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I/ICCJIEHOBAHI/IE BPUCTETEPUIITPOM3BOAHDIX ITHMITEPA3ZHMHA
H ET0 AHAJIOIOB

1. CHHTE3 ¥ TIPEBPAIIEHWY
N N'-EI/IC(Z R-5-HUTPOIIMPUMUIWII-6) IUTTEPASHTHOB M TUXJIOPHUIA
NN > BUC2- -R-5-HUTPOIIPYUMHUIWII-6) AV CITAPOTPUTITNIIEPASWHN A

Paspaboran Meron cuuTeda HEKOTOphix N,N’-6uc (5-HuTpOomMpHMumwI-6) nuirepa-
 3UHOB M QUXJIODHAA HUCTTMPOTPUITAIEPASUHIUS, CORCPKAITHMX B IOJI0XKEHUY 4 NHPHMM-
JAMHOBOTO I7Pa XJI0P, I0Ka3aHA BO3MOXKHOCTh MX B3AUMOAEHCTBUS C PA3IMIHBIMU HYKJIEC-
odumbEbIMKM areHTaMu ¢ 00Pa3OBAHMEM COOTBETCTBYIOINMX IHAJIKHIIAMIHONPOUSBOZ-
HBIX.

B mponokenue HAMMX PaboT IO M3YUCHWIO B3aUMONEHCTBHS S-HUTPOIAPY-
MUIMHOB C HyKJIeO(DMIAbHBIMA areHTaMH MPEANpHHYT CHHTE3 CHMMETPUUYHBIX
N, N’ -6ucnmpuMumI3aMencHEH X IANEPA3HHA 1 Tuxaopuna 3,1 2-nnaza-6,9-mu-
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LOIR=H,aX= OMe,6X NMep; I, IVX=Cl,aR=H, 6R Me,BR SMe,rR=CH= CHPh
Via—e R—H; aR' =R?=Pr, 6 R' + R® = (CH2)20 (CH2)2, 5 R +R? = (CH2) 2NMe (CHy)2, rR + R? =
=(CH2)2N{(COPh) (CH2)2, xR +R?= (CHD)N(CONE®) (CHY)s, eR'+R?=
=(CH2)2N(CHPhy) (CH2)2; VIx—u R =Me, x R+ R¥= (CH2)20 (CH2)2; s R + R? =
=(CH2)2NMe (CHz)2, uR* +R? = (CH2)2NH (COE) (CH2)2; VIIaR=H, 6R = Me
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asonmammucnupo(S,2,5,2)rexcagexada (B JaapHEANEM — RAUXJIOPWHA JUCITHADO-
rpymmnepasuams). C 5TOM LEbI0 MCCICHOBAHE DPEaKIM¥ FaJ0TeH3aMEIIEHHRIX
S-HUTpONMpUMMUIMHOB C HA3BAHHBIMH BBIIE aMuWHAMH. B3amMomehcTBHE
4(6)-x0p- 1 4,6-TUXIOPHIAPEMAIMHOB ¢ AMnNaTHYSCKIMY THEAMAHAME H3YUCHO
moeoapHO moutHO [1, 2]. OmHAKO HCHOIB30BAHME B ITHX PEAKOMsSIX NHIICPA3UHA,
£ro IPOH3BOAHBIX M aHAJIOTOB MAaJIO HCCIETOBAHO.

HaMu yCTaHOBJIEHO, UTO PEaKUWH 4-METOKCH- ¥ 4-TUMETHIaAMUEO-6-x10p-5-
gurpormapumuauaos (Ia,0) ¢ TeKcaruapaToM OWIEpAasHHA B BONHO-THOKCAHOBOM
Cpene B HPUCYTCTBUM TPUITHIAMAHA HAIOT WCKIounTeasHo N,N'-6uc(S-smTpo-
mapuvrr-6) umepasusst (11a,6). Anasorausbe pes3yIbTaTsl ObUIH Oy YCHHL B
TeX X€ YCAOBUAX B IPUCYTCTBUY SKBUMOJISPHOTO KOJHYECTBA TPUITHIAMHUHA IIPH-
p3amMonelicrsun 4,6-nuxmop-S-unrponnpumununa (I11a) w ero 2-zaMemessHX
amamoroe (II16-r) ¢ mumepazmaoM. Vcxoms W3 JUTEPATYyPHEX TAHHBIX, MOXHO
OBUIO OXHEFaTh 00pazoBamms CMECH IPOAYKTOB, COCTOSIICH M3 MOHO- H
MUIMIEPA3HHO3AMEILEHHBIX THPUMUIHOB. OXHAKO BCHOJb30BAHAE ABYKPATHHX
10 OTHOWICHWIO K MUIEPA3HHY KOJAYECTE 3aMEICHHBIX ITHPUMAIAHOB IPABETIO K
OMYYEHUI0 HKCKJHOUMTENPHO COOTBETCTBYIOMINX OHCIMpPUMIIAI3AMEIHEHHBIX
munepasuaos ([Va—r) ¢ Beixogamu 60...93%.

Peakuma 2-crupmi-4, 6—zmx.uop -S-murponupuvunmeaa [1Ir ¢ rexcarmaparoM
Oumepa3uHa B CPENe BOXHOIO Metatona mpusour K N,N’-6uc (4-0kco-5-HATpO-
mupuMunEa-0) unepasuay  (V), o0pasymomeMmycs, OYEBMAHO, BCJIEICTBHC
rEmponmsa aroMa xsopa mpy arome C(4) DMPUMUAMHOEOTO HHEKaa. Ilposexenwne
5TOH peaknmy B BOTHO-EHOKCAHOBOM Cpefie IO3BOJIIIO IMOJYYNTH XJAOPCOAEpXa-
mee coenuuaermne 1Vr.

Cregyer OTMETHTH, 4YTO ONArogaps HAAWYMIO B CoenuHEHMsX IVa—r
OABYKHEIX ATOMOB XJIOpA OHM OBUIH MCIIOJIb30BAHEL KaK KJIIOYEBHIE B CHHTE3E
IEJIOTO. psiga BEIIECTB, NMPEACTABISIOINNX HHTEPEC B IUIAHE IOMCKA COEAMHEHUH C
OGMOIOTHYECKON aKTHBHOCTEIO. Tak, HanpuMep, IPA B3aNMORECHCTBMU AUXJIOP3a-
MenmeHHbX [Va,0 ¢ TakuMu HyKJaeo(huIbHBIMU ATCHTAME, KakK IANpPOIIaMUH,
mMopdosus, N-3aMenieHHBE OUIEPasHHBL OBUIM MOJYYEHH COOTBETCTBYIOLIHE
Npom3BOTHEM SucrmpumMummunepasuga (Via—m.

Coegmaenng VIa—u — HepacTBOPMMBIE WM ILIOXO DACTBOPHMEIE B BOHE
BEIECTBA. B 1Ie/Ifx HOIyuYCHMS BOXOPACTBOPEMEIX GHCIMPUMYAM/INUNEPASHHOB
ORI IpPEANpUMHAT CHHTE3 HoaMeTHnaaToB coemumenmi VIs,3. Tak, xmnmaucmue
mociaenanx ¢ Mel B aneroEWMTpmie TPEBENO K XOPOIIO PaCTBOPMMEBIM B BOAE
coemmuernam (VI1la,0), uto oGIerdaeT OmeHKy uxX OMOJOrHUecKON aKTHBHOCTH.

J3BecrHO, 4UTO paziWUYHBIE 3aMEUICHHEE JS-HATPONMPUMWGWHA IIpH
B3aUMOECHCTBHH C THAPAZAHOM CIIOCOOHE! IPETEPIEBATh PEaKIMI0 PACIIENICHIS
TIAPUMETIMHOBOTO XOJIbIA, IPUBORSNIYIO B PE3YIbTATE HOCACAYIOMIEN PENHKIA3a-
UM K Npou3BomEeM 4-Eutponimpasona [3, 4 |. [lpu nonsitke pacopocrpanuTh 510
npeBpamenue Ha Ouc-(S-muTpormpumunmi-O)munepasus IVa mamm  Gwuio
00HADYXEHO, UTO B 3dBUCAMOCTH OT PACTBODHUTENS, TEMIIEPATYPH NPOBENCHUIL
pEaKIUy M COOTHOIIEHHWS DEATEHTOB YHAETCS MOMydnTh MO0 PaHee OIVCAHHBIA
[6] 4,6-6ucrunpasmuo-5-autpommpumuans (VIID, mubo 4-mmTpommpasonbHOE
npomseomuoe IX. Jlas mocmenHero xapaxrepHo Hammume B MK cmexrpe
FHTEHCUBHHX mojoc moriomenua npu 3330, 3240 u 3140 CM—l, OTBEYATOIHAX
BajIeHTHEIM koaebammam rpymm NHz w NH (xomsuma). B cmexrpe IIMP
Ha0II0Xat0TCd CHTHAAB IPOTOHOB MUIEPAasmHOBOTO Koabia (3,63 M. m.) B BHIC
cWHTIEeTa, NBa curHAjA TpH 5,29 u 8,10, nmpunucannasie Hamm rpynme NH2, u
cursan npu 9,83 M. x., orHocammiics X ¢parmenty NH mmpasombHoro nmukia.
O6pazoBanue coemuuenns 1X Mo ananoruw ¢ pesymsratamu paboTs [5] MoxHO
OOBSICHUTD THWAPA3MHOJIM30OM THPUMHUAWHOBOTO KOJBLIA C = HOCAeyromeh
penukausanmed. B cmydyae xe maBecTtHoro coemmHenms VIII mmeer mecTo
HykacobunapHoe 3amemenue atoma Cl Ha 0CTaTOK THAPASMHA U IMIEPEAMAHUDOBA-
HHEE T pAMUAVHEOBOTO (DPATMEHTA II0 TIOJIOXKEHHIO § C BHTECHEHUEM NHIIEDA3HHA.
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Peaknma o0pasoBammst CAMMETPHYHHIX OHCHHAPUMUARIAMUHOIPOR3BOIHBLX
ObUIa Hajice PACHpOCTpaHeHA HAMA M HA AMXJIOPUT HUCIMPOTPHIAIICDASWHWS.
HrTepec X nonoGHOrO poga COeNMHEHNIM BH3BAH TEM, UTO CPEAM HHX HA¥ZEHEL
BEIIeCTBa, 00Mafaomue MPOTHBOOIYX0JCBOM U IPOTHBOBUPYCHON aKTUBHOCTHIO
{7—91.

" Briro ycranoBAeHO, UTO HpY peakuuw psna 2,4-3aMenieHHBIX J-HUTPOIHpa-
vuguea Illa—r ¢ pgExJIOpHIOM OWCHMPOTPHOMICDASHHHAS B YCIOBHLX,

/T N+ \* \

mar + BN N N NH
\NEVAV AN

Cr- (e

Xa-r

NO, O,N.

k VARNERARN )
\__/ / \__/
Ci™ cr-
Xla-s
XaR=H,6R=Me,BR=SMe,rR= CH——CHPh Xiart= SC(S)NEt2, gRr! =N{CaH4)2NMe,
B R!=N(CzH2);NCONE

973



AHAJOTMYHHIX ONWCAHHEIM BHIIE, 00pasyloTCs CHMMETPHYHEE GCHCIMpUMEIILI-
npoussonusiec X. B mampHeimeM myTeM o6paboTku coequueHnd Xa pasImusbIMKI
HYKIeO(IbHBIMU AT€HTAMHA OBLIM CHHTE3MPOBAHEL Npom3Bogase X1.

TakumM 00pa3oM, TP W3yUCHUM OCOOEHHOCTEH B3auMONeHCTBIS 4,6-nmxaop-
S-auTponMpuMuRUHA B €70 2,4-3aMeIMeHHBX ¢ TakuME OH(YHKIIHOHAILHEIMA
aMuHaM¥, KaK [HIEepasyH ¥ OUXJOpHN [IUCHHPOTPANMIICPA3WHUST, HAMHA
VCTAHOBNEHO, YTO TPW ONPEHENACHHBIX YCIOBHIX TIPOBEICHHS PpEAKIWH K
COOTHOIICHUS PEArcHTOB YOACTCT TOJYYHMTH HCKIIOUMTEIFHO CHMMETPHYHEIE
OUCTIIPAMUR AT POM3BOIHBIE AMAHOB.

SKCHEPUMEHTAJ/IBHASG YACTDH

MK criexTpsl CHSTHL HA ciekTpodoromerpax Perkin-Elmer B BUze CyCIeH3HH B BA3EIMHOBOM MACHE.
SMP crekTpsi CHATHI Ha criekTpoMerpe Varian XL-200. Xumugeckue CABUIM IPUBEIEHE! 1O mKajie J,
BHyTpeHHumEt craHnapt TMC. Macc-cnekTpei oxygens! Ha ciekTpomeTpe MAT-118 ¢ BBOZIOM BemiecTsa
HEMOCPEACTBEHHO B MOHHBIN MCTOUHHMK. KOHTpOJIb\.Sa YHCTOTOH OPOAYKTOB M XOLOM PEeakIinil OCYIIecT-
BAsUTH XpomaTorpadryecku Ha mracruakax Silufol UV-254.

Janubie 3IEMEHTHOTO AHAJIM34 BCEX CMHTE3MPOBaHHBIX coemuueriit Ha C, H, N, Cl, S cootserct-
BYIOT BBIUVCICHHBIM 3HAUSHMSIM. ’

XapakTepUCTHKU HOAYUEHHBIX COENMHEHMIT IPUBENEHbI B Tabemie.

N,N'-Buc(2-R-4x-HATpOonupaMALni-6) nunepasuss (I1a,0, IVa—r). K pacteopy 2,5 MMOIb €O~
equuerus I v 11 B 6 Mt merokcana nprbasmnor 0,25 ¢ (1,25 MMOJIb) TeKCaruIpaTa NUIEPA3HUHA B 5 M
BOmBI ¥ 0,35 Mt (2,5 MMoip) TpHoTHIIAMMHA. Yepes 2 U K PeakKIMOHHOHM Macce npubasnsior 80 Mut BOxsL,
BBINABIUMH 0CATOK OTQMIILTPOBBIBAIOT U NIPOMBIBAIOT 50 MJI BOREI. \

Xapakrepucruky coemuuenuin I, IV—VII, IX—XI

PactBOpHTEND , -1
iz:g;é ;;%yl‘:r}’;a T °C s KPIII;‘;JL G (Blf;zﬁéBZ;d cll:l[ame) Bm;;on’
Ila C14H18NgOs6 205...208 Aueton 1595, 1546, 1124, 902 60
116 Ci16H22N1004 240...243 AMODA-H0 1588, 1563, 1234, 1005 77
IVa C12H10Ng04Cl2 70...73 Xaopodopm 1573, 1530, 986 90
1N C14H14N304Cl2 280...281 JIMOA-H:0 1582, 1156, 982 83
1Vs C14H14N304Cl2S2 256...258 AM®DA-H>0 1572, 1146, 984 67
IVr C2sH2oN304Cl 234...236 MeOH-guox- 1456, 1378, 1225, 971 93
CcaH
v CasH24Ns06 208...209 Metanon 1630, 1444, 990, 780 99
VIa C24H38N1004 159...160 Meranon 1570, 1520, 1200, 1157 68
VI6 Ca0H26N1006 270...272 AMOA 1588, 1555, 1220, 1003 56
Vis CaH3N1204 246...247 IMCO 1583, 1554, 1218, 1002 95
Vir C34H36N1204 >300 MDA 1618, 1592, 1215, 849 79
Vin ~ | C30H46N1406 255...256 Xnopodopm 1618, 1583, 1230, 994 83
Vie C46H4gN1204 200...201 AMOA-H0 1578, 1545, 1222, 980 68
VIx C22H30N1004 135...136 Dranon 1565, 1512, 1221, 1148 62
Viz C24H35N1204 230...234 AMCO-H>0 1593, 1561, 1230, 1016 72
VIu C32Hs50N1406 240...242 Aneroa-Hz0 1623, 1574, 1243, 974 77
VIla Co4H36N120412 260...263 H20 2800...2600, 1576, 1367 84
VII6 Ca6H4aN120412 226...228 H>O 2800...2600, 1588, 1078 66
X C10H14N1004 172...175 uoxcan 3330, 3240, 3140, 1577 30
Xa Ca0H28N1004Clg 240...245 — 3340, 1560, 900 81
X6 C22H30N1004Cle 270...275 — 3345, 1580, 1299, 1202 64
XB C32H30N1004S2Cla 250...255 — 3450...3350, 1572, 1389 92
Xr C34H38N1004Cl4 245...250 — 1465, 1380, 121, 901 40
Xla Ca0H48N1204S4Cl2 251...253 Meranon 1558, 1461, 1201, 965 64
XI6 C30H4sN1404Cl2 211...214 Meranon 1577, 1234, 1008, 903 54
XIs C38He62N1806Cl2 284...287 | Meranox 1623, 1576, 1006, 902 58




N,N’—Euc(2-cmpn.;l-4—0xco-5-nmponnpm{mm—6) nunepasua (V). K pacreopy 2 r (7,5 MMOJib)
IIir & 50 mMx mMertasona npubasisaior pacteop 0,73 r (3,75 MMoms) rekcaruapara mmepasuha B 10 Mn
pomsl v 1 Ma (7,5 Mmoits) TpusTHiIaMuHa. depes 2 4 PEaKiHOHHYIO MACCY BbUIMBAIOT B 60 MJI BOXBI U
0TdWIBTPOBBIBAIOT BHITABILIMI OCAMOK.

N,N ’-Bnc(2—R-4-NR1R2-5-Hm'ponnpnMnnm-ﬁ) punepasunb (Via—u). K pacreopy 5 MMoab
IVa wu IV6 B 40 Mot IMCO npy MHTEHCHBHOM TIEPEMEITMBAHMY NPLGaBISFOT 10 MMOMb COOTBETCTBY -
FOIEro aMUHA, nanee uepes 5 muH 1,37 M (10 MM0Ib) TpHSTHIAMMHA. PEaKIIMOHHYI0 MACCy BbIAECPXKH-
BaOT 8 4, naJiee BBUIMBAIOT B 70 MJI XONORHOM BOMIBI, BbUIABIIHIT 0CANOK OT(HILTPOBLIBAIOT U IPOMbIBA~
IOT BOTIOM.

N,N'-Buc(2-R-4,4-N-IaMETHINANCPA3HHO-5 - HUTPONMNPHAMUANI-6) THIePASHHIHAOLATHE
(Via,6). X cycnenzuu 2,3 mvoss VIs,z 5 100 mt anetonutprna npubasmssor 0,29 M (4,6 Mmonb)
HomucToro MeTra. PeakusoHHyI0 MacCy Kunarst 15 mum, nanee eeipepxusarot 24 wnpu 0 °C, ocagok
OT(HIBTPOBBIBAOT ¥ NPOMBIBAIOT CIIMPTOM M 3(DHPOM.

N,N'-Buc(3-aMus0-4-aaTponupaso -5y nunepasus (IX). K cycnensuu 0,8 r (1,25 mMmomns)
IVa B 20 M1 nuokcasa npubasnsor 0,6 it (12,3 MMomb) runpasusruzpara. 4epes 10 9 ocanok ordis-
TPOBBIBAIOT, IPOMBIBAIOT XOJIOAHBIM METAHOJIOM M [IEPEKPHCTAJLTU30BRIBAIOT U3 Aok cana. IIMP ciektp
(IMCO-De): 3,71 (2H, ¢, CH), 5,29, 8,10, 9,83 (3H, c. c. ¢, NH, NH2) m. 1.

I VxXJIO PRIBI 3,12-6uc(2-R-4—mop-S-Hmponnpnmmm-6)-3,12-nnasé—6,9-nnasoﬂnanncnu—
po(5.2,5,2)nexcanekanos (Xa—r). K pacreopy 23 mmons la—r B 50 M guoxcana mpuOABISIOT
pactsop 3,4 r (11,5 MMoJib) AMXIOPMAA JMCIMPOTPUIIMIEpasutust B 20 M pomel. depes 15 MMH K
peaknmoHHoki Macce MpubasisoT 3,3 Mt (23 MMOJIB) TPHITHIAMKHA, BHIIEP)KUBATOT 2 ¥ M BBUIMBAIOT B
150 mu anetond. Ocagox OTUIETPOBBIRAIOT U IEPEOCAKTAI0T METAHOAOM U3 BOJBL

Huxnopuasr 3,12-6uc(4-R-5-HUTPpONUPUMHARHKI-06)-3,12-19a3a-6,9-10a30HHAACAUPO-
(5,2,5,2) nexcanexanor (XIa—s). K pacreopy 2,5 mmoub Xa B 50 m1 BOmBl IPKOABIAOT 5 MMOTB
COOTBEICTBYIOMIETO AuTHMOKapbamMara vy avuua u 0,65 Ma (5 MMOsIp) TPUSTHIAMHHA. PEakilMOHHYI0
Maccy XxunsTar 1 g, eurHeaioT B 100 M1 alieTOHA M BBINABIIMET OCATOK OT(HUALTPOBBIBAIOT.
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