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3-(a-Naphthylmethyl) -4-hydroxycoumarin and its several derivatives
have been synihesized by thermal condensation of «-naphthylmethyl
malonic acid diethy! ester with phenols.
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CHHTE3 NOTEHHMAJIDHBIX AHTATOHHCTOB |
AMUHOKHCIOT B PALY XHHOJIHHA

B. H. Konmnoxes, JI. H. [Isazxosa, K. 10, bo6apuikuna

Vpansckufi noantexamzeckuii wctutyT um. C. M. Kuposa, CBeprioscx
Hocrynuao 27 V 1964

B XauecTBe NOTEHUEANHHEIX AHTArOHHCTOB aMHHOKHCIOT CHETE3HPOBAHH!
B- (6-xmuoaun)-c-anasnd, f-(8-xuzomwa)-o-aganug # - (2-dbenna-4-kap6oxcu-
B-XHBOJNI) -CC-aTaBuH,

3a mocsegHHe TOABl 3HAUUTENBHO BO3DOC HHATEpPEC K H3YUEHMIO ITOTEHIH-
aJbHEIX aHTUMeTab0J¥TOB ¥ OBl CHHTE3EDOBAHE! MHOTOUNCICHHEE apa-
JIOTH aMUHOKKCJIOT, BETAMUWHOB ¥ IPYTux M@ratosauros —%. B KavecTBe aH-
TATOHHCTOB AMHUHOKHC/IOT IOIYYCHB NPOUSBOJHBIC DA3JUTHBIX FeTEPONUK-
JIOB: THo@eHa xunonuua® b, akpuauua’, pemanrponuuad u mp.

B sT0R paGore OITECHBAETCS CHHTES XUHOJIMHCOAEPEKAMUX HOTeHIAATb-
HEIX aHTaroHHCTOB, oTBedamiiux obmefl dopmyne L
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B- (6-Xunosun) -o-anapunauraapoxnopur  (II) = - (8-xumonun)-a-ana-
mupnarappoxsopun (1I1) 6wiiu mosyueHH MpH THAPOJME3E COOTBETCTBYIOMIHX
- TIIPOMSBOKHEIX alleTH/IaMHHOMAJoHOBOTO 30upa (IVa, 6), CHHTe3SHPOBAHHEIX,
B CBOIO OYepenb, W3 TaJOTeEMETHJIXHHOJIWHOB H ANeTHIAMHHOMAJO0HOBOTO
s¢upa. B oTimuMe oT paHee NPENJIONKEHHOH MeTOIMKH® 6-XJOPMETHIXHHO-
" MH TONY4eH B3amMOAeicTBHEM 6-XMHOMIKApOuHONA!® ¥ THOHHJIXIODUIA
¢ seixomoM oxono 80%. DpommpoBarue 8-MeTHIXHHCAHHA OPOMCYKIUHH-
MHIOM B TNPHCYTCTBHM [NEPEKHCH O€H30HJa MPHBOAHT K B8-GDOMMETHIIXU-
wvojunyll—12.  B-(2-Dennn-4-KapGOKCH-6-XHHOJNII) -0t-aTaHHHAUTAAPOXIOPHT

(V) 6bi1 BHImeNeH B pesyibTate ruppofusa VI, mosygeHHOro mocpencTBoM
peaxnuu [le6Hepa ¢ NEPOBHHOTPANHOH KHCJOTOH M3 71-aMUHOGCEH3U/IALETHI-
2MHHEOMAJIOHOBOTO a(upa u GeH3ajbleruia.

Xunonunananuss 11, III, V gaior TOMOKHATENBHYI0 PEAKIHIO C HHHTHI-
pusoM. HekoTophle CBOACTBAZ NOJNYYEHHBIX COSNMHEHH NPHBENEHH B Tal-
JIHIe.

IKCHEPHUMEHTAJNBLHASA HACTDH

6-Xnopmernaxusoaud. B xoa6y, cHAOKEHHYIO MeIIAajfKOH, XOJOAHJAbHU-
KOM C XJIOPKa/JbIueBOl TPYyOKOR W KamenbHOH BOPOHKOH, momemamnT 2,6 2
6-xmHOMUIKApOHEOaAa H 30 M4 CYXOro XJI0podopMa, NPUKAmBBAmOT 15 M4
THOHHJIXJIOpEAA ¥ KunsTaT 2 yaca. OTTOHSIOT NOL BaKyyMOM Xiopodopm H
THOHWJIXJOPUE, IBAXKIH AOGABJASIOT XJ0poQOPM K IOBTOPHO OTTOHAIT.
I'mapoxnopun 6-xnopmernixuuonuna (T. ni. 181—183°%) pacreopsior B BOTE,
BEIIEJNSIOT OCHOBAHME IMEJ0Ubio, (GUABTPYIOT, NPOMBIBAKT BOAOH, CyIIAT.
Tlonygator 2,26 2 (78%) 6-xnopMeTHIXUHOMKEA ¢ T. 1. 69—70° (mo smte-
patypHbIM gaHHBEMY, 68—70°). '

Artuaossifl adup §-(6-xuHOMUA )-0- (KapBaTOKCH)-0-N-aneTHiaMIHOIPO-
nroHoBoi xucaotel (IVa). K 16 ms GesBommoro cnmpta fobasastor 0,33 2 Ha-
TPHS ¥ TOCJe PACTBOpeHHs mocjeqHero — 3,15 2 ameTHIaMHHOMAJIOHOBOTO,
stupa. CMech KUmATAT 15 MEHYT, OX/12XKIAIOT U BHOCAT 2,0 2 6-X/0pMeTHII-
xunonuHa. [loc/ie ABYXWAacOBOTO KWOSUEHHS DEAKIHOHHYI0 Maccy OX/nax-
[al0T, BHIABINHE 0CAL0K OT(HHUIBTPOBBEIBAIOT, NIPOMBIBAKT BOXOH ¥ CyIIaT.
Iocae xpucranausanyu us 30% coupra noayzawor 2,8 2 (56%) GecuseTHBIX
kpucraaigos Via. ' .

dtunoeeit adup p-(8-xmHoANA)-0- (KapGITOKCH )-0-N-aHeTHAAMHHOIPO-
aroHoBO# KucaoTH (1V6). ITonyuen aganorununo 1Va.

dtuaorsift  adup p-{2-dhenma-4-xapGoxcu-6-xuHONNI)-a-(KapGITOKCH) -
a-N-anerazaMunonponnororoi kucaotel (VI). CMech 17 2 n-aMuHOGEHIWII-
aneTHAAMHHOMAJ0HOBOTO 5dupa, 5,8 2 Gersanprerrga B 60 ma Ge3BOJHOTO
crnzpra xunatat 30 munyT. K oxnaxnennofi peaknuorHO# Macce N0GaBISIOT
4,8 2 TMPOBMHOTPAXHON KHCJIOTH ¥ BHOBb KHIATAT 2 yaca. [locse xpucrad-
JIU3A0KMH B XOJOZUJIBHHKE OCAMOK OT(HJIBTPOBEIBAIOT, IIPOMBIBAIOT U KDH-
CTamausyioT u3 cnupra. Iloaygaor 3 2 (11,9%) VL

p~(6~-Xuanoxun)-c-anamusaurugpoxaopun {I1). Cmecs 5,5 2 [Va 1 72 ma
20% consnofl KECJOTH KEOATST 4 gwaca. [tocje OTTOHKY JI@TYHHX TOJ BAKYY-'
MOM OCTATOK pAacTBOPAIOT HEeOOJBIINME NOPIUSMH B KOHIEHTPHPOBAHHOHR
COJITHOH KWCJIOTE TP HATpEBAaHEH, OXJaXaioT, NOOABJSIOT IBORHON 00BEM
cnupra. lIpw moTHpaHWM REIKDHCTAIUA30OBEIBAETCS OGECHBETHOE BEINEecTBO,
KOTOpOe OTOUIBTPORLIBAIOT, MTPOMEIBAIOT COHPTOM H cymar. lomayuawor 2,9 ¢
(65%) II. Bripenennoe us Il TpusTHIAMUHOM OCHOB2HHE HMeeT T. ILL 246—
247°.

p-(8-Xunoaun)-g-ananueguruppoxiopun, (III). Tloaywen amamormumo II.

p-(2-Penunn-4-kapOOKcH-6-XHHOMNA ) -q-adaBusauraapoxiopuy (V), nu-
rugpar. llonyuen avansoruuno IL
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Tloso- ~ : . -
gg;ﬁg X{?:HJ;IOE Ry Ry Rs BBB/};O'E’ T. mi., °C
1
1| 6 | CHCH(NHy)—COOH H H | 65 |[>250  (cosmas
KHCJIOT2—CHEPT)
I 8 CH;—CH (NH,)—COOH H H 51,5 (235—236 (coasmas
’ EHCAOTa~—CIAPT)
NHCOCH:;
. |
IVa 6 CHy;—C—(COOC, Hs)» H H 56 |156 (30% cmmpr)
NHCOCH;
: | .
V6 8 CH;—C—(COOC5Hs) 2 H H 47 |112—114 (30% —
CIIHPT)
v 6 CHy;—CH (NH;)—COOH COOH | CsHs | 38,2 |>250 (corsHas
KHCJAOTAa—CHHPT)
NHCOCHs )
VI 6 CHy—C— (COOC,Hs) 2 COOH |Cets | 11,9 {222 (cmupr)
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SYNTHESIS OF POTENTIAL ANTAGONISTS TO AMINO ACIDS
IN THE QUINOLINE SERIES
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The followmg compounds have heen synthesized as potential antago-

nists to aminoacids: - (6-quinolyl)-a-alanine, p-(8-quinolyl)-u-alanine, and
B- (2-phenyl-4-carboxy-6-quinolyl) -a-alanine.
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Bpyrro-dopuMyra S !
Haf- | BeIgmC-| Haf- | BEIYmC-| Hall- | BRIGHC-| @al- | BeIuEC-
HeHO | JeHO | IEE0 | JIeHO | OeHC | JeHO | JeHe | JeHo
C12H12N5O, - 2HCI 49,50 49,82 4,66 | 4,84 | 24,14 ’24,56 9,22 | 9,69
49,53 4,88 25,03 9,54
C1sH12NoO4 - 2HCL 50,20 | 49,821 445 | 4,84 | 24,77 | 24,56 | 9,50 | 9,69
50,37 5,09 2477 9,28
Ci19H2aNoOs5 63,64 | 63,69, 595 6,15 — — 1796 | 7,82
63,95 6,15 7,80
Ci1oH2oNoCOs 63,63 63,69 6,07 | 6,15 — — | 807 | 7,82
’ . 63,65 6,03 — — 18,02
CioH;6N O, - 2HCL . 2H,0 51,66 51,23| 4,656 | 494 | 1583 1595| 6,43 | 6,29
‘ . 15,62 6,16
CasHasN,O7 — — — — — — | 6,04 |58
6,10

YIOK 542.953.2+547.831 4543422
HCCJIENOBAHUSA B OBJIACTH CUHTETHYECKUX KPACUTEJEN

XLV. CTHPHUJABI U3 N-APHIOXHHANBIHWHUEBBIX COJIEH

I. T. Nuaworun, O. E. erpenxo

HOBUIRHUA O TBEEHBIA VHE AT
Ye XY Cynapc I UBEPCHTET

Hocrynuio 31 1964

Kopnegcaunefs N-apHIxXuHAIbIUHHEBHIX COJeH ¢ OEH3aNbRETHAOM H €ro
0- ¥ 7N-ORCW3AMEHIEHHEIMH IIOJy4eH pSf CTHPHIOBHIX NDOH3BOIHHIX. Marcu-
MyMH HOTVIOHIEEWS OKCHCTHPHJIOB OaTOXpOMHO cMemeHH Ha 12—34 mmx mo
CDaBHEHHIO C HX HE3aMEHICHHBIMH apajoraM#. [iepexoi coJeli OKCHCTHDHJIOB
B OCHOB4HHMA CBA32H ¢ yrayOaesumeM okpacku Ha 90—130 .

OtHocuTepHAS TMOOBHMKHOCTS BOLODPCAHBIX aTOMOB METHJABHBIX IDYII
N-rasoreHapanaToB XHMHAJAbIWHA, BBRI3BAHHAS CONpPSIKEHHEM 5TOH TIPYIIIH
G KaTHOHHAHIM IIeHTPOM, O0YCJIOBJAHBALT JIOBOJBEO JIETKOE NPOTEKAHHE Deak-
Uud KOHZEHCALMX OHUEBHBIX coJiell ¢ apoMAaTHUeCKUMHM ajbierunamu. llpo-
JoJXasi UCCAef0BaHug B 5TOM HAIlPaBJEHHWH, MBl BReNM B KOHEEHCAIUIO C
YETBEPTHUHEIMHE COMSIMY GEH30RHLIT aJplerda ¥ e€ro OpTo- U Iapaokcu3amMe-
menrnsle. Mexomusle cotu GBIIE CRHTE3NPOBAHKI LUKIH3ANHEH COOTBETCTBYIO-
I¥X BTOPHYHBIX APOMAaTHYECKUX aMHHOB C YKCYCHBIM a/ibIeTHAOM B KHCJIOH
cpefie o pa3paGoTaHHBIM paHee MeTonugam!'?, '
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