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BBICOKOIIOJIIPU30BAHHBIE EHAMWHEL

1. CUHTE3 M1 HEKQTOPBIE CBOMICTBA ﬁ-TETPASOJ‘II/IJIEHAMI/IHOB
Ha ocHose TpaschOpManUy THPHUMHIMHOBOTO LMK A [TOH AeHCTBHEM a3Ma HATPUS
paspaboTaH METOR CHHTE3a HEKOTOPBIX ﬁ—rerpasono /3 ~HUTPOCHAMMHOB, COAEPKAIIMX B
CL-TIQJIOJKEHUY PA3JIMUHBIE AJIKOKCH- MM aMHHO3aMeCTUTENN. [1] pe;mmxeﬂa €XemMa 5Toro
npouecca. . .

B passutme pabotsl [1] mo usyueHmno ocobeHOCTER peakmil HyKIeodhib-
HOTO 3aMCHUICHWS B PIAY NPOW3BONHBIX 4,6-AMXI0p-S5S-HATPONMPUMHUAWHA HAMKA
UCCJIEOOBAHO UX Bsanmonencmne C a3uaOM HATPHSA. ,

VWSBECTHO, UTO BBEACHAE a3WIHOH TIPYNIBl B UETHHE IOIOXEHMS
THPUMHUIMHOBOTO KOJBIA B 3aBUCHMOCTH OT XapaKkTepa 3aMeCcTHTEed B HeEM U OT
YCIOBHI IPOBENEHS IPOIECCA MOXET HPUBOXUTH KAK HETIOCDEACTBEHHO X
asUIONMPHMUIMHAM, TaK ¥ K OMIIMK THYECKIM TeTpagononupumymasaM (s
3aBUCMMOCTM OT TOTO, B CTOPOHY KakKoi (OpMEI — AMUTA3UAHON WK
TETPA30JBHOM -— CHABHHYTO TayToMepHOe paBHoBecme) [2]. B psge cioyuaes,
HATIpUMED TP MCXOZHOM 2,4-THMETOKCH-5-HUTPOIHMPUMUALAHE, TPOLYyKTAMYA
PCAaKIWH MOTYT OHTh (DyPOKCAHONMPHUMEIMHEL [3, 4] mau MOBOIMKIKYECKHE
mpowsBORHBIE TeTpasona [J, 6]. Marepec x cuuTesy 3THX COSNMHCHEN BH3BAH
TEM, UYTO Cpemy MOHOIMK/JIMYECKHX TETPA30J0B OOHADYXXKEHH BEIecTBa,
obiagaromue MpOTHBOOMYXOaeBbM [7] W amTHasutepriyeckuM peficremem {8 1.
Hexoropsie Terpasommnatuiaeuasl [9] u wmx Boccranovmenusie amaaorn [10]
HAIUIA OPUMEHEHUE B CEABCKOM XO3SHCTBE KAK repOMIuAB, B METAIWHE — B
KaueCTBE MPOTHBOS3BEHHBIX IPEHAPATOB, MEXAHN3M JEHCTBUS KOTOPHX CBI3aH C
KX COCOBHOCTRIO 010KHpoBaTh H1-KHUCIOTHEE PELIENTOPH B OPraHA3Me.

Hamu ycraHosnes0, yTo MpH peakmud 4-x10p-6-MeTOKCH-S-HATPOTUPUMIT-
muaa (Ia) ¢ a3wHoM HATPHS B KAISIIEM METAHOJIE 06pazyercd S-TeTpaso IuieHa-
vud (I1a). B aHanormuHslx yCI0BuIX 6-aMAHOTIPOU3BOXHBIC 5-HHTp01TI/IpI/IMHI(I/Iha
(I6—r) npeBpamamTcd B HaTPUEBHE COJi TeTpasomieHamuios (1II6—r1).
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B coorBercTBMM C JMTEpATYPHBIMA JANHBIMEA 14 COCKWHEHAMN, CONCPXAMHUX
TETPaz0JabHOE KOMBLO, XapakTepHo Hanmuue B mx UK cnekTpax WHTEHCHBHBIX
T0J0C TorsIomerHud B o6aactu 1580...1500, 1100...1000, 710...780 em ! u OBYX
MakCHMyMOB noryomennd B YO cnekrpax 8 o6macra 205...215 1 290...310 am [6,
11]. Ortu pganHbe OBUIM WMCOOMB3OBAHBL WIS HACHTU(MKAIAM IOJYUYSHHBIX
TETPA30JAICHAMIUHOB: YKa3aHHBIC MOJ0CH HAGTIONAIOTCS B CIIEKTPaX OPOXYKTOB
1T m I (cm. Tabm.).

O6paborka matpuepoit conm 1116 momooOmenHoi cmonon KY-2 mossomana
CHATH KATHOH HATpUSA ¥ BHAeauTh coequuerne (I16), 4ero He yaanoch JOCTHYb
meticreueM Ha III6 yRCyCHOR wWiam COASHOM XUCAOTHL. OTO O0YCJIOBJIEHO,
TIO-BHAMMOMY, THAPOJIA30M B KHMCJIOH Cpele aMuBorpynmsl enamusa (cM. [12]) u
obpasoBarueM ciaoxuoi cmecu. Coenunerne 116 mOAyYeHO TaKXKe B3aUMOREHCT-
BUEM TerpasoiauwicHamMuma lla ¢ OPMeTWIAMMHOM. Y CT3HOBJCHO, HYTO
METOKCUTPYIIA B ¢-HOJOXCHAK eHamumia 1la Jerko saMemaercd HEe TOJBKO Ha
rpynoy NMe), Ho m Ha ankoxcurpymmy. Tak, HampmMmep, AaXe B IIPOIECCE
TIEPEKPUCTAIUTA3AINI DTOT0 COSAMHEHHS M3 3TAHOAA 00pasyercd DTOKCHIIPOM3-
soxmoe [Is.
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OcobennHOCTRIO  peaxmmm  O-ammEo-5-EuTpo-4-xmopmupumuauaa (o) ¢
a3UO0OM HATPHMS B CPEAC METAHOJA SBASETCH 00pa30BAHME CMECH OBYX BEIIECTE
(IV u V), B xoTopoit epsoe npeobaanaer (69,19%).
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Crpoenue 6-amuo-4-MeTOKCH-S-uuTponnpuMunutia 1V DOATBEPXIEHO ero
nonyyeHvieM o6paborkoit [n meramonom. [ag mumopHoro nmponykra V (19,2%)
BHOOD B HOJIB3Y CTPYKTYPH OMIMKIHYIECKOro TETpa3ono[l,5-c jompumunmaa (a
HE MMEIOHIETO TOT X€ JIEeMEHTHEI cocTaB 4-a3uxo-6-aMIHO-5-HUTPOTTHPAMUIH -
Ha) ObUI CEIaH HA OCHOBAHNE OTCYTCTBHU B ero VK cnekTpe mosiock moromeHns
B obmactu 2160...2120 CM_l, XapakTEepHON Id asmmuo# rpynnoer [6], a Ttakxe
HAJIAYES TOJ0C TOMIONIEHKS, HAOMIOTaeMBIX i COSAMHCHUE C TETPA3OJBHEM
KOTBIOM (cM. Tabmmity). B macc-cmextpe coemmHenus V  HMeEeTcs TIMK
MOJIEKYA4PHOTO WOHA M = 181, orseuarommit PacCUMTAHHON MOJCKYIIPHONK
MAacce, a OCHOBHO¥ pacldx CBS3aH C SJMMHAHVPOBAHMEM W3 MOJEKYJIIPHOTO MOHA
N2 ¢ mocaepytomum orpsisoM NO, NO2 u dparmenTos HCN.
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BBUIO YCTAHOBAEHO, YTO TP B3AUMOACHCTRIN 6-aMHMBOI-5-HUTPO-4-XI0pIH-
prvuzuEa [x ¢ aswmom martpus B cpege BomHOro MDA exuHCTBEHHBIM
IIPONYKTOM PEAKIIAA ABISETCS HATPUEBAS COIb f-TETPA30NAN-S-AUTPO--aMHHO-
emamura (II[7), xoTopas Obia TOAY4YEHA TAKXXC B DPE3YJABTATE IHEIOYHOIO
THAPO¥3A COCOUHEHUs V B BOMHO-METAHOJBHON Cpefe. :

B passurue paboT MO HCCIEHOBAHWIO B3aUMOXEHCTBHS 0-aMHHO-5-HHUTPO-4-
XIOPUMPHMUANMHOB C A3UA0M HATPUS NPEACTAB/ISUIOCE HHTCPECHBIM M3YUHTh OTY
pPEaKmuI0. IPUMECHUTENHPHO K CHHTE3UPOBAHHLIM HAMK DaHEE CHMMETDHYHBIM
6ucnupuvmnmaammiam (VIa,6) [13 1. ITpu srom Osu10 00HApyXeHO, YTO B 060oux
CIyYasx IPOXyKToM B3amMmoneicTus ¢ NaN3 B BOTHOM METaHOJIE SIBITIIETCS OHO
u o xe coemmuerne (VID. B ero MK crmexrpe MMEIOTCS HOJOCH IOIVIOIICHHS B
obmactu 1540, 1088, 1036, 1010, 746 CM_I; TIPUCYINUE TETPA3OIBHOMY UHMKIY, M
OTCYTCTBYET 'HOJIOCA WOIJIOISHAS asupHo¥ Ipynmbl. KpoMe Toro, crpoenue
mpoxykra VII 6pio moxrsepxneno mHammumeM B ero cmekrpe IIMP cmraanos
IPOTOHOB NMIEPA3WHOBOTO KOJBIA B BUAEC y3KOro cmariera mpu 3,75 M. &,
ymmpennoro curaaza rpynmst NH2 mpue 9,35, a Taxxe Gonee C/1a00N0IBHOIO
curasa mpu 15,34 M. X., OTHECEHHOTO HaM¥, JIO AHAJIOIUK C OILyOIMKOBAHHBIMU
panee mamuasvu [14], x dparmenty NH-rerpasonssoro xonsna. O6pasosanue
coequueHnsg VII, MCXOng M3 JWUTEPATYPHBIX AHAJOTHM U HOAYUYEHHEIX HAMA
OAHHBIX, MOXHO OOBSCHWUTH KOBAJCHTHOW TruapaTalyeidl IpOMEXYTOYHOro
Terpasono [1,5-¢ jmuprMuIrEHa C TOCIECAYIOMMUM PACIICIUICHUCM DM PUMIAHOBOIO
xonpua. llpm stom atom C2 TNHPUMEAMHOBOTC IUKIA OTIEDUISETCS B BHAE
dbopmusroro (8 cayuae VIa) mwma anerwnsHoro (8 cryyae VI6) ocrarka. Ilo
CPABHEHHIO C 3aMEMECHHEIMH TAPUMUHHAMU [6—1 0COGEHHOCTRIO B3aMMOTENRCT-
B OmcrmpmMuaaIaMuHoB VIa,0 ¢ a3upoM HATpHS SBIEETCA HOJyYEHWE
mponykra VII, He CONepXalmero KaTWoH HATPUd, UTO, HO-BUAMMOMY, MOXHO
OOBICHUTE €r0 BHBEICHWEM W3 DPEaKOUOHHOH Cpegsl BBUAY ILIOXOM
PACTBOPUMOCTH B METAHOJIE. ’

XapakTepuCTHKH CHHTE3HPOBAHHBIX COCHMHCHME

Coepu- BpyrTo- T o YK crnexrp, Y& crextp, BbIXOR,
HeHue bopmya Tt v, emt Amax (g 8) %
1a C4HeNe6O3 188...189 3312, 3190, 1565, 213 (4,59, 323 55
1075, 762 (4,66) :
116 CsHoN702 171...173 3400...3150, 47
1630, 1081, 752
Iis C5HsN6O3 153...155 | 3318, 3168, 1634, 58
1064, 768 .
1116 CsHsN702Na 210...211 3400...3030, 208 (4,21), 292 45
1535, 1081, 755 (4,07)
IIs C7H10N703Na 208...210 3350...3200, 213 (4,19, 296 42
1602, 1070, 753 (4,00)
ir CsHi1aN702Na 220...221 3500...3100, 205 (4,08), 341 45
‘ 1560, 1085, 750 (3,99 )
3N%:| C3H4N702Na 169...171 3500...3100, 221 (3,44), 334 67
) 1530, 1080, 753 (3,35
v | CsHeNs03 242...243 3260, 1636, 1140, : 69
1007
v C4H3N702 178...179 3212, 3017, 1620, 210 (4,0, 305 19
1071, 760 (3,90}
ViI C12H14N1404 280 3340...3050, 218 (4,51), 280 67
: 1564, 1080, 752 (4,47)
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Taxnm 00pa3oM, TPy W3y UEHHUY B3AUMOIEHCTBHS S-HUTPO-4-XJIOPITAPUM AT -
HOB C a3WAOM HAaTpus Hamu OOHADPYXEHO, UTO B 3aBHCMMOCTH OT Xapakrepa
3aMECTUTENACH B DHPUMMIMHOBOM KOJBIE, 4 TAKXKE OT YCJOBWH INPOBEHNCHAS
PEAKITUU MOTYT O0Pa30BHIBATHCA TIPOM3BOMHBIE TETPa300[1,5-¢ Jnupumununaa u
B-rerpazommn-f-untpoenammna. O6pazoBanue TOCTCHENX O0bICHICTCS KOBAJICH-
THOM THApATANMEN NUPVMMUTHHOBOTO KOMBIA, AeCTAOMIMZMpPOBAHHOTO B
pE3yJIbTATE BBENCHUS a3WAHOM rPYIINbl, ¢ MOCACAYIOMAM €r0 PacHIeIUICHUEM, a
STHJICHOBAA CBSI3b B OTHX COENUHEHMSIX TipeacTasaser coboit ¢pparment C5)=C6)
OHPAMEAHHOBOTO IIHAKJIA.

JKCHEPMMEHTANBHAY JACTH

UK criektpsr cuasTh Ha criektpodoromerpe Perkin-Elmer B BHie CyCIIEH3MH B BA3€JIMHOBOM Mace.
Crextpot [IMP custst Ha cnexktpomerpe Varian X1-200 8 IMCO-Ds. Bayrpennmit cranmapr TMC.
Mace-CreKTphI IOy deHsl Ha criekTpoMerpe MAT-118 ¢ BROZOM BEmIECTBA HENMOCPEACTBEHHO B MOHHBIN
ucTouRHK. OqMCTXa U KOHTPOJIb 32 XOTOM PEaKLFIM OCYLECTBISUTHCH XPOMATOrpaduuecky Ha TiaCTUH-
kax Silufol UV-254.

JanHpIe 5JIEMEHTHOTO aHAJIM3A BCEX CMHTe3HpoBaHHbix coegunenuit Ha C, H, N, Cl u S cootserct-
BYIOT BBIYMCIEHHbEM 3HAUCHKIM. DHIUKO-XHUMHIECKUE }\apaKTepHCTI/IKH TIOJTyYEeHHBIX COENMHEHHI
pUBEREHHI B TA0MIIE.

5-(2-amMuHO-2-MeTOKCH-1- fm-rposnnm)TeTpason (IIa). K pacreopy 1 r (5, 27 MMOJIb) THAPUMUIH--
ua Ia 8 50 M Merasona npubaensiot pactsop 0,35 r (5,30 MMos) asuna HATPUS B 5 MJE METAHONA Y 2 MJT
BOZBI, HONYUYEHHYIO CMECh KHMISTST 2 4. PEeakmHOHHYI0 MACCy YIAPHUBAKOT, OCTATOK SKCTPArupyroT
KMIISIIMM METAHOJIOM, MOJTY YEHHBIE SKCTPAKT NPOIYCKAIOT YEPE3 CIIOH AXTMBUPOBAHHOTO YIS 1 OKMCH
JIFOMMHHNS, 2 32TEM YTIAPUBAIOT HOX BaKyyMOM.

Harpuesble COax 5-(2-aMuu0-2-R-1-uurpospann)terpasonos (III6—r). K pactsopy
5,00 mmoss mupumupuHa 10— B 50 Mt meTanona npubasmmor pactsop 0,34 r (5,25 Mmons) asuna
HATpHS B 2,5 MJI BOABI U IMOJIYYCHHYIO CMECh KHMIILTAT 5 4. PeakIinOHHYI0 Maccy yHnapusaloT A0CYX4,
obpabatsiBator 40 M1 kMIIsIero 6e3BORHONC METAHOMA, 0canoK OTdrubTpoBbiatoT. MruLTpaT ynapusa-
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10T 110 o0bema 20 mur v BpuineatoT B 100 M agupa. Bomasmuit 6eJb1it 0CaioK COM TETPA3ONHICHAMMHEA
oThHIBTPOBBIBAIOT M OUMIIAOT Nepeocaxenmnem abupom us meranosaa. Criextp IIMP conu II6: 3,01
(6H, ¢, NMe2), 8,82 m. 1. (2H, ¢, NH2).

5-(2-aMEHO-2-IUMETHIaMHIHO- 1 -HuTpoBUHUT) TeTpa3o (II6). A. K pactsopy 0,5 r (1,94 Mmons)
cosm 116 B 30 mu meranona npubasnstior 2,0 © MoHOOOMEHHOI cMonbl KV-2 u Boyiepxueaor 72 4.

" PeakIMOHHYI0 Maccy (IITHTPYIOT, (PMIILTPAT YIIAPUMBAIOT TION BAKYYMOM, OCTATOK 06pabaThiBaroT 5 M

aneTOHA M BELUIMBAIOT B 75 M1 a¢upa. Brinasumvii 0CafIoK OTAEMIOT.

B. K pacreopy 0,8 r (4,30 mmomns) enamuna Ila 8 20 mu1 meranona npubaensior 0,67 M 339
BOXHOro pacreopa (4,30 MMoIe) IMMETUIAMMHA, DEAKUHOHHYIO0 Maccy Kunstar 10 mus, 3aTeM Beigep-
SKMBaIOT 16 4 Npy KOMHATHOM TeMeparype, GUAbTPYIOT, QrilsTpaT BBUIMBAIOT B cMech 40 Mu1 anerona
u 40 MJI IMOKCaHA M OTOUIBLTPOBBIBAIOT OCATOK.

. 5-(2-amuHO-1-HUTPO-2-3TOKCUBHHILI) TETPa3oll (IIs). Pacteop 0,5 r (2,68 MMous) enamuna Ifa 8
10 ™ sTanona xunsrar 1,5 4, qanee oxiaxpanT ¥ podasnasor SO i sdupa. Bemasmmil ocagox
OT(HABTPOBBIBAIOT I [IEPEOCAXKAAIOT HHMPOM M3 AGCOMOTHOIO ITAHONA.

7- AMunO-6-HuTpOoTerpazonof 1,5-c] mupumunus (V). K pacrsopy 0,56 r (8,61 mmous) asuna na-
Tpus B 30 MJT METAHOJIA TIPY MHTEHCHUBHOM TIEPEMEIIMBAHMH IIPHOaBaaioT 1,5 r (8,59 MMOMIB) KpHCTAI-
JIHUECKOr0 4-X50p-6-aMHHO-5-HUTpOMHpHMHMAMHA V. Hepes 2 9 oT(HIbTPOBHIBAIOT 4-aMUHO-6-Me-
TOKCH-S-HUTPONMpUMuIKH IV, GwiIbTpaT yIapHBaioT, OCTATOK 06pabaTiatoT 20 MJI JMOKCAHA, BbIHE-
JIMBITUICH TETP230JOTMPUMHIME V 0TQHIBTPOBBIBAIOT M NIEPEKPHCTAILIM3OBBIBAIOT M3 TMOKCAHA.

Hartpueasa cojb 5-(2,2-auamMusHo-1-uutposunni)terpazoxa (IIx). A. K pacreopy 1 r
(5,73 mmoun) tmpumeipna Ia s 20 mi IM®A npubasnaior pacrsop 0,35 r (5,53 MMosis) asuaa HaTpHA
B 5 M1 IM®DA u 3 mu sonsi. Peakumonnyio Maccy BoiepxeBaror npu 40 °C 5 g, ynapyeaior, 0CTATOK
obpabaTsiBaioT cMechio (3 : 1) adup—meranos. BolgeMBmuiica 0canok oTdWILTPOBLIBAIOT, 00pabarsi-
saroT 30 Myt Kunaero Metauona, GrisTpyT. @uiabrpar BELIHBAIOT B 80 M adupa, BLITABNINI 0CAKOK
OTdHIBTPOBBIBAIOT M MEPEOCAXKAAIOT 3PHPOM M3 METAHOMA.

B. K cycnensuu 0,5 r (2,70 Mmoib) TeTpasonwinmprMyiauba V B 20 M MeTaHosa npHOaBasioT
pacreop 0,12 r (3,00 MmOMB) rMOPOKCHMAA HATPHY B 5 M BOAbI. PEaKIMOHHYIO MAacCy HArpeBaioT Xo
KMMEHMS B TEUCHHE Yaca, Jajiee yrapusaioT. CyXoi 0CTATOK PACTBOPSIOT B 20 MJI XOZ0IHOTO METAHONA,
TOJYYEHHBIM pacTBOp BbUIMBAKOT B 100 Ma auaTHiaoBoro admpa M oTGMIBTPOBBIBAIOT BbINCIMBHIFITCT
[IPOIYKT. )

N,N-Brc[2-amuuo-1-qutpo-1- (reTpazoini-S) sununjnunepasus (VID. A. K cycnensumn 1 r
(2,50 mmors) Via B 30 Mt MeTanosa npubasisror pactsop 0,32 r (5,00 mMons) asuna watpus 5 20 M
METAHONA M 5 MJ BOABI, HOJNYYEHHYIO cMech KundaraT § u. Peakumonxyro mMaccy QwIbTpyrOT, 0CATOK
[POMBIBAIOT BOAOH, METAHONIOM, XJI0podopMoM 1 nepeocaxiaior aneronom 3 JIMCO. Coexrp TIMP:
3,75 (2H, ¢, CH); 9,34 (2H, ym. ¢, NH2); 15,34 m. xr. (1H, ym. ¢ (ymup.), NH).

B. K cycrensuu 1 r (2,32 mmomp) VIG B 30 mux Meranona npuasssiror pactsop 0,3 1 (4,61 mmvons)
asuna Hatpud B 20 MJ MeTaHONA M S5 MJI BOIBI ¥ KMASTST 5 4. PeakiinoHHyio Maccy GHUILTPYIOT, 0CAA0K
MIPOMBIBAIOT BOAOCH M METAHOJIOM.
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