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Pa3paboTaHbl METOIBI CHHTE3a HOBBIX KOHJICHCHPOBAHHBIX MPOU3BOIHBIX TUpaHo[4,3-b|MupuarHa Ha OCHOBE
MIPOU3BOIHOTO ITHII-3-aMuHOTIHpaHo[4,3-b]tueno[3,2-e|Jnupuann-2-kapOokcuiara. VcciaenoBansl peakinu
B3aMMOJICHCTBHS KOHIACHCHPOBAHHOTO 3-((heHOKCHKapOOHHIT)aMHUHOIIPOU3BOAHOTO C IEPBUYHBIMU U BTOPHY-
HBIMH aMHHAMH. YCTaHOBJICHO, YTO B CJIydae MEPBUYHBIX AMHUHOB PEAKIHs COMPOBMKAACTCS LUKIN3aIMei ¢
00pa3zoBaHieM KOHICHCHPOBAHHBIX MUPUMUAMHOB. [Ipy MCIIONB30BaHUH JK€ BTOPUUHBIX aMUHOB CTPYKTypa
KOHEYHOT'O IIPOJIyKTa 3aBUCUT OT YCJIOBHI MPOBEACHHS peakunu. MccneqoBanbl aHTHOAKTepHaIbHbIE CBOHCTBA
CHHTE3UPOBAHHBIX coefrHeHni. [lokazaHo, 4TO OHH MPOSBIISIOT C1a0yi0 aHTHOAKTEPHATIbHYIO aKTUBHOCTb.

KuroueBbie ciioBa: nupano[4,3-b|nupunus, nupano[4,3-b]tueno|3,2-eJnupunun, nupano[3",4":5',6' Tnupu-
10[3',2":4,5]tueno[ 3,2-d[mupumMuinH, aHTHOAKTepUAIIbHAS AKTUBHOCTh
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BBEJIEHUE

[Ipon3BomHbIE THPUANHA, SBISISICH CTPYKTYp-
HbIMH CIUHHMIIAMU JUIsI KOHCTPYMPOBAaHHUS HOBBIX
KOH/ICHCHUPOBAHHBIX TE€TEPOIUKINYECKAX CHCTEM,
MPEACTABIAIOT HECOMHEHHBIM MHTEpeC B IUIaHE IO-
WCKa HOBBIX OHMOJIOTMYECKH aKTHBHBIX COCTUHCHH.

dycapucup

3aHTOCUMYIIHH

JluteparypHblie JaHHBIE CBUAETENBCTBYIOT O TOM, YTO
MUPAHONMUPUANHBL  00JAaAI0T HIMPOKUM  CIIEKTPOM
Ounonornyeckoro aecTBua. M3BecTHO, YTO cpeau
MIPUPOHBIX AJKAIOUIOB OOHAPYKEHBI TIPOU3BOIHBIE
MUPaHOMUPUANHOB — (ycapucun [1], 3aHTOCUMYITHH
n N-metmndauamepcuH [2] ¢ BBICOKOW Onomornye-
CKOM aKTUBHOCTHIO (pHC. 1).
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Puc. 1. Ilpupousie OMONIOTHIECKH aKTUBHBIE TIPON3BOIHEIC TTMPAHOUPUINHOB
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Puc. 2. CunreTnyeckre OHOIOTHYCCKHI

HccnenoBanus Takxke MO3BOJIMIH BBISIBUTh B PSIILY
MMUPAHONUPUANHOB COSTUHEHHUS, TTPOSBIISIOIINE ITPO-
TUBOBOCTIANHUTENbHYIO [3], anTHOakTepuansHyro (I)
[4], mporuBoomyxonesyto (II) [5], HelpoTpomHytO
(IIT) [6] akTHBHOCTH (pHC. 2).

WuTepec k xumuu nupano[4,3-b|nIUpuaMHOB, KO-
TOpBIE B HACTOSAIIEE BPEeMsI HEAOCTATOYHO H3YUCHBI,
00YCJIOBJICH HAJIMYUEM Y HUX IICHHBIX OMOJIOIMYECKUX
cBoiicTB. CHUHTE3UPOBAHHBIC HAMH KOHACHCHPOBAH-
HbIC TIPOM3BOAHBIC MUPAHOMUPUIUHOB TAKKE IMPOsi-
BHJTM OMOJIOTMYECKYHO aKTUBHOCTH [ 7-9]. [locnennum
OOBSICHIETCSL TEJIECOO0PA3HOCTh JIANbHEHIIET0 CH-
CTEeMaTHYECKOTO M3YUYCHHUS JJAHHOTO KJlacca COeMHe-
HUW M KOHCTPYHUPOBAHHS HOBBIX KOHJEHCHPOBAHHBIX
TeTePOLMKINIECKIX CHCTEM.
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AKTUBHBIC TTPOMU3BOAHBIC TUPAHOIIUPUIUHOB

PE3VIIBTATBI 1 OBCYXIAEHNE

CuHTEe3 OCYyIIECTBISUIM Ha OCHOBE paHee IOJTy-
YEHHOTO  JTWII-3-aMUHO-7,7-auMeTHn-4-(dyp-2-ui)-
7,8-nmurunpo-5H-upano[4,3-b]tueno[3,2-e]-2-kap-
Ookcunara (1) [10]. B3aumoseiicTBue mocaeIHEro ¢
KOHILIEHTPUPOBAHHBIM T'HIPATOM THIpa3uHa MPUBEIIO
¢ BeixozioM 80% k amunHorunapasuay 2. B UK crek-
Tpe MOCIEHEr0 MPUCYTCTBYIOT MOJIOCHI MOINIOIIEHUS
NHNH, rpynmnst npu 3105, 3303 u 3455 cm!, a CO
rpymmsl — npu 1602 cm~!. B cnektpe SIMP 'H cur-
HaJIbl TPOTOHOB KapOOTUAPA3UAHON TPYNIBI HAOIIO-
natorcs nipu 4.40 (NH,) u 8.88 (NH) m.a. Peakuueit
amuHo3upa 1 ¢ peHmIxIOpHOPMHUATOM CHUHTE3H-
poBaHO (EHOKCHKAapOOHMIIIIPOU3BOAHOE 3, KOTOpPOE
0Ka3aJI0Ch MHTEPECHBIM C TOUKH 3PCHHUS TaTbHEHIINX
npeBpaiueHuid. CoenvHenue 3 ¢ JIETKOCTbIO BCTYyIa-
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5, 6, R = nupponunun-1-un (a); nunepuaus-1-ui (b); mopdoaun-4-ui (¢).

€T B PEaKUUU C aMUHAMH, IPUYEM B3alMOJEHUCTBHE
C TMEPBUYHBIMU AMHHAMM COIPOBOXKAACTCS ITUKIIH-
3anueil ¢ oOpa3oBaHMEM THEHONMPUMHUAWMHOB 4a, b
(cxema 1). B UK cnexrpax coenunennii 4a, b ume-
FOTCSI TTOJIOCHI MomtonieHus B oonactu 3388, 3390 u
1708, 1712 cm~!, xapaxrepnsie s NH u CO rpynm,
cootBeTcTBeHHO. B crektpax AMP 'H curnamsr mpo-
toHoB NH rpynmn Haxonsarcs B obmactu 8.87 M.I., B
TO BpeMsi Kak curHai nporoHa NH rpynmnel coegune-
HUs 3 Haxoautcs B oonactu 9.02 M.o.

Wnast kapTuHa HaOMIOAAeTCsl P UCIIOIb30BAHUH
BTOPUYHBIX aMHHOB. OKa3ajaoch, 4TO B 3aBUCUMOCTH
OT YCJIOBHUH IPOBEJECHUS OIBITA B PEAKLUIO MOXKET
BCTymNaTh ()YHKIMOHAJIbHAS TPYMIa B TPEThEM HIIU
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OJHOBPEMEHHO BO BTOPOM M TPETHEM ITOJIOKEHHUSIX
tnoeHoBoro konpua. llposenaenne peakuuii B 3TaHo-
Jie IPUBOAMT K 00pa30BaHUIO COCMHEHU Sa—c, a 6e3
3TaHoNA — K coeNMHeHsIM 6a—c (cxema 2). O6 3ToM B
crextpax SIMP 'H coenuueHnii 5a—¢ cBHIETENbCTBY-
0T CUT'HAJIbl IPOTOHOB 3TOKCHJIBHBIX I'PYMI B 00Jna-
cti 1.42 m 4.37 M.a., B TO BpeMs Kak B criektpax SIMP
'H coemmuennii 6a—c OHM OTCYTCTBYIOT.

OcoO0blif UHTEpeC MPENCTaBHIO B3aWMOACHCTBHE
coemuaeHUST 3 ¢ N-(IudEeHUIMETHI )TATICPA3HHOM.
Oxka3anock, YTO NPHU NPOBEACHUHM PEAKLUH B 3TaHO-
Jie B peakUHIo BCTynaeT (pyHKIMOHAJbHAS TPyIIa B
MoJOKEeHU! 3 THO(EHOBOTO Konbla (coeanHeHue 7).
B ToM ke ciydae, ecny peakius OCYIIECTBISICTCS B
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HE3HAYNTEIHFHOM KOJM4YecTBe OyTaHoIa (Tak Kak o0a
peareHTa HaXOIATCS B KPUCTAIITHIECKOM COCTOSTHHH ),
MIPOUCXOANT OTIICIUICHHE (PEHOKCHUKApOOHMIBHON
TPYMITEI ¢ 00pa30BaHUEM aMUHOTPYIIIIBL, U B PEAKITHIO
BCTYIIACT CIAMKHOApUPHAs Tpymia (coequHenue 8). B
UK cnekrpe coequHeHust 8§ UMEIOTCS MONOCHI MO0~
menus B o6mactu 3450, 3411 cv!, xapakrepHsie s
NH, rpynsl, a TakKe CUTHAIIBI IPOTOHOB MOCJICAHEH
B criektpe SAMP 'H 8 o6nactu 7.54 M.I., B TO BpeMs
KaK CHTHAJBI (EHOKCUKAPOOHMIBHON TPYIIITHI OTCYT-
CTBYIOT.

Tak kak nmuTepaTypHbIE IaHHBIE CBHICTEILCTBY-
10T O BBIP&KCHHOW aHTHOAKTEPUATBbHOW aKTHBHOCTH
MPOU3BOJIHBIX MUPAHONUPUANHOB [4], BCe HOBBIE
CHUHTE3UPOBAHHBIE COCIUHEHUsI ObLIM IPOTECTUPOBA-
HBI Ha aHTHOAKTEPHUAIbHYIO aKTUBHOCTD.

AHTHOAKTEPHATFHYIO aKTUBHOCTH U3yYaJld 110 Me-
Tony «muddys3us B arape» [11]. B ombiTax ucmnomnb-
30BaJIM IPaMIONOKUTENbHBIE (Staphylococcus aureus
209p) u rpamotpunarensubie (Sh. Flexneri 6858,
E. coli 0-55) Oakrepun. VccnenoBanusi aHTHOAKTE-
pHaTbHBIX CBOWCTB MOKA3aJIM, YTO CUHTE3UPOBAHHbIC
COETMHEHHS TPOSBIAIOT cIalyl0o aKTHBHOCTH B OT-
HOIICHUU BCEX MCIIOJIb30BaHHBIX MITaMMOB (d = 10—
18 MMm).

OKCIIEPUMEHTAJIBHA S YACTD

UK crnexTpsl perncTpupoBalii Ha CIEKTPOMETpE
Nicolet Avatar 330 FT-IR (CILIA) B BazenwHOBOM
macie. Crextpsl SMP 'H u 13C 3aperucrpupoass
Ha npubope Mercury 300 Vx (CLIA) ¢ wacroroii 300
n 75.462 MI',, cOOTBETCTBEHHO, BHYTPEHHHUH CTaH-
mapt — TMC. Ilpu OoTHeCEHWH CHWTHAJIOB B CIICK-
tpax SIMP 'H u 3C wucnoms3oBan meron DEPT.
OneMeHTHBII ~aHanmM3 BBIIOJIHEH Ha mpudope
Elemental Analyzer Euro EA 3000 (I'epmanmus).
Temneparypsl TIaBICHHS OTpeesIeHbl Ha MUKPOHA-
rpeBaresibHOM ctonuke Boetius (I'epmanus). B pa-
00Te HMCIOIH30BAIM KOMMEPUYECKHE PEaKTHBBI (QUPM
«Flukay (I'epmanms), «Aldrich», «Sigma» (CLIA).
PacTBopuTenu ouumianu 1o CTaHAAPTHBIM METOJU-
KaM.

3-AMuHo-7,7-numeTni-4-(2-pypua)-7,8-nurua-
po-5SH-nupano|4,3-b]Tueno|3,2-e|nupuann-2-kap-
ooruapasua (2). Cmecs 3.7 r (10 MMonb) coequne-
Hud 1 1 15 M1 KOHLIGHTPUPOBAHHOIO TUApPaTa FUApa-
3WHA KUISTHIN B TedeHue 6 4. [locie oximaxxaeHus K

cMecH MPHUOAaBIISIIN XOJIOIHYIO BOJY, BBITIABIIIHE KPH-
CTaJUTBI OT(UIBTPOBBIBAIIN, TPOMBIBAIN BOJIOH, d(H-
pOM, TEpPEKPHUCTAIUIM30BEIBAIN U3 3TaHONA. Bhixon
2.9 r (80%), xenThle KpucTamwiel, T.Ia. 260-261°C.
UK cnextp, v, em ' 3270, 3400, 3420 (NHNH,),
1670 (C=0). Cniextp SIMP 'H (JIMCO-ds—CCly, 1:3),
o, m.a.: 1.30 ¢ (6H, 2CHy), 2.93 ¢ (2H, CH,), 4.40
yurc (2H, NHNH,), 4.58 ¢ (2H, OCH,), 5.91 ym.c
(2H, NH,), 6.68 1.1 (1H, Hyyp J 3.3, 1.8 T), 6.71
a (1H, Hyyy o J 3.3, 0.8 Tr), 7.81  (1H, Hyyyps
J1.8,0.8 '), 8.88 yur.c (1H, NHNH,). Cnexrp SIMP
BC (IMCO-dg—CCly, 1:3), 8, ma.: 26.1 (2CH;),
429 (CH,), 60.0 (OCH,), 70.6 [C(CH5),], 97.6,
111.2 (4-CHgyppy)> 112.1 (3-CHgpypyn), 121.1, 124.9,
129.8, 144.0 (5-CHgypyy), 144.5, 144.6, 145.4, 153.8,
165.0. Haitneno, %: C 56.84; H4.99; N 15.68; S 8.81.
C,7HgN4O5S. Brruucaeno, %: C 56.97; H 5.06; N
15.63; S 8.95.

Itua-7,7-numernn-4-(2-¢pypui)-3[(penoxcu-
kapOoHnunja)amMuHo|-7,8-quruapo-SH-nupanol4,3-
b]Tueno[3,2-e|nupuann-2-kapookcuiaar (3). Cmeco
3.7 r (10 mmomnp) coequnenust 7 u 1.6 ¢ (10 Mmorp)
¢dhennmxmopdopmuara B 20 M IMOKCaHA KUTISTHIIH
MpH TIepeMeInBaHuy B Tedenue 6 4. [locie oTronku
JIMOKCaHa K OCTAaTKy MPUOABISUIA MPH OXJITKIACHUU
20 M Bompl. BrITaBmIme KpUCTAILIBI OT(OHIBTPOBHI-
BaJIM, TIPOMBIBATIM BONIOW, I(PUPOM, TEPEKPUCTAIIITH-
30BBIBAJIM U3 3TaHoNa. Berxon 2.9 1 (60%), kpemoBbie
Kpuctamibl, T.Iu. 171-172°C. UK cnekrp, v, em b
3343 (NH), 1760, 1690 (C=0), 1590, 1564, 1548
(Ar). Criextp SIMP 'H (JIMCO-ds—CCly, 1:3), §, m.1.:
1.32 ¢ (6H, 2CHy;), 1.43 T (3H, CH;, J 7.1 '), 2.99
¢ (2H, CH,), 4.40 x (2H, OCH,CH;, J 7.1 I'n), 4.69
¢ (2H, OCH,), 6.64 1.1 (1H, H‘c‘bypm, J 33,18 T'm),
6.69 n.n (1H, H?bypm, J3.3,0.8 '), 6.94-7.00 m (2H,
2CHpy,), 7.12-7.18 m (1H, CHpy,) u 7.28-7.35 m (2H,
2CHpy,), 7.75 n.n (1H, Hfbypm, J 1.8, 0.8 '), 9.02
yurc (1H, NH). Cnekrp AMP '3C (IMCO-d—CCly,
1:3), 8, m.a.: 13.8 (CHy), 26.2 (2CH;), 43.1 (CH,),
60.3 (OCH,), 60.8 (OCH,), 70.4 [C(CH5),], 110.7
(4-CHgypun)> 112.4 (3-CHgyypuy), 121.0 (2CHpy,), 124.0
(CH, C¢Hs), 126.1, 128.4 (2CH, C¢Hs), 131.3 (2C),
133.1 (2C), 143.2 (5-CHyypuyn), 145.1, 150.5, 151.3,
154.8, 157.5, 160.8. Haiigeno, %: C 63.35; H5.03; N
5.54; S 6.61. C,sH,4N,O¢S. Berancneno, %: C 63.40;
H4.91; N 5.69; S 6.50.

3-bensuwia(penndTUI)3aMellieHHbIe THEHO[3,2-
dlnupumunun-2,4(1H,3H)-nuonnsl 4a, b (obwasn
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memoouka). Cmech 4.9 T (10 MMoITB) coenmnueHus 3,
1.1 1 (10 mmonb) 6en3unamuna wiy 1.2 r (10 MMoib)
¢enmwmdTIIIaMuHA B 20 MIJT 3TaHOJIA KUITSITUIN B Te-
yerne 6 4. [locie OTTOHKH pacTBOPUTENS K OCTaTKy
MOCJIe OXJIAXKACHUS TPHOABISUIA BOMY, BBIMABIINE
KPUCTAJIBl OT(IBTPOBBIBAIH, MPOMBIBAJIA BOJOM,
ahupoM, IePEKPUCTAILTA3OBEIBAIH U3 ITAHOJA.

3-ben3un-8,8-numernn-11-2-gpypni)-7,10-au-
ruapo-8H-nupano[3'',4":5',6'|nupuno[3',2':4,5]-
Tueno|3,2-dlnupumuann-2,4(1H,3H)-nuon  (4a).
Bexon 3.0 T (65%), KpemoOBble KpPHUCTAJUIBI, T.ILI.
183—-184°C. UK cnexrp, v, cm ' 3380, 3120 (NH),
1700, 1600 (C=0), 1620, 1570 (Ar). Cnexrp SIMP 'H
(AMCO-dg—CCly, 1:3), 8, m.a.: 1.33 ¢ (6H, 2CHy),
3.00 ¢ (2H, CH,), 4.76 ¢ (2H, OCH,), 5.10 ¢ (2H,
NCHZ) 6.81 1.1 (1H, Hyyp J 3.4, 1.8 T1r), 6.93 111
(1H, Hq,ypm, J3.4,0.8TIn), 7.18-7.30 m (3H, CHpy),
7.39-7.44 m (2H, CHpy), 7.95 n.n (1H, H(bypm, J
1.8, 0.8 T'), 8.87 ym.c (1H, NH). Crexrp IMP 13C
(AMCO-dg—CCly, 1:3), 6, m.a.: 26.1 (2CHy), 43.17
(CH,), 43.24 (NCH,), 60.3 (OCH,), 70.4 [C(CH),],
109.7, 112.1 (4-CHgypyn), 114.5 (3-CHgypy), 117.2,
125.3, 126.0 (CHypy,), 129.7 (2CHypy,), 128.2 (2CHpy,),
130.1, 136.1, 136.4, 144.4, 144.5 (5-CH gy py), 149.7,
156.0, 158.0, 160.2. Haiineno, %: C 65.22; H 4.58; N
9.10; S 6.92. C,5H,N30,4S. Beruucieno, %: C 65.34;
H4.61; N 9.14; S 6.98.

8,8-Iumernn-3-(2-pennadTuia)-11-(2-gpypuJ)-
7,10-nuruapo-8H-nupano[3'',4'":5',6'|nupuno-
[3',2':4,5]Tueno|3,2-d|nupumunun-2,4(1H,3 H)-nu-
oH (4b). Beixon 3.0 r (63%), KpeMOBBIE KPUCTAJLIHI,
T 214-215°C. UK cnektp, v, em !t 3390, 3050
(NH), 1710, 1670 (C=0), 1620, 1570 (Ar). Cunektp
SAMP 'H (IMCO-dg—CCly, 1:3), 8, m.ji.: 1.34 ¢ (6H,
2CHj3), 2.88-2.94 m (2H, CH,C¢Hs), 3.00 ¢ (2H,
CH,), 4.09-4.16 m (2H, NCH,), 4.77 ¢ (2H, OCH,),
6.83 n.a (1H, Hyypum J 3.4, 1.8 T), 6.92 1.1 (1H,

(bypm,J3 4,0.7 Fu) 7.14-7.30 m (5H, 5CHpy,), 7.96

o (1H, H¢> e J 1.8, 0.7 '), 8.87 ymr.c (1H, NH).
Cnekrp SIMP 50 (IMCO-dg—CCly, 1:3), 3, m.z1.: 26.1
(2CH;), 33.2 (CH,), 41.5 (NCH,), 43.2 (CH,), 60.3
(OCH,), 70.4 [C(CH3),], 109.8, 112.1 (4-CHgyypun),
1144 (3-CHgypyy), 117.2, 125.2, 125.8 (CHpy),
127.8 (2CHpy,), 128.3 (2CHyy,), 130.1, 136.0, 137.8,
144.5 (5-CHyypun), 144.48, 149.6, 155.9, 157.9,
160.2. Haiineno, %: C 65.89; H 4.84; N 8.97; S 6.85.
Cy6Hy3N304S. Beruucneno, %: C 65.94; H 4.90; N
8.87; S 6.77.
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3-Ilupponuaun(nmunepuaud, mMopdgoann)-1-ni-
KapOoHWI3aMelieHHble mnupano(4,3-b]tueno|3,2-
e|lnupuanH-2-kapookcuaaToB Sa—-c (obwas me-
moouxa). Cmech 4.9 T (10 Mmmonb) coenuueHus: 3 u
12 mmonb cooTBeTcTBYIOIIEro amuHa (0.85 r muppo-
munuH, 1.0 r nunepuauy, 1.0 r mopdonun) B 20 M
a0COJIIOTHOTO 3TaHOJIA KUIIATUIN TPHU TIepeMellIrBa-
HuU B TeueHue S5 4. [locie oxiak[aeHus BBIMABIINE
KPUCTAJLIBl OT(HIBTPOBBIBAIH, MPOMBIBAIIU BOJOM,
3hUpPOM, IEPEKPUCTAILTUIOBBIBAIH U3 ATAHOJIA.

Itnia-4-(2-pypui)-7,7-numerunn-3-[(muppoJiu-
AuH-1-niakapoonuna)amuuol-7,8-nurnapo-SH-nu-
pano[4,3-b]tueno|[3,2-e]nupuann-2-kapooKcuiIaT
(5a). Bexog 3.0 T (65%), KenThle KPUCTAILIHI,
Tt 213-214°C. UK cnexrp, v, cm 113299 (NH),
1686 1668 (C=0), 1593, 1565, 1544 (C=C,,, C=C,

Neonp)- Criexrp SIMP 1H (AMCO-dg—CCly, 1:3), 3,
M. L. 33 ¢ (6H, 2CH;), 1.42 T (3H, CH3, J 7.1 I'n),
1.80-1.93 M (4H, 2CH)ppomumm)> 2-98 ¢ (2H, CH,),
3.12-3.20 m [(4H, N(CH2)rnuppommmunls 4-37 x (2H,
OCH,, J 7.1 I'n), 4.70 ¢ (2H, OCH,), 6.43-6.55 m
(2H, H(bypnn) 7.66 n.o (1H, Hq) we J 1.7, 0.8 T'),
8.39 ¢ (1H, NH). Cnekrp HMP BC (AMCO-dg—
CCly, 1:3), 8, m.1.: 13.8 (CH;), 24.8 (2CH,), 26.2
(2CHy), 43.1 (CH,), 45.1 [N(CH,),], 60.5 (OCH,),
60.7 (OCH,), 70.3 [C(CH3),], 109.8 (4-CHgyypun)
111.9 (3-CHgypun)s 113.4, 123.3, 125.5, 132.3, 139.2,
142.2 (OCH) 1464 (5-CHgypun)> 151.9, 154.7,157.7,
163.1. Haiineno, %: C 61.45; H 5.85; N 8.99; S 6.79.
Cy4H,7N305S. Brruucneno, %: C 61.39; H 5.80; N
8.95; S 6.83.

ITtna-4-(2-gpypua)-7,7-numerna-3-[(nunepu-
auH-1-unkapoonun)amuno|-7,8-nuruapo-5SHnu-
pano[4,3-b]Tueno|3,2-e|nupuaNH-2-KaAPOOKCUIAT
(5b). Bwxom 3.3 T (69%), KEenThie KPHUCTAILIBI,
T 229-230°C. UK cmekrp, v, cm ! 3297 (NH),
1685, 1667 (C=0), 1591, 1567, 1542 (C=C,,, C=C,
C=N_opp)- Criexrp SIMP 'H (IMCO-d—CCly, 1:3), 8,
M. 1.32 ¢ (6H, 2CH;), 1.42 T (3H, CH3, J 7.1 I'n),
1.46-1.63 M [6H, (CHy)3pupuepummnl> 2:97 ¢ (2H, CH,),
3.16-3.23 m [4H, N(CHy)omuprepummls 4-37 ¥ (2H,
OCH2, J 7.1 Tm), 4.67 ¢ (2H, OCH,), 6.47 n.n (1H,

q,ypm,J33 0.8 I'm), 6.51 a.x (1H, Hq)y e J 3.3,
1.8 I'm), 7.65 n.n (1H, H% we J 1.8, 0.8 '), 8.57 ¢
(1H, NH). Cnekrp AMP °C (AMCO-dc—CCly, 1:3),
o, m.a.: 13.8 (CH3), 23.8 (CH,), 24.8 (2CH,), 26.2
(2CH;), 43.1 (CH,), 43.9 [N(CH,),], 60.4 (OCH,),
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60.7 (OCH,), 70.3 [C(CHjy),], 110.2 (4—CH¢pr),
112.2 (3-CH®ypm), 113.7,123.3, 125.5, 132.2, 139.6,
142.3 (5—CH¢pr), 146.3, 152.7, 154.7, 157.7,
163.1. Hatineno, %: C 62.13; H 5.98; N 8.61; S 6.60.
C,sH,y9N305S. Beruucneno, %: C 62.09; H 6.04; N
8.69; S 6.63.

I1ua-4-(2-gpypui)-7,7-numerna-3-[(Mmopgpo-
JuH-4-uakapoouua)amuno|-7,8-muruapo-SH-nu-
pano[4,3-b]Tueno|3,2-e]nupuann-2-kapooKcuIaT
(S¢). Bexoxg 3.2 T (67%), KpemMOBble KpPUCTAILIHI,
.. 185-186°C. UK cmektp, v, em 1 3298 (NH),
1687, 1668 (C=0), 1592, 1564, 1543 (C=C,4,, C=C,
C=N_omp)- Criexrp SIMP 'H (IMCO-ds—CCly, 1:3), 3,
m.1.: 1.32 ¢ (6H, 2CHj3), 1.42 T (3H, CH3, J 7.1 T'm),
2.98 ¢ (2H, CH,), 3.16-3.23 M [(4H, N(CH,),], 3.52—
3.58 m [(4H, O(CH,),], 4.37 x (2H, OCHQ, J 7.1 '),
4.67 ¢ (2H, OCH,), 6.49 n.n (1H, chypm, J 3.3,
07Fu) 6.58 n.o (1H, H%b o J 3.3, 1.8 '), 7.68 1.1
(1H, Hq) o J 1.8,0.7 Fu) 8.47 ¢ (1H, NH). Cnextp
SAMP 13C (AMCO-dg—CCly, 1:3), 6, m.a.: 13.8 (CHy),
26.2(2CH,;),43.1(CH,),43.3[N(CH,),],60.4(OCH,),
60.7 (OCH,), 65.4 [O(CH,),], 70.3 [C(CH;),], 110.3
(4-CHgypun)> 112.0 (3-CHgypyn)s 116.1, 123.9, 125.7,
132.0, 138 3,142.5 (5- CH ypun)> 146.1, 153.2,154.7,
157.6, 162.7. Haitneno, %: C 59.35; H5.65; N 8.64; S
6.68. C,4H,7N;O¢S. Beruncneno, %: C 59.37; H 5.60;
N 8.65; S 6.60.

IIupano|4,3-b]Tueno[3,2-ejnupuaun-3-uikap-
ooxcamuabl 6a—c (oowas memoouxa). Cmech 4.9 T
(10 mmonb) coenmuenus 3 1 10 MIT COOTBETCTBYFOIIIE-
ro amuHa (8.7 r nupponuauy, 8.6 r nunepuauH, 10 r
MOP(OJHH) KUAISATHIN TIPH TIEPEMEIINBAaHUHA B TeUe-
Hue 5 4. [locne oxmaxneHus cMech 0OpadaThIBaIH
20 MII TeISTHOM BOMBI, BHITIABITNE KPUCTAILIBI OT(HHITH-
TPOBBIBAJIA, MPOMBIBATIM BOJOW, I(PUPOM, CYIIWIH,
TIePEKPUCTAITN30BBIBATIN M3 dTaHOJIA.

N-{4-(2-Dypui)-7,7-nuMeTHa-2-[(MUPPOIH-
auH-1-nakapoonna)|-7,8-nuruapo-SH-nupano-
[4,3-b]THEHO|3,2-e|mUupUAUH-3-1J1} MAPPOJTUANH-
1-kap6okcamua (6a). Beixog 3.1 T (63%), cBet-
JIO-KOPHYHEBBIE KpHUCTALIEL, T.ID1. 219-220°C. UK
CIIEKTD, V, em 13275 (NH), 1659, 1607 (C=0), 1565,
1543 (C=C,,, C=C, C=N_,,). Cuexrp SIMP 'H
(AMCO-dg—CCly, 1:3), 8, m.a.: 1.31 ¢ (6H, 2CHy),
1.79-1.85 m (4H, 2CHypuppomumm)> 1.90-1.96 ™
(4H, 2CHppomumm)> 2-95 ¢ (2H, CH,), 3.06-3.12
M [4H, N(CH,)spuppomummls 3-49-3.65 yurc [4H,

N(CHZ)ZHHPPOMMH] 4.62 ¢ (2H, OCHZ) 6.48 1.1 (1H,

HYypuns /3.3, 1.8 T), 6.5 1.1 (1H, Hyyopommuns / 3.3,
0.7 Tw), 7.65 1.1 (1H, HYyoo ooz 1.8, 0.7 T1x), 7.99
¢ (1H, NH). Cniexrp SIMP 13C (JIMCO-ds—CCl,, 1:3),
8, M.1.: 24.8 (2CH,), 26.1 (2CH; 11 2CH,), 42.9 (CH,),
45.0 [2N(CH,),], 60.4 (OCH,), 70.3 [C(CH3),], 109.8
(4-CHgyp)s 1117 (3-CHyyp). 124.4, 124.6, 125.6,
130.7, 30, 8, 142.3 (5- CH. ypM) 145.9, 152.3, 152.9,
156.8, 161.7. Haitneno, %: C 63.21; H 6.02; N 11.29;
S 6.47. CyHyoN,0,S. Berancreno, %: C 63.14; H
6.11; N 11.33; S 6.48.

N-{4-(2-®ypun)-7,7-1uMeTHII-2-[(MUNEePUIHH-
1-nakapoouun)]-7,8-nuruapo-SH-nupauno|4,3-b|-
THeHO[3,2-e|nupuaAnH-3-ua} NuppoIuaAnH-1-Kap-
ookcamupg (6b). Boixox 3.5 r (66%), Oenbie Kpu-
crabl, T.I. 265-266°C. UK cnektp, v, em ;3279
(NH), 1660, 1608 (C=0), 1564, 1542, 1500 (C=C,,,
C=C, C=Ngy,). Cmexrp SIMP 'H (JIMCO-ds-
CCly, 1:3), 8, m.a.: 1.30 ¢ (6H, 2CHj3), 1.37-1.65 M
(12H, 6CHyynepumn)> 2-94 ¢ (2H, CH,), 3.07-3.13
M [4H, N(CHy)rnunepumumls 3-38-3.50 ymrc [4H,
N(CHZ)ZHHHepHL{HH] 4.58 ¢ (2H, OCH,), 6.53 n.n (1H,

q,ypm, J 3.3, 1.8 I'm), 6.56 n.n (1H, Hq)ypm, J 3.3,
0.8 Tw), 7.67 n.x (1H, H(%,g e J 1.8, 0.8 T'), 7.80 ¢
(1H, NH). Cnextp JAMP °C (AMCO-ds—CCly, 1:3),
o, m.1.: 23.8 (CH,), 23.9 (CH,), 25.1 (2CH,), 25.5
(2CH,), 26.1 (2CHj;), 42.8 (CH,), 43.8 [2N(CH,),],
60.4 (OCH,), 70.7 [C(CHs),], 110.7 (4-CHgyyppp)
112.4 (3-CH gy pun)s 125.2, 125.7, 127.7, 128.9, 130.8,
143.4 (5-CHgyypyy), 145.2, 152.1, 154.0, 156.8, 161.3.
Haiineno, %: C 64.39; H 6.51; N 10.69; S 6.25.
CygH34N4O4S. Brruucaero, %: C 64.34; H 6.56; N
10.72; S 6.14.

N-{4-2-Dypuna)-7,7-numetua-2-[(mopdoun-
4-unkapoonun)|-7,8-quruapo-SH-nupauno|4,3-b]-
THeHO|[3,2-e|mupuauH-3-ua}nuppoauauH-1-kap-
ooxcamus (6¢). Berxon 3.2 r (62%), kpeMoBbIe KpH-
cramel, T.I01. 268-269°C. UK crektp, v, em ;3275
(NH), 1663, 1612 (C=0), 1564, 1543, 1504 (C=C,,,
C=C, C=N_oyp). Criexrp SIMP 'H (IMCO-dg—CCly,
1:3), 8, m.x.: 1.30 ¢ (6H, 2CHj3), 2.94 ¢ (2H, CH,),
3.11-3.16 M (4H, 2CHy\pgommm)s 3-44-3.59 m (12H,
8CH2M0P¢,OMH) 4.58 ¢ (2H, OCH,), 6.55 n.n (1H,

q,ypm, J 33,08 I'm), 6.60 n.x (1H, Hq,y e J 3.3,
1.8 T'), 7.71 n.x (1H, H%pm,Jlég 0.8 I'mm), 8.06 ¢
(1H, NH). Cnextp SAMP °C (AMCO-ds—CCly, 1:3),
8, m.a.: 26.1 (2CH3), 42.9 (CH,), 43.2 [2N(CH,),],
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60.2 (OCH,), 65.7 [O(CH,),], 66.0 [O(CH,),], 70.4
[C(CH3),], 1104 (4-CHyypu)s 1119 (3-CHgpypun)s
125.0, 125.8, 127.4, 128.2, 130.4, 1429, 1453
(5-CHgypun)> 152.1, 154.2, 156.9, 161.5. Haiineno,
%: C 59.32; H 5.69; N 10.61; S 6.20. C,cH3,N,4O¢S.
Berunciieno, %: C 59.30; H 5.74; N 10.64; S 6.09.

I1ua-3-({[4-(nudpennnamerun)nunepazun-1-
wi|kapoonusi}amuno)-[4-(2-gpypun)-7,7-1umMmeTHi-
7,8-nuruapo-SH-nupauno[4,3-b]tueno[3,2-e|nupu-
auH-2-kapookcuaar (7). Cmechb 4.9 r (10 Mmonb) co-
enuHenust 3 u 3.0 r (12 mmonb) N-(nudeHnaMerun)-
nunepasrHa B 20 My abCOJIOTHOTO dTaHONA KHUIIS-
TUIU B TeueHue 5 4. [locie oxnaxaeHuss CMECU BbI-
MaBIINE KPUCTAIUIBI OT(OUIBTPOBBIBAIIM, TPOMBIBAIIN
BOJIOH, A(UPOM, MEPEKPUCTAILIM3OBBIBAIIA U3 CITUP-
ta. Beixon 3.9 1 (69%), KpeMOBbIE KPUCTAIUIbI, T.ILI.
193-194°C. UK cmektp, v, cM 1 3282 (NH), 1673,
(C=0), 1594, 1568, 1545 (C=C,,, C=C, C=N;oyp).
Crnextp SIMP 'H (IMCO-d¢—CCly, 1:3), 3, m.z1. :1.32
c(6H, 2CHy), 1.41 1 (3H, CH;,J 7.1 '), 2.29-2.35 M
(4H, 2CH,ynepasun)» 2-97 yur.c (2H, CH,), 3.20-3.27
M (4H, 2CH,nepasun)> 4-29 ¢ (1H, NCH), 4.35  (2H,
OCH,, J 7.1 T'n), 4.66 ym.c (2H, OCH,), 6.45 1.1
(IH, Hyypum J 3.3, 0.7 T ), 6.51 1.x (1H, Hyype
J 3.3, 1.8 I'm), 7.14-7.20 m (2H, 2CHyy,), 7.23-7.31
M (4H, 4CHpy), 7.37-7.42 m (4H, 4CHpy,), 7.63 n.n
(1H, Hypypm 7 1.8, 0.7 T'w), 8.53 ymrc (1H, NH).
Criektp 5IMP BC (AMCO-d—CCly, 1:3), 8, M.
13.8 (CH;), 26.2 (2CHj5), 43.0 (CH,), 43.1 [N(CH,),],
50.6 [N(CH,),], 60.4 (OCH,), 60.7 (OCH,), 70.3
[C(CHj3),], 75.0 (CH), 78.4, 110.4 (4-CH gy py,), 112.0
(3-CHgypun), 114.7, 123.5, 125.6, 126.4 (2CHpy),
127.3 (4CHpy,), 127.9 (4CHyy), 132.1, 139.0, 141.7,
142.4 (2Cpy), 146.2 (5-CHgy ), 152.7, 154.7, 157.7,
163.0. Haiineno, %: C 68.23; H 5.93; N 8.84; S 4.85.
C37H34N4O5S. Brruncneno, %: C 68.29; H 5.89; N
8.61; S 4.93.

2-{[4-(AndennameTun)nunepa3ud-1-ujikap-
oouna}-4-(2-pypu)-7,7-numMmeTun-7,8-1uruapo-
SH-nupano[4,3-b]Tueno|3,2-e|nupuanH-3-aMuH
(8). Cmech 4.9 r (10 mmoms) coenuuaernns 3 u 3.0 T
(12 mmomnp) N-(mudeHunMeTnn)nunepasnuia B 5 M
abcomroTHOTO OyTaHOJNA KUMSATWIM B TEUCHHE S5 d.
[Mocne oxakJIeHNs1 CMECH BBINABIINE KPUCTAIITBI OT-
(bMIBTPOBBIBAIIN, TIPOMBIBAJIA BOJIOW, AUPOM, TIEepe-
KPUCTAJUTU30BRIBAIA U3 ciupTa. Beixon 2.6 T (64%),
JKeNThle KpucTamisl, T.Iul 245-246°C. UK cnextp,
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v, em1: 3450, 3411 (NH,), 1665 (C=0), 1620, 1596,
1549, 1545 (C=Cp,, C=C, C=N,,). Criexrp SIMP 'H
(AMCO-dg—CCly, 1:3), 8, m.a.: 1.25 ¢ (6H, 2CHy),
2.18-2.28 M [4H, N(CHy)smumepamnls 2:95 ¢ (2H,
CH,), 3.10-3.17 M [4H, N(CHp)pmepamml)» 433 ¢©
(1H, NCH), 4.56 ¢ (2H, OCHy), 6.63 1 (2H, Hyi},n J
1.3 ), 7.17-7.23 ™ (2H, 2CHp), 7.28-7.34 M (4H,
4CHpy,), 7.41-7.45 M (4H, 4CHpp), 7.54 yurc (1H,
NH,), 7.67 yurc (1H, NHy), 7.87 T (1H, Hyyyp J
1.3 T'm). Criexrp AMP 13C (AIMCO-d—CCly, 1: 3) 5,
M.L: 26.2 (2CH;), 42.8 (CH,), 43.1 [N(CH,),], 50.9
[N(CH,),], 60.3 (OCH,), 70.9 [C(CH3),], 74.6 (CH),
111.0 (4-CHgy ), 112.3 (3-CHypypy)s 118.1, 1247,
125.2,126.9 (2CHPh) 127.6 (4Cth) 128.5 (4CHpy),
129.5,129.9, 142.4 (2Cpy), 143.9 (5-CHyy,00), 145.3,
151.2, 154.6, 158.2. Haiineno, %: C 70.48; H 6.02; N
9.55; S 5.62. C34H34N,O5S. Beruucineno, %: C 70.56;
H 5.92; N 9.68; S 5.54.

3AKJIIOYEHUE

B xome mccienoBaHuii Ha OCHOBE 3THJI-3-aMHHO-
7,7-numeTnn-4-(¢dyp-2-un)-7,8-muruapo-5 H-nupano-
[4,3-b]tueno|3,2-¢]-2-kapOokcuiara (1) U COOTBET-
cTByromero  3-(heHOKCHMKaOOHUIaMHHOIIPOU3BOTHO-
ro 3 pa3paboTaHBl METONBI CHHTE3a HOBBIX KOHIICH-
CHUPOBaHHBIX TPOM3BOMHBIX. M3yueHne peakuuu de-
HOKCHKAapOOHWIIIPOU3BOJAHOTO 3 C TMEPBUYHBIMH U
BTOPUYHBIMA aMHHAMU TI0Ka3aJl0, YTO COCJIMHEHUE 3
MPEJICTABIIICT HECOMHEHHBINH MHTEPEC C TOUKHU 3PEHUS
JaJbHEHIINX XUMUYECKHX ITPEBPALLCHH, B PE3yJIbTa-
T€ KOTOPBIX B 3aBUCHMOCTH OT yCIIOBUI pEaKITHH MPO-
CXOIUT JTNOO IUKIN3aIns ¢ 00pa3oBaHHEM THEHOITH-
puMHUIMHOB 44, b, MO0 3aMeleHne BO TIOIOKEHUSIX 2
1 3 THO(PEHOBOTO KOJIbIIA, JTUOO OTHICTIICHHE (PEHOK-
CUKapOOHMIILHOW TPYIIBI C 00pa30BAaHUEM COCIMHE-
nus 8. McciieqoBanre 6MOIOTMYECKUX CBOMCTB MOKa-
3aJ10, YTO CUHTE3MPOBAHHBIC COCUHCHUS TIPOSIBIISIOT
cnalyto aHTHOAKTEepHAIbHYI0 aKTHBHOCTD.
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Synthesis of New Condensed Pyrano|[4,3-b]|pyridines Based
on Ethyl-3-aminopyrano|[4,3-b]thieno|3,2-e|pyridine-
2-carboxylate Derivative
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Methods for the synthesis of new fused pyrano[4,3-b]pyridine derivatives based on the ethyl-3-amino-pyra-
no[4,3-b]thieno[3,2-e]pyridine-2-carboxylate derivative have been developed. The interaction reactions of the
condensed 3-(phenoxycarbonyl)-amino derivative with primary and secondary amines have been studied. It
has been established that in the case of primary amines, the reaction is accompanied by cyclization with the
formation of fused pyrimidines. However, when secondary amines are used, the structure of the final product
depends on the reaction conditions. The antibacterial properties of the synthesized compounds were studied.

Keywords: pyrano[4,3-b]pyridine, pyrano[4,3-b]thieno[3,2-¢]pyridine, pyrano[3",4":5',6']pyrido[3',2":4,5]-
thieno[3,2-d[pyrimidine, antibacterial activity

JKYPHAJI OPTAHUYECKOM XUMMWM tom 59 Ne 1 2023



