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CUHTE3 HOBUX 5-AMIAO- |
5-(CYNIb®OHAMIAO)I3OXIHOJNIHIB

0O.1. Maiioopoaa, H.B. CimypoBa, C.O. KoBainsoBa, M.O. XiJIb4eHKO
Hayionanvnuii ynieepcumem xapuoux mexmonozit

Y cmammi pospobneno memoou @ynxyionanizayii 5-aminoi30XiHONIHY 3a 0ONO-
MO2010 peakyiil 13 xa0panziopudamu abo Cyrb@eHiIXA0puoamu 2emepuiKapooro-
sux kucaom. CUHmMe308an0 psi0 HOBUX NOXIOHUX I30XIHONIHY 3 PIHUMU APOMAMUY-
HUMU MA 2eMePOYUKTTYHUMU PPAMEHMAMU, WO CIAHOBIAMb 3HAYHULL IHmMepec K
nomenyitino Oionoeiuni axmueni 06 'ekmu. IIpodemoncmposano, wo S5-amiHo-
[30XIHONIHU MAIOMb 3HAYHUL CUHMEMUYHUL NOMEHYIAN | € 3PYUHUMU CUHMOHAMU 8
MOOEIOBAHHT CNOYK, SIKI MICMAMb GapmakopopHi yepynosanHs.

Knrouoei cnoea: cunmes, i30XiHONIH, X10pan2iopuod, amio, 6ionociuna aKkmueHicmo.

IMocTranoBka npo6JemMu. ['eTepolMKITIYHI CIIONYKH 3 i30XIHOJIHOBUM SIIPOM
CKJIAJIAFOTh BaXKIMBUH Kiac OI0JOT1YHO aKTUBHUX CIONYK 3 HIHPOKHM CIEKTPOM
Oiomoriunoi Ta (apmakosoriunoi mii. Bimomo, 1o moxigHi i30XIHOMIHY HIMPOKO
PO3IOBCIO/DKEH] Y IPUPOJIi, BOHU BXOIATh JI0 CKIIAAY psAy (i3ionoriyHo akTHBHHX
CIIONTYK, 30KpeMa ajkayoifis [1], crnonyk crepoigHoro Tuiry [2], siKi € mepcreKTHB-
HUMHU 00’€KTaMH Ui iX XiMiuyHOI Momudikalii Ta momaibuxX (papMaleBTUIHUX
JOCTIKEHD, AJIKaIoimy psaay 130XIHOMIHY MICTATBCA Y pociuHax Ouibin HibK 30
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poauH i Brmovaroth Outkiie 1000 cronyk. Cepen CHONyK i30XiHOTIHOBOTO PSIY
(SIK IPUPOIHOTO MOXO/PKEHHS, TaK 1 CHHTETUYHUX) 3HAWJICHO Ta 3aCTOCOBYETHCS
BEJIMKa KUTBKICTB JIIKAPCHKUX TMpernapaTiB mpodimakTuIHol i ikapcbkoi maii [3—S5].
[opsin 13 MWUPOKO AOCHIPKEHUMH PEYOBHHAMH (T1alaBepyH, HAPKOTUH, EMETHUH,
CHOIYKH Py MOp(iHY TOIIO) BUBYAETHCS CTPYKTypa Ta OiojoriyHa [is 1HIIUX
QJIKAJIOI/IIB 3 130XiHOJIIHOBUM CKEJIETOM.

Taxk, Hanpukian, pociuau pony Corydalis (Papaveraceae), 1110 pocoBCIOKeHI
y miBHIYHUX mmporax €Bpasii Ta [liBHIuHOT AMepukn (Oinbim Hix 400 BHIIB) €
JDKepeNioM, OaraTMM Ha 130XiHONIHOBI allkajoilh 3 IIUPOKHM CIEKTPOM
0ionoriuHoi aKTHBHOCTI, IO BKIIFOYA€E IHTIOYBaHHS KIFOYOBHX (EPMEHTHHX CHC-
TEM 1 pelenTopiB OpraHi3My JIOJWHH, & TAKOX MPOTUBIPYCHY, MPOTHIIAPA3UTAPHY
AKTUBHICTH TOIO. [30XiHOIIHOBI ankanoigu pocaunu Thalictrum flavum L. (Ranu-
culaceae), 1o pocre B qoiauHi Jlyapu y ®paHilii, MaroTh BUpaKeHY IPOTHUIIapa3H-
TapHYy aKTUBHICTH [6].

OnmHak TPHUPOIHI CIONYKHM HE MOXYTh MOBHICTIO 3a0€3MEUHTH apceHal
JIIKapChbKUX 3ac00iB, HEOOXIMHUX JtoAuHI. lle BUKIMKae HeoClnaOHUH IHTEpeC 0
CHHTE3y HOBHX I130XIHOJIHOBHX CHUCTEM 1 CTUMYIIOE€ aKTHBHHH TOIIYK Y IIbOMY
HaTPSAMKY, TOMY BRXJIHBHM Ta aKTyaJbHUM 3aBJaHHSM CY4acHOi OpraHidyHOl XiMil
€ CTBOPCHHS HOBUX CHHTETHYHHUX CIOIYK — IMOXIAHHUX 130XiHOJIHY 3 TOTEH-
LIHHOI 010JIOrYHO aKTUBHICTIO. [10MIyK HOBMX METOIUK CHHTE3Y, a TAKOX PO3-
poOka MeTOMiB (PYHKIIOHAJI3allii WX TEeTEPOILMKIIYHUX CHCTEM BIAMOBIIAIOThH
TEHJICHIIISIM PO3BHTKY CY4YacHOTO OpraHiuHoro cuHTe3y. IIpo HOBWI miaxim o
CHUHTE3Y 5-aMiHO130XIHOMIHY HOBIZOMIISUIOCH Y [7].

MeTor CTATTi € NPOJOBXKEHHS TOCHIKEHHS XiMil S5-aMiHOI30XiHOJIHY,
30KpeMa (pYHKI[IOHAITI3allisl aMiHOTPYITH Ii€1 CIIOMyKH.

Marepiaau i metoau. B psny pearentiB mis Mmomudikanii amiHoizoxiHomiHy 1
Oynmu 00paHi KapOOHOBI KHMCIIOTH, IIIO MICTHIIH Y CBOEMY CKJaJi CyIb(QOHIIaAMIIHY
Tpymy, 1MOB’s3aHy 3 TeTePUILHIUMH 3aMiCHUKaMH (MOP(MOIIHOBUM, MiMePiTUHOBHM,
MIpOJIIMHOBUM, TIEHUTHHUM). SIK BiZoMO, Cynb(aHiIaMiii MalTh BUCOKY 0ioJo-
riYHYy aKTUBHICTD 1 IIMPOKO 3aCTOCOBYIOTHCS B MenuiuHi. Cepen HUX 3HAWICHI Ipe-
napatu 3 aHTHBIPYCHOIO, MPOTHITYXJIMHHOIO, TPOTH3aNaIbHOI, aHTHPEBMATHYHOIO,
AQHAITETUYHOI0 akTUBHICTIO Tomlo [8]. KomOiHalliss B OHIN MOJIEKyI i i30XiHOJIHO-
BOro (parMeHTa Ta IHIIMX TMOTEHLIHHUX (hapMaKOPOPHUX 3aMiCHUKIB JIO3BOJISIE
OYIKYBaTH CTBOPEHHS HOBHMX OiOJIOTTYHO aKTUBHUX CHOJIYK, IMOTEHIIHUX JTiKapCh-
KHX 3aC00IB. 5-aMIHOXIHOJIIH OfiepKaHHUH 3a OMHCAHOI METOIUKOO [7].

OOroBopeHHs1 pe3yabTaTiB. Hamu npoBeneHO KOHAEHCAIIO S-aMiHOI30Xi-
HOMiHY 1 3 XJIOpaHTiApUAaMU TeTepUIIKapOOHOBUX KHUCIOT, IO MICTATH Cylbda-
HinaMigHy rpymy 2a-d, 4a-c, i TiopencynbdoHimxIopHIOM 6!

R+R = (CH,);0 (2a, 3a), (CH,); (2b, 3b, 4a, 5a),
(CH.)s (2¢, 3¢, 4b, 5b), (CH.)s (2d, 3d, 4c, 5¢)

B3aemonis amiHoi3oxiHoiiHy 1 Ta BIAMOBIAHMX XJopaHriapuaiB 2a-d, 4a-c
MOYMHAETHCS MTPU HarpiBaHHI peakiiinoi cymimi. Ak aknenropu HCI 3acrocoBano
TPETHHHI OpTaHiYHi OCHOBH — MIPHIWH 1 TpueTwiaMid. ONTHMATBHOI TeMIlepa-
Typoro s cuHTe3y € 80 °C, ToMy sSK pO34MHHHMK OyB oOpaHuii 6eHzeH. [Iporec
KOHTPOJTIOBAJIM METOJIOM TOHKOIIApOBO1 XxpoMaTorpadii Ha crrydori.

Scientific Works of NUFT 2015. Volume 21, Issue 5 —— 251



XIMIYHI HAYKH

0 N
RO
/\N_ﬁ / \
R0
3a-d CO-NH
0
R li
Et;N N—S
7
R0
2a-d COCl

RN (0) 0) N
L/l/\l 4a-c RO / \
N i

(¢}

7 N E;N > R/N_
@ CO-NH
s” so,cl Sa-c
6

Y / N\

VY pe3ynabTaTi NMpOBEACHUX XIMIYHHX TIEPETBOPEHb HAMU OJIepiKaHi HOBI,
HEBI/IOMI paHilie, aMigu Ta cylb(OHUIaMIIH S-amiHOXiHONIHY. OnTUMI3allist yMOB
nporecy (3MiHa OpraHiYHHUX OCHOB, TEHEpaTypu i 4acy HarpiBaHHS) JIO3BOJIMIIA
oJIepKaTH JOCUTh BHCOKI BUXOMHU IUILOBUX MPOAYKTIB (1m0 77 %). OnmeprxkaHi crio-
JMYKA — KPHUCTAIIYHI PEYOBUHH 3 BUCOKUMH TEMITepaTypaMy TOILICHHS, IO OyIH
JI0AATKOBO OYHIIEHI KPUCTAII3AIIE€I0 3 OCH30HITPHITY 200 HITpOMETaHy.

By/l0BYy CHHTE30BaHMX CIONYK IiATBEpKeHo crekTpamu SIMP 'H, a cxmax —
JIAHMMM eleMeHTHOro aHanizy. Tak, y cekrpax SIMP 'H 3uukae curaan NH,- rpy-
MK 5-aMiHOIIXIHOJIHY, MPOTE 3 SIBJSETHCSA CUTHAN BIAMOBIIHOI aMIiHOI Ipyny B
obmacti 9-11 m.n. Takok y cHeKTpi 3’SBISETHCS HAOIp CHTHAIIB T'€TEPHUIILHOTO
(MopdomiHOBOr'0, MINEPIAMHOBOTO, MIPOTIIMHOBOr0 a00 TiEHIIBHOTO) (pparmMenta
Ta CHUTHaJM apOMaTHYHUX MpoToHiB. CIeKTpanbHI JaHi W JaHi eIeMEHTHOTrO
aHaJIi3y CHHTE30BaHUX CIIOJIYK HAaBE/CHI B €KCIIEPUMEHTAIbHIM YaCTHHI.

ExcnepuMeHTanbHa yacTHHA. YCi BUKOPHCTaHI PO3YMHHUKH H OpraHiuHi
OCHOBU BHMKOPHCTOBYBAJHChH IIICNISI JOAATKOBOTO OYMIICHHS ¥ OCYyIIyBaHHS.
XJOpaHTiApUAN BIANOBIAHUX KapOOHOBHUX KucIOT 2a-d, 4a-c ojepkyBalu 3a
CTaHIAPTHUMHU METOIUKamu [9].

Cnextpu SIMP '"H CHHTE30BaHHX CHONYK peecTpyBaIucs Ha mpunai Varian-300
(pobouya gactora 300 MI'm) B pozunnax JJMCO-ds, ado CDCl;, BHyTpilIHIN CTaH-
JapT — TETPaMEeTUIICHIIaH.

Cuntes amiziB 3a-d i 5a-c. Jlo po3zunny 1 mmonb (0,144 r) 5-amiH0i30XiHOMIHY
11 2 mmonsb (0,202 1) TpueTHaaMiny B 3 MII MIpHIUHY JOAaBallkl PO34WH 1 MMOIIb

SOZ— NH
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BIJMOBIIHOTO reTepuiicynbdonin-1-xmopkapboninbenseny 2a-d, 4a-c B 3 M
OcH3eHy. Peakiiiiny cymim ButpumyBaiu 1 rox mpu 80 °C, 0X0d0[KyBaIH 10
KIMHATHOI TemIiepaTypu Ta AofaBanu a0 Hei 10 M Boau 3 nbogom. Ocaj, 1110 BU-
nazaas, BiadineTpoBYBanmy, BucynryBaiu npu 60 °C Ta mepekpucTanizoByBaIH 3
OeH3oniTpriy (conyku 3a-d, 5a-c) abo HiTpomerany (croiayka 7).

5-[3’-(Mopdonincyashonin)denin|-kapoamoinizoxinonin 3a. Buxig 0,282 r
(71 %), .11, 225—228 °C (3 6enzonitpuy). Crextp IMP 'H (300 MI'i, IMCO-
de, 8, M.4.): 2,96 (4H, ym. ¢, N(CH,),), 3,67 (4H, ym. ¢, O(CH,),), 7,76—8,09 (6H,
M, Ar), 8,40-8,53 (3H, m, Ar), 9,37 (1H, c, Ar), 10,82 (1H, ¢, NH).

Buatineno, %: C 60,55; H 5,03; N 10,30; S 8,23. Cy0H9oN304S. O6uncneno, %:
C 60,44; H 4,82; N 10,57; S 8,07.

5-[3’-(ITiponiauucyabhonin)penin -kapoamoinizoxinonain  3b. Buxing 0,248 r
(65 %), T.m1. 200—203 °C (3 6enzonitpuny). Crextp SIMP 'H (300 MI', CDCl;,
S, m.u.): 1.72 (4H, ym. ¢, N(CH,),), 3,18 (4H, yur. ¢, (CH,),), 7,56—7,67 (3H, M,
Ar), 7,81 (1H, n, J=7,5 T'u, Ar), 7,95 (2H, m, Ar), 8,20 (1H, n, J=7.5 I'i, Ar), 8,40
(2H, M, Ar), 9,19 (2H, ¢, Ar+NH).

Buatineno, %: C 63,06; H 4,78; N 10,77; S 8,59. Cy0H9oN303S. O6uncneno, %:
C 62,98; H 5,02; N 11,02; S 8,40.

5-[3’-(ITinepuaunincyash oHin)perin]-kapoamoinizoxinonin 3¢. Buxin 0,269 r
(68 %), T.mn. 212—215 °C (3 6en3onirpuny). Cnexrp SIMP 'H (300 MI'u, CDCl;,
o, mu.): 1,40 (2H, ym. ¢, CHp), 1,56 (4H, ym. c, (CHp),), 2,97 (4H, ym. c,
N(CH,),), 7,60—7,70 (3H, m, Ar), 7,87 (2H, M, Ar), 8,02 (1H, 1, J=6,6 I'u, Ar),
8,20 (1H, n, J=7,8 T, Ar), 8,34 (1H, c, Ar), 8,45 (1H, 1, J=6.0 T'u, Ar), 9,04 (1H,
¢, Ar), 9,20 (1H, ¢, NH).

Buatineno, %: C 63,92; H 5,06; N 10,44; S 8,06. C,;H,N303S. O6uncneno, %:
C 63,78; H 5,35; N 10,63; S 8,11.

5-[3’-(I"'ekcameruneHiMincynbhoH1T )heHin|-kapoamoinizoxinonin  3d. Buxin
0,286 r (70 %), T.1m1. 222—225 °C (3 6ersonitpuiy). Crekrp SMP 'H (300 MI'w,
JIMCO-dg, 6, m.4.): 1,56 (4H, ym. ¢, (CH,),), 1,68 (8H, ym. ¢, (CH,)s), 7,74—7,91
(4H, m, Ar), 8,00-8,09 (2H, m, Ar), 8,35 (1H, n, J=6,9 ', Ar), 8,45 (1H, c, Ar),
8,53 (1H, 1, J=5,4 T, Ar), 9,36 (1H, c, Ar), 10,80 (1H, c, NH).

Buatineno, %: C 64,38; H 5,57; N 10,14; S 8,05. C»,H»3N303S. O6uncneno, %:
C 64,53; H 5,66; N 10,26; S 7,83.

5-[3’-(ITiponiauucyabhoniT)penia -kapoamoinizoxinonain Sa. Buxin 0,229 r
(60 %), T.1m1. 205—207 °C (3 6ensonitpuny). Cnexrp SIMP 'H (300 MI'n, JMCO-
ds, 8, m.u.): 1,71 (4H, ymr. ¢, N(CH,),), 3,22 (4H, ym. ¢, (CH,),), 7,77 (1H, m, Ar),
7,850—7,92 (2H, ™M, Ar), 7,98 (2H, 1, J=8,4 T'u, n-C¢H,), 8,07 (1H, M, Ar), 8,29
(2H, 1, J=8,4 T'u, n-C¢H,), 8,52 (1H, M, Ar), 9,34 (1H, M, Ar), 10,73 (1H, ¢, NH).

Buatineno, %: C 62,80; H 4,93; N 11,26; S 8,63. Cy0HoN303S. O6uncneno, %:
C 62,98; H 5,02; N 11,02; S 8,40.

5-[3’-(Tlinepuaunincynsonin)denin|-kapbamoinizoxinonid 5b. Buxin 0,304 t
(77 %), T.11. 212—215 °C (3 6enzonirpuy). Crexkrp IMP 'H (300 MI', IMCO-
ds, 6, m.u.): 1,41 (2H, ymr. ¢, CH,), 1,59 (4H, ym. ¢, (CHy),), 2,96 (4H, ym. c,
N(CH,),), 7,74 (1H, m, Ar), 7,85—7,96 (4H, m, Ar), 8,07 (1H, m, Ar), 8,30 (2H, x,
J=8,1, n-C¢H,), 8,51 (1H, m, Ar), 9,35 (1H, ¢, Ar), 10,76 (1H, ¢, NH).
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Buatineno, %: C 64,04; H 5,41; N 10,42; S 8,25. C5;H,1N303S. O6uncneno, %:
C 63,78; H 5,35; N 10,63; S 8,11.

5-[3’-(I'ekcameruneHiMincybhoHLT ) eHl |-KapOaMoinizoxiHomin  5¢.  Buxin
0,282 T (69 %), T.11. 200—202 °C (3 Gensonitpuiy). Criexrp IMP 'H (300 MI'1,
CDCl;, 8, m.u.): 1,57 (4H, ym. ¢, (CH,),), 1,70 (4H, yur c, (CHy)s), 3,26 (4H, ym
¢, (CHy)y), 7,61 (1H, M, Ar), 7,73—7,86 (4H, M, Ar), 8,00-8,12 (3H, M, Ar), 8,48
(1H, M, Ar), 9,00 (1H, ¢, Ar), 9,23 (1H, ¢, NH).

Buatineno, %: C 64,70; H 5,81; N 9,98; S 7,65. C,,H»3N303S. O6uncneno, %:
C. 64,53; H 5,66; N 10,26; S 7,83.

5-(2’-Tienincynsdoninamino)izoxinonin 7. Buxin 0,180 r (62 %), T.1u1. 210—
212 °C (3 mitpomerany). Cnextp IMP 'H (300 MI'n, JIMCO-dg, 8, m.4.): 7.02
(1H, m, Ar), 7,39 (1H, M, Ar), 7,54 (1H, M, Ar), 7,62 (1H, M, Ar), 7,81 (2H, M, Ar),
8,02 (1H, ¢, Ar), 8,42 (1H, m, Ar), 9,26 (1H, M, Ar), 10,55 (1H, ¢, NH).

Buatineno, %: C 54,01; H 3,63; N 9,46; S 22,15. C3H;(N,O,S,. O6uncneno, %:
C 53,78; H 3,47; N 9,65; S 22,08.

BUCHOBKM

VY pe3ynbTaTi MPOBEACHUX JOCTIIKEHb HAMH OJIepKaHi HOBI, HEBIOMI paHilie
MoXiaH1 S-aMifo- Ta 5-(cyiab(hoHaMiI0)i30XIHOMIHIB, ONTHMI30BaHO YMOBH X CHH-
Te3y. OTpUMaHi CHOJYKH MICTATh TMOTEHLINHO (apmakodopMHi pparMeHTH —
reTepuIIbHI, aMiliHi Ta cylb()OHAMIIHI TPYITH, IO MATBEPIKYE OIONOTIYHY aKTHB-
HICTh CMHTE30BaHUX CIIOJIYK, TOMY BOHH € IIKABUMH 00’ €KTaMH IS MOJAJIBIINX
MEIUKO-010JIOrYHMX JOCIIIKEHD.
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CUHTE3 HOBbIX 5-AMNA0- U
5-(CYNIb®OHAMMAO)U3IOXUHOJIUHOB

E.!. Maii6opona, H.B. CumypoBa, C.A. KoBajeBa, M.A. XWJIb4€HKO
Hayuonanvuwiil ynugepcumem nuuyegvix mexHono2uii

B cmamve paszpabomanvt memoovl GYHKYUOHATUIAYUU I-AMUHOUZOXUHOTUHA C
NOMOWBIO peakyull ¢ XA0PAHSUOPUOAMU UTU CYTbHOHUIXIOPUOAMU 2eMePUTKAD-
bonoguix xuciom. Peanuzosan cunmes psioa HOGbIX NPOU3BOOHBIX UZOXUHOIUHA C
PA3TUYHBIMU APOMAMUYECKUMU U 2eMePOYUKTUYECKUMU (PpasmeHmamu, Komopbvie
npeocmasnAom 3HaA4UmelbHblll UHmMepec 8 Kauecmsee nomeHYuaIbHblx ouoiocuie-
CKU AKMUBHbIX 00bekmos. Ilpodemoncmpuposan 3Ha4UMenbHbIl CUHIMEMUYeCcKUli
NOMEHYUAT 5-AMUHOUBOXUHOTUHO8 — YOOOHLIX CUHIMOHO8 NPU MOOeaUpOSaAHUU
COeOUHEHU, COOePAHCAUUX PapMAKOPOPHbIe 2PYRNUPOBKU.

Knrouesvle cnosa: cunmes, u30XuHOMUH, XIOPAHSUOPUO, aMUO, OUOLO2UUECKAS AK-
MUBHOCHIb.
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