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Hanionaneauii yniBepcutet “JIbBiBChKa mosiTexHika”

kaeapa TexHoJOrii 610J0T1YHO aKTUBHUX CHONYK, hapmMalii Ta 6ioTexHonorii

CHUHTE3 HOBUX TIOZAMIIIEHUX 1,4-HA®TOXIHOHIB

© ITnommuixos M I1O., I[lnamonoe M.O., Kanioka IO.B., Konioa C.C.,
Cmacesuu M.B., Mycanoeuu P.A., 2007

Po3pob.ieno HoBi MmeToau cuHTe3y 2-N-3amimennx-3-Tio-1,4-HaToXiHOHIB Ta onepxkaHO
cyab(dizu Ha ix ocHoBi. IlomepeaHe komm’i0TepHe NMPOTrHO3YBAHHSI IOKAa3aJ0 IOUiJIBHICTH
NOUIYKY HOBHUX CHOJIYK LbOT'O PsifAy.

The new method of synthesis of 2-N-substituted-3-thio-1,4-naphthoquinones has been
elaborated and the sulfides on their base has been obtained . Previous computer prediction
shows that the search of new compounds of this row is expedient.

[ocTtanoBka mpodsaemu. Tionu MIMPOKO BUKOPUCTOBYIOTH Y TOHKOMY OpPraHIYHOMY CHHTE3i Ta
iCHy€ BeJIMKa KUIBKICTh (papMaLleBTUYHUX HPEenaparis, 10 MiCTATh TiOAbHY TPYILY, SIKi BUKOPUCTOBYIOTHCS
JUTSL 3HMDKEHHST (DYHKINT MUTOMOAIOHO] 3a031, K KOMIUIEKCOHU Ta aHTUMeTa0oImiTH. Y nabopaTopHii
NPaKTUIl TiOMM HIMPOKO BUKOPUCTOBYIOThH JUIS CHHTE3y I1HINUX OPraHiuYHUX CHOJYK CipKH, OCOOJIMBO
cyibpdiniB. Baxknuse 3Ha4eHHs CyNb(Di/[iB 3yMOBIICHO MEPENyCiM MPUCYTHICTIO aTOMY CIPKH — aKTHBHOTO
PeaKIifiHOTO HEHTPY 31 3MIHHOIO BaJICHTHICTIO Ta MOPIBHSIHO BUCOKOIO JaOUIbHICTIO 3B's13Ky C -S, a Takoxk
CXMJIBHICTIO Cipku A0 crabimizauii o-kapOaHiOHHOTO LeHTpa. Pa3oM 3 MHMPOKUMH CHHTETHYHHMU

99



MOKJIMBOCTSIMU CyNb(}iy 3HAUILTN MIMPOKE 3aCTOCYBAHHS SIK CTa01J1i3aTOPH MOTIMEPIB, BYJIKaHI3yFOUUX
areHTiB, (hapMaleBTUYHUX MpenapatiB, OIONOTIYHO aKTHBHUX pPEYOBHH. Bennke 3Ha4yeHHs CyibdiniB B
OloXIMIYHHX TpoIlecax, 30KpeMa, B MeTaboJ1i3Mi JIiIiIiB.

ToMmy, BpaxoBylOUM BHILEHABEACHE, OC3CYMHIBHMH I1HTEpPEeC CTAHOBUTb CHHTE3 1 JOCHIIKEHHS

CIDKOBMICHUX CHONYK, fIKi OyIyTh MICTUTH OJHOYACHO TiONbHHMH (parmeHT Ta ¢parmeHT 1,4-Hadro-
XIHOHY, MOXIJTHI SKOTO JaBHO BiJIOMi 3aBISKH CBOIM BJIACTHBOCTAM. [loeaHaHHS iX B OAHIM CTPYKTYypi
Janno 0 MOKIIMBICT PO3LUIUPHUTHU CIIEKTP O10IOTIYHOT MiT OTPUMAHUX CIIOTYK.

Mera. MeToro po6oTH OyB CHHTE3 HOBHX Tio3aMilieHHuX 1,4-HapTOXIHOHIB Ta 1X MOXiJTHHUX.

AHaJji3 ocTaHHIX gocaimkens i myoaikaniii. Tionu i cynpdinu 3aramoM € q00pe BUBYEHI 1 TAKOXK
iCHye 0arato OrJisiIOBHX CTATeil 3 1€l TEeMaTHKH, B SIKMX 3a3HAYCHI 3arajbHi METOJM CHHTE3Y IUX CIOIYK
[1,2]. Aune B nmiTepatypi Maiike HE OMHUCAHI TiOMH Ta Cyab(iau HAa OCHOBI 2-3aminieHnX-1,4-HaQTOXIHOHIB.
Panime Tinmeku Oyau omucaHi 2-aMiHO-3-Tion-, 2-aHiNMiHO-3-Tion-1,4-HadToXiHOH Ta 2-amiHo-1,4-
HadToXiHOH-3-CcynbdanimonTosa kucmora [3,4,5].

OO0roBopeHHs pe3yJbTaTiB. [IpooBKYOYH AOCTIHKCHHS KadeApH TEXHOJIOril 010J0rYHO aKTHUB-
HUX cronyK, ¢apmanii Ta 6ioTexHonorii HaMmu Oynm cuHTe3oBaHi 2-N-3amimeni-3-Tio-1,4-HadroxiHoHU
4(a-j) 3 pisaumu dapmako-popmuumu rpynamu. Cunre3 2-N-zamimennx-3-tio-1,4-nadroxinonis 4(a-j)
3aificHIOBaIM KilbKOMa criocobamu. OIMH 3 NUIAXIB CHHTE3Y € onucanuii y myouikamii [6]. Ockiabku 1w
yac Peakilii yTBOPIOBAIKMCH BIAMOBIAHI Cyab(igu, I ONTHMi3allil BUXOIIB TIONIB HAMH TaKOX OYJIO
JOCITI/PKEHO IUISIXW CHHTE3y 3 BUKOPUCTaHHSAM TPUTIOKapOOHATY HaTpiro Ta coneit byHTte 3 1X moganbmmm
KHCIIOTHUM TiJPOJTi30M.
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s NH N

TputiokapOoHaT Hatpiro OyB CHHTE30BaHHUI 3a BiZOMOI MeToauKkor [7]. Peakiii 3a #oro ydactio
BiZIOYBAFOTHCS JIOCUTH JIETKO, Malbke 3 KUTbKICHUM Brxo/ioM. Buxomu cranosuu 87-93%. V pasi coneit bynre
37€OUTBIIOTO CIIOCTEPITalioCh YTBOPEHHS MOOIYHMX TMPOAYKTIB, MO30YTHCS SIKMX MOXKHA OYyJO TIepeKpHc-
Taji3amiero 31 cnupry. Takok Oyso 3AilCHEHO chpo0y CHHTE3y IHUTIONY, 3Bakaroun Ha 2,3-muxiop-1,4-
Ha(TOXiHOHY, ane Micist KUCIOTHOTO Tipoii3y BUAUIUTH HOTro B YUCTOMY BUIJIAAl HE BAATIOCH.

ByB npoBenenuii cuHTe3 BinMOBiAHUX CynbdiniB B3aemomieto 2-R-3-Tio-1,4-HadTOXIHOHIB 3 MOHO-
XJIOPOLITOBOIO KHCJIOTOIO, XJIOPOBAaHHUMHU CHHPTaMu Ta 2-Opomo-1-enin-eranonoM. Sk BUXiTHI CHIOIyKH
IUIsl CHHTE3y BUKOPUCTOBYBAIX HaTpieBi comi 2-R-3-Tio-1,4-HadToxiHOHY:!
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ExcnepuMeHTaIbLHA YACTHHA

Mamepianu. 2-(N-3amimeni)-3-xmopo-1,4-vadroxinonu (la-j), HarpieBi comi 2-amiHo-3-tio-1,4-
nadroxinonis (5a-j).

IY cnextpu 3nimanu Ha crekrpodoromerpi ” Specord M 80” B tabnerkax KBr. IIMP 3uimanu Ha
criekrpometpi “Brucker” 3 po6ouoto yacrororo 300 MI'n, posunnnuk JIMCO-ds (BHYTpiluHi# cTanmapT —
terpametmiicuian). JIM®A ouuninanu 3a Mmetoaukoro [8]. EnemenTHuil anasi3 BAKOHAHUH HA CTaHIapTHIN
amaparypi ans MikpoaHanizy. Ilpu Bu3HaueHHI TemImepaTypH IUIaBJICHHS MONPABKY Ha BHCTYMNAIOYMN
CTOBIUMK PTYTi He BpaxoByBamu. KoOHTpomb 3a mepeOiroMm peakUid Ta iHOWBILYaJbHICTIO CHOJYK
npoBoamti MetogoM TIIX Ha macturkax “Silufol UV 2547,

3arajapHa MeToauKa cuHTe3y 2-R-3-Tio-1,4-nadroxinonis(4a-4j)
3 2-R-3-xu10p-1,4-nadroxiHoniB i TpuTiokapdonarty Hatpito (la-1j)

Io cycnensii 0,0108 mons 2-R-3-x510p-1,4-HadToxiHony B 80 mi meranony gomaemo 0,0108 mosb
Tputiokapbonary Hatpito. [lepemimyemo nporsrom 30 xB. — 1 rox. mij 4ac HarpiBaHHs, JOJAEMO S5 MI
HCl i xum’stumo 30 XB. 31 3BOPOTHMM XOJOIMIBHMKOM, IOTIM OXOJOKYEMO PpEakIlifiHy Macy,
(binbTpyEMO, TPOMUBAEMO BOJIOK. Y BHUIMAJKY 3 2-TiIpoKcu-3-Tio-1,4-HadToXiHOHOM MpOrpiBacMo oca 3
130IIPOIIIOBUM CIIUPTOM, JUIS TOTO, 00 MO30yTHCS Bi JOMIIIOK 2-TiapoKcu-3-Xa0p-1,4-HadToXiHOHY.

3arajgbHa Metoauka cunredy 2-R-3-tio-1,4-nadroxinonis(4a-4j)
3 2-R-3-xu0p-1,4-nadroxinonis i Na,S,0;(1a-1j)

Ho cycnensii 0,0180 mone 2-R-3-x70p-1,4-Hadroxinony B 50 mn 50%-ro BoasHOro eraHOIy
momaemo 0,0180 momp Na,S;03*5H,0. Ilepemimyemo mpotsrom 30 xB. Po3umH mouwHae TeMHIMIATH i
BiIOyBa€eThCs pO3AUICHHS (a3, sike 3HUKAe min yac HarpiBanHs. JJogaemo 15 mi 15%-ro HCI i kun’sstumo
~1 roj., 0OXOIOMKYEMO, PiTBTPYEMO, IPOMHUBAEMO AUCTHILOBaHO Bozoto Big NaCl.

3araibHa MeToauKa cunresy 2-R-1,4-nadroxinon-3-cynbpaniiouroBux kucior (6a-6j)

Jo pozunny 0,034 mons 2-R-3-xmnop-1,4-madroxinony B JIM®DA nomaemo 0,04 mons Na,S*9H,0 i
nepeminryemo mig yac HarpiBans npotsrom 1,5-2 roa. Ilotim g0 peakuiitnoi cyminni nogaemo 0,034 monb
arnieraty Hatpito Ta 0,034 MOJIb MOHOXJIOPOLITOBOI KHCJIOTH, BUTPHUMYEMO IiJi 4ac TEPEMIlIyBaHHS 3
HarpiBaHHsAM TpoTsroM 6 roj. [loTiM peakmiiiHy Macy BHJIHMBaJIM Ha BOJAY, BiI(UIBTPOBYBa M HEIPO-
pearoBaHuii 3aIUIIOK, GinbTpat miakucsin po3dasaenor HCI i ¢pinsTpyBanu.
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KoHncranTn, BUX0aH, JaHi ejileMeHTHOro anaJisy, [IMP
ta [Y-cnekrpockomnii cnoayk (4a-4n)

Ne |Bu- BpyrtTo- 3HaiiIeHo
cro- | xix, dbopmyna, Pospaxosano, % 'H 1IMP (6, m.1.) 14, et
nyku| % TTOHJ'I.,OC
CITH]N] S [C
_ 3550(0H);3350
6a | g6 | CuMoNOS 5470/ 347|536 12141 gf&;";%g?%g&iig%ﬁjfﬂ (NHy); 17?270
220-221°C |54.75) 345 | 532 | 2.18 7.42(2H,c,NH): 4,03 (2H,¢,CH,) Eggg)l;{)’
10,17(1H.c,OH);  8,23-7,96(2H,|322°(0H);3050
6b | g1 | CiHuNO.S 6165521 | 424 | 9.67 | |n1,CHa)7,79-7,21(2H,11,CHp); Eglg(‘)ﬂl){’)_lzgés
126-128°C  |61.62| 5.17 | 4.23 | 9.68 4,13-4,05(4H,m,CH,):3,91(2H,c. ; 166
CH,); 1,38-1,30 (6H,m,CH,) (C=0);820(nipmn)
10,12(1H,c,0H); 8,25-7,97(2H,?S?f(g?)iiggo
6c | op | CistsNOsS [57.62| 453|422 | 960 | |11.CHa)7,79-7,72(2H, 11, CH); (cogH)-'lass
118-120°C |57.65| 4.54 | 4.20 | 9.62 3.98:3,90(4HM CHo)391(2Hye, |1 001
CH,); 3,49-3,41 (4H,m,CH,) =
10,86(1H,c,0H); ~ 8,32-7,99(2H,|3925(OH); 1760
6d | gg | CioHisNO.S [63.77/3.85 | 412 | 9.49 | |11,CHap):7,86-7,75(2H,11,CHa); Eg900)1'{)1,3126;6(3NH-
181-182°C |63.71| 3.86 | 4.13 | 9.45 7,61 (1H,c,NH);7,33-7,03(5H,1m,[(C=O):
AT); 3,99(2H,¢,CH,) A,
9,84(1H,c,0H); _ 8,31-7,97(2H,|3520(0H);
6 | o |CisHizCINO,S|57.82( 3.27 | 3.77 | 860 |9.51|11,CHa);7,84-7,73(2H,11,CHa); 1758 (COOH);
188-191°C |57.84| 3.24 | 3.75 | 8.58 [9.48|7,64 (LH,c,NH):7,28-7,13(4H,1m,|1662 (C=0); 1330
Ar); 3,96(2H,¢,CH,) (NH-AD);
9,89(1H,c,0H); 8,33-7,96(2H, 11, |3560(0H); 2960
CHa); 7,85-7,79 (2H,u1, CHa):|(CHs): 1759
6f | 93 ilg;'_lfg'gés gjgg jgg ggg 3'83 - |7,41(1H,c,NH);7,36-7,10(4H,1v, |(COOH); 1660
0298 2.£6 | 2.30 | 281 A"); 3,98(2H,¢,CH,); 2,19 (3H,T,|(C=0):1290 (NH-
CHsy) Ar);
9,85(1H,c,0H); __ 8,33-7,99(2H,|3590(0H); 2875
11,CHa):7,88-7,73(2H,11,CH,,); |(OCH3); 1760
69 | 91 Cf;;'_l;g‘sfggf g};g j'(l)s g?; ggg - 755 (H1CHy): 744 (1H.c,/(COOH): 1662
018 209 | 209 | .09 NH):7,07(2H,1,CHa); 3,99(2H, ¢, |(C=0);1300
CHa); 3,70 (3H, ¢, CHa) (NH-Ar)
10,11(1H,c,OH);  8,33-7,99(2H,|3605(0H);3360
11,CHa):7,86-7,75(2H,1,CH,,); |(NH); 1760
6h | 85 0157';101'\;;21%521 258‘11 33‘1‘ gg; 12'2% . 745 (He, NH); 719 (1H.c,(COOH):1656
) = T T = CHTiason);GvGS(lHxClCHTiason ),(C:O),
3,97(2H,c,CH,)
9,39(2H,c,0H); _ 8,27-8,00(2H,|3510(0H);3150
11,CHa):7,77-7,68(2H,1,CH,,); |(-NH-):1760
6i | g3 | CutiNOsS |59.85 531|387 | 885 | |7,42 (1H,c.NH); 3,96 (2H.c, CHy);|(COOH);1600
192-194°C [59.82| 5.30 | 3.88 | 8.87 3,56(1H,m,CH ); 2,32(1H, m,CH):|(C=0)
1,57-1,32 (2H, am,CHp); 1,12
(6H,m,CH)
9,23(2H,c,0H); __ 8,20-7,96(2H,|3510(0H);3220
11,CHa):7,79-7,72(2H,k8,CH,): |(-NH-); 1755
6 | g6 | CuHiNOGS |55.54( 4.20 | 385 | 888 | |741 (LHENH): 507 (LH,cyumy (COOH) 1585
208-210°C |55.50| 4.18 | 3.88 | 8.87 CH,<N); 3,91(2H,c,CH, ): 3,62-/(C=0)
3,12(2H, w1, CHyN); 2,27-1,89
(4H, mm,CH5,)
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3araibHa MeTtoauKa cunrtedy 2-R-1,4-nadroxinon-3-cyabganincnupris (7a-n, 8a-n)

o pozuuny 0,009 monb 2-R-3-xmop-1,4-wadroxinony B JIM®PA (aumeronitpumi) momaemo 0,096

moiab Na,S*9H,0 i nepemimyemo mix yac HarpiBanHus npotsarom 1,5-2 roa. Ilotim mo peakuiitnoi cymimi
nonaemo 0,009 monp X7OpoBaHOrO CHMPTY, BUTpUMyeMoO mpu Temmeparypi 50-60°C mpotsrom 3 ron.
YTBOpeHy BHACHiAOK peakLii cMONy NEPEKPUCTATII30BYEMO 3 €THIIOBOTO CITUPTY.

KouncTranTu, BUX01H, 1aHi ejileMeHTHOro anajisy, [IMP
Ta TY-cnekTpockomii cioyk (4a-4n)

3HalIeHO
Ne | Bu- | Bpyrro-dhopmyna, Pospaxosano, %
cIo- | Xin, T tor.,°C 'H rIMP (6, m.u.) I9, cmt
aykd | % | (po3d. I KPUCT.)
CIH]NT S [c
1 |2 3 4 |56 | 7 |8 9 10
8,14-8,04(2H, 11, CHay); 7,77- 7,69[3580(0H);
7o | gy | CusHiNOS [59.26| 4.99 | 5.30 1215 (2H, mn, CHa); 7,46(2H, c, NH,);|3345 (NH,);
190°C 59.30| 4.98 | 5.32 |12.18 3,63(2H,c,CH,); 3,02 (2H, ¢, CH,);|1667 (C=0);
2,70(1H,c,0H);1,86(2H, ¢, CH;) [1065 (C-O)
8,24-7,99(2H,11,CHA);7,78-7,73  [3600(OH);
ob | 79 | CuHaNOsS 6521/ 6.37|4.20 | 9.65 | |(2H,1,CHA)447(1H.c.OH)4,12-  |3053(nipmy);
164-165°C  |65.23| 6.39 | 4.23 | 9.67 4,06(4H,1,CH,);3,63(2H,¢,CH,-OH); | 1675(C=0);
2,90(2H,¢,S-CHy); 1,86(6H, mm,CH,)|1035 (C-0)
823-800(2H,  w1,CHa);7,79-7,74[3590(0H);
CoHNOS  |61.235.70 | 418 | 0.67 (2H11,CHy); 445(1H,c.OH); 3981340 (N-
7c | 83 oase loroale7al 420 | ogn | - [39LAHM Chaug); 363 2HeCHy{tper); 1668
2L 202 | L0 | 502 OH); 347-341(4HM,  CHpy):|(C=0); 1040
2,9(2H,c,S-CH,); 1,86 (2H, c,CH;)  |(C-O)
8,33-8,03(2H, 711,CHay);7,86- ig%g((%lj)o)
CiHiNOsS  [67.28]5.00 | 415 | 9.44 |  |//o@HMCHA): 733702 (CHy 07 (0™
fd | 86 177-179°C  |67.24] 5.05 | 4.13 | 9.45 | = [MCHA)7.01(THc,  NH), -~ 363 An);
DLER 950 | RS | 280 (2H,c,CH,-OH); 2,98(2H, ¢, S-CH,);|"\");
2,74(1H,c,0H); 1,86 (2H, ¢,CH,)  [1090 (C-O)
8,31-8,02(2H, 1,CHa):7,89- ig?g((%"_')o)
CioHiCINO,S  [61.02( 4.33 | 3.75 | 8.62 [0.51 | 4HCHACHAY): 7.30-712 (3H 1 000 0 ™
e 1801 Tigeigrec  |61.044.31 | 3.75 | 858 9.4 CHa): B.98(THe NH) 3650 00 -
22281 252 | 2.9 1 898 1258 o4y ¢ CH,-OH); 2,96 (2H,¢,S-CHy); |\’
2.70(1H,¢,0H): 1,90(2H,c, CH,)  |°)
8,32-8,02(2H, 11,CHa);7,85-7,75 gggg((%':');)_
CaHioNOSS  [67.94|5.41 | 3.96 | 9.09 (2H.u1,CH); 7,36-7,11 (AHn, g0 - )
LS 156-158°C  |67.97| 5.42 | 3.96 | 9.07 | - |CHa): 6:97(1H.cNH): 3,64(2H.c, 1290 (NH-
RLIL) 228 | 2.59 | 220 CHy-OH); 297  (2H,¢,S-CHo)i| <3 ooc
27(1H,cOH); 2213 ¢.CHy) |
8,33-8,01(2H, 1,CHa);7,85-7,73[3590(0H);
(2H,1,CHa); 7,56-7,06 (4H,m1, [2870(0CHS);
7g | g5 | CoHuNOS [6507/520 3583 | 872 | |CHa); 7,02(1H.c/NH);  37(3H.c, 1662(C=0);
145-146°C  |65.02| 5.18 | 3.79 | 8.68 CHy); 3,63 (2H,1,CHy); 2,98(2H,c,|1305(NH-Ar);
CH,-S); 2,73(1H,¢,0OH); 1,88(2H,|1037 (C-0)
CyumpICHZ)
8,32-8,002H,  z11,CHa);7,84-7,73[3620(0H);
(2H,11,CHa); 7,26(1H,¢,NH); |3360(NH):
7h | 89 Clzs('jzl_“z'\(')g?fz ggj? j'g‘;’ gg; iggi - [719(1H,¢,CH); 6,69 (1H,c,CH): 3,64/1656(C=0);
22801 220 | 829 | 28.92 (H1,CHy); 300 (2He, CH,-S);|1045 (C-O)
2,71(1H,¢,0H); 1,88(2H, ¢y, CHy)

103



IIpoodosowcenns maoa.

9

10

7i

73

C19H23NOsS
162-165°C

60.46
60.46

6.15
6.14

3.73
371

8.51
8.49

9,21(2H, ¢,0H);8,25-8,03
(2H,10,CHgy);  7,78-7,69  (2H, 11,
CHa); 7,49(1H,c,NH); 3,63(2H,c,
CH,); 3,54 (1HM,CH); 2,95(2H,c,
S-CH,); 2,33(1H,m,CH); 1,86(2H,
Mm,CHy,); 1,60-1,33(2H,1m,CH));
1,11(6H,m,CHz)

3586(0H);
3150 (-NH-);
1600 (C=0);
1055 (C-O)

7j

71

169-170°C

59.83
59.82

5.33
5.30

3.86
3.88

8.85
8.87

8,22-7,98(2H, am,CHa);7,78-
7,71(2H,11,CHp);  6,39(2H,c,0H);
5,09 (1H,c,CH-N); 3,63 (4H,c, CH,):
3,15-3,08(2H,m,CH,-N); 2,90 (2H,
CyumpyS-CHy); 2,29-2,09 (2H,m,CHy);
1,98-1,86(4H,Mm, CH,)

3590(0H);
3220(-NH-);
1585 (C=0);
1045 (C-0)

8a

79

C14H15NO3S
222-224°C

60.67
60.63

5.46
5.45

5.07
.05

11.58
11.56

8,15-8,05(2H, 11,  CHa); 7,76
7,70(2H,1m,CHa):7,44(2H,¢,NH,);
3,48 (2H,c,CH,); 3,06 (2H,c,CH,);
2,70 (1H,c,0H);

3610(0H);
3351 (NHy);
1663 (C=0);
1062 (C-0)

8b

80

218-220°C

66.09
66.06

6.73
6.71

4.07
4.05

9.25
9.28

8,22-7,99(2H,11,CHa,);7,79-7,72
(2H,11,CHa);4,13-4,05(4H, oM,
CH,);3,48(2H,m,CH,-OH);2,94
(2H,m,S-CH,);2,73(1H,c,OH);
1,68-1,59(4H,1m,CH,-CH,);1,42-
1,31(6H,mm,CH))

3590(0OH);
3051 (mipum);
1677(C=0);
1041 (C-0O)

8c

84

C18H21NO4S
215-216°C

62.24
62.23

6.05
6.09

4.08
4.03

9.24
9.23

8,22-7,97(2H, 11,CHa) 7,78
7,73(2H,11,CHay); 3,98-392 (4H, M,
CHawpa); 349-341 (4HM, CHy);
2,94(2H, ¢ S-CH); 2,73
(1H,c,0H); 1,69-1,58 (4H,mm, CHy)

3620(0H);
1342(N-
Tper); 1663
(C=0); 1048
(C-0)

8d

88

CyoH19NO3S
264-265°C

67.93
67.97

5.41
5.42

3.98
3.96

9.08
9.07

8,33-8,01(2H, 1,CHp,);7,86-
7,74(2H,10,CHy,); 7,32-7,03 (5H,
mMm,CHp();6,14(1H,c, NH); 3,48
(2H,¢,CH»-OH); 3,02(2H,¢,S-CH,);
2,71(1H,c,OH); 1,69-1,59
(4H,1m,CH,)

3630(0H);
1663 (C=0);
1335 (NH-
Ar);

1040 (C-0)

8e

82

C2,H15CINO3S
276-278°C

61.97
61.93

4.66
4.68

3.64
3.61

8.27
8.27

9.16
9.14

8,32-8,00(2H, 11,CHp);7,89-
7,74(2H,11,CHa); 7,29-7,13 (4H,
i, CHa);  6,13(1H,c,NH); 3,47
(2H,c,CH,-OH); 3,02 (2H,c,S-
CH,); 2,68(1H,c,OH); 1,68-1,59
(4H,1m,CHy)

3618(0OH);
1667 (C=0);
1343 (NH-
Ar); 1020 (C-
0)

8f

77

Cy1H21NO3S
292-294°C

68.65
68.64

5.77
5.76

3.82
381

8.76
8.73

8,31-8,01(2H, nn,CHp,); 7,86-7,74
(2H,1n,CHgy);  7,34-7,12  (4H,nn,
CHa); 6,16(1H,c,NH); 3,50(2H,c,
CHZ'OH), 3,06 (2H,C,S'CH2),
2,72(1H,c,0H);  2,19(3H,c,CHy);
1,67-1,56(4H,1m,CH,)

3615(0OH);
2980 (CHy);
1662(C=0);
1294 (NH-
Ar); 1055
(C-0)

8g

81

C21H1NO,S
285-286°C

65.80
65.78

5.53
5.52

3.65
3.65

8.37
8.36

8,29-8,00(2H, mn,CHp();7,85-7,75
(2H,11,CHg,);  7,56-7,54 (2H,nn,
CHga);_7,08(2H,mm, CHyp); 6,14
(1H,c,NH); 3,72(3H,c,CH,); 3,47
(2H,c,CH»,-OH); 3,04(2H,c, CH,-
S); 2,75(1H,c,OH); 1,68-
1,59(4H,1m,CH,)

3610(0H);
2840(0OCHs);
1669(C=0);
1300(NH-
Ar);

1045 (C-O)

8h

86

C17H16N20s5S;
194-196°C

56.68
56.65

4.48
4.47

7.79
117

17.79
17.81

8,30-7,99(2H, mn,CHp);7,87-7,75
(2H,n1,CHay); 7,18(1H,c,CH);
6,70 (1H,c,CH); 6,39(1H,c,NH);
3,48 (2H,c,CH,-OH); 3,02 (2H,c,
S-CHy); 2,77(1H,c,0OH); 1,70-1,61
(4H,mm,CHy)

3625(0H);
3355(NH);
1654(C=0);
1048 (C-0)
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| 1 ] 2] 3 4 |5 6 7 18 9 | 10 |
8,26-8,03 (2H, mu,CHp); 7,77-7,68]3604 (OH);

(2H, 11, CHa); 6,91(1H,c,NH);|3140 (-NH-);

. CoHNOsS  |61.38] 6.47 | 3.59 | 8.22 3,56(1HM, CH), 348 (2H.c,CH,-|1612 (C=0);
8i | 72 0810|6136/ 6.44 | 328 | 810 | - [OH: 299  (2Hc,  S-CHy);|1045(C-O)

2991 .97 | 290 | De2d 3,24(1H,¢,0H); 2,32(1H,m,CH):;

1,72-1,59(4H, 1m, CH,);
1,32(2H,m,CH,); 1,11(6H, 1,CHj)

8,20-7,98(2H, a1,CHyy);7,79-7,72/3997(OH);
(2H,1,CHp); 5,51(2H,¢,0H); 5,07|3210CNH-);

gi | gg | CioHzNOsS (6074|561 370 | 851 |  [(1H,c,CH); 3,47 (2Hc, CHy-OH); 1595 (C=0);
) 176-177°C  |60.78| 5.64 | 3.73 | 8.54 31202HMmCHy); 2,94 (2H, cS-[1047(C-0)
CHz), 2,26-1,87(4H,MM,CH2);

1,69-1,60(4H,11,CH,)

Metoauka cunre3y 2-R-3-[(2-rizpokcu-2-deninerni)cynbpanin]-1,4-nadroxinony (9a-9n)

Ho cycnensii 0,010 2-R-3-xnop-1,4-nadroxinony y Bomi momaemo 0,011 momp Na,S*9H,0 i
IepeMinryeMo i 4ac HarpiBanHs npotsaroM 1 rof. [lorim no peakmiitaoi cymimti momaemo 0,010 momp 2-
Opomo-1-¢penin-eraHony, BUTPUMYEMO IIiJ] Yac HArpiBaHHS NOPOTATOM JIBOX roiuH. lIpu npomy 3abaps-
JICHHSl peakwiiHoi CyMiIlli 3MiHIOBAJIOCH BiJ TEMHO-3€JE€HOTO A0 YEPBOHYBATO-KOPUYHEBOIO KOJBLOPY.
dinpTpyemMo, mpoMuBaeMo Bonor. Buxomu craHoBunu 67 — 81%. Ha cnekrpax IIMP xapakrtepHi mis
CHar mynbTHmieTs B oonacti 7,44—7,19 m.u., i curnaniu CH, rpyn B obmacti 4,58-4,54 m.u. y Burisaai
MYJIBTUIUIETY Ta B o0nacti 3,43-3,20 M.4. y BUTIISAL JYTUIETY MYJIBTHILIETIB.

Takox Oyll0o TPOBEACHO MOMNEpeNHi KOMIT IOTEPHHH CKPHHIHT 32 TPOrPaMOI0 MPOTHO3YBaHHS
Oionoriunoi akTuBHOCTI PASS C&T. CuHTe30BaHi CMONYKH MalTh BUCOKI 3HaueHHs Pa/Pi mns Takux
AKTHBHOCTEH: aHTHCEOOPEHHO1, aHTHHEOIIACTHYHOT (paKk MO3KY, paK MpsAMOI KHIIKH), JIKyBaHHS imemii
MiOKap/y, aHAJIbI€TUYHOI Ta IESAKUX 1HIIUX.

BucnoBku. Omxe, Oyi0 3HaHICHO MpeNapaTUBHUI METOJ| CHHTE3Y TiOJIB HA OCHOBI 2-aMiHO3aMille-
HUX-3-Tio-1,4-HadroxiHoHiB. [lpoBeneHo cuHTE3 2-amiHO-1,4-HadTOXiHOH-3-CyIb(aHLT-ONTOBUX KHCIIOT,
2-amiHO-1,4-HadToxiHOH-3-cysbbaninciupTiB Ta 2-R-3-[(2-rigpokcu-2-deninerin)- cynbdanii]-1,4-nadroxi-
HoHy. Komr'toTepHuii ckpuHiHT 3a rporpamoro PASS C&T mokasas, Mo JOCHTIKEHHsI CIIONYK IIBOTO PSIY €
MIEPCIICKTHBHIM 1 TIOJIATIBIINI CHHTE3 3 BUKOPUCTAHHSM IIUX CIOJYK SIK CHHTOH € I[IKaBUM.
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