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C ucnonpsoBasmeM cmecu TpaderniupochrHEa M AUOHPHAMIIHCYNLOHTA OCYIIECTBICH
CHMHTE3 H NPOBENCHO BBLIEJIECHNIC TPOM3BOAHLIX MOHO- M NHHYRIEOTHIOB ¢ LBATTED-HOHHOM
KOHUEBOI (ocdaTHOR TPYHNOII, coflepKamEer ocTaToR 4-guMernaaMmuEonIpurnEa (DMAP)
ama N-smermnuamunasona (Melm). Ouenena peaxmuoHEAS ¢cHOCOOHOCTH TONTYYeHHEX (docha-
MEANOB N0 OTHOMEHMIO K BORe ¥ aMuHaM. [IpojgeMoHCTPHpOBaH OHCTPHII 00MeH 0CTATKOB
DMAP u Melm Ha ocraTsn anmudaTHIECKHX AMMHOB, B TOM WHCIIE COLEPIRALINX 2-XIIOPITHI-
AMBHOTDYINTY.

[Ipoussomarie MOHO- W OJNMIOHYKIEOTHAOB IO KOHIEBOH (ocdomomoadmp-
Hoft rpyume, obmamaromne GochopUNUPYIOMER aKTHBHOCTHIO, TPEACTABIAIOT
CYNIECTBEHHLIH MHTEPEC KaK IPOMEKYTOUHBIe COCTMHEHUS [N BBENEHUS pe-
AKIMOHHOCTOCOOHLX TPYNI € NEABI0 CO3NAHMA PeareHToB AxA abGUHHOM
MORMUKALEK, OPHCOSUHEEUA (DIYOPECUEHTHEIX, COMHOBBLIX | APYIAX Me-
TOK, NAs MMMOOMIM3ATIMKN MOHO- ¥ OJABTOHYKJIEOTHAOB HA GEIKAX U C IIeJbio
cosfiannA apOUBHEIX cOPOEHTOB Ha HEPACTBOPUMHIX HocuTeasx. Hpome Toro,
TAKWEe NPOUSIBORHEIE MOTLYT CAME BHCTYNATH B KauecTse apPUHHBIX peareHTOB
MHOTOIUCTEHREX (ePMEHTOB, B3AUMOJEHCTBYIOMMX ¢ HYKJISUHOBBIMEA KHCIIO-
TaMH ¥ ¥X KOMOOHCHTAMM.

Panee mas rakux 1eneil OBIM TPENTIONREHEl CMEIIAHBE AHTHAPHIB MOHO-
T ONBTOHYKICOTHIOB ¢ MesuTHieHKapOoHoBoil kucsoron (1, 2}, a rawxe mm-
nagonunst [3—5] u 2-merummvupasonumgsr [6]. Opmako Bece orw mpoussonpe
MAaNOAKTMBHH B peariuax ¢ocpopuamposanns. Ham mpepcrasiasmocs, gro
PERKIMOHHYIO CHOCOOHOCTE TPOMSBOIHBIX MOHO- B OJWCOHYKJCOTHAOB M0 OT-
BOWEHUIO K HYKICOPUIAM MORHO CYUECTBEHHO MOBHICHTH, €CIH CO3MATh mpo-
H3BOMHLIC ¢ IBUTTeP-WOHHON (ochopunupyromeit rpynmoi. Pamee 6pno 1o-
rasawo [7—9], aro gocdopunuupnaiHensie TPOM3BOIMUBIE HYRICO3ULOE AB-
AAIOTCH TPOMEKYTOYHEIMH COSNMHCHUSMY YPH CHHTE3e ONUTOHYKICOTIIOB
docdonuadupHLI METOOM 1 O0NANAKT GPESBHUANHO BHICOKOM PEARIMOHHON
cI0CcO0HOCTRIO TT0 OTHOIIEHNIO K PANY HyKieoQuwios. ONHAKO BHIIENUTH TaKHe
COETIMHEHIA W3 PACTBOPA B MHPUAKEE 1O 3TOM IPWINHE He YEANROCH.

B wacrosmpeit pabore OCYMECTBAEHEl CMHTE3 ¥ BBIIEJCHUC ITPOM3BOLHEIX
MOHO- I RUHYKICOTHHROB ¢ URUTTEP-WOHHOU KOHUEBoH (ocdaTHom Tpyunoi,
COEP/RAIUX OCTATOK 4-IUMETHIaMUHOMHPUANHA M N-MeTwruMugasoxa, wu
M0KA3aHA X BHICOKAA PEAKIWOHHAS cHocOo0HOCTh IO OTHOMEHMIO K aMBHAM.

[IImpoxoe pacnpocTpaneHne B KavecTBe KOBACHCHPYIOMETo PeAaTeHTa s
nonyaenns gocdaMuor MOHO~ W OJUIOHYKIGOTHAOB NOXYYIMIA CMECh TPH-
dermmnpocdmra u 2,2’ -mumuapmumanucynsduna [10, 11], xoropas, xar apun- -
cynbpPOXTOPUAH 1 KAPOORUMMUIH, aKTHBUPYeT GocdaTHEe TPYINB, HO B OT-
apuve 0T HUX OPaKTUYeCKH He BaammomedictsyeT ¢ amumamm [11, 12]. Taxoe
CBOHMCTEO CUCTEMBL MO3BOJIACT MCTONB30BATL €€ MIA TONYIeHUA POCHAMITHEIX
TIPOM3BOMHBIX HE3AIIMUIEHHBIX MOHO- I OIUTOHYRACOTHROB. JIas uccaenosanms

MMpuasareie coxpamenusa: (PyS), — 2,2 -pmompnnmamucynoduy, Melm — N-mermi-
uMuasoi, DMAP — 4-pumerunanmronupupus, DME — puvervadopmavmg. Crason d B 060~
3HAYCHNAX HYRICOTIIOB ONYINEH, TaK KaK [CHONBI0BANMCEH TOLLKO HYKIEOTHA IE30KCH-
psiya.
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BHa‘leHlIH XHMHUIECKHX CUBHTOB ICCAeyeMbIX COGIIHHC!HIH
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3% §py - 2,8 M. 4.
¥ (Sry;——l,g M. I

BO3MOIKHOCTH TOAYYeHHA GocaMufoB ¢ UBMTTCP-HOHMHOR IPYNIOR W H3yde-
HUA ¥X peariuonuoil cmocobmocTw HaMi OB McHoabsosad merox S1P-AMP-
cmexrpockormn. Masecrro [13], wro 8 cnexrpax *'P-fIMP curmans: sjgep aro-
Mop Qpochopa amumon GocdomorodduUPOR, B KOTOPHIX aToM a30Ta Y4aCTBYeT
B 00pasoBaHuym APOMATHUECKOH I-CHCTEMBL, peructpupyiores Ha 7—13 . 1.
B 0osee CHILHOM I0JE, & CUIHAJXE sfgep aroMos Qochopa asmudatTnaecKux
dpocpamunos — wa 6—7 M. 1. B Gosee crabom TOIe, deM CHIHAJL HCXOMHOTO
dochomonoadupa (rabnuma). ITO AACT BOZMOKHOCTH TECTHPOBATL THI (HOC-
damupa ¥ oramgars Qochavuasl or Gocdoadupos.

Mpu s3aumomeiicrsun 0,1 M monouyrreornna pT(Ac) ¢ 0,4 M DMAP s
DMF s mpucyrersau cymecr 0,3 M PhyP u (PyS), yixe npu nepsoif sanucu cnexr-
pa BP-AMP (4 MuH) OTCYTCTBYET CHTHAM, COOTBETCTBYIOMME HCXOXHOMY
wyrgeornny npuw —0,2 . g Ilomuso  curmamor, otmocsumuxcess x Ph,P
(—6,2 a. 1) w PhyPO (25,2 m. 11.), B criextpe *P-AMP perucrpupyerca cur-
Haul, CMCIMEHHLI 0THOCHTRNBHO CUTHAdA weXoaaoTo pT(Ac) ma 7 M. 0. B ¢uab-
Hoe moae (8 —7,1 M. 1.). Dro cupererseTRYET 0 OBICTPOM TPEBPATHEHMH MOHO-
HyRICOTHAA B (hocharLg, aTOM a30Ta KOTOPOLO YyIacTByeT B 00PasoBauui apo-
MarTHaecKon s-cuerembl, OYEBHIHO, B JaNHOM crydae nabmiogaeTcs obpasosa-
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Puc. 1. 3P-AMP-cnertpir pearumonnsrx emeceii 0,07 M pTpT(Ac), 0,23 M (PyS),, 0,23 M

Ph;P uepes 4 muE mocae mavasa pearuvs 8 DMF ¢ 0,32 M DMAP (a), ¢ 0,49 M Melm (6),

¢ 0,49 M Melm nocie panbBeiero oCarkueHHs dOUPOM I PacrBopenus ocaaka B 4,2 i
H,0 (s)

Hie 4-TuMeTHIaMHHONUPHAHHIEeBOT0 npoussogmoro (la)

CHs (0]
Ny = I (la) R = T(Ac)
e \N—_P—OR
soo="" (16) R=TpT (Ac)
CH;; (O

Panee coegunenme (Ia) Gpuro 3aperncTprpoOBAaHO TDH H3YIeHHH B3AMMO-
meficteus  pT(Ac) ¢ apmimcyanpoxmopafaMu B NMPWAMHE B HPUCYTCTBHH
DMAP [9].

C menpio srisicaernsa BoamokHocTy cnutesa DMAP-niponssofHBIX HE TONE-
KO MOHO-, HO I OMHTOHYKICOTHAOB OBII0 MccaefoBako B3anmomeiicrsue 0,07 M
pTpT(Ac) ¢ 0,32 M DMAP n mpucyrersum 0,23 M Phy,P u (PyS), 8 DMF-
Y:xe B mepsuix cmerrpax P-fIMP pearuuonmoi cmecu (uepes 4 MuH) OTCYT-
CTBYET CUTHA/, COOTBETCTBYION A Konesoi gocdarroir rpymue (8 —1,5 M. 1.),
PerMCTPHPYIOTCS CULHAJL  sAHep aroMos  Qochopa  MEKRHYKICOTULHOTO
{8 — 2,0 M. m.) w avupgnoro (8 —7,1 ». 11.) PochaTHX OCTATROB KUBYKIEOTH/A
(puc. 1a). Tlonyuenusre MaHHLIC CBHAGTENLCTBYIOT O TOM, UTO HAINIHE MEHi-
HYRTeOTHIHOI QocdhaTHol rpymms He BHOCHT KAKHX-THG0 OCHOMRHCHUA B MaH-
el mponecc. Peawima mporexaer OLicTpo W HANPABIEHHO ¢ 06pa3oBaHHEM
dochamumnoil CRA3M TOALKO mo Kowmenoi gocdarHoit TpyHOe AHHYKISOTHIA,
T. €. ¢ MPARTHICCKH KOJMISCTBEHHRIM IIpeBpamieHaed furyricornaa 8 DMAP-
npoussofuoe (16).

AHAJOIUTHEM 00PABOM  HCCIEAOBAHO B3AMMOTEHCTBUE MOHO- M NMHYK-
Jeotaga ¢ N-merwnumupaszonoMm. B caydae ucuonnszosanmst 0,1 M pT(Ac),
0,1 M Melm « 0,3 M PhP u (PyS), 8 DMF mosomyRIT€oTnE MPAKTHICCKE
KOJUIOCTBEHHO TIpeBpamaercs B coegmuenme ¢ curanoM S1P-fAAMP opu
—11,1 a1, 5. Cmemenme curnana Ha ~11 M. . B CHIBHOE HOAE IO CPABHECHITIO

477



0,08

0,04

40 80 120 160 10 20 JO muw
Puc. 2. Kugernuyeckue kpuBpie rogpoausa npouspofsux (Ia) m (IIa) 8 DMF,
copepmamem 7,7% H,0, npu 38° C. Coepnmenus (Ia) u (I1a) moayuessr upu
p3ammopeticreun 0,1 M pT(Ac) ¢ 0,3 M (PyS),, 0,3 M Ph,P u 0,4 M DMAP
(a) wnmu Melm (6). I — npoussonnoe (Ia) (a) wnu (1Ia) (6), & — pT (Ac), 3 —
(Ac)TS5'pp5'(Ac)

¢ curaanoM gochomonosdupa XxapakTepHo Ans obpasopanms GochonMuTA3OIA-
por [13] (cm. raGaumuy). llpm szammopmeitcrsmm 0,07 M pTpT(Ac) ¢ 0,49 M
Melm u 0,23 M cmecnio PhyP u (PyS): B cmerrpax IMP raxse orcyrerByer
CHTHAJ, COOTBETCTBYIOMMH ¢ochaTHol Tpynne IWHEYKNCOTHHAA, W PErUCTPUPY-
IOTCA CUTHANB, COOTBETCTBYIOMHE Me;RHYKRIeorunaomy (—2,0 M. 1.} u coupsa-
JKeHHOMY ¢ apoMaTudeckod cyereMoil aMuAHOMY ocratRy ¢ocdara mpm
—11,1 M. 7. (puc. 16). Peakuus ¢ MOHO- ¥ IUHYKJIEOTHNOM 3aKAHIUBASTCA
ouicTpo (Memee dem 3a 4 muH). IlonydeHnire pesyipraTil CBMEETENBCTBYIOT O
UPOTEKAHUHU, Kak u upu ucnoab3zosauux DMAP, ssaumoneiictsus ¢ N-merunn-
MIJIA30I0M TOJBKO 10 KOHIEBOH gocdarHoil rpynme AMUYKICOTHIA ¢ TPaKTH-
gecK# KonugecTBenHsM obpasosamueM ¢docdammpa (116)

(ITa) R=T(Ac)
N (116) R=TpT(Ac)

N .
e,

Docdammpsr (Ia, 6) u (I11a, 6) Geun BHAENEHBI I3 PEARLUOHHBIX CMeCell 0cayk-
meHmeM >pupoM uau 29 pacTBOPOM MEePXJOPATA JATHA B aleToHe. B crnexTpax
P-AMP, sanucanusx wepes 6 MWH moCJHe PACTBOPEHUA OCAKIEHHEIX NMpPONY K~
ToB {16) u (I116) 3 DMF u H,0, npakruvuecku He PErUCTpHPYETCSs CUTHAN, CO--
OTBETCTBYIOIINH KOHIeBoMy QochaTnoMy ocraTry AMHYKIeoTHna (puc. 1s),.
9T0 CBHETEILCTBYET 00 OTHOCHTENBLHONH YCTOHUMBOCTH 3THX COCKWHEHNH.
Has mecnemoBans peaklHONHON CNOCOGHOCTH paccMaTpuBaeMex gpocda--
MuF0B OB H3YUYEH MPOLEcC TMAPOIM3A HTUX COGAUHEHHMH HA TPHMEPe HMPOM3-
BOjHBIX Momonmyrneoruma (1a) u (Ila) Ges mx mpemBapMTEensHOTO BLIKENEHIIA..
[Ipu mobanaenvn u3buTKa BOAK (~45 axs.) ® npomssonuuM (la) mrm (Ila)-
B cmexrpax 'P-AMP mafaxomaercs MOCTETIEHHOE YMEHLIICHHE WHTEHCHBHOCTI
CHPHAIOB  WCXOMHHX  COSNUHEHME § HAKOIJEHHE CHIHAJOB IPOAYRTOB
runponusa — pT(Ac) u (Ac)T5'pp5' T(Ac) (6 —10,8 m. m.). Tunmumee wu-
HeTHIeCKHe Kpnpbie aTux peaxumui npu 38° C upwsenens Ha puc. 2. Honcran-
Thl CKOPOCTH PEAKIMH (CeBIONEPBOTO MOPAAKA W BpeMA [mOJIyIPeBpameHus
npm rugponuse coepuumennit (la) u (Ila) 8 DMF, comepskamenm 7,7% H,0,
cocrasamior (1,5 -~ 0,2)-107% u (7,2 + 0,4)-1072 muu™" u 46,2 u 9,6 mun co--
OTBETCTBEHHO. ITH JAHHLIE CBUALTENLCTBYIOT O TOM, UYTO PEAKI[MOHHAA CI0COb-
HOoCcTh ¥ Qocdamuna (1la) B meckonsko pas Boime, 9eM y npoussopgHoro (Ia)..
Rax u ciemoBano ommpnars, mo otromernio K sBope gochavugn (Ia) u (I1a)
B DMF 6onee cradunpsusr, weM nupnganmnesoe nponssoitoe pT(Ac) B mupunnne.
{14]. Ilocnenree MrHoBeHHO pearmpyer ¢ BOHOH ¢ peremepanuell MCXOXHOTO:
MOHOHYKJIEOTHAA WiH, B CAYIae MaJblx KOJHIECTB BOLS, C 00PA3OBAHUEOM CHA-
merpuasoro unupodocdhara (Ac)Td'ppd T(Ac). Ilpw ruppomwse coegunenmit
(Ia) m (ITa) 3 DMF rarme mawamnusaercs mupodocdar (puc. 2), BeposATHO,.
3a cuer peaknuu dochamupon (Ia) u (I1a) ¢ o6pasyonmmes pT(Ac). Ornocu-
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TEIBHO HHU3K&A CKOPOCTH IMipoansa o0ecHednsaeT BO3MOYKHOCTH BHLEHEHHA
coepuaenui Tuna (1) u (II) o orxpsBaer mepCOeRTUBY MX MCIOJIH3OBAHUA B
KagecTRO LPOME/KYTOTHLIX COSAMHEHMA I TONYICHUA PasnugHsix docdanmu-
JIOB ONMIOHYRIGOTHIOB, KOTOPHE B [OCHEZHES BPeMsa HAMNH MWPOKOE UPI-
MeHEeHHe B OHOOPradddecKodl XUMHM W MOJCKyIAgpHoi Guonormu. OdueruiHO,
970 GOCHOIMINA30MMAN W MOPQOMEIL MAN0 UPUTONHEL [ MCILOAB3OBAHMMI
B RAYECTBE MPOMERYTOIHLIX COONUHEH AN, TAK KAK B HPHCYTCTBHY CHABHOOCHOB-
HBIX aMUHOB KOHUEHYPANUs WX AKTHUBHOH (IPOTOHMPOBAHHOH) QOPME OYCHB
Mana (4, 5] u spena wmepeammuuposadus gaske upu 50° C cocraBamer ~—24 1
[3). Coeguuenua ruma (1) u (I1) B cpoell cTPyRTYpe MMET IONOAMTENbHBIN
3apAj B Hpu yYACTHH B PACCMATPUBACMOR PEAKIIME HE HY/KAAOTCH B TPOTOH -
posaHuu. Mx cmocofmocts R mepeaMiAnpoBani0 ObIIa WCCIeNoBaHA Ha LU~
Mepe pearuun ¢ anndaradeckaMu aMmugamu (p K, > 9), TarmMu, Rak Gensiia-
MUH, TCTPAMEeTHICHIMAMUH, 4 TAKIKE aMUHAME, CORePARAMUMI AN KU IO Y IO
rpynnuposry: 4-[N-(2-xmoparun)-N- \LQTIIJI&\[HHOJObHdLIJIa\IHHOM u N-(2-xmop-
a1in)-N-sermaayunom. Yepes 1—2 Mun gocae goSasnenus aMuHa K COCLUHe-
namy tama (1) w (L) 8 conexrpax 3P-AMP mcgesanT cursa s TpOUsBOTHEIX
(I) u (1) n perucTpupyOTCA CUTHANDI COOTRETCTBYOMIX dochavumos. Har
BUAHO M3 COTOCTABACHHMS JAHIBIX, HPefCcTaBIeHHbIX B TdOIIII]{O, CHUTHAJABL X0y~
UeHHAX ITPOW3BOFHLIN afupaTHIeCKIX AMMUHOB CMemeHh B ciaaboe mone HA
1319 M.m. no oTucweHH K cHrHamaM akTuBHHX Qocdamupon tuna (1)
(IT) 1 ma 5—10 M. §. MO OTHOUICHWIO K CUTHAMAM, COOTBETCTBYVIOMNIM KOHIe-
BbIM POCPATHRIM rpyaOaM MOHO- mid HIHHYKJIeoTHZa. Taras 3ar0HOMEPHOCTE
HBMEHEHHSA XUMUYECKHX CJ{BUTOR CBUIETEIBCTBYET 00 00pAsOBAHHMU COOTBET-
CTBYIONTUX am{(baﬂmecmm dochaMuros.

Co crpysrypoit momyuemnbiX asudaruueckux GochaMugoB COTIACYOTCH
X XiHMudgeckue csocrsa, OHN yeTOHUHBH B BOAE W, 00 HAHHBIM XpoMarorpa-
¢ 38 MukpoMmacmTabe, ROJNMICCTBOHHO NPEBPAMAIOTCH B MCXOLHBI MOHO-
WM DUEYRACOTHN Opu Bhigep:mmpaund 3 tevenue 1—2 v 5 0,00 M HCL upu
40° C. @ocdamuyipl, ComepRamue OCTATOK a30THCTOTO INPITA, HOLBEPTaluch
LOOOMHATeIBHOMY AHAJH3Y Ha Cofep/Ralie KOBATEHTHO-CBABAHHOIO XJopa
o peakuun anruamposagds 1 M pactsopa 9T@IeHHAMIHA [15] Ob6a coenu-
HeHua cogepsarn He MmeHee 909 aKTHBHOTO XJ0Pa.

Benwamanr xuMmugeckux cpsuros Melm-upow3sofubix  MOHOHYKIEOTHIA
{Ila) u mrayraeornga (I16) u cooTBeTCTBYIOMUX CUMMETPHIHEIX mupodocda-
ToB Oauskua (rabamma), Onmaro B yeaoBuAX Hosgydenns npomspomusix (lla)

(II8) me mpoucxoguT HAKOMIGHHA 3aMETHOILo Komudgecrsa nupodocdaros,
0 UeM CBHAETeNLCTBYCT HpakTulecku moaxoe upeppamernne ([Ia) w (116)
Peakuuax ¢ anaparuIeCKEME aMUMAMHA.

[Tocxonery coenmuenns tana (I) w (II) GricTpo peardpyorT ¢ CHILHOOCHOB-
HEDMIT AMEHAME U CYIIECTBEHHO Me[UIeHHEee ¢ BOJOH, OpLIa HCCIEN0BaHA BO3-
MOKRAOCTE MX HONYYCHUA # B3amMmojedcTBms ¢ aMumHaMu B sogsoMm DMEF.
ATO MOYKET OKA3aThCsH MONE3HBHIM HPH MOAyIeHHH (OCHaAMUTHBIX IPOUBBOAHEIX
OJHUTOHYKISOTHNOB GONBIION AMAHBI, KOTOPHE, KAK UPABANO, TPYAHO PacTBO-
pEMB B a0COMIOTHEIX ODPTAHMYCCKUX pacTBOpuredsx. B mpucyrerBum 9 5KB.
Ph,P u (PyS), u 18 oxs. Melm s DMF, comepsramenm 10—209% H,O, secs
pT(Ac) npespamaercs 8 pochamun (11a) 8 Tewenne 2—4 mun. Ipu poGasmennu
® coepurennio (Ila) 5 sxs. Terpamerunennuamuma B suge 1 M BopHOrO pact-
Bopa yme gepes 0—10 Mun, no maageM S'P-fIMP-coerTpockonIEE, PerucTpu-
pyercAs HpAKTUIECKM MOJHOoe mpespamenme npomssopHoro (IIa) B coormer-
crsyomui gocdamurg. Baammoneiicrsme npoussogHoro gunyxxeorama (1I6) ¢
10 sxB. rerpamMermaengmaMuna b suge 1 M Boggoro pacTBOpA TAKIKE IPAKTH-
YeCKU HE CONPOBOKRaeTCA rupposusom coemumenus (116), Tar Kax B cmexTpe
SLP-AMP wepes 10 Mud mpPUCYTCTBYET TOABKO CUTHANX ajgu@aTmIecKoro (oc-
pamuna wpm 7.5 M. A

Taxmm obpason, coegmuenna tuma (1) u (II) moryr 6T MCHONB3OBAHEL
LA KOJLAYeCTBeHHOTO MPEBPAMEH NS MOBO- B ONUTOHYRICOTHROB B (ocdharmas
TpU BRAUMONEHCTBYM ¢ CHIABLHOOCHOBHBIME aMUHAMY, mpudem Ipr 5 —10-kparT-
HoM W30BITKe AMUHA PEAKIMA NOPOTEKAeT KOJUYECTBEHHO HPH KOMHATHOH
TeMOePAType U 3AKAHYHBASTCS 3a HOCKONBKO MAHYT. [lNd CPAaBHEHNA YRAKEM,
qTO OpemnokeHunr B pafore [3] merom moayuemwms dochaMmmoB B caydae
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n-Gyrunammaa pT npn omrmmansrom pH maer 809% npespamenms sa 20w
upu 150-kparnom wabpiTRe H-OyTHIaMuHA.

Ilpuyvenenne coefmMHenMil ¢ npuTTeP-HOHHOH dochopuanpyome rpynnom
IS TONYICHUA AMHEOB cHalOOCHOBIHX AMUHOB CYMECTBEHHO MeHee ddHden-
TupHo. Tak, pearnus npomasogubix (Ia) u (ITa) B Gessopmon DMFE ¢ H-rpar-
HBIM M3BBITKOM aHHITHA jaeT 3a 2 usncero 20—25% awwrnpga pT(Ac). llpucyr-
CTBHE CJeOB BOAL NPHUBOAKT K HAKOMJIEHWIO NPOAyKTos Tujponmsa. [lpu
27-xpaTHoM n30pTRe anmnuua na 38° C pearuus ¢ coegmuenyem (la) sapepma-
erca 3a 2—3 1, ¢ coepmmenunem (I1a) — 3a 20—30 Mum.

Srccnepumeﬂ'rau bHAsL JacrTh

B pabore wucrnoassosans pT(Ac), pTpT(Ac), pTpT, 4-[N-(2-xmopaTun)-N-
Merunamusolfensunamun w N-(2-xaoparmn)-N-meTunaMus  (PHAPOXIIOPIILL)
OTCYCCTBEHHOr0 Tpom3BocTea, N-memmmumupazson (Serva, DPI), 4-mume-
runanmmonupuang (Bergkamen, 3anapganit Bepauns), rpudpenmndochun (Che-
mapol, UCCP), 2,2 -pumupununpncyasgun (Sigma, CIIA), DEAE-nennzonosa
DE-52 (Whatman, Aurmus).

KuneTnueckue M3MepeHus TPOBOAIIM METOOM cuerTpockonmu > P-AMP,
Jleranu sxcmepunmenta npuseferst 8 pabore [16]. Cuexrpor *'P-AMP sannce-
Baxnm ma crnexrpomerpe HX-90 ¢ ¢gypre-npeobpasosanmnem va JBM B-NC 12
(Bruker Physic AG, ®PI'). MukporoioHOUHYI0 Xpomarorpadsio ocymecT-
Basinu na xpomarorpade «O6p-4». Has xpomarorpadiu B TOHKOM CI0€ IIOJb-
gopanmeh mwracruukamu Kieselgel 60 ¢mpmer Merck (DPT).

Ionyuerue npouseodnviz (Ja)u (Ila) u esaumodeticmeue ux ¢ 60000 u amu-
nanu. Crvecs 0,12 smons mmpupunuesoit coau pT(Ac) ¢ 0,36 mmoan (PyS),,
0,36 ayonn PhyP 1 0,12 amons DMAP wnu Melm pacropsam B 1,2
DMF. Yepes 4 mun, no panusin 3 P-AMP-cuekrpockommy, Habmiogaercs Ko-
nuuecrseHuoe obpasosanme mpoumssoAunix (la) maou (1la). 3arem pobasiasnn
0,4 mn H,O mau 0,6 mmons amuna (B cayuae anununa 0,6 maw 3,3 mnons).
Pearinun nposomuau npu 38° G, sanuchiBas epes onpeneseHHLe TPOMeLyTRH
speMern P-AAMP-cuerrpnl peaknuoHabiXx cMecedl. IumeTmueckme KpuBHIe
rugponusa upusejiens Ha puc. 2. Ioayuenue Qocdamupa (Ila) 1 pearnumo
ero ¢ TeTpaMeTeHjHaMHHOM nposofunn Taxxke B camecu DMFE ¢ Bomoi. lus
sroro coegmuenme (l1a) momyuwamu mpw m3aumopedcrsum B Teuenue 10 mun
0,075 amonn pT(Ac) ¢ 0,675 myoan (PyS),, 0,675 mmons PhyP u 1,35 amons
Melm B DMT, copepsramenm 10—209% H,0, w zarem podapasan 0,36 ma 1 M
BOAHOTO PACTBOPA TeTpPaMeTHACHIUAMWHA.

Peaxuuu npousvommnix (la) w (I1a) ¢ anudarngeckmmn aMmaamu 8 DME
3aKAHYHBAIOTCH MEHEe UeM 3a 3 MHH, PEAKIVY ¢ AHUIWHOM ONMCAHBI BEIILE.

Hoayuenue npouseodnuz (16) u (116). Baaumodeiicmeue ¢ NH(CH,),NH,.
Cuvecwr 0,084 amonps Gucrpmaranasvonnesoit conu pTpT(Ae) ¢ 0,25 mamonn
(PyS),, 0,25 matons PhP u 0,42—0,6 myonns DMAP wau Melm pacrsopsinu
B 1,2 M DMF. Yepes 4 vmm, mo pamusn 2 P-AMP-cniektpockonus peavimon-
HOH cMecu, HabaofaeTcsa KomuwTecTReHHoe ofpasonaHue coefnvennit (16) wiwn
(116) (puc. 1). IToxyuenusie npoON3BOMHLIC BHACHAANU ABYMA criocobamit: 1) ocasm-
manm 25 wmur sdupa, 0CAOK IPOMHBAMAN ATETOHOM, HQUPOM, CYIIMIAH HAJ.
P,05; 2) ocassanu 25 wx 29 pacrsopa LiClO, B arerone. AHanoruduo mnony-
qanu Meruammugazonun pTpT.

st neenemosanus saaumoeficrsus Gochamupa (116) ¢ rerpamernieHmmas -
Hom B BogrOoM DMI k coepuuennmo (116), monyaenwomy no peaxmmu 0,035 myous
pTpT(Ac) ¢ 0,1 mmonn (PyS),, 0,1 mmonn PhP u 0,21 saoas Melm B 1,5 M
DMF » reweunwme 10 muu, mobarasian 0,36 ma 1 M pacrsopa TerpamMerunieH-
amMnua B softe. Ilo paunsy *'P-fAMP-cnerrpockonny, wepes 10 iy npomexo-
DUT KONMIeCTBEHHOE 00pasoBaHue COOTBETCTBYIOMETo (Qocdania. AUarormd-
weiM ofpazom moryuen (NH,(CH,),NH)pTpT. llpu snpepmuBanui B teqyeHue
1—2w 1 0,00 M HCl mpu 40° C 9Ti mpomMsBOAHEE, IO HAaHALIM MHUKDOKOJO-
HOUHOH XxXpoMmarorpaduyl, KOTHIECTBEHHO UPEBPAMANTCH B HHHYRICOTHI.

N-(2-Xnopamua)-N-nemuaanud n 4-|N-(2-zaopsmua)-N-memusanurnoloen-
auananud pT(Ac). K npoussoguomy (11a), monyuenroMy nps B3anMOIeHCTENH
0,025 mmoap pT(Ac) ¢ 0,225 mmonns Ph,P, 0,225 smvoas (PyS), 1 0,45 mmons.

480



N-averunumugazona B 1,5 max DMF 8 revenne 10 mum, pobasasnn 0,25 aMons.
rpmarunayuna 1 0,125 amons N-(2-xmopsrun)-N-merunavuna winm 4- N-(2-
xaoporua)-N-yersiavunoloensunamuna B suge xnoprugparos. Yepes 10 aun
OCAJIOK TPUSTIIAMMOHMUXAOPUTA YAAILSAN Heurpudyraposannes. Lpogywrrer
ocasrmanu 50 ma adupa, apamnsr nepeocazkaann us DMF sdupoa, ocapor npo-
ayeBasw areromonm 1t aduponr, cywrau xag CaCly. Brixom 75—809% . Ilponyrre
TOMOTEHHDL) [0 HAHHLIM XPOMATOTpPadUu B TOHKOM CJIOE B CHCTEME M30OPOoUa-
noa — tpwartonaMun — soga (7 : 1 : 2). Ilpoussonwmoe OewsumaMura umeer
DOABIKHOCTL, COBTANAIONIYI0 € NMOABUYKHOCTLIO TOTO K€ CONMHEHWT, TOJNY-
genHoro o merony [11] (R, 0,46). Creuens coxpanenus KOBANCHTHO CBABAH-
IOTO XJopa OnpefeNsiy mo peariui ¢ sruieHgumarmuon [15]
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REACTIVE PHOSPHAMIDATES OF MONO- AND DINUCLEOTIDES

GODOVIKOVA T. S., ZARYTOVA V. F., KHALIMSKAYA L. M.*

Novosibirsk Institute of Bioorganic Chemisiry, Siberian Branch
of the Academy of Sciences of the USSR, Novosibirsk;
* Novosibirsk State University, Novosibirsk

Using a mixture of triphenylphosphine and dipyridyldisulfide, the synthesis has
been accomplished and mono- and dinucleotide derivatives with a zwitter-ionic terminal
phosphate group, containing the 4-dimethylaminopyridine (DMAP) or N-methylimida-
zole (Melm) residue, have becen isolated. The reactivity of prepared phosphamidates
towards water and amines has been evaluated. A rapid substitution of the DMAP and
Melm vesidues for residucs of aliphatic amines, including 2-chloroethylamine group,
has been demonstrated.
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