4"), 8,73 (1H, c, H-5), 8,77
(1H, ¢, H-5), 9,10 (1H, c, H-2), 9,49 (1H, ¢, H-10)
*3,46 (3H, ¢, CH3-6), 7,08 (1H, ¢, H-4"), 7,42 (1H, 7, J = 7,6, H-6"), 7,52 (1H,
T, J = 7,6, H-5"), 8,06 (2H, M, H-7", H-4"), 8,09 (1H, ¢, H-5), 8,93 (1H, c,
H-2), 8,99 (2H, ¢, H-5', H-10), 9,30 (1H, ¢, NH)

8a a1729 ].,17 (3H7 T, J = 7727 C_HSCHQCH2)7 1794 (2H7 K, J = 772, CHSC_HQCHQ), 3,15

41657 (2H, , J = 7,2, CH3CH2CH>), 7,21 (1H, o, J = 1,6, H-4"), 7,82 (2H, 1, ] =7,2,

H-3", H-5"), 7,97 (1H, 1, J = 7,2, H-4"), 8,20 (2H, x, J =7,2, H-2", H-6"),
8,70 (1H, ¢, H-5), 8,73 (1H, a, J = 1,6, H-5), 9,03 (1H, ¢, H-2), 9,92 (1H, c,

H-10)
8r 1724 1,16 (3H, 1, J = 7,2, CH;CH>CH>), 1,94 (2H, k, J = 7,2, CH;CH>CH,), 3,14
41648 (2H, T, J = 7,2, CH3CH>CH>), 7,25 (1H, ¢, H-4"), 8,23 (1H, , J = 6,4, H-5""),

8,70 (1H, c, H-5), 8,73 (1H, ¢, H-5), 8,85 (1H, 7, J = 8,0, H-4"), 8,94 (1H, n,
J = 8,0, H-3"), 9,04 (1H, n, J = 6,0, H-6"), 9,11 (1H, ¢, H-2), 9,76 (1H, c,
H-10)
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Tabauys 2. TlpomoBKeHHsT

1 2 | 3
81 1747 1,17 (3H, 1, J = 7,2, CH;CH>CH>), 1,94 (2H, k, J = 7,2, CH;CH>CH>), 3,03
41661 (6H, ¢, CH3-4", CH3-6"), 3,17 (2H, 7, J = 7,2, CH3CH2CH>), 7,22 (1H, c,

H-4"), 7,84 (1H, ¢, H-5"), 8,73 (1H, ¢, H-5'), 8,74 (1H, ¢, H-5), 9,05 (1H, c,
H-2), 10,34 (1H, ¢, H-10)
*1,06 (3H7 T, J = 772, C_HgCHQCHQ)7 1780 (2H7 K, J = 7727 CHSC_HQCHQ),
2,56 (6H, ¢, CHs-4", CH3-6"), 2,95 (2H, =, J = 7,2, CH3CH,CH>), 7,11 (1H,
c, H-4"), 7,25 (1H, ¢, H-5"), 8,19 (1H, ¢, H-5), 8,84 (1H, ¢, H-2), 8,92 (1H, c,
H-5"), 8,96 (1H, c, H-10)

96 1727 2,74 (3H, ¢, CH3-6), 7,21 (1H, ¢, H-4'), 7,64-7,70 (3H, m, H-3"', H-4"", H-5""),
41646 7,82 (2H, 1, J = 7,2, H-2"", H-6""), 8,19 (1H, ¢, H-5""), 8,70 (1H, ¢, H-5), 8,72

(1H, ¢, H-5'), 8,99 (1H, c, H-2), 9,89 (1H, ¢, H-10)
98 21722 2,75 (3H, ¢, CH3-6), 7,21 (1H, ¢, H-4"), 7,42 (1H, 7, J = 8,0, H-6"), 8,03 (1H,
41653 T, J = 8,0, H-5"), 8,30 (2H, n, J = 8,0, H-7"), 8,40 (1H, n, J = 8,0, H-4"),

8,73 (2H, ¢, H-5', H-5), 9,04 (1H, ¢, H-2), 9,86 (1H, ¢, H-10)

*Cnextpu SIMP 'H sammcani B DMSO-dg, iami — y CF3CO2D.

9- Azarerapuii-3-(i3okca3zoun-3-in)-4H,8H-niipano[2,3-f|xpomen-4,8-nionn  8a, 8r,
81, 96, 9B. Cycnenzito 0,2 MMob croyk 76, 7B y cymimi 2 Myt AcOH i 0,5 mir HCI abo
po34nH crojiyku 6a, abo mpoyKTiB KoHjeH Al cioyiyk 1 Ta 51, 571, OTpUMaHUX 33 HABEIEHOO
Buie MeToauKkoro, B 1 Myt AcOH kur’stuiin 5 xB, 3anumasn Ha 106y, Oca, 1Mo BUNaB, Biadiib-
TPOBYBaJIU, IIPOMUBAJIN METAaHOJOM, erepoM. KoHncranTu i Buxomu crnoiyk 8a, 8r, 8, 96, 98
HaBeJeHI B Tabs. 1, cIeKTpaJbHI XapaKTepucTuKu — B TabiI. 2.
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9-Azahetaryl-3-(isoxazol-3-yl)pyrano|2,3-f]chromen-4,8-diones

9-Azahetaryl-3- (isoxazol-3-yl)pyrano[2,3-f|chromen-4,8-diones are synthesized by the Knoevenagel
condensation of 7-hydroxy-3-(izoxazol-3-yl)-8-formylchromones with 2-azahetarylacetonitriles fol-
lowed by cyclization and acid hydrolysis.
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