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Tlonyger psm 2-MeTORCH-B-xTOPAKPUAHE-9-HA-aMUHORECAOT (Mca-aMHHOKHCIOT), 00-
najaomux (QIyopecneHTUbM cBoiicTaMy. Mccnenosano nowefenue Mca-rpyuinl B yeiao-
BUAX NeOTUAHOrO cHuTesa. IIoMydeHsr COeKTPHl MOIVOD[EHHS, CHEKTPHl BO3OYIKIEHMA i
HCOYCKAHAA (DIYOPECHeHUHN H ONpPEfeJeHbl BEIMYNHBI KBAHTOBBIX BEIXOJOB CHUTE3HPO-
BAaHHBIX COENUHEHHH.

Ilpn wmecnemoBamuy CTPYKTYPHEBX W OUHAMMICCKHX OCOOCHHOCTEH GENKOD
U OOJHIENTHOB BCe INMpe IpHMeHaIorcs duyopecientrsie Meronst [1]. Xora
B HaCTOAIEe BPEMA M3BECTHO GOJBINOE THCIO COENHIEGHHIN, 00Jafafonmx
(DITyopeCHeHTHEIME CBOHCTBAMHY, JIUIIL HEMHOTHE H3 HUX MOTYT OBITh HCIIONL-
30BAHBL [UIA MOAUPHKANMA [JAHHOTO KIacca COeRuHEHHE. IT0 o0bLACHAETCH
TeM, 9TO TaKme MODM(UKATOPHl HOKHBEL 00JaLaTh DPAKXOM OCOOBIX CBOMCTB:
CrOCOBHOCTHI0 COeTU(UISCKE B3aUMOACHCTBOBATE ¢ COOTBETCTBYIOLIUMH TPYII-
TaMy TONUMeNTAXHON Nerd, e OKa3blBATh CYIEeCTBEHHOIO BIMAHMS HA CTPYK-
TYPHYIO OPraHH3alUUI0 ITOCHeJHEeH M H3MEHATH CBOW CUHEKTPANbHLIE CBOHCTBA
TIpY B3AUMOAEHCTBHU ¢ TOJUMOenTHgoM Iyn OeixoM. llosromy gambheiimie
ITOHCKM TAKOTO POJa COeNWHEeHHH IPeacTaBIAT HECOMHEHHBIT MHTEpeC.

B macrosmiem cooGIIeHHH MBI PACCMATPHUBAEM BOSMOMKHOCTEH MCUONB30BA-
Husg B Kadecrse (PIyopeclieHTHOH MeTRH 0CcTaTka 2-MeTorcn-6-xmop-9-ammreo-
akpuamaa (I) [2], woropsii ofmagaer xopomaMu (IYOPECIEHTHBIME CBOHCT-
BAMY, B TO i€ BPEMsS ero IOCKAs MONEKYNa [OCTATOYUHO KOMIAKTHA M XIEMU-
qeckr mueprma. H comanmenmio, HENOCPeJCTBENHOE IPUCOERMHENNE JTOro
OCTATHA K OENKY WM HOIWICITHLY HEeBO3MOINKHO H3-33 JKECTRUX YCIOBHHE Ta-
ro#t peaxiuu. Hambonee peaibHBIM NyTeM ABIETCH NONyUeHUE aMHHORHCIOT-
HBIX TPOH3BOAUBIX AKPUNHA U IOCHefyloliee NIPUCOeIUHEOHNEe X K OeIKy MIH
MONWHETHTHY OFHUM U3 MeTOH0B UENTHIHOTO cHHTesa. [N monydeHus arkpu-
MEHANAMIHORUCIOT MBI HMCIONL30Bamu 2-Merokcn-6,9-muxmopanpumma  (11),
Y KOTOPOr0 XJOP B IMONOMKeHUH 9 JOCTATOYHO AKTHBEH, YTOOBI DM HAIPEBAHHN
B emome MoOrmo odpasosaThes akTupupoBammHoe (Peroxcmcoemunenme (I11),
CIOCOOHOE PearrupoBaTh ¢ aMHHEOTPYIIION, FanpuMep, Banmna, obpasys N-ax-
pummaunsanum (cxema 1), CunresmpoBamHbie U0 970 cxeme Mca-aMHAORIC-
gorer (IV)—(XVIII) (radouna), WONyUeHEE TACTH KOTOPHIX ONyOHMKOBAHO
B pabore [3], mMeOT CBOGOMHYI0O KAPOOKCHIBHY TPYIIY, CLOCOOHYIO yHacT-
BOBATH B 06PA30BAHHK LENTHIHOH CBA3H, TTO IOKA3aHO HA TIpHMepe CHHTe3a
samumennsix gunenruagos Mca-Val-Gly-OC,H, (XIX) u Mca-Val-Lys(Z)-
OCH, (XX) (cxema 1). Caemyer ormerurh, aro, pacmonaras momro-N-Mca-
NPOUBBOMHEIMU TAKAX AMUHOKHCIOT, KAR JNHU3UH, MOMKHO HCIOIL30BATE B IIell-
THNHOM CHHTEe3¢ M BX ¢BOOO[HBIE aMAHOTPYIIIEL.

OuennBas BO3MOMKHOCTH TMoayuenus Mca-aMUHOKHCIOT, 3aMETHM, YT0 OHAa
OTPENeNAETCA KAK PACTBOPHMOCTHI0 AMHHOKACIOT B (PeHOIe, TaK M HMX OCHOB-
HocTs1o. IToCKONBKY He BCe AMEHOKMCJIOTHI MOTJIH PACTBOPATHCI B (heHoiIe
naske npu 160° C, o N-Mca-npousso/jibie PsAfa aMHHOKMCIOT HaM# He ObLIH
nonydenst. Vmorga pacTBOPHMOCTL TOBBILIACTCA TIPH HCHOAB30BAHNWY AMIHO-
KHCJOT ¢ BAIUIIeHHLIMI OOROBBIMK rpyraMu. B 1o jKe BpeMsa samjura Kap-
GORCHNIBHOM I'PYIIBI aMHHOKKCIOT, TMOBLIIAIOIIAA X OCHOBHOCTH, I0O3BOMIIA

Coxpamenme: Mca- — 2-MeTorcn-6-x10parpunE-9-1i-,
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Xapaxrepacruiu 2-meroKen-6-xmopaxpaamu-9-mr-npoussonusix (Mca-X)

A menerenax e | s
X T. ., °G <\001J,§> knay- |- Bo36 ?ucﬂ
A B B r TOBBIH |"“MAKC? |“MaKe
BBIXOD HM M
-NH, (I) ~1 | 410 | 480,
495
-Gly-OH (IV) 250-255 | 0,46 | 0,31 68 0,294 ?E{)é: 4830
)
-Gly-OCH; *(I'Va) 2168-220 | 0,4 0,31 66 | 0,492 | 415 :19Q
-Ala-OH (V) 220-225 | 0,52 | 0,23 | 0,82 95 (0375 | 420 | 505
-Ala-OCH; * (Va) 178-182 | 0,67 | 0,51 | 0,87 | 0,89 63 0,216
-Leu-OH (VI) 152—154 | 0,6 0,32 | 0,85 | 0,65 67 (0,034 | 424 498
-Val-OH (VII) 157-159 | 0,5 032 | 0,83 | 0,65 92 10,453 | 416 480
-B-Ala-OH (VIID) 150—-153 | 0,35 | 0.2 0,4 90 10,360 | 418 485
-t-Abu-OH (IX) 140143 | 035 | 0,2 0,8 0,4 62 10,13 420 486
-NH-(CH.) ,-COOH 209-2111 0,28 | 0,2 0,8 0,4% 83 10,097 | 420 490
(X)
-Asp(0OBzl)-OH (XI) 1240243 | 0.5 0,42 78 10,24 414 486
-Glu-OH (XIT) 158160 | 0,5 0,42 86 0,426 | 422 §OQ
-Glu(OBzl)-OI1 (XIII) |180—-185 | 0,35 | 0,28 0,61 68 10,093 | 424 205
-Met-OH (X1V) 163-165 | 0,48 | 0,33 55 0,081 | 415 495
-Trp-OH (XV) 180185 | 0.35 | 0,34 52 [ 0,135 | 400 478
Tyr(Bzl)-OH (XVI) 144—146 | 047 | 042 | 0,6 36 |02
-Lys(Z)-0H (XVII) 180-183 : 054 | 0,26 | 0,6 53 | 0,044
-Lys(Meca)-OH (XVIII) | 188—189 | 0,6 | 0,25 47 10,08
-Val-Gly-OC.Hs (XIX) 74—77 (0,48 0,8 73
-Val-Lys(Z)-0OCH, 106108 | 0,6 0,92 62
(XX)
-Lys-OH-2HBr (XXI) |205-210 | 0,1 41
* Xaoprigpar.
#% Cocrap XpoMaTorpadMICCKNX CHCTEM CM. B «IKCHED. JaCTH»,
HAM TOIXyYUTh J(QUPH COOTBETCTBYON(HX Mea-aMuHHORHCIOT (IVd) 1 (Vay

B Gomee wmsrrux yenoBusax (50—60°C) ¢ membiruym 1aBopoM mOG0YHBLIX TPO-
nyxToB. B03MOKHOCTE palieMH3aITUE B YCIOBUAX Ionyderiss Mca-mponssopn-
HEIX 6ymer o0CYREATHCA B CAEIYIONIEM COODICANI.

Murepeco BaauwmoyeiictBre 2-MeTOKCH-6,9-/nxmopakpajinaa ¢ WMWHOKHC-
moramu. Hecmorps ma xoporuyio pacrBopuMocTh ocienunx B deuose, Ham
HE YIAJ0Ch HONYYHTE MCa-BMUHMOKICIOTE B BRIINEYKABAHHBIX YCHOBMAX, Bo3-
MOMHO, B ATOM HDOSBIACTCH cneumbmma TPETHUNOTE ATOMA a30T8 HWMUHOKKC-
norei. IlopmoGuoe moBefenume OLIIO OTMEYEHO pavee MPH  BlauMopelcTBuH
2-meToRCcE-6,9-FUXIOpakpUAEHA ¢ TPETHIHBIM aMITHOM

C.H,

/s
N | CH,—CI1,—CH,—N 4].
AN
CQI"[E,’ 2

Tlpr mosydeHuu AKPHAHHWNIAKHBUHA CIEegyeT OPUHATE BO DHUMAHKE, IO
¢ TPOHBBONHLIM 9-Xjopaxpumuba GyayT BaamMomelicTBOBATE KaKk o-, TaKk M
e-aMIHOIPYIIIE AMIIIORECAOTEL, 1losToMy MLt momy<IeHus MPOU3BOMHOTO IIO
a-amurorpynme (XVII) e-ammmorpymmy cregyer sammuiarth, B TpOTEBHOM
CIyvae UPH UCIONB30BAHIT 2 MONEL 2-MeToRcH-6,9-muxnoparprauya ma 1 Monb
TU3WHA 0AYIaeTCA Au3aMernenmoe npomssommoe (XVIII):

COOH
|
NH—CH—CHZ—CHZaCHg~CH‘,—\1H
|
{(\/\l/ —OCH, /\/\/ —OCH,
/ /\ 72N //\

B cpasu ¢ 91HM MOMKEO TONAraTh, YTO ONMHECAHHLI B pabore [3] Molosamernien-
HBIH  JTHUH, TONYTEHESIT FCXOnd M3 He SaIUIfemiol T10  &-aMUHOrpynme
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AMUHOKHUCIOTE, TPEeACTaBAAeT CO00IM CKOpPee CMEeCh MOHO- 0 JM3aMEINeHHOr0
TTPOJIYKTOB.

Orrocuresbo 2-vetoren-6-xXmopakpugHioBoil TPYTITEL B Y CILOBHAX IIeITHA-
HOTO CHHTE3A MOMHO OTMETHTHh cjeiyiomiee: oda ycroidumsa B 0,1 mw. NaOH,
910 OHI0 THoKazaHo Ha npivepe owbirenna Mea-Ala-OCH;  (Va), u me
ormermaerca HBr » megamoir CH,COOH, yro BriTexaer ms momywenns Gpom-
rugpata  Mca-Lys-OH (XXI) w3 coorsercrsyomero N°-Z-IrpounsBogHoro
(XVII). Mca-rpynua ofragaeT W JoCTATOYIO BBICOKOH YCTONTHBOCTHIO K THI-
ponusy. Orasanocn, uro mpu Harpesamumm npu 100°C B Bome WM BOIEHOM
pacrsope HCl (pH 1) ormensnenme akpujniHoBOro sapa IPOTEKAET FOBOIHHO
MeIeHIo 1 3axandmpaercd uepes 15—18 uw, Mexogmoe BelwecrBo UpH aTOM
pacmapaercsa Ha 2-Mmeroxcu-6-xmopanpapon (XXII) (cm. cxemy 1) m aMmmo-
KECIOTY. BepogrHo, B ciydae akpuARHAIAMEHOKICIOT MHUIINHPYIOLIMM 3Ta-
TOM DEaKIHA TUAPOIISa ABIAETCH aTaka IPOTOMOM AaroMa a30Ta, IT0 TpU-
somur K obpasoBammmo moua (A) (cxema 2). Fm[po:ﬂcrmbnmi’l JKEe WOH MOKET
a0 BHITECHATH AMUHOKMCIOTHBIE 0CTATOK, ANG0 06pA30BLIBATL TITOMEKYTOT-
mHoe axpmpaHoBoe mpoussogzoe (B) ¢ mocaeayommm pacmamoM o akpHUIOHA
(XXII) u aMUHOKMCIOTLI, KAK 910 HMMEEeT MECTo I B caydae ¢ 9-XTOparpi-
KEHOM [5].

Crena 2
R R
| l
NH——CH—COOH NH—CH—COOH
SOCHY g4, 0 (\ /'\ O
/\/ N AANS
Cl N
+
(A)
_ n —
|
'»o \JH CH—COOH o
, OCH.
och 3
- ( s (\ /\/
(—NH:~CH~COOL)
SN \ / A ! N / \)
Cl R Cl
h (B) B (xxn)

B pmonnsy mpepmaraeMmoil ¢XeMbI TOBODPMT TOT (PAKT, WTO AKPWIOI I aMHHO-
KHCHOTa HeHCTBHIEILHEO SBIAITICA EHHHCTBEHHBIMH HPOJNYKTAMH KECHOTHOTO
CEOPOTE3A.

Yro xacaercs yCToﬁqﬂBOCTH Mca-aMBZHORMCIOT K THAPOINSY B IPHECYTCT-
sun NaOH (pH 9) mpm 100°C, 70 oma smavmrenbmHo HEJKE, M Bech IPOLECC
THAPOIH3A 3aBEpIIaercH 3a 4—5 w.

Wrrepecuo, wro mimpoxo W3BEeCTHEIR IPOTHMBOMAJADPHIHBIA mpeuapart ax-
puxur  (mepacrine), npeNcTaRIAOMEE co00d OPOEyKT B3amMomeHCTBHA
2-merorcn-6,9-muxmoparpuaura ¢ A-IEOTHIAMARO-4-aMHEONEHTAHOM, B 3—
4 pasa Memee yeroitums, uem Mca-aMUHOKHCIOTHL.

Brimo ofmapymeno, aro peaxkmma monydermsa Mca-aMEHORMCIOT IPOTE-
KaeT HeolNO3HAYIO ¥ B 3ARECHMOCTI 0T MCIOIh3yeMOH aMHHOKUCIOTHI MOSKET
CONPOBOIKIATHCA 00pasoBammeM GO0XLOIET0 MHIE MEHBINer0 KOIWMYecTBA HPH-
meceit. Ilpemaparwrmoe BBIgeIeHMEe BCEX HPOAYHTOB PEARIEM ¥ TUAPONH3
RQWIOTO M3 HAX T[IOKA3aMi NaJpude AMHHOKWCIOT JIHNIb B TIHAPOIHE3ATAX
Meca-amvmroruenor. dror GaKkT YRAZBEIBAET HA TO, ITO BCE MOOOYHBIE HTPOIYK-
THI PEARINHIL ABILIOTCA PE3YALTATOM JIeCTPYRIITE TeTePOIIRIA.

Brun MBYEIIHI HEKOTOPHIE CIeKTDAITLIbIE CBOTICTBA CHHOTE3HPOBAHHBIX
COCIMHCHIH: CIeRTPEL IOTJIOINEHUs, CIeKTPLI BO3OYMIEHNA M HCTYCKaWHd
Guyopecie NI 11 OIUpEefeJeHsl BeNWYWHLL KBAHTOBRIX BLIXOLOB Quyopec-
nemnun, IlomaBrdioniee OGONBIUAHCTBO MCCHEMOBAHHEIX Mea-aMITHOKHCIOT
(kpome Mca-Trp-OH (XV) u Mca-Tyr(Bzl)-OH (XVI)) nmeroT Onuskue 1o
dopMe COeRTPHI TOTIOLICHHS, TTOLODHBIE 110 XaPaRIePy CLIEKTPY TOTTOUEeH I
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Prc. 1. Coextpst worstomesusi: I — 2-MeTOKCH-6-Xm0pakpyuoHa
(XXII), 2 — 2-merorcn-6-xmop-9-amunoarxpupguua (I), & — Mca-
Val-OH (VII)

2-meroxcu-6-xmop-9-amnnoaxpuguna (1) (pme. 1). B srmx cmexrpax, cus-
THIX B 9TaHosie, HAONIOMAlOTCS KaK MUHHMYM TPH KOJe6aTeJbHBIE NONOCHL
HanGonee wunremcusmas mosoca mmeer Makcumym upm 420—424 mm, Gosee
MIHHHOBOIHOBAS TONOCAa WMeeT MakcuMyM (mredo) npm 442—447 mM ¢ mo-
treacHBHOCTEI0 0,85—0,90 or mUTEHCHBHOCTH MaKCHMANBLHOW nomocsl. Makcem-
Mym ©Gojiee KODOTROBOJIHOBOH umonockl (muewo) maxommres sOmusm 404 Hu,
a ee uMHTEHCHMBHOCTL coctaBisger 0,60—0,75 oT MATEHCHBHOCTH MARCH-
MaJbhHOM TIOJOCH. B wKavecrBe mnpumepa CHEKTPOB 5TOre THTA MOMKHO
paccmorpers cmextp Mca-Val-OH (VII) (pme. 1, 3). [na cpasrenns Ha
puc. 1 mpuWBeNeEBI CIIERTPHI MOIMOWEHHA 2-MeToKCH-B-xmopaxpumona (XXII)
(xpuas 1) u 2-meroxcu-6-xiop-9-amumoaxpupuaa (I) (xpusas 2). Comocras-
jgepue crnexrpos mnordomienns Mca-Val-OH m  2-werorcu-6-xsop-9-amumo-
AKPUMHA TMOKA3kIBaeT, 4To B rexoM cuekTp Mca-Val-OH casumyr mpumepro
Ha 20 HM B JIMHEOBOIHOBYIO 00/acTh; KoJefaTe bHble KOMIIOHEHTE €10 YINd-
PEHBI IO CPABHEHHIO C KOMIOHEHTAMH 2-MeTOKCH-0-Xi0p-9-aMuuOaRpHIHEA;
XOTA THCIO KoNebaTeNbHbIX KOMIIOHEHT OIHHAK0OBO ¥ 000X coeIuHenui, WX OTHO-
curenvusle uurencusroctw (£/1,) pasiumgaorcs. Ha ocHOBaRMA IIPOBEXEHEOTO
Ka4yeCTBEHHOIO aHANM3A MOMHO CHeNaTh BBIBOM, YUTO XapaKTep INHHOBOIHO-
BOTO BIEKTPOHHOTO EPEXONa B 2-MeTOKCH-0-XI0DAKPHAOHE, 2-MeTOKCH-G-XI10D-
9-amproarpumuae u Mca-Val-OH opumakoB, HO U3MEHEHIE AyKCOXPOMHOK
TPYUIThI B TOJOREHMA 9 ARPHAMHA UPHBOJUT K MSMEHEHUIO ILOJOMREHUS T0-
I0oCEL morxmomienus, a B odnacty 320—360 uM — K MOABICHIIO JOMOJHITEILHEOR
MONOCH TOLMOMEeHHA y 2-mMeToxcn-6-xmop-9-aMmunoakpapmua u Mca-Val-OH
10 CPABHEHHIO ¢ 2-METOKCH-B-XITOPARPHIOHOM.

MsMeBenue aMHHOKUCIOTHOTO OCTATKA B TOJOMKEHEM 9 akpuammEoBOTO
TOTEPOLMUKIA CKAIHBAGTCSS B TEPBYIO OUEPENh Ha LIMpIHe OTHENLHBIX KOJIe-
GaTelbHLIX TONOC H B KaKOE-TO CTeNeHd Ha HX HHTCHCHBHOCTH, XOTH
nocregunii  BaKTOp TPYNHO TOYHO OUEHATH, HE NPOBONA DPASIOMKEHUSA
CYMMAapHOI0 CIEKTpa Ha OTmedbunie mojgocsr (pme. 2). Bee womedaresnbHbie
KOMIIOHEHTEl B CIIEKTPAX MOLIOINEHHS aKPUIAHIaMIHOKICIOT HMEI0T GOMb-
Iy INHPUHEY, YeM ¥ 2-MeTORCH-G-XIop-9-aMHNOARPHAWHA, W 3HAYHTENRHO
foNpOIylo, dUeM y 2-MeTOKCH-G-XJIOparkpHmoHa, 4YT0, eCTeCTBEHHO, CBUIE-
TEJIBCTBYET O BINAHAW KojneOaHmil cBssell mw Tpyno saMectHTesell ma
Kozebanme apoOMaTHICCKOM CHCTEMBI ARPIINEOBOIO AAPA.

Cuexrper mormomenus Mca-Trp-OH (XV) @ Mca-Tyr(Bzl)-OH (XVI)
HOMOOHBI ¥ CMEMIeHH! B [UIMHHOBOJHOBYI0 007acTh (HMX MAKCHMYMBI DPacIio-
nomensl wpx 429 m 434 BAM COOTBETCTBEHHO), 9To OTPaskaeT, MO-BHEAMOMY,
BIAAHNE APOMATHYCCKOrO OCTATKA HA AKPUIWHOBEIA XpoModop.

MakcuMyMsl CIIeKTpoB Bo3Oympernus (uayopecieHnan B OGOJBIIWHCTBE
CIIY4aER COOTBETCTBYIOT TIOJOKEHEAM MAKCEMYMOB B CIEKTPAX IIOTIONIeHI
(puc. 26, radmuma). Ogmaxo v Mca-Trp-OH (pume. 26) u Mca-Tyr(Bzl)-OH
CTEKTPalbUble MakcuMyMbl Bo3Oymuenuwsa cmemens: wa 20 om npm 410 mm
B KOPOTKOBOJHOBYI0 00JacTh OTHOCHTEIBHO MAKCHMYMOB  IIODJIOLIEHIS
433 mM. B 9T0M MBI ycMarpHBaeM Cremu(MIecKoe BINSHHUE ADPOMATHISCKHX
AMIHOKHCNOTHRIX OCTaTKOB. Ilo dopme CHeKTpsl BO30YMueHNs ONMSKA K
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Pme. 2. Crmexrpnr posbyxpesus (1) wu

uenyckanna  Qayopecuennan  (2) m

crnexTpsl nornowmwennsa (3) 2-meroxrcH-6-

05k xaop-9-amunoarpaanaa (I)  (a), Mca-

‘ Ala-OH (V) (6) n Mca-Trp-OH (XV)
(¢} B Boguom pacrsope pH 6,95

) I !
J00 449 a00 600 Hm

CIEeKTPaM IOMMIOMEHHUT, HO B PANE CIYYaeB OTHOCHUTENbHbe WHTEHCHBHOCTH
9THX CHEeKTPOB HECKOJLKO BAPBLUPYIOT. MaKCHMYMBI CHEKTPOB HCITYCKAHM
dryopecuenumu pacrnonoxensl 8 obmacty 480—510 mm. Cmexrpel ucrycka-
HES e pAa3felsioTCA HA OTHeNbHble KoJAeGaTeNbHble TOJ0Ch. Bemmauusl
COOTBETCTBYIONINX KBAHTOBBIX BBIXOMOB mpmsemennt B rabumue. Cpasnenme
TIPHBENEHHELIX 3HATEHWH IOKA3BIBAET, YTO BEIMIUHA KBAUTOBOIO BHIXOMA
HCCNEeOBAHHEBIX COSAMHEHHN CYL[ECTBEHHO B3ABICHT OT IPHPOIBL aMITHOKMC-
JOTHOTO OCTATKA,

Asropm Graromapar npod. A. @, Bexam (Mucraryr meguuuHckoil mapa-
3UTONOTHE W TponmdecKoir memummusr M. L. M. MapmuroBckoro Mumanpasa
CCCP, Mockea) 3a momoins B pabore.

BI{CHGPHMEHTHJI bHAA YACTh

B pafore wucmomezosamu L-amunormemorer upmer  Reanal (BHP).
2-Metroren-6,9-guxnoparprgua (I1) cmuresmposanm mo meropy [6]. Memoms-
3yeMbrii pemos OpeBAPHTENBHO LIePeronand. YHceTory mONYYeHHBIX TPOLYK-
T0B  wonrposmposasm ¢ momomtpo TCX rma mracruarax Silufol UV 254
(YCCP) B cmeremax: metanox — xaopodpopm, 13:60 (A); meramon — ame-
tor — xaopodopm, 1:1:2 (B); erop-oyramon — 3% ammuar, 100:44 (B);
H-ByTamox — Boja — YKeycHag nmenora — nupugne, 15:42:3:10 (T'); n-6y-
TAHON — yKeycHad kuerora — Bofa, 3:1:1 (J[). Bemecra ma xpomarorpam-
Max obmapyusamu ¢ momoribio Y@-ocBernenns, HEHETAADUEA W TAPOB
woma. Jna cmexTpambHBIX HeCaefoBamMii W ameMenTHOro amasnmsa Mca-mpo-
wasonubie oummann ¢ nomompo TCX wa mnmacrmurax Silufol UV 254
(UCCP) » cncremax A u B.

Dausse sxementmoro amagmsa (C, H, N, Cl) mna coepmmemmit (Va),
(XVI), (XVII) mnorasanm xopouiee COOTBETCTBHE ¢ BBIYHCICHHBIMH BEJH-
GHHAMIL

Tnppounus cumresuposanHelx Mea-coegurennii  TPOBORUIK 6 m HCI
(105°C, 24 1).

Temmepatypy ILIaBienns (HemcripaBieHHAs) ONDEeNsin Ha Tnpubope
Boétius (I'JIP) mpu cropoctu narpesanng 5° C/mumH.

" CrexTphr MOTIOMEHMA OBUIH TOXYYEHBI HA CHEKTPOgOTOMETDE Cary-118 C
(CIITA)  (wioserst 1 cm), cuexrpst  Qayopecuenmun  (Bo3GyRAeHHS 1

615



menycramuAa) —Ha crnexrtpoduyopumerpe Aminco-SPF 1000 (CIITA) s pe-
MRUME KOpperiuy, HBauToBBIA BEIXOX QIYOPECHEHOHH HCCIEAYCMBIX COeIH-
wernuit  (pacreop B 0,00 M rpuc-IICl-Oydepe (pH 6,9), cogepsramenm
5-10~* M EDTA) 6bir rmony4es MuTerpupoBamIeM TOX0¢ (PUYOPECICHIAM B
ABTOMATHYECKOM pPEsKLIMe HTOro mpubopa. 3a cTaHmapTHOE BEIHeCTB0 ¢ KBAN-
TOBBIM BBIXOJOM ~ 1 UPHANMANE PACTBOP Y-aMUHOARPITHA B 3TAHOIE,

Mca-Tyr(Bzl)-OH (XVI). 05 1 (1,8 mmoan) 2-Meroxcu-8,9-muxsop-

axpuguea (II) 1 5 r genona mepememunsanu 40 mun npuw 100° C, npubasisn
0,49 v (1,8 mmosn) H-Tyr(Bzl)-OH u mepemerumsasu ewe 3 u upu 110°C.
Pearmmonnyo maccy o6pabarbiBaii gBYMSI METOHLAM,
- Merod A. Pearumonmyro maccy oxmampanu go 20°C, mpmGasmamm 2 M
meranona um 60 M1 xmopodopma. IlonyueHARIE pacT3op LPOMBIBANI BOXOM
(2X410 wi), cymmnw despopubiv Na,S0, n ymapusanu B Baryyme., Hpucran-
THIECKMIA  MKeJITBIT  0CAMOK  TI[ATENHHO  DACTHPANE ¢ CyXuM Pupom
(2X30 mu) pas ypamemmsa Qelroaa. 3aTeM A OUHMCTRE OT CHEAOB 2-METO-
Keu-B-xmopanpmmona (XXI1I) (R; 0,76 (A), 0,86 (B)) ocamor pacrupanu ¢
rumamay anetormoM (2X10 M) B revenue 2—3 Mu.

Merod B. 10 oxmampeuwnoin mo 20°C peaxummoumnolt cmecwu wupubasasnu
100 ax cyxoro adupa W BHIIABINMA SPRO-JKENTHI 0CaJ{(OR THIATENBHO DACTH-
pam ¢ cyxun adupon (2X30 ma), szarem B tevenie 2 MUH ¢ KEIAU{EM ale-
romoym (2X10 mx;), ¢ Bbomoil (2X5 Mia) 1 cioBa ¢ AUETONOM W DPEPOM.
CyIimie B BaRyyMe.

Mcea-anunorucaoror  (1V—XV) nonydasuy  amaiornuHO  COCHHIEHHIO
(XVI) (obpaborra 1o Metony «B»).

Mca-Lys(Z)-OH (XVII). 1r (3,6 mmomns) coepumenns (11) u 8 r ¢emno-
na mepememmpagy 40 wuwr mpm 100°C, mpmbasmamz 1 r (3,6 Mmons)
H-Lys(Z)-OH n mepemermnmpann eute 3 ¥ mpu 110°C w 15 mum mpm 130°C.
Pearmprounyo cmech ofpabaTearm Kak ommcaxo juia coepmmenms (XVI)
(merop «A»).

Mea-Lys(Mca)-OH (XVIII) norysamn amamorsano coepymenmo (XVII),
uexoms us 1 v (3,6 myons) coepmmerua (I1), 6 r genona o 0,3 r (1,8 Mmons)
nwswaa. Ocafior, TONYIeRUBIT mocite o0paboTRY, ABAMKABL MePEeOoCaskIaNy U3
xsropodhopma ahupom, pacrsopsamy 1pr marpesammu B 30 MI cMeCH STAHONL —
xxopopopy (1:1) u ocTasiANy B XONOMEILHEHKe. Bprmasuime RpmCTALIBL
OTPHUILTPORBIBAII I TTPOMEIBAIE DPUPOM.

Mea-Ala-OCH,-HCL (Va). 0,5 r (1,8 wmuons) coegumerns (II) m 5 r
derora mepemernupamn 40 mmm mpu 100°C, oxmaskpanu o 20°C u npubas-
asan cycnensmoo 0,25 © (1,8 mmoms) H-Ala-OCH;-HCL » 3 mu cyxoro xiyo-
pochopata, comeprmamtero 0.2 wa (1,8 avomn) rpmarumanuna. locrenemto mo-
Beimanm revueparypy mo 60°C m mepememmpasu 3 u. [Ipubasmmmn 150
xaopopopma u pacrsop npomsisamu 1w HCL (3X20 mu), popoit (3X20 wmu),
cymmr Gezpoaubim Na,SO, 1 ynapusami. OcTaToK pacTHpas ¢ odmpom
(2X30 ). SHpro-sReaThT METKOKPUCTANINIECKAH 0Ca0K OT(HILTPOBAIBA-
am u st oceobosmenusa or caenon axpigona (XXII) pacrnpanm B Tewenme
9 mun B wumsmens anerore (2X10 i), savem B agupe (2X30 MI) =
CYLUAILIL. -

Mca-Gly-OCII;- TICL (IVa) wonydaim amalorHaHo, HCXONA M3 HCL-H-
Gly-OCH.. i
" Mca-Val-Gly-OC.H; (XIX). Pacrsop 0,4 v (0,28 mmonn) Mea-Val-OH
(V11) & 0,04 r (0,3 mmons) 1-oxcmbensorpuasona B 3 M EI’TD’IGTHJI(I)OPNL&MH—
Ja TIPS MepeMensuBAHIM  OXJQKIANU 10 —10°C m mpubasysuin 9,037 T
(0,28 anwonn) N,N/-muuuksore Kemmiapoo i mia. Yepes 0,0 v upubasadnu
OXJTRRIEHAYIO KO TOI sike TeMnepaTyphl CyCIensuio 0,05 v (0,36 »woin)
H-Gly-OC,H; - HCI ¢ 0,04 mu (0,35 mmonb) N-meruamopdonmia B 4 MO JUTAe-
prndopmaMuga. PeakiimoHylo ¢Mech IepeMellgBami 20 v mpn —5°C, oca-
MOK  OTQIILIPOBHIBANE, A PACTBOP YOADHBAJIM B BAaKyyMe Ipu 45° C.
K ocrarky UpHOABIIM D MI DTENALETATa, CIErKa HArpeBalm TMOuTH 0
[IOJHOTO PACTBOPEHINS ¥ OCTABJIIK Ha HOTIb B XOJONMIbHIIE. Brimasmyio
MK IOreKCHIIMOUeBHEY  OT(HIBIPOBBIBAIE, DACTBOD pa3§aBJ1mm BTlif.TIaU;e—
rarosm 1o 30 MI, TIDOMEIBANT BOJOMH (3X5 wmm), cymnnu Gespomaeiy Na,SO,

1 yITale’B‘dJ’[I/I B BaKyyMe.
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IIpm xpomarorpadupoBanuy rEgpoaKsaTa NOAYICHHOTO MPOAYKTa B CHCTe-
Max A m B mpemudumuposaun axpugon (XXIT), a B cucreme I” — xaoprug-
paThl BAJMHA ¥ TIHITHHA,

Mca-Val-Lys(Z)-OCH, (XX) monyuamu amanorngso (XIX), mexoms ms
0,1 r (0,28 mmonn) Mea-Val-OH (VII), 0,04 r (0,3 mMons) 1-oxcmOenso-
rpmazona, 0,057 r (0,28 wwoxn) N,N'-pumomrirorexcEaxapfofuuMmga o
0,42 v (0,36 mmonn) H-Lys(Z)-OCH,-HC) ¢ 0,04 mx (0,36 mmoxn) Nemerus-
MOpCPoTUEA.

IIpu xpomarorpadmpoBasiiu THAPONUBATA HOLYIEHHOrO BEIIECTBA B CUC~
remax A v B upenrwdumumposann axpmpon (XXI1), a 5 cmereme I' — xmop-
THAPATHL BAJMHHA I AU3HHA,

Omvtaenie Mca-Ala-OCH - HCL 0,02 v (0,048 avons) coepmuenma (Va)
pacteopsu B 1 mu merawona, npubasasgnu 0,16 mx (0,16 amons) 1 u. NaOH.
Yepes 80 mun moprmcastan 0.5 5. HCL mo pH 7, ordrasrpoBnizanry BrinaBusii
B OCAJOK IIPOZYKT, TPOMLIBAJH BONOH ¥ pacTepasi B TeYeHMme 2 MWH 3
RUIAIIeM alerode [ ymaunemmsa caemos axpmpoma (XXIT), Howcramror mo-
JIYUEHHOTO BeI[ecTBA COOTBETCTBYIOT Komcramram coepmmemua (V) (rabuu-
ma), CUNTe3NpPOBAHHOTO B3amMofelcremer alawmma ¢ coegmmenmem (11).

IIpn xpomarorpadgupoBaRuil rUAPOII3ATa TONYIEHHOTO OPOLYKTAa B CHCTE-
max A w B mgemrmdunmponamu axpumon (XXI1T), a B cucreme [ — xmop-
rAfpaT aNaHUIHA.

Mca-Lys-OH-2HBr. 0,4 v (1,4 mmons) Mca-Lys(Z)-OH (XVII) pacrso-
pamn 8 5 mx 37% HBr » mepsmoit CI,COOH, msmepusanu 2 1 npu 20°C
H OCRAANH IONyUeHmbit OpoMrugpar abconrorueiM dQupos. JQUPHLIE caoi
ormensny neramgrarreii. Ocamor mpomeans adgupor (2X30 mi). fApro-men-
TBIfE KPHCTANAMIECKHI 0CaIoR OT(PHILTPOBRIBAII, IPOMAIBAIM ANETONOM |
IBAIEL Iepeoca;Raasu oQupoM m3 cMecy sranois — xmopodopm (1:1).

I'udpoans Mca-Ala-OH (V). a) 30 mr Mca-Ala-OH marpesann upu 100° C
8 3 mu 0,1 m. HCL Yepes wamuere 3 v ordupanu mpoly M XpoMarorpadupoBa-
an B cmeremax A, B JI. Yepes 15 o mabxtogany 1I0J110€ HCYES3HOBEHUE IIC-
XOmEOro Bemjectsa i Tossiaenne axpupoma (XXII) m xjopruapara amauumHa.
Amamormaro Tpopofuam rEAponns 8 Boge. Tor mte pesympTar OBUI TIOIYUEN
wepes 18 4. . .'

6) K 30 mr Mca-Ala-OH npuGapnsmr 3 ma soger, 0,1 1. NaOH mosommm
pH mo 9 m marpesamu wpu 100° C. Uepes xampeie 30 mun orGupai Lpobsr,
moprueasay go pH 1 w xpomarorpaduposamit B creremax A, B w JI. Hepes
4,5 7 gabrrogansn TOT jKe Pe3yIELTAT, ITO 8 B «ar.
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Tlocre mopaBorkum 13.XI7.1983
2-METIIOXY—6,9-DICHLOROACRIDINE IN PEPTIDE SYNTHESIS AS A -V
FLUORESCENT LABEL : B
SHIBNEV V. A., FINOGENOVA M. P., GAZUMYAN A. K., v o
POLETAEV A. 1., MARJASH L. I.¥
Institute of Molecular Biology, Academy of Sciences of the USSR, Moscows -
*Y I, Nikitin Institute of Chemistry, Academy of Sciences o
of the Tadjic SSR, Dushanbe
A number of fluorescent 2-methoxy-6-chloroacridine-9-yl amino-acids (Mca-amino-
acids) have been prepared. The behavior of Mca-group under the peptide synthesis con-
ditions has been investigated. The absorption, flucrescence excitation and emission
spectra have been obtained and the quantum yields of the synthesized compounds have

been determined. .
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