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FO. M. Boaosenko, T. A. Boi1oBHeHnko, A. B. 1o0pbiaHeB

HOBBIA CUHTE3 2-AMHHO-3-TETAPWJI-4(5H)-OKCOTUO®EHOB

ALWIMPOBAHUEM TeTAPWIALETOHUTPUIOB XJIOPAHTHIPUIOM alEeTHIMEPKANTOYKCYCHOMN
KHCIIOTBI TOJy4YeHbl S-3-retapuii-2-okco-3-1uaHonponuwitioanerarsl. [lpu ux B3aumo-
JICHCTBUM ¢ aMUHAMU 00pa3yroTcs 2-aMuHOo-3-retapui-4(SH)-okcoTrodeHsbI.

KaioueBble cioBa: 2-amuHOo-3-retapnin-4(SH)-okcoTnodens!, TreTapuianeTOHUTPUIEI,
S-3-rerapun-2-0Kco-3-0UaHONPONMIITAHTUOATHl, XJIOPAHTHIPUT, aleTUIMEPKaNTOyKCYCHOH
KHCJIOTBI.

Panee ObUIO HM3Yy4eHO aIMJIMPOBAHUE apWI- U TETapUIALCTOHUTPUIIOB
PasIMYHBIMU  AUWIMPYIOIIMMH areHTaMu: AaHTHIPUIAaMH, TaJOreHAHTUA-
punamu, 3pupamu amuHo- [1-3], MmepkanTo- [4-6], Tuapokcu- [7, 8] u ximop-
3aMemieHHbIX [9—12] kapOOHOBBIX KHCIOT anu(aTH4ecKoro, apoMaTHyec-
KOTO M TeTepOLUKIMYECKOTO PSAAOB, MPOTEKamolee ¢ 00pa30BaHUEM IPOU3-
BOAHBIX mupuauHa [2, 3], muppona [2, 10, 11], Tnodena [4, 6], xunonuHa [9],
Oenzonupana [7, 8]. Hamuune (hyHKIIMOHANBHBIX TPYNI B MOJEKYJaX 3THX
COCAMHEHUH TO3BOJISICT MONUGHUUUPOBATH WX ISl TIONYyYEHHS BEIIECTB,
00JIafaloMX TIOJIE3HBIMH CBOMCTBaMH, M NPEXIE BCEro OHOJOTHYECKH
aKTHBHBIX IIPETIapaToB.

Panee onucano [6] anunupoBaHue reTapuiialeTOHUTPUIOB 1a,b 3TUIOBBIM
3(¢UpPOM MEpKaANTOYKCYCHOW KHUCIOTHI (2a) B TMPUCYTCTBUH mpem-OyTuiaTa
HaTpHsi, KOTOPOE, OUYEBHAHO, MPOXONUT uepe3 cTaguio C-aluIupoBaHusl.
OnHako, BO3HMKAaIOIIME 3-TE€TapHil-2-0KCO-3-IHaHONPONMITHONBl BBIICIUTD
HE yJaeTcsl, TaK KaK B YCJIOBHAX PEAKLUH OHHU LHUKIU3YIOTCS ¢ 00pa3oBaHUEM
2-amuHO-3-retapui-4(5H)-okcotnodeHos.
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B nmannoii paGoTe MBI MPENNPHUHSIN TONBITKY MOATBEPIUTH MPEIIIO-
KEHHYIO CXeMy peakiuu. Mcrmomp3oBanue Oosiee akTHBHOTO aIMINPYIOMIETO
arerra (Xyopanruapuaa 2b) Mo3BOJIMIO TPOBOIUTH AIMIIMPOBaHHE B Ooee
MsTKuX ycioBusix — B JIM®A npu koMHaTtHOW Temmeparype. BriieneHHbie
B WHAWBHYaJTbHOM BHJE M C XOPOIIUMH BBIXOJAMH TPOIYKTHI OKa3aJrCh
C-anuamnpou3BOIHEIME 3a—j.
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1,3 a Het = 6ensumuazon-2-mi, b Het = 1-metnnben3nmMugazon-2-ui,
¢ Het = 5,6-qumetuntdensumunazon-2-ui, d Het = 1-3tunbeH3nMuazon-2-ui,
e Het = 6enzornazon-2-wr, f Het = 4-(n-rommm)tuazon-2-wu1, g Het = 4-(4-xnopdenun)uazon-2-ui,
h Het = 4-(4-6pombennn)trazon-2-ui, i Het = 1-0eH3unbeH3uMua301-2-11,
j Het = 5-tpudropmermnben3oTnason-2-ua

s coenyaennii 3a—j TEOPETHYECKH MOYKHO MPETIONIOKUTE CYILIECTBOBAaHHE
Tpex TayToMepHbIX popm A, B u C.
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Bribop B monb3y OOHOH M3 BO3MOXKHBIX TayTOMEPHBIX (OPM MOXKHO
cenarh Ha ocHoBanuu nauEbIX MK u IMP 'H cnextpos. Tak, B MK crnexrpax
NPUCYTCTBYIOT CHJIBHAS TMOJIOCA BAJICHTHBIX KOJICOAHUH comps- >KEHHOH
HUTPUIBHOHN rpynnsl B obmactu 2200-2180 u monoca B obnactu 3180-3150
cM ', KOTOpPYI0 MBI OTHOCHM K  BaIGHTHRIM KoleOaHmsM cBssu NH
rerepouukia. B cnekrpax IMP 'H B o6mactu 2.37-2.39 M. 1. HaGmOgai0TCS
CHHIVIET NPOTOHOB S-alleTWJIBHOW TPYyNNbl M JBYXIPOTOHHBIA CHHIJIET
MeTHJICHOBOH Tpymmnbl B obmactu 4.02—4.14 M. a. IlockonbKy xemaTHpo-
BaHHBI TPOTOH TIpU aroMe a3oTa TMpeTepleBacT JAe33KpaHupylollee
BO3/CHCTBHE KapOOHWJIBHOW TpPYNNbl M TETEPOLHUKINYECKOro sIpa, ero
curHai HaOmogaercs B cinadom none npu 12.74-13.67 M. 1. B BUAE OTHOIPO-
TOHOTO CHHIJIETa, Hcye3atouiero npu aob6asiaenuun D,O. Ha ocHoBanum
W3JI0OKEHHOTO BBIIIE, MBI CUMTaeM, 4YTO coeauHeHus 3a—j (tabm. 1, 2)
cymectBytoT B NH-tayTomepHoii hopme B ¢ BHyTprMONeKyIsipHON BOIOPO-
Holi cBs3bio (BMBCO).

S-AnerunnpounsBognsie 3a—h npu neficTBUM aMMuaka, AM3THIAMUHA WU
MUMEPUINHA, JIETKO Ne3aleTHIUPYIOTCs ¢ 00pa3oBaHHEM pPeaKIHOHHOCIO-
COOHBIX Y-MEpKaNTOHUTPWIOB. L[MKiu3anus mociaeqHuX MPUBOAUT K 2-aMHHO-
3-rerapui-4(5H)-okcotrnodenam 4a—h (tatdi. 3).

Tabnuna 1
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XapakTepucTUKH 3-(2-reTapui)-2-0Kco-3-IHAHONPONUI 3TAHTHOATOB 3a—j

Haiineno, %
Coemu- BpyTTo-hopmyia Brraucneno, % T; L Brixon, %
HEHUE C*
N S

3a Ci3Hi1N30,S 15.41 11.83 >300 78
15.37 11.79

3b C14H13N50,S 14.69 11.20 262 85
14.62 11.16

3¢ C15H15N302S 14.01 10.68 >300 65
13.94 10.64

3d Ci5H5N50,S 14.04 10.70 193 80
13.94 10.64

3e C3HoN,0,S, 9.70 22.19 253 82
9.65 22.08

3f Ci6H14N,0,S, 8.53 19.54 205 68
8.48 19.41

3g C,5H;,CIN,0,S, 8.02 18.33 245 68
7.98 18.28

3h C;sH;;BrN,0,S, 7.16 16.26 247 65
7.09 16.22

3i C,oH;7N50,S 11.61 8.90 159 75
11.56 8.82

3j C14HoF3N,0,S, 7.95 17.94 303-304 69
7.82 17.89

* Coemuuenust 3a,c,f—j nepexpucrammsoam u3 IM®PA, 3b —u3 tonyona, 3d,e — u3 n-

BuOH.
Tabnuma 2
CrniekTpajbHble XapaKTePUCTHKH COeJMHeHUI 3a—j
~ UK cnexrp, v, om!
i‘;‘;ﬂ o o~ Criextp SIMP 'H, &, m. 1. (J, T')
(SCOCH3)

3a 1693 2180 2.38 (3H, ¢); 4.04 (2H, ¢); 7.25 (1H, T, J = 3.2); 7.27
(1H, T, J=2.8); 7.49 (1H, o, J=2.8); 7.51 (1H, &,
J=3.2); 12.92 (2H, ¢)

3b 1690 2180 2.37 (3H, ¢); 3.95 (3H, c); 4.10 (2H, ¢); 7.32 (2H, T,
J=6.8); 7.61 (1H, n, J = 8); 7.65 (1H, n, J = 7.6);
13.26 (1H, ¢)

3¢ 1695 2180 2.28 (6H, ¢); 2.38 (3H, c); 4.02 (2H, ¢); 7.27 (2H, c);
12.74 (2H, ¢)

3d 1690 2200 1.4 (3H, m); 2.38 (3H, c); 4.13 (2H, c); 4.54 (2H, m);
7.34 2H, 1, J=6.8); 7.68 (2H, 1, J=7.6)

3e 1700 2180 2.39 (3H, ¢); 4.13 (2H, ¢); 7.36 (1H, T, J = 7.6); 7.52
(1H, 1, J=17.6); 7.68 (1H, n, J=8); 7.97 (1H, o, J=28);
13.67 (1H, ¢)

3f 1690 2180 2.30 (3H, c); 2.38 (3H, ¢); 4.09 (2H, ¢); 7.32 (2H, n,
J=28.4); 743 (1H, ¢); 7.65 (2H, x, J = 7.6); NH —
00MeH. ¢ BOJO#

3g 1690 2180 2.38 (3H, c); 4.09 (2H, ¢); 7.55 (1H, ¢); 7.57 (2H, &,
J=9.2); 7.80 (2H, n, J = 8); NH — o6MeH. ¢ Bo10#

3h 1695 2180 2.37 (3H, ¢); 4.09 (2H, ¢); 7.55 (1H, ¢); 7.69 (2H, n,
J=18.4);7.73 (2H, n, J = 8); NH — o6MmeH. ¢ Bojoi

3i 1690 2200 2.38 (3H, ¢); 4.11 (2H, c); 5.83 (2H, ¢); 7.20-7.72
(9H, m); 13.48 (1H, ¢)

3j 1690 2180 2.38 (3H, ¢); 4.14 (2H, ¢); 7.69 (1H, 1, J = 8.8); 7.90
(1H, ¢); 8.2 (1H, n, J=17.2); 13.61 (1H, ¢)
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XapakTtepucruku 2-amuno-3-rerapuii-4(SH)-oxcotnodenos 4 c-h

Tabnuma 3

Haiineno, %

Coena- BbpytTo-dopmyna Beranciero, % T. m., °C* Coektp SIMP 'H, §, M. 1. (/, ') BHOXOH’
HCHUE %
N S
4c C;3H;3N;08 16.34 12.51 >300 2.28 (6H, c); 3.89 (2H, ¢); 7.30 (1H, ¢); 7.35 (1H, c); 9.48 (1H, ¢); 10.07 71
16.20 12.36 (1H, ¢); 11.78 (1H, ¢)
4d C3H;3N;08 16.21 12.42 228 1.26 (3H, m); 3.83 (2H, ¢); 4.26 (2H, m); 7.20 2H, 1, J = 7.2); 7.56 (1H, &, 80
16.20 12.36 J=1.2);,7.59 (1H, n, J= 6.8); 8.66 (1H, ¢); 8.97 (1H, ¢)
4e C;1HgN,08S, 11.32 26.00 >300 3.83 (2H, ¢); 7.29 (1H, T, J = 8); 7.39 (1H, 1, J = 6.8); 7.83 (1H, 0, J="72); 69
11.28 25.82 792 (1H, n, J=7.2);9.75 (1H, ¢); 10.09 (1H, ¢)
4f C4H,N,08, 9.83 22.27 >300 2.34 (3H, ¢); 3.89 (2H, ¢); 7.25 (2H, 1, J =8); 7.75 (1H, ¢); 7.90 (2H, x, 65
9.71 22.23 J=18);9.56 (1H, ¢); 9.73 (1H, ¢)
4g C13HyCIN,OS, 9.13 20.73 >300 3.90 (2H, ¢); 7.49 (2H, n, J = 8.4); 7.90 (1H, c); 8.08 (2H, 1, J = 8.4); 9.62 65
9.07 20.72 (2H, ¢)
4h C13HoBrN,0S, 8.00 18.17 >300 3.90 (2H, ¢); 7.62 (2H, 1, J = 8); 7.91 (1H, c); 8.00 (2H, 1, J = 8.4); 9.61 68
7.93 18.15 (2H, ¢)

* Coenunenue 4¢ nepekpuctaunzoBand u3 IM®A, 4d—h — u3z n-BuOH.
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2-Amuno-3-rerapmin-4(SH)okcornodensr 4a—h — ycroitunBeIe, KpUCTAIIN-
YeCKWe BBICOKOIUIaBKMEe BemecTtBa. Oxcotnodensl 4a,b  okazamuch
WICHTUYHBI 10 (PU3UKO-XUMHYECKAM XapaKTEPUCTHKAM COEIWHEHHIM, IOITy-
gyeHHBIM paHee [4, 6]. Crpykrypa coemuHeHuit 4a—h moarBepkmacTcs
nauasiMu MK u SIMP 'H CIIEKTPOB, a TaKXKe 3JIEMEHTHBIM aHaIu30M. Tak,
B criektpax SIMP 'H cHrHajBI HPOTOHOB aMHHOTPYIIIIB HAGIIOTAIOTCS JIHOO
B BH/IC JBYX OIHONPOTOHHBIX CHHIVIETOB B oOmact 8.66-9.75 u 8.97-10.09 wm.
1., TIOSIBJIGHWE KOTOPBIX OOYCIIOBIEHO HEIKBHBAJEHTHOCTHIO IPOTOHOB
aMUHO-TPYIIIBI  W3-3a Hagumuams BMBC, mmubo B BHAe MIHPOKOTO
IBYXIPOTOHHOTO CHWTHAJda. DTH CHUTHAIBI WCYE3al0T mHpu jgoOamieHmm D,0.
JIByXIIpOTOHHEIN CHHTIIET B 06sacTH 3.83-3.92 M. 4. MpHUHAIICKUT IPOTOHAM
METHJICHOBOM Tpymisl THOo(eHoBoro mukia. B UK cnekrpax coeaunenwii 4a—h
OTCYTCTBYET IMOTJIOMICHHE HUTPUIBHON rpymmbl B obmacti 2200-2180 cm ',
XapaKTepHOE I UCXOOHBIX coeauHeHuit 3a—h, a HaOmIOMaI0TCS ABE MOIOCKHI
TMIOTJIOIIEHNSI, OOYCIIOBIICHHBIE BaJEHTHBIMH KOJEOAHUSIMH TTEPBUYHON aMHHO-
rpymmbl: B o6macte 3340-3330 (acummerprdnbie Konebamms) u 3260-3250 cv
(cummeTpuuHbie KojeOanms). Ilormomenue kapOoHmnmpbHOW Tpynmsl B WK
CHEKTpaxX JaHHBIX COEAMHEHUI He HaOIII0IaeTCs, YTO COTNIACYETCs C TaHHBIMU
JUTSI COeTUHEHUH C [B-eHaMHHOKEeTOHHBIM (pparmentom [10]. Takum obpazom,
COTJIACHO CHEKTPaIbHBIM [aHHBIM, coenuHeHus 4a—h cymecTByrT B BHIE
AMHUHOKETOHOB, & HE B AIBTEPHATUBHBIX TAyTOMEPHBIX (opMax: €HONbHOU
WA THIPOKCUMMUHHOH.

SKCHEPUMEHTAJIBHAA YACTb

KoHTponb 3a X0ZOM peakuuil W YUCTOTON CHHTE3MPOBAHHBIX COCAMHEHHH INPOBOAMIIA
MmeronoMm TCX na mnactunkax Silufol UV-254 B cucteme xnopodopm—merano, 9:1. CriekTps
AMP 'H msmepsim Ha crmextpomerpe Varian Mercury-400 (400 MI'm) B JMCO-dg,
BHyTpenHuid cranpapt TMC. UK cnektpsl 3amuceBasi Ha npudope SP 3-300 Pye-Unicam.
TemnepaTypbl IUIaBJICHNS U3MEPSUTH HA ManorabapuTHOM HarpeBaTelIbHOM CTolie TuIa Boetius
¢ HabmonarensHbIM yerpoiictBom PHMK 05 ¢pupmer VEB Analytik.

S-3-I'erapui-2-okco-3-uuanonponuiaruanerarsl 3a—j (obmas meromuka). K pactBopy
5 mmonb retapunanetorutpuia la—j B 5 min JJM®PA 100aBisioT npyu KOMHATHOM TeMIIEpaType
(25 °C) 5.5 MMonp XJOpaHTHAPHUIA ALETHIMEPKANTOYKCYCHOW KHCIOTHl 2b. Peaknmonnyro
CMeCh OCTaBIISIOT Ha 12 4, BHINABLIMI OCaJOK OTGUILTPOBBIBAIOT, IPOMBIBAIOT BOJOH, CyIIaT
U NIePEKPUCTAIUTH30BBIBAIOT.

2-Amuno-3-rerapuia-4(SH)-oxcoruodens! 4a—h (obmas meroauka). K pactBopy 5 Mmmons
cooTBeTCTBYIOIIEro coeaunHeHus 3a—j B 5 mu JIM®A noGapnstor 10 MMOIIB OCHOBaHUS
(aMMuax, IUATUIIAMUH, TTHIEPUANH) U ocTaBIAIOT 1pu Temreparype 30—40 °C na 24 9. Ocanox
OT(QMIBTPOBEIBAIOT, IPOMBIBAIOT BOJOH, CymIaT M IEPeKPHCTAUIM30BBIBAIOT U3 COOT-
BETCTBYIOILETO PACTBOPUTEIS.

CIIMCOKJUTEPATYPBHI
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