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OcymIecTBIeH CHHTE3 apWINICH- M apWITHIPOKCHMETHIIPOU3BOAHBIX 1,2,3,9-TeTparuapo-
nupposio[2,1-b [xunazonuu-9-ona u 2,3,4,10-terparunpo-1H-nupuno[2,1-b xunazonun-10-
oHa. M3 aMHHONIPOM3BOAHBIX CUHTE3UpOBaHbI ocHoBaHMs [lIndda. [TomydeHs! ruapokcuMeTH-
JIUJCHIPOU3BOAHBIE U  apuiaMHHOMeTwIuaeH-1,2,3,9-rerparunponuppoinol2,1-b |xunaso-
JHMH-9-0HbI U 2,3,4,10-Terparuapo-1H-nmupuno[2,1-b Jxunazonun-10-onel. M3ydyeHa aHTUMUK-
poOHast aKTUBHOCTb CUHTE3UPOBAHHBIX COCAMHEHUN NPOTUB S. aureus, E. coli, Bacillus cereus,
Candida albicans, Pseudomonas aeruginosa. Iloka3aHa nepCreKTHBHOCTb TIOUCKA OaKTEPHUITH-
JIOB B 9TOM PSIZTy.

Ki1roueBble c10Ba: 1€30KCHBa3UIIMHOH; MAaKUHA30JIMHOH; KOHACHCAIHA; apOMATHUECKUE allb-
JIerubl; peakuus Bunscmeliepa — Xaaka; HyKi1eoQHIbHOE 3aMEIICHUE; apUIIAICH-; apUIITH/I-
POKCHUMETHII-; ~-apUIaMUHOMETHIIH/ICHIIPOM3BOAHBIC; IPOTUBOMUKPOOHOE AEHCTBHE.

Konnencanueit nesokcuBazunmuona (1,2,3,9-rerparunponuppoio|2,1-b [xunazonun-9-ona, 1), MakuHa30JIMHOHA
(2,3,4,10-terparunpo-1 H-mupuo|2,1-b [xunazonun-10-oxa, 1) 1 UX MPOU3BOMHBIX ¢ APOMATHYSCKUMH aJIbJICTHIAMH
ocyuiectBieH cuHTe3 3- u 4-apunuaeH- (XVII - XIX) wnu 3- (1 4-) -apui-, 3- (4 4)-TUIPOKCUMETHIIITPON3BOAHBIX
(XXI, XXIII). [okazano, uto B cimy4yae 7-amuHO-1,2,3,9-teTparuaponuppoino|2,1-b Jxunazonun-9-ona (XXIV) u
8-amuHO0-2,3,4,10-TeTparuapo-1H-mupuao[2,1-b [xunazonun-10-ona (XXV) peakiys ST M0 aMHHOTPYIIIE ¢ 00pa3o-
BaHHEM COOTBETCTBYrOIMX ocHoBanud Illudda. BzaumopelicTBreM 1e30KCHMBa3WIIMHOHA W MaKHHA30JIMHOHA C
STHI(TIPOTTHIT)(POPMHATOM HITH peareHToM BuiibcMmeiiepa — Xaaka monydens! 3-ruapokcumermnaeH- (I1I) u 4-dop-
muil- (IV) npousBonHbie, KOTOpbIE NpeBpalaloTcsa B 3-apuiiaMuHOMETHIHIEH-1,2,3,9-TeTparuaponuppono|2,1-b |xu-
Ha3onuH-9-oubl (VI—-XI) wu 4-apunamunomerunuies-2,3,4,10-trerparuapo-1H-nmupuno[2,1-b [xunazonu-10-oHsl
(XII - XV) nox neiicTBHEM apOMaTHUECKUX aMHHOB. M3ydeHa NpOTHBOMUKPOOHAs aKTHBHOCTh CHHTE3UPOBAHHBIX CO-
elMHeHui B oTHOIeHUU S. aureus, E. coli, Bacillus cereus, Candida albicans, Pseudomonas aeruginosa.

[lonck OMONOTMYECKH AKTHUBHBIX BEIIECTB B PsNy ANKaJIOHIOB XHHA30JMHOBOTO psla — IE30KCHBA3UIIMHOHA
(1,2,3,9-terparuaponuppoino|2,1-b |xunazonun-9-ona, I), maknnazonunona (2,3,4,10-rerparuapo-1H-nupuno[2,1-b |-
XuHa3011H-10-0Ha, II), ©X TPOU3BOAHBIX U TOMOJIOTOB IPEICTABIIET HECOMHEHHBIH HHTEPEC, MOCKOIBKY CPEH HUX
BBISIBJICHBI TIPETIapaThl, 00JIaaloNIie MIMPOKUM CIIEKTPOM Orosorudeckoro neictsust [1 — 7). B manHoit pabote mpuso-
JSATCS JaHHbIE 110 CUHTE3y METWINACHIIPOU3BOAHbIX ankanonos I, II, conepxammux y METHUICHOBOM I'PYIIIBI B O-110J10-
JKCHUH ()parMeHTHI aMHHOB, aPOMAaTHIECKOE KOJBIIO, UX PA3IMYHbIC IIPOU3BOIAHBIC H TOMOJIOTH.

@opmunupoBanre I ¢ 3Twi- win nponwiadopMuaTaMd B HPUCYTCTBHM MeTajutmueckoro Harpust (a) [8]
2,3,4,10-terparuapo-1 H-nupuno[2,1-b |xunazonun-10-ona (II) pearentom Bunscmeiiepa — Xaaka (6 ) mpUBOAUT K 00-
pazoBanuto ux 3-ruapokcumerinuaeH- (1) u 4-popmunmponzsonusix (IV) coorBercTBeHHO (cxema 1) [9].
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Pearents! n yenous: a) HCOOR, Na, 0 °C (1 u), 20 °C (12 1); b) 1) JIM®DA, POCl,, 0 °C (1 1), 95 - 98 °C (2 l{), 2) AcONa/H,0.
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Cxema 2
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Pearentsl u yeaosus (c): 1) IM®A, POCl;, 0 °C, 1 9; 95 - 98 °C, 2 4; 2) NH,OH

lunpokcuMeTUNNACHIPON3BOAHBIE MOTYT HAXOAUTHCS Kak B Buje eHombHOM (opmsl III, IVa, Tak 1 B anpaeruaHoi
¢dopme Illa, IV [10, 11]. YcroiuuBocTh eHONbHOU hopmbl coequnenuii 111, IVa oOycioBieHa BO3MOXHOCTHIO 00pa3o-
BaHMsI BHyTPUMOJIEKYJIIPHOM BOJOPOIHOM CBSA3U C ydyacTHeM aroMa a3ora N-1 u Bogopoja ruIpOKCUIILHOM IPYIIIBL.

BsaumoneiictBue ankanona I ¢ peareatom BunbeMmeiiepa — Xaaka ¢ moclenyrorneii 00paboTKOH BOJHBIM PacTBO-
pOM aMMHUaka Jaet 3-IuMeTHIaMHHOMETHIINACH- 1,2,3,9-TeTparuaponuppono|2,1-b |xunazonun-9-ox (V) (cxema 2) [9].

MpI u3yuwniu peakiuu HykieoduipHoro 3amerneHus coequnenuit 11, IV u IVa ¢ apomaTnyeckumu aMuHaMu (0-,
n-aMUHO(EHONBL, 0-, n-(OCHUICHANAMUHBI, 0-, M-, N-aMIHOOEH30HHBIC KUCIIOTHI). B pe3ynsrare CHHTE3UPOBAHBI COOT-
BETCTBYIOIIME 3-apHiIlaMUHOMETWIHICH-1,2,3,9-TeTparunponuppoio|2,1-b [xunazonun-9-ousl (VI —XI), 4-apunamu-
HOMeTHInACH-2,3,4,10-Terparunpo- 1 H-mupuno|2,1-b [xunazonus-10-ousr (XII — XV) nin 4-apuiimMUHOMETHITHICHO-
Boe npousBogHoe (XVI) (cxema 3) [8].

Konpencamus ankaigouaos I, I u 6-autpo-1,2,3,9-rerparuaponuppono|2,1-b |xunazonun-9-ona (XXII) ¢ apomaru-
YECKUMH U FeTePOLUKIMYECKUMHE albJIeTHIaMU HJIEeT B 2 HampaBlIeHUIX ¢ o0pa3oBaHueM ux 3-(wiu 4-)-apununeH(yp-
dypumaaen)- (XVI — XIX) wim 3-(nm 4-)-apunruapokcumMeTporn3Boanabix (XXI, XXIII). BoccraHoBiieHue HUT-
porpynmsl coequnaerns XIX 6opruapunom Hatpust B cootHomeHnn peareHToB XIX — NaBH, 1:10 naet XX (cxema 4)
[12-17].

[Tyts obpazoBanus 3-(wmn 4-)-apumuaeH(pypdypununen)- (XVII — XIX) peanusyercs B ciaydae IPOBEICHUS KOH-
JEHCALlMU B PacTBOPE JEATHON YKCYCHOM KHMCJIOTBI IPU KUISYEHUH SKBHUMOJISPHBIX KOJIMYECTB HCXOAHBIX PEAreHTOB
(IyTH £, j) MM B IPUCYTCTBUM MIEIIOYHBIX KaTaim3aTopoB (myTh g, XVIII) (cxema 4) [12 — 15]. Anpaerupl, IMEOLIIe
AJIEKTPOHOAKLIENTOPHBIC 3aMECTUTENH (M-, n-HUTpOOeH3aIbAeTHIbl) pearupytoT ¢ coenuHerusamu I, XXII B menou-
HOM pacTBOPE ATaHOJA MO MyTH / U C XOPOIIMMHE BEIXOIAMH Aaf0T 3-(wn 4-)-apunruapokcumeTitnpon3Bognsie (XXI,
XXII) [16, 17].

[Tpu nammuum amuHOorpynme! B monokeHUH 7 (XXIV) nnn B nonoxkennu § (XXV) apoMarndeckoro KoJbIa peaKiius
uzet ¢ obpasoBanueM cootBeTcTByroNmx ocHoBaHui Llndda (XXVI, XXVII) (cxema 5) [15].

Hamu Takxke ocymecTBlieH CHHTE3 OMIUKIMYeCKuX THEeHO[2,3-d [mupumunnH-4-oHoB (XXIX — XXXI) o cienyro-
meit cxeMe: KOHAGHCAIS 3TIIIOBOTO 3¢upa 3,4-numetni-2-amuHoTHO(GeHKapOoHoBOH KuciaoTel XXVIII ¢ dpopmamu-
JIOM, MOYEBUHOW U THOMOYEBUHOM, COOTBETCTBEHHO (cxema 6) [18, 19].
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VI: R = OH-o, VII: R = OH-n; VIII: R = NH,-0; IX: R = NH,-n; X: R = COOH-u; XI: R = COOH-#n; XII: R = OH-o0; XIII: R = OH-n; XIV:
R = COOH-um; XV: R = COOH-n.
Pearentsl 1 yeaosusn: d ) H,NC,H,R, CH;0H, 60 - 65 °C, 3 — 6 4; ¢) H,NC,H,OH-0, CHCl;, 60 — 65 °C, 3 — 4 u.
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Cxema 4
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Pearents! u ycioBusi: 1) dpypdypor, AcOH, 117 °C, 2 — 4 u;
g) u-O,N-CH,-CHO, EtOH, NaOH, 20 — 25 °C, 2 nenenu;
h) n-O,N-C(H,-CHO, EtOH, NaOH, 80 °C, 1 4;

i) n-O,N-C,H,-CHO, AcOH, 117 °C, 3 u;

j) NaBH,, EtOH, 78 °C, 7 u.

Metunbhas rpynna npu C-5 5,6-numeruntueno|2,3-d [nupumunni-4-ona (XXIX) nmox nefictBueM HUTpYIOLIEH cMe-
CH TMOIBEpraercs apoMaTHYECKOMY HIICO-3aMEIICHHI0 ¢ O0Opa3oBaHHEM S-HUTPO-6-MeTHaTHEHO|2,3-d [mupumu-
nuH-4-ona (XXXII) (cxema 7) [20].

9KCI’!€pMM€HmaJlea}l Xumudeckas 4acnbov

Macc-cnextpsl cHumanu Ha npudope MS-30 (Kratos), MK-cniextpsl — Ha cnextpomerpe UK-Dypbe Cuctema 2000
B Tabnerkax ¢ KBr, IMP 'H crexrpsl — Ha npubope Unity 400+ (pabGouas uactora 400 MI't, BHyTpeHHHUI cTaHmapT
I'M/IC, mkana &) B pactBopax CD,COOD, CDCl;, DMSO-d,. YnctoTy npogyKTOB M X0/ PEaKIMi KOHTPOJIHUPOBAIIH
MmetonoM TCX na rmacturkax Sorbfil (Poccust) 1 Whatman® UV-254 (Tepmanus).

1,2,3,9-Terparuaponupposio[2,1-b |xunazonun-9-on (I) u 2,3,4,10-rerparuapo-1 H-nupuno[2,1-b |xunazonun-10-on
(IT) momy4anu coracHo [9, 21]. Cunte3 3-ruapokcuMeTwinaeH-1,2,3,9-rerparuaponuppono|2,1-b |xunazonnu-9-ona
(IID) u 4-dpopmun-2,3,4,10-rerparuapo-1 H-nupuzo [2,1-b |xunazonmun-10-ona (IV) ocymectenesn no [8, 9], a coennne-
Hust V — o metony [9].

3-I'mapoxcumeruiauaet-1,2,3,9-rerparugponuppoio|2,1-b [ xunazonun-9-on (II). Cmecy 1,0 (5 mmonb) 1 B
5 vt atunopmuara oxnaxaart o 0 °C u npu nepeMenmBaHuy mopuusmu npuodaeisror 0,23 T (10 MMoIIb) MeTaIIH-
YecKoro HaTpus B TeueHne 30 MUH. PeakimoHHYI0 CMECh OCTaBIIAIOT IPH KOMHATHOU TeMIepaType Ha HOUb, 3aTeM pa3-
JararoT U3METBUECHHBIM JIBJIOM. DKCTPArupyIOT XJI0popopMoM (2 x 30 MiT), SKCTPaKT CyIIaT Haj Oe3BOIHBIM CYIIb(HaTOM
HaTpusl. PacTBOpuTeNb OTTOHSIOT U OCTaTOK NEPEKPUCTAIUIN30BBIBAIOT U3 alleToHa. [lomyyator 0,8 r (70 %) coennneHus
I, R; 0,48 (xmopodopm — metanon 10:1), 7, 206 —208 °C, xoTopas COOTBETCTBYET JHTEPATypHBIM ITaHHBIM
(206 — 208 °C, [10]). UK-cmektp (v, em~1): 3429 (OH), 1681 (C=0), 1618 (C=N). Crniextp SIMP 'H (8, m.11., J/T'1y): 10,6

Cxema 5
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XXIV, XXVI: n=1; XXV, XXVIL: n =2
PearenTs! u ycaosus: k) n-O,N-C H,-CHO, nupunun, 5 - 6 °C, 3 — 5 nenens
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Cxema 6
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PearenTs! u ycioBus: /) popmamug, 140 — 150 °C, 6 4;
m) 1) moueBuna, 180 — 200 °C, 3 — 5 u; 2) TuomoueBuHa, 210 — 230 °C, 3 — 7 u.
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Pearents! u ycaosus: n ) HNO; + H,S0,, 40 — 50 °C, 5 u.

(c, 1H, OH), 7,96 (&, 1H, J 7,8, H-8), 7,63 (to, 1H, J 8,6, J 1,9, H-6), 7,41 (n, 1H, J 7,5, H-5), 7,26 (1, 1H, J 7,5, H-7),
3,97 (t,2H,J 7,5, H-1), 2,71 (1, 2H, J 6,7, H-2). Macc-cuektp (m/z, %): 214 (IM]*, 52), 196 (IM-OH]*, 2,2), 185 (100),
130 (16,3), 77 (50).

4-®opmuin-2,3,4,10-rerparuapo-1H-nupuno[2,1-b |xunazoaun-10-on (IV). K oxnaxaeHHOMy Ha JesHON OaHe
0,68 M (8,25 MmoJIb) cBexkerneperHaHHoMy jaumetwiapopmamuay (IAM®PA) mno xammsm npubasisor 0,8 M
(8,25 mmomp) okcuxiopuaa gocdopa, nepemermmBarot 15 MuH, mo nopiwsiM npudasisitor 0,5 T (2,5 mmons) II. Cmech
TEePEMEIMBAIOT | 9 Mpu KOMHATHOW TEMITEpaType W OCTABISIIOT HA HOYb. PEakIMOHHYI0 CMECh HarpeBaroT Ha BOJISHOM
Oane B TedeHue 2 4 npu 95 — 98 °C u mocine oxyaxaeHus 10 KOMHATHON TeMmIeparypsl 00padaThiBalOT HACKILICHHBIM
pactBopoMm aretara Harpus 10 pH 7. BeimaBmmii ocajgok oT(QHIBTPOBBIBAIOT, IPOMBIBAIOT BOJOW U moiydaroT 0,51 r
(90 %) npoaykra peakuuu IV ¢ T, 199 — 201 °C (aueron). UK-criektp (v, em~1): 1694, 1675 (C=0), 1630 (C=N). Mo-
TeKyJsipHas Macca 228 (Macc-CrieKTPOMETPHUYECKH ).

3-IlumeTusamuHomeTnaunaen-1,2,3,9-rerparugponupposio|2,1-b |xunazomun-9-on (V). K pacreopy 193 r
(0,27 mMo1p) cBekeTneperaanHoro 6e38oHoro JIM®DA, 0XJ1aXKICHHOTO JIbJIOM (BOJIsTHAS OaHsl), PH SHEPTUIHOM IIepeMe-
NIMBaHUM MEXaHUYECKOW Melankoi mpubasisitoT no kamwisiM 16,7 1 (0,12 mone) okcuxnopuaa hocdopa, 3aTeM mo mnop-
M nipubaeistioT 10 1 (0,054 monb) coenunaenus 1. PeakimonHy0 cMech MepeMeIMBaroT 2 9 P KOMHATHOH TeMIte-
patype U OCTaBIISIOT HAa HOYb; 3aTEM CMECh HarpeBaroT 2 4 Ha BoAsHoU Oane (95 — 98 °C), oxmaxnaroT, pa3nararoT Bo-
oW W mopmienadnBaroT 25 % BOXHBIA pacTBOPOM aMMHAKa, BBIMABIINA KOPUYHEBBIH OCAIOK OT(WIBTPOBBIBAIOT U
npoMbiBaioT Bomoit. [Tomyuator 10,1 r (78 %) mpoxykra peakuuwn ¢ T, = 177 — 179 °C (aneron). UK-criektp (v, cm 1):
2976 (CH;), 1665 (C=0), 1575 (C=N), 1480 (C-N). MonekynspHas macca 241 (Macc-CIEKTPOMETPUUECKH).

Oo0mas MmeToguKa peaknuu HykJeopuiabHoro 3amemenusi coenuHenuii Il u IV. CunTe3 aMmuHOMeTHIIN/IEH-
npousBoanbIix VI — XVI [8, 22]. Cmech 1 mmoinb coeaunenus I wnu IV u 1,1 MMonb apoMaTHueckoro aMuHa B MeTa-
HoJje (nm B xiopodopme) HarpepatoT mpu 60 — 65 °C B Teuenue 3 — 6 4. I1o OKOHUaHNHN pEaKkIny PEaKINOHHYIO CMECh
OXJIOK/IAIOT, BBIMABIINI 0CaJ0K OTQHIBTPOBBIBAIOT U cymar. [loclie mepekprcTauIi3alii U3 COOTBETCTBYIOIIETO pac-
tBOpuTeNs nmomyyaroT VI — XVL

3-(o-Tuapoxcudennnamuno)mermanae-1,2,3,9-rerparuaponupposo|2,1-b |xunazonun-9-on (VI). M3 0,21 r
(1 mmonp) coequuenus III u 0,11 T (1 MMoip) o-amuHO(eHoNa Tomy4aroT 0,25 T (80 %) mpoxykra peakunu VI ¢ T,
279 — 281 °C (Bomusiit IM®A), R; 0,73 (x10podopm — meranon, 10:1). UK-cektp (v, em1): 3136 (OH), 3092 (NH),
1666 (C=0), 1577 (C=N), 1466 (C-N). Cnekrp SIMP 'H (8, m.x., J/T'm): 10,97 (c, 1H, OH), 8,18 (x, 1H, J 14,2, NH),
7,85 (n, 1H, J 7,8, H-8), 7,77 (n, 1H, J 14,2, =CH), 7,47 (1, 1H, J 8,1, H-6), 7,16 (1, 1H, J 7,8, H-4"), 7,08 (1, 1H, J 8,1,
H-5), 6,80 (m, 1H, J 7.8, H-3"), 6,71 (1, 1H, J 7,8, H-7), 6,60 (1, 1H, J 7,8, H-5"), 6,58 (1, 1H, J 7,8, H-6"), 4,11 (1, 2H, J
7,8, H-1), 2,80 (1, 2H, J 7,8, H-2). Macc-cnextp (m/z, %): 305 ([M]*, 90), 288 ([M-OH]*, 28), 212 (IM-C;H,~-COOH]",
7,6), 197 ((IM-NH-C,H,-OH]J*, 33), 186 (100), 185 (98), 159 (8), 145 (3,5), 144 (10), 130 (7).

3-(n-I'uapoxcudenmiamuno)merniauaen-1,2,3,9-rerparuaponuppo.io|2,1-b | xunazoaun-9-on (VII). Ilo Bbime-
ormucanHoMy Metoxy u3 0,214 r (1 mmons) Il 1 0,11 1 (1 MMonb) n-amuHOdeH0Na TomywatoT 0,24 1 (79 %) coenuHeHus
VII ¢ T, 290 —292 °C (meranon), R; 0,53 (xnopodopm — wmeranon 10:1). UK-cnekrp (v, em~): 3333 (OH), 3256
(NH), 1650 (C=0), 1574 (C=N), 1466 (C-N). Criekrp SIMP 'H (3, m.x1., J/T): 8,07 (m, 1H, J 14,1, NH), 8,02 (1, 1H, J
14,1,=CH), 7,84 (n, 1H, J 7,7, H-8), 7,46 (1, 1H, J 8,4, H-6), 7,15 (1, 1H, J 7,7, H-7), 7,06 (1, 1H, J 8,4, H-5), 6,7 (1, 2H,
19,0, H-2",6"), 6,61 (1, 2H, J 9,0, H-3',5"), 4,09 (T, 2H, J 8,2, H-1), 2,75 (T, 2H, J 8,2, H-2).
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3-(o-Dennnenguamuno)mMeruiauaen-1,2,3,9-rerparugponupposio[2,1-b |xunazomun-9-on  (VIII). M3 10r
(4,67 mmons) III u 0,5 r (4,67 MMonb) o-pennnenanamuna nomydator 0,98 v (74 %) VIIL ¢ T, 162 — 163 °C, R; 0,81
(xnopoopm — metanom, 10:1).
HK-criektp (v, em1): 3150 (NH,), 1672 (C=0), 1555 (C=N), 1473 (C-N). Macc-criektp (m/z, %): 304 ([M]", 58,6),
288 ([M-NH,]", 9), 212 (IM-C,H,-NH,]*, 7), 197 (IM-NH-C(H,-NH, ], 14), 185 (100), 147 (27,6), 76 (40).
3-(n-DenunienAnaMuHO)MeTHINAEH-1,2,3,9-TeTparuaponuppoJio[2,1-b |xunazonun-9-on (IX). Ananorudno BeI-
meonucanHoMy meroay u3 0,214 r (1 mmons) I 1 0,108 1 (1 MmMons) n-penuneraunamuna nomydaror 0,24 1 (80 %) co-
emuaenns IX ¢ T, 220 — 222 °C, R; 0,45 (xnopodopm — metanon, 10:1). UK-crextp (v, em!): 3164 (NH,), 1664
(C=0), 1546 (C=N), 1469 (C-N). Macc-criextp (m/z, %): 304 ([M]*, 38), 200 (76), 185 ([M-CHNH-C,H,-NH,[*, 14),
144 (75), 136 (95), 108 (100), 79 (20).
3-(m-Kapooxcudpennaammuno)meruauaen-1,2,3,9-rerparuaponupposio[2,1-b | xunazoann-9-on (X). Ananorud-
HO BbImeonucanaomy Metoay u3 0,43 v (2 mmons) IIT u 0,27 r (2 MMOJIBb) M-aMUHOOCH30MHON KHCIOTHI MOy4YaroT
0,39 1 (64 %) coemunenus X ¢ 7, 288 °C (c pasn.) (JAMDPA), R; 0,29 (xmopodopm — meranomn, 5:1). UK-cextp (v,
cm 1): 3406 (O-H), 3244 (N-H), 1697, 1677 (C=0), 1555 (C=N), 1480 (C-N). Cmexrp SIMP 'H (3, m.x., J/T1): 8,29
(ymr.m, 1H, J 13,9, NH), 8,13 (yur.g, 1H, J 13,9, =CH), 7,88 (a, 1H, J 8,0, H-8), 7,62 (ym.z, 2H, J 8,3, H-4',6"), 7,51 (x,
1H, J 8,0, H-6), 7,21 (m, 1H, J 8,0, H-2"), 7,17 (T, 1H, J 8,0, H-5"), 7,09 (ym.n, 2H, J 8,0, H-5.7), 4,13 (1, 2H, J 7,6, H-2),
2,80 (t, 2H, J 7,6, H-1). Macc-cmiektp (m/z, %): 333 ([M]*, 100), 332 ([M-1], 49), 288 ([M-COOH]", 3.,5), 286 (10,5),
212 (IM-C,H,~-COOH]*, 25) 197 ([M-NH-C,H,-COOHY]*, 8), 186 (9), 185 (31), 184 (IM-CH-NH-C,H,~-COOH]", 5),
172 (4,2), 158 (4), 146 (7), 130 (4).
3-(n-Kapookcudennnamuno)meruanaen-1,2,3,9-rerparuaponuppoJo|2,1-b |xunazonun-9-on (XI). 1o Bbrmre-
ommucanHoMy Merony u3 0,43 r (2 mmons) 111, 0,27 T (2 MMonb) n-aMrHOOEH30HHOI KucIoThl momydarot 0,43 T (65 %)
coequnennst XI ¢ T, 334 —336 °C (muoxcan), R, 0,47 (xmopopopm — metanon, 5:1). UK-cextp (v, em!): 3292
(O-H), 3165 (N-H), 1715, 1672 (C=0), 1570 (C=N), 1474 (C-N). Crexrp SIMP 'H (8, m.x., J/Tn): 8,26 (yurx, 1H, J
13,7, NH), 8,13 (ym.n, 1H, J 13,7, =CH), 7,89 (an, 1H, J 8,1, J 1,1, H-8), 7,78 (ym.z, 2H, J 8,7, H-3',5"), 7,52 (1, 1H, J
8,1, H-7), 7,22 (an, 1H, J 8,1, J 1,1, H-6), 7,15 (1, 1H, J 8,1, H-5), 6,91 (ym.x, 2H, J 8,7, H-2',6"), 4,14 (1, 2H, J 7.9,
H-2), 2,81 (1, 2H, J 7,9, H-1). Macc-cnekrp (m/z, %): 333 (IM], 100), 332 ([M-1]%, 49), 288 (IM-COOH]*, 17), 212
(IM-C4H,-COOHY*, 15) 197 (IM-NH-C(H,-COOH]*, 12), 185 (22,4), 184 (IM-CH-NH-C,H,-COOH]", 21), 169 (12,6),
144 (3), 131 (6,0).
4-(o-I'uapoxcudennnamuno)meruianaed-2,3,4,10-rerparuapo-1 H-nupuno|2,1-b |xunazonun-10-on (XII). U3
0,228 r (1 mmome) coemunaenus IV u 0,109t (1 mmoms) o-amuHO(enona nomydaor 0,248t (78 %) XII ¢ T,
224 —226 °C (meranon), R; 0,63 (xmopohopm — meranodn, 5:1). UK-crektp (v, em'): 3273 (O-H), 2934 (N-H), 1639
(C=0), 1523 (C=N), 1474 (C-N). Cmrextp SIMP 'H (8, m.x1., J/T'): 10,14 (¢, 1H, OH), 7,98 (mx, 1H, J 8,0, J 1,5, H-9),
7,68 (1o, 1H,J 7,1,7J 1,5, H-7), 7,63 (n, 1H, J 12,2, =CH), 7,55 (1, 1H, J 7.8, H-3"), 7,27 (M, 2H, H-8,6"), 6,83 (mn, 1H, J
7,1,] 2,1, H-6), 6,73 (M, 2H, H-4'5"), 3,90 (1, 2H, J 5,6, H-1), 2,56 (1, 2H, J 5,6, H-3), 1,88 (M, 2H, H-2). Macc-ciekrp
(m/z, %): 319 (IM]*, 100), 302 ([M-OHT", 16), 226 (IM-C,H,-OH]", 8,4), 199 (IM-CH=N-C.H,-OH]*, 77), 185 (20),
145 (5), 119 (29).
4-(n-I'mapoxcudenuniamuno)mernanaen-2,3,4,10-rerparuapo-1H-nupuno[2,1-b |xunazonun-10-on (XIII). 13
0,228 1 (1 mmodb) IV, 0,109 1 (1 MMoOIb) n-aMHHO(EHOJIA AaHAJIOTHYHO BBIIICOMTMCAHHOMY CIIOCO0Y MOIYYatoT COeINHE-
must XIIL Beixox 0,255t (80 %), T, 240 — 242 °C. R;= 0,56 (xmopodopm — meranon, 5:1). UK-crekrp (v, em1):
3231 (O-H), 2939 (N-H), 1628 (C=0), 1523 (C=N), 1474 (C-N). Macc-criektp (m/z, %): 319 ([M]*, 100), 302
(IM-OH]*, 7), 226 (IM-C,H,-OHJ", 8,2), 199 (16,8), 184 (6,3), 119 (14).
4-(m-KapoOoxcudenniammuo)meruiauaen-2,3,4,10-rerparuapo-1H-nupuno|2,1-b | xunazonnn-10-on (XIV).
AHAJOTWYHO BbINIeOnucaHHOMY criocoOy u3 0,228 r (1 mmons) 1V, 0,137 1 (1 MMOJIB) M-aMUHOOCH30HHOM KHCIIOTHI TIO-
aydator 0,232 1 (67 %) coemunenust XIV ¢ 7, 276 — 278 °C (meranon), R;= 0,58 (xmopodopm — meranom, 5:1).
HK-crextp (v, em 1): 3450 (O-H), 2924 (N-H), 1686 (0-C=0), 1646 (C=0), 1527 (C=N), 1474 (C-N). Criextp SIMP 'H
(0, m.z1., J/T): 8,15 (m, 1H, J 13,7, NH), 8,02 (un, 1H, J 13,7, =CH), 7,87 (1, 1H, J 8,1, H-9), 7,69 (c, 1H, H-2'), 7,63 (x,
1H,J 7,2, H-6), 7,5 (1, 1H, ] 7,5, H-8), 7,12 — 7,20 (M, 4H, H-7,4',5',6"), 3,9 (1, 2H, J 6,0, H-1), 2,33 (T, 2H, J 6,0, H-3),
1,78 (M, 2H, H-2). Macc-cnextp (m/z, %): 347 ([M]*, 100), 330 ([M-OH]", 41), 302 ([M-COOH]", 4,2), 226
(IM-C4H,-COOHY*, 17,5), 211 ([M-NH-C,H,-COOH]*, 8,4), 199 (16,8), 198 ([M-CHNH-C,H,-COOH]", 8,4), 185
(7,7), 144 (3,5), 119 (10,5).
4-(n-Kapookcudennnamuno)meruanaen-2,3,4,10-rerparuapo-1H-nupuno[2,1-b |xunazonun-10-on (XV). U3
0,228 t (1 mmous) 1V, 0,137 T (1 MMOJIB) n-aMUHOOCH30MHOM KHCIIOTHI aHAJIOTUYHO BBIIICOTMCAHHOW METOIHMKE TIOITY-
gaotr 0,2351 (68 %) coemmuenus XV c¢ T, 296 —298 °C (meranon), R;=0,61 (xmopopopm — metanon, 5:1).
HK-criextp (v, em1): 3422 (O-H), 3053 (N-H), 1697 (O-C=0), 1636 (C=0), 1521 (C=N), 1476 (C-N). Criextp SIMP 'H
(0, M.z, J/Tm): 10,89 (¢, 1H, OH), 8,1 (m, 1H, J 13,6, =CH), 8,05 (x, 1H, J 13,6, NH), 7,89 (un, 1H, J 8,1, H-9), 7,78 (z,
1H, J 8,4, H-3".5"), 7,52 (1, 1H, J 8,1, H-7), 7,21 (1, 1H, J 8,1, H-8), 7,17 (&, 1H, J 8,1, H-6), 6,96 (1, 2H, J 8,4, H-2',6),
391 (t, 2H, J 5,8, H-1), 2,35 (1, 2H, J 6,5, H-3), 1,82 (M, 2H, H-2). Macc cuekrp (m/z, %): 347 ((M]*, 100), 330
(IM-OH]*, 39,8), 302 ([M-COOHT", 4,9), 226 ([M-C,H,~-COOH]", 17,5), 211 (IM-NH-C(H,-COOH]", 9,1), 199 (17,5),
198 ([M-CHNH-CH,-COOH], 7,7), 185 (8,4), 144 (2,8), 119 (11,2).
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4-(o-T'uapoxcudenntumuno)Merwinaen-2,3,6,10-rerparuapo-1H-nupuno|2,1-b |xunazoaun-10-on (XVI).
Cwmech 0,228 1 (1 mmonb) IV 1 0,110 1 (1 MmMoib) o-amuHO(eHONA B 8 MIT XJI0podopMa KHIIATAT B TeueHue 3 4. Boimas-
oMl 0CafioK OT(UIBTPOBLIBAIOT, MPOMBIBAIOT BoAoM u cymar. Ilomyuaror 0,192 T (60 %) coeaunenusst XVI ¢ 7.
210 - 211 °C (xa0opodopm), R;= 0,60 (6enzon — meranon, 5:1). UK-cnekrp (v, e~ 1): 3345 (O-H), 3110 (N-H), 1665
(C=0), 1533 (C=N), 1480 (C-N). MonekynspHas macca 319 (Macc-CIEKTPOMETPUUYECKH).

Cunte3 coenunennii XVII — XIX ocymecTBisioT no merony [15].

3-(®ypdypuanaen-2)-1,2,3,9-rerparuaponuppono|2,1-b |xunazoann-9-on (XVII). Cmecs 0,3 t (1,6 Mmmonb) ain-
kanouna I, 0,14 mut (0,16 1, 1,7 mmois) (p = 1,1598 r/cm?) dypdypona B 5 Mt JIEAIHONW YKCYCHOM KMCJIOTHI KUIISATAT B
TeueHne 2 —4 4. Ilocie OTrOHKM pacTBOPHUTENS OCTATOK HEPEKPUCTAILIM30BBIBAOT U3 BomHOro JIM®A. Ilomywaror
0,29 r (70 %) nponyxra peakuun XVII ¢ T, 234 °C, R;= 0,74 (6euzonm — wmeranon, 5:1). Crexrp SIMP 'H (3, m.x.,
JTm): 8,07 (nm, 1H, J 1,4, 7,8, H-8), 7,72 (to, 1H, J 1,4,] 7,08, H-6), 7,61 (m, 1H, J 8,2, H-5), 7,48 (1, 1H, ] 5,7, H-7),
7,39 (yur.c, 1H,=CH), 7,37 (n 1H, J 1,18, H-4"), 6,81 (u, 1H, J 3,55, H-2"), 6,61 (nx, 1H,J 1,65, J 3,31, H-3"), 4,3 (1, 2H,
17,09, H-1), 3,18 (T, 2H, J 2,8, J 10,15, H-2).

4-(m-Hutpo)oenzuanaen-2,3,4,10-rerparuapo-1H-nupuno[2,1-b |xunazonaun-10-on (XVIII). B 15 mn atunoso-
ro cimpta (96 %) pactBopsrot 12 mr (0,3 mmomns) NaOH, 0,3 r (1,5 mmons) I u 0,23 1 (1,5 MMOITB) M-HUTpOOEH3aIIBIC-
THJa U PEaKIMOHHYIO0 CMECh OCTABILIOT IPH KOMHATHOM TeMIleparype Ha 2 Heenu. BeimaBmmit ocanok oThUIBETPOBHI-
BAIOT, MPOMBIBAIOT HEOONBIINM KONMHYeCTBOM crmmpra U cymar. [lomygaror 0,21 (60 %) coemmnenus XVII ¢ T,
161 — 162 °C (6enzomn), R;= 0,71 (6enzon — meranoin, 5:1). Cnexrp SIMP 'H (8, m.x., J/T'n): 8,27 (m, 1H, J 1,9, H-2"),
8,23 (nm, 1H,J 1,6, J 8,0, H-4"), 8,14 (mx, 1H, J 2,1, J 8,0, H-8), 7,67 — 7,72 (M, 4H, H-5, 5',6'; =CH-), 7,55 (T, 1H, J 8,0,
H-6), 7,40 (at, 1H, J 1,6, J 8,0, H-7), 4,13 (1, 2H, J 5,9, H-1), 2,90 (at, 2H, J 2,1, J 6,7, H-3), 2,0 (m, 2H, H-2).
Macc-criexrp (m/z, 1, %): 333 ([M]*, 100), 332 (IM-1]*, 64), 287 (IM-NO,]*, 11,9), 286 (64), 211 ([M-C;H,-NO,[, 5),
199 (6,3), 185 (3,5), 144 (7), 119 (48), 76 (16).

4-(n-Hurtpo)denznnunen-2,3,4,10-rerparuapo-1 H-nupuno|2,1-b |xunazoann-10-on (XIX). PactBopsror 1,01
(5 mmonp) I1 B 10 Mt nensiHOM yKCYyCHO# Kucnore, mpuoasisiror 0,8 T (5,3 MMOIb) n-HUTPOOCH3IBICTHIA U KUTIATST B
tedenue 3 4. Ilocite OTTOHKH PacTBOPUTENS OCTAaTOK MEPEKPUCTAJUIM30BBIBAIOT M3 dTHJIALETaTa W MoiaydarT 1,36 T
(82 %) coemunennst XIX ¢ T, 226 —227 °C, R; 0,91 (xnopodopm — meranon, 15:1). UK-ciexrp (v, em'): 1717
(C=0), 1607 (C=N), 1541 (C-N), 1509 (NO,). Cnekrp 'H SIMP (8, m.x., J/T'): 8,03 (, 1H, J 7,7, H-8), 7,98 (x1, 2H, J
8,9, H-3',5"), 7,67 (1, 1H, J 8,4, H-6), 7,61 (c, 1H, =CH), 7,44 (n, 1H, J 8,4, H-5), 7,42 (1, 1H, ] 7,4, H-7), 7,34 (1, 2H, J
8,9, H-2',6"), 3,95 (1, 2H, J 5,7, H-1), 2,71 (tn, 2H, J 1,5, J 6,6, H-3), 1,87 (M, 2H, H-2).

4-(n-Amuno)oensuianaen-2,3,4,10-rerparuapo-1H-nupuno[2,1-b |xunazonun-10-on (XX). Cmecs O,IT
(0,3 mmonp) XIX, 0,114 1 (3 mmoub) Oopruapuaa Harpust B 20 MIT 3TaHOJa KHIIATAT B TeueHue 7 4. [locie oTroHku pac-
TBOPHUTENIS] OCTATOK NEPEeKPUCTANIN30BbIBAOT U3 BogHOro JIM®A u nonydator 0,085 r (93,4 %) coenunenus XX ¢ 7,
289 —290 °C, R; 0,94 (6enzon — meranon, 5:1). UK-cmektp (v, cm!): 3150 (N-H), 1660 (C=0), 1576 (C=N), 1510
(C-N). Cnekrp 'H SIMP (8, m.n1., J/T'w): 7,87 (n, 1H, J 7,9, H-8), 7,71 (n, 2H, J 7,5, H-3',5"), 7,44 (1, 1H, ] 7,5, H-6), 7,35
(c, IH, =CH), 7,29 (n, 1H, J 7,5, H-5), 7,15 (1, 1H, 1 7,9, H-7), 6,94 (1, 2H, J 7,5, H-2',6"), 3,68 (1, 2H, J 6,6, H-1), 2,56
(to, 2H, J 1,3, 7 6,8, H-3), 1,75 (M, 2H, H-2).

4-[(n-Hutpodennm)ruapoxcumerii]-2,3,4,10-rerparuapo-1H-nupuno|2,1-b |xunazoaun-10-on (XXI). B 15 mna
atusoBoro cnupta (96 %) pacreopstor 20 mr (0,5 mmons) NaOH, 0,5 r (2,5 mmons) II 1 0,38 r (2,5 MMOJIb) #-HUTpO-
OeH3aIbAETHA; PEAKIIHOHHYIO CMeCh KUMATAT | 4. OTrOHSIOT CIUPT M OCTATOK IEPEKUCTAIUTIN30BBIBAIOT U3 JTHJIANCTA-
ta, moay4atoT 0,55 T (62,5 %) coemunenns XXI ¢ 7, 171 — 172 °C, R;= 0,78 (6enzon — meranou, 5:1). Cnexkrp AMP
'H (8, m.x., J/T): 8,37 (mum, 1H, J 1,3,J 7,8, H-8), 7,99 (n, 2H, J 8,6, H-3', 5"), 7,34 (n, 1H, J 7,8, H-5), 7,19 (ut, 1H, J
1,3,17,8,H-6), 7,0 (r, 1H,J 7,8, H-7), 6,97 (1, 2H, J 8,6, H-2', 6"), 5,39 (1, 2H, J 3,2, OH), 4,11 (n, 1H, J 4,3, (OH) CH),
3,94 (m, 1H, 4-CH), 2,87 (M, 1H, H,-1), 2,13 (m, 1H, Hs-1), 1,1 (m, 1H, H,-3), 0,86 (M, 2H, H-2), 0,7 (m, 1H, Hg-3).
Macc-cniekrp (m/z, I, %): 351 (IM]7, 3,5), 333 ([M-H,O0]", 6,3), 302 (1,4), 201 (20,3), 200 (100), 199 (49), 185 (31,5),
173 (14), 144 (8,4), 119 (21), 104 (17,5), 76 (31,5).

7-Hutpo-3-[(n-nutpodenuwn)ruapoxcumern]-1,2,3,9-rerparuaponuppono|2,1-b |xunazonun-9-on  (XXIII).
AHaNOrn4yHO BhIIeonucanHomy meroay u3 0,231 1 (1,0 mmoine) 7-HuTpo-1,2,3,9-TeTparuaponuppono[2,1-b |xuHazo-
mH-9-ona (XXII), 0,151 r (1,0 mmoup) n-autpobensanbaeruaa, 0,008 r (0,2 mmons) NaOH) nomygaror 0,4 r (83 %)
coequuennst XXIII ¢ 7, 224 — 225 °C, R;= 0,9 (6enzon — wmeranon, 3:1). UK-ciextp (v, em1): 3455 (O-H), 1670
(C=0), 1540 (C=N), 1475 (C-N). Monexynspraas Macca 382 (Macc-CIIeKTPOMETPHUIECKH ).

7-IN-(n-Hutpobenzuanaen)umunol-1,2,3,9-rerparugponuppono|2,1-b | xunazoann-9-on (XXVI). B 5 mu nupu-
muHa pacteopsitoT 0,1 T (0,5 Mmmoie) 7-amuHo-1,2,3,9-TeTparunponuppoio|2,1-b [xunazonuH-9-ona (XXIV) u 79 mr
(0,52 MMoITh) n-HUTPOOCH3ABACTHIA. PeakIMOHHYI0 cMech OCTaBIISIOT IpH 5 — 6 °C B TedueHue 5 Henelb. Brimapmme
KPHCTAIUTBI OT(QMIIBTPOBBIBAIOT, IIPOMBIBAIOT HECKOIBKO pa3 HUKIOTeKcaHoM H cymar. [lomywatot 80 mr (48 %) mpomayk-
ta peaknun XXVI ¢ T 258 — 260 °C, R; 0,74 (6emszon — meranoin, 3:1). Crexrp 'H SIMP (8, m.x., J/Tm): 8,93 (¢, 1H,
H-12), 8,33 (m, 2H, J 8,7, H-3",5"), 8,19 (x, 2H, J 8,7, H-2',6"), 7,98 (un, 1H, J 2,5, H-8), 7,78 (an, 1H, J 2,5, ] 8,7, H-6),
7,63 (n, 1H, J 8,7, H-5), 4,03 (1, 2H, J 7,2, H-1), 3,05 (1, 2H, J 8,1, H-3), 2,13 (M, 2H, H-12). Macc-cniektp (m/z, %): 334
(M, 93), 304 (IM-NOJ*, 100), 303 (66,2), 288 (IM-NO,]*, 12,4), 287 (29), 212 (IM-C,H,-NO,)[*, 2,0), 185
(IM-N=CH-C(H,-NO,[*, 11), 157 (4,8), 143 (2), 131 (5,5), 118 (18,6), 101 (14,5).
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8-[N-(n-Hurtpobensuauaen)umuuol-2,3,4,10-rerparuapo-1H-nupuno|2,1-b | xunazonnun-10-on (XXVII). Amna-
JIOTHYHO BblenpuBeneHHomy Metony u3 0,1 r (0,46 mmonp) 8-amuno-2,3,4,10-terparuapo-1H-nmupuno[2,1-b [xunazo-
nuH-10-oHa (XXV) 1 76 mr (0,50 Mmmonb) n-HUTpoOeH3abaeruaa noiay4arot 85 mr (53 %) npoxykra peakiun XXVII ¢
T, 244 —245 °C, R;= 0,8 (6eu3on — meranoun, 3:1). Cnexkrp 'H SIMP (8, m.1., J/T): 8,93 (¢, 1H, =CH), 8,33 (1, 2H, J
8,8, H-2',6"), 8,20 (&, 2H, J 8,8, H-3",5"), 7,96 (n, 1H, J 2,5, H-9), 7,7 (nn, 1H, J 8,5, J 2,5, H-7), 7,60 (1, 1H, J 8,5, H-6),
3,92 (1, 2H, J 5,6, H-1), 2,87 (1, 2H, J 6,6, H-4), 1,78 — 1,88 (M, 4H, H-2,3).

Cunre3 coequnennit XXIX — XXXII ocymectsisitor o merony [19, 20].

5,6-Aumernatueno|2,3-d [nupumuann-4-on  (XXIX). PactBop 61 (0,03 Monp) 2-aMHHO-3-3TOKCHKapOO-
HWI-4,5-numerwitnodena B 12 Mt popMaMuia HarpeBaroT Ha MacisiHO# O6ane nipu 140 — 150 °C B Teuenue 6 4. Peak-
UOHHYIO CMECh OXJIKAAIOT W BBINABIINI OCalOK OT(QHIBTPOBBIBAIOT, IIPOMBIBAIOT BOMOH H cymiat. [locie mepekpu-
CTAJUT3AINH U3 3TaHoJa moydaroT 5,26 T (97 %) coequuenns XXIX ¢ 7, 270 °C, R;= 0,65 (6en301 — Metanodw, 3:1).
HK-crektp (v, em 1): 1692 (C=0), 1595 (C=N), 1506 (C-N). Cuexrp SIMP 'H (8, m.x., J/Tw): 11,95 (¢, 1 H, NH), 7,81
(c, 1H, H-2), 2,48 (¢, 3H, 5-CHj;), 2,39 (¢, 3H, 6-CH,). Dnexrpocnpeit-MC, m/z (%): 181 ((M+H]*, 3,1), 148 (13,5), 126
(17,7), 99 (16,7), 65 (100). CgHgN,OS (180,15).

2-0xkco-5,6-numeTuarueno|2,3-d lnupumuani-4-on (XXX). Cmece 21 (10,05 MMonp) 2-aMUHO-3-3TOKCHKApOO-
Hui-4,5-qumermituodena u 4,2 r (70,2 MMoIb) MOYEBHUHBI HarpeBaroT Ha necuaHoi 6ane npu 220 — 230 °C B TeueHue
2 4. PeakimoHHY10 cMeCh OXJIaKAatoT U obpadarbiBatoT 5 % NaOH, BeimaBmmii ocajok oT(UIBTPOBBIBAIOT U (DUIIBTPAT
nogkucisitoT 10 % ykcycHoit kuciotoit. Ocagok mpoMbIBaroT BoJoi u cymar. [Tomydatot 1,8 T (91 %) mpoaykra XXX ¢
T,, 350 —351 °C (sranon), R;=0,4 (6erzon — aueron, 3:1). UK-ciektp (v, cm~1): 2975 (CH,), 1690, 1665 (C=0),
1584 (C=N), 1495 (C-N).

2-Tuokco-5,6-mumeTuinrueno|2,3-d jnupumuand-4-on (XXXI). Cmech 2 1 (10,05 Mmmoinb) 2-aMHHO-3-3TOKCHKAp-
6onmi-4,5-numernntrodena u 2,28 (30 MMOIb) THOMOYCBHHBI HArpeBaroT Ha necyanoi 6ane mpu 200 — 210 °C B Te-
gyerue 2 4. CMech OXJIaXXIatoT u oopadarsiBaroT 5 % NaOH, BemaBmmii 0cagok oTGMIETPOBRIBAIOT M (QHIBTPAT MOJ-
xucistoT 10 % ykcycHolt kucioroid. Ocaiok IPOMBIBAOT BOIOM, CyIIAT U MOCJE NEPEKPUCTAIUIM3ALUU U3 ITaHOJIA TI0-
ayqarot 1,6 T (75 %) coemuuerns XXXI ¢ 7, 313 —315 °C, R;=0,5 (6enzon — amneroH, 3:1). UK-crektp (v, em!):
2970 (CHs;), 1670 (C=0), 1582 (C=N), 1480 (C-N), 1275 (C=S).

5-Hurtpo-6-metniarueno|2,3-d |nupumuaun-4-on (XXXII). 21 (0,011 mons) coenurenns XXIX pacTBopsioT B
5,3 v xorn. H,SO, (p = 1,820 r/vu1) mipu oxtaxaeHuu (JiensHast 0aHst) ¥ IPHOABILIFOT HUTPYIOUIYIO CMECh, COCTOSIITYTO
u3 2,04 max HNO; (p = 1,360 r/mn) u 3,53 M H,SO, (p = 1,820 r/mi) B Teuenue 1 4. PeakjmoHHYyI0 cMech MepeMentn-
BatoT nipu 40 — 50 °C B TeyeHue 5 4 ¥ 1ocie OXJIaKIACHUS O KOMHATHOM TeMIepaTypsl pasiaratoT JibgoM. Ocagok oT-
(bUIBTPOBBIBAIOT, MPOMBIBAIOT AUCTHIUIMPOBAHHON Bopoil 1o pH =7 u cywmar. [lonywator 1,6 r (69,6 %) npoaykra
XXXII ¢ T, 310 °C (meranon), R;= 0,25 (6enzon — meranon, 3:1). UK-cnekrp (v, e 1): 3440 (NH), 1691 (C=0),
1596 (C=N), 1505 (NO,). Cnekrp SIMP 'H (8, m.1., J/Tn): 13,41 (c, 1 H, NH), 8,06 (¢, 1H, H-2), 2,97 (c, 3H, 6-CH,).
Onexrpocnpei-MC, m/z (%): 211 (IM]*, 2,8), 193 (47), 174 (18), 165 (100), 138 (65), 110 (45), 83 (40). C;HN,O,S
(211,17).

3KC}’l€pl/lM€HmaJleCl}l buonocuyecKkas 4acmo

[IpoTHBOMHUKPOOHYIO AKTUBHOCTH OMPEINCISUIA MO YYBCTBUTEIBHOCTH TECT-KYJABTYP MHUKPOOPTaHU3MOB METOIOM
muddysuu B arape [23].

B paboTe UCosap30BaIN 5 MITAMMOB TPAMIIONIOKHUTEIBHBIX M TPAMOTPHIIATENILHBIX OAKTEPHU M APOHIKESTTOTOOHBIX
rpu6oB: S. aureus ATCC 25923/004134; E. coli ATCC 25922; Pseudomonas aeruginosa ATCC 27853/004135; Bacillus
cereus 24/003600; Candida albicans 7/003838.

Bce KymbTypbl MUKPOOPTaHH3MOB TTIOBTOPHO WACHTH(UIIMPOBAHEI B COOTBETCTBHU C OOIICTIPHHATHIMHA PEKOMEHIa-
OUSAMH | omipenenuTenieM OakTepuit bepmxu, 8 — 9 m3nanus, 1984, 1997 rr., mo KyJIbTypalbHBIM, MOP(HOJIOTHYSCKUM,
THHKTOPHAIBHBIM, (DepMEHTAaTHBHO-OMOXHMHUIECKAM CBOHCTBAM.

B pabote ucnonp3oBanu murarenbhsie cpensl CII “Kafolat Kapoor Fashion” (mpoussoactea HiMedia, India).

st 1abopaTopHBIX UCCISIOBAHHUN HUCIIONB30BANIN 24-4aCOBYIO arapoByIO KyJIbTYPY MHKPOOPTaHH3MOB, CTAaHIAPTH-
30BaHHYI0 10 Mak®apnaHay u JOMOTHUTEIBFHO pa3BeeHHY0 B 10 pa3 cTeprabHBIM (HU3UOIOTHYSCKIM PACTBOPOM 0
koHIeHTparmu 107 MUKPOGHBIX TEI/MII.

TToceB UCIIBITYEMBIX IITAMMOB MUKPOOPTaHU3MOB B KOHIEHTpauuu 107 MUKPOOHBIX TEJ/MJI MPOU3BOMUIHN Ha TLjIa-
CTHHYATHIA IHTaTeNbHBIN arap Miomepa — Xunarona (Muller Hinton M173, HiMedia, India) meTomom rasona. Jlms
TECTUPOBAHUS TPOTHBOTPUOKOBOI aKTHBHOCTH TPUMEHSIIIN TUTATeNbHBIN arap Mromiepa — Xuntona (Muller Hinton
M173. HiMedia, India) ¢ mo6aBneHuem 2 % IIIIOKO3bI.

VYder pe3ynbTaTtoB NpoBoanin yepe3 18 — 24 1 uakyOaruu B TepMocTtare mpu 37 °C 1Mo HaJTMYHEO 30H YyTHETSHUS POC-
Ta TECT-MHKPOOPTaHI3MOB BOKPYT JIYHOK C 00pa3liaMy COSITUHEHHH.

3amep JuaMeTpOB 30H MPOBOAMIM ¢ TToMomIbio muHelkn HiAntibiotic ZoneScale-c 1 BrIpaXkaid TUameTp 30HBI OT-
CyTCTBHUS pocTa B MM. KOHTpoJIeM pocTa MUKPOOPTaHU3MOB CITYKHJI IIOCEB TECT-KYIBETYp MHKPOOPTaHH3MOB Ha CpeIy
0e3 uCCIIeqyeMbIX BEIICCTB.
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VY4er pe3ynbTaroB U MHTEPIIPETALHsl TPOBOAMINCH MO CIEAYIOIINM KpUTEpUsiM: 6 — 7 MM — OTCYTCTBHE IPOTHUBO-
MHUKPOOHOH aKTUBHOCTH, 8 — 10 MM — MHUHUMaJbHAs aKTUBHOCTh, 10 — 17 MM — yMepeHHasi IpOTHUBOMUKPOOHAs! aK-
TUBHOCTH, 17 MM H BbIllie — BbIpaK€HHAast IPOTUBOMHUKPOOHAs aKTUBHOCTb.

Pesynomamet u ux obocyscoenue

B mporiecce n3ydeHust npOTHBOMUKPOOHOH aKTHBHOCTH MPOU3BOAHBIX ankanonaos I u I BBIIBICHO, YTO HCXODHOE
3-rugpokcuMeTminaeHoBoe npousoaHoe 11 ob6nanaeT BepakeHHOW aKTHBHOCTBIO B OTHOILICHUH S. aureus M B. cereus
u ymepeHHoi — B otHowmeHuH E. coli, C. albicans n P. aeruginosa. Coenuaenue IV o6manano Toiabpko ¢1abo BbIpaKeH-
HOW aKTUBHOCTBIO IPOTUB E. coli, B. cereus u P. aeruginosa, IpaKTAYECKU HE BO3ACUCTBYS MpH 3ToM Ha S. aureus u C.
albicans (tabnuna). B psay nx metununeHnponsBonHbix (V — XVI) oco6o Beiensunck XVI 1 'V, KoTopbie POsSBUIH
SIPKO BBIPKCHHYIO aHTHOAKTEPHATIBHYIO aKTHUBHOCTD KaK B OTHOIIICHUH T'PaMITOJIOKUTEIBHBIX (S. aureus ), Tak ¥ TpaM-
OTpHIIATEIILHBIX OakTepuit (B. cereus u P. aeruginosa). JIjis 3THX e COSTUHEHUHN OKa3ajach XapaKTepHOU U BhIPaKEH-
Hasl aHTUMUKOTHYIECKas! aKTUBHOCTh B OTHOIICHHUH APOKKENOTOOHBIX TPHOOB, KOTOPasi TAK)KE BBISIBICHA U y COCIUHE-
aust XIII. Coenunenus VIII, IX, XII, XIV obnanaim ymMepeHHOH aHTUMHUKOTHYECKOM aKTHBHOCTBIO.

Apumunes(pypbypumuaen) — I u IT (XVII — XXVII) u tuenonupumuguHors! (XXIX — XXXII) nposiBuiu cpas-
HUTENBHO ciIaboe MPOTHBOMHUKPOOHOE AelicTBue. B oTHomeHun S. aureus yMEpEeHHYIO aHTHOAKTEPHAIbHYIO aKTHB-
HocTh nposiBrn coeauHeHus XXXI u XXXII, ocrampable 0Ka3aiuch Manod(G(eKTHBHBIME. YMEpEeHHAsT aKTUBHOCTb
xapaktepHa: npotus E. coli nns coenuuenuit XXVII, XXX, XXXII; npotus B. cereus — coenunenust XX VII, XXXI,
XXXII; mpotu P. aeruginosa — XXI, XXVI, XXVII, XXXII. BripakenHasi akTUBHOCTb B oTHouieHuu C. albicans
obnapyxena y coequHennit XXVII, XXXI, ymepennoe aeiictBue nposisuiock y coequnennit XXI, XXVI, XXX u
XXXII. B 3tom psity TONbKO 5-HUTpO-6-MeTHnTHeHO[2,3-d Jmupumunun-4-ox (XXXII) nposiBui yMepeHHYyI0 IPOTHBO-
MHUKPOOHYIO aKTHUBHOCTH B OTHOIICHHWHU BCEX MCIIOJIH30BAHHBIX B OIBITE TECT-KYJIBTY].

W3y4enne 3aBHCUMOCTH OMOJIOTHIECKON aKTHBHOCTH OT XUMHUYECKOH CTPYKTYpHI MOTy4eHHBIX mpon3Boaubix I n 11
BBISIBIJIO, YTO TIPH BBEJCHNUH B MX MOJIEKYJIBI OCTaTKOB AMHUHOB ITPOMCXOANT YBEINICHHUE MX IPOTHBOMHUKPOOHOH aKTHB-
HOCTH, B TO BpeMs KaK MPUCYTCTBHUE apHINICH- WIH apHUITHAPOKCHMETHINICHOBEIX (DparMeHTOB, HA00OPOT, CHIKAET
AKTUBHOCTH 10 MUHUMYMa.

IIpoTHBOMHKPOOHASI AKTHBHOCTH CHHTE3HPOBAHHBIX COCIMHEHU (AMaMeTPhI 30H 3aePKKH POCTA TeCT-IITAMMOB, MM)

Tect-mramMmm

CoenuHenune
1 2 3 4 5
I 21 15 19 10 10
v 7 13 10 7 14
\% 20 12 20 20 16
VI 6 6 7 6 10
VII 6 6 7 16 9
VIII 7 6 7 8 8
IX 6 6 7 6 10
X 6 6 7 6 6
XI 7 6 9 8 9
XII 10 6 7 6 7
XII 6 6 7 10 7
X1v 10 6 9 6 9
XV 6 6 7 10 7
XVI 32 8 20 30 18
XVII 6 6 6 6 6
XVIII 6 6 6 7 6
XIX 6 6 6 8 6
XX 6 6 6 8 8
XXI 6 6 6 10 10
XXIIT 9 6 9 9 6
XXVI 7 6 8 10 10
XXVII 7 11 14 20 12
XXIX 6 6 6 7 6
XXX 8 16 8 14 6
XXXI 12 6 12 18 8
XXXII 12 15 16 12 10

TIpumeuanue: 1 — S. aureus ATCC 25923/004134; 2 — E. coli ATCC 15922; 3 — Bacillus cereus 24/003600; 4 — Candida albicans 7/003838; 5 — Pseu-
domonas aeruginosa ATCC 27853/004135.
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Takum 00pa3oM, MPOBEICHHBIC UCCIIEA0BAHUS TOKA3AMIHU, YTO TOUCK OAKTEPULIUIOB B PAIY METIHIHICHIPOU3BOIHBIX
I u 11 siBAsteTCst MepCIEKTUBHBIM HAMIPABICHUEM U OTKPHIBAET HOBBIE BOSMOXKHOCTH JUISl CO31aHUS METOAOB CUHTE3a aH-
TUMUKPOOHBIX MIPENapaToB IIHPOKOTO CHEKTPa ACHCTBUS.
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SEARCH FOR BACTERICIDES AMONG DERIVATIVES OF DEOXYVASICINONE,
MACKINAZOLINONE AND THIENOPYRIMIDINONES
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A series of arylidene- and aryl-hydroxymethyl derivatives of 1,2,3,9-tetrahydropyrrolo[2,1-b]quinazolin-9-one and 2,3,4,10-tetrahydro-1H-pyrido[2,1-b]qui-
nazolin-10-one have been synthesized. Amino derivatives were used to obtain the corresponding Schiff bases. Hydroxymethylidene derivatives and arylami-
nomethylidene 1,2,3,9-tetrahydropyrrolo[2,1-b]quinazolin-9-ones and 2,3,4,10-tetrahydro-1H-pyrido[2,1-b]quinazolin-10-ones have been obtained. Anti-
microbial activity of the synthesized compounds has been studied against S. aureus, E. coli, B. cereus, C. albicans, and P. aeruginosa strains. It is concluded
that the search for new bactericides in this series of compounds is promising.

Keywords: deoxyvasicinone; mackinazolinone; thienopyrimidinones; condensation; aromatic aldehydes; Vilsmeier — Haack reaction; nucleophilic substitu-
tion; arylidene derivatives; arylaminomethylidene derivatives; antimicrobial activity.
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